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Hacrosmee m3o0perenne oTHOCHTCS K 00iacTH (papMalieBTHUECKON M OpraHMYEeCKOW XMMHH U KacaeTcs
COeMHEHUH, KOTOpbIe sABIAIOTCS aHTaroHuctamu S-HTg-penentopa.

5-HT¢-penenitop sBAsSETCA YWICHOM CyIIEpCEMEICTBa PEIEITOPOB CEPOTOHMHA, CBsI3aHHBIX ¢ G-Oenkom, 1,
110710680 5-HT,- 1 5-HT;-perentopam, oH IOI0KHUTENBHO CBSI3aH C aAeHIIATINKIA30i . 5-HTg-perentop kpbi-
ChbI OBbLI BIIEPBBIC KIIOHUPOBAH B 1993%, u coobenne o KJIOHMPOBAHUU TOMOJIOTA PELENTOPa YeJI0BEKa, UIECH-
THYHOCTb [OCIIE[OBATEIFHOCTH KOTOPOTO C PELENITOPOM KPBICHI cocTaBisieT 89%, Gbio B 1996*. Jlokamusaruo
5-6H4-perientopoB B MO3re KPhIC H3YYalid C HCIIOJb30BaHueM KoyimdecTBeHHOro onpeneneHust MPHK Northern-
anammzoMm ¥ RT-PCR, HMMyHOrHCTOXHMEH U ayTopaauorpaduu%"* Jlanubie crocobsl cornacopanHo oGHa-
PYXHJIM BBICOKHE YPOBHH pELENTOpa B OOOHSATENBHBIX Oyropkax, TMIIIOKaMIIe, IT0JI0CaTOM Tejle, spe Ipuie-
JKaHUS ¥ KOPTUKaIBHBIX obnactsix. S-HTg-perentopsl MO0 OTCYTCTBYIOT, IMO0 NPUCYTCTBYIOT IIPH OY€Hb HU3-
KHX YPOBHSIX B epU(PEpHIECKUX TKAHAX .

Jo cux mop He OBUIM W3BECTHBI HMMEIOIUINE BBICOKYIO a(pPHUHHOCTH celeKTWBHBIE aroHUCTH S5-HTg-
penentopa. CaM CEpOTOHHH UMEET TOIBKO yMepeHHyo apdurHocTs K 5S-HT¢-penentopy (Ki=65 HM), u Hanbo-
Jie€ CeNIEKTUBHBIN aroHUCT, U3BECTHBINA J0 HACTOSIIETO BpeMeHH, N,N-IuMeTHI-2-3THII-5-METOKCUTPUTITAMHFH,
nmeet Ki=81 HM u Tonpko 3,5-KpaTHYIO CENeKTUBHOCTH 1O cpaBHeHUIo ¢ 5-HT, A-peLIerITOpoM’.

Bonemoii uaTepec B mocnennee Bpems k S-HT¢-penenropy o0yciioBieH HaOMOICHUEM TOTO, YTO HEKOTO-
pble IICUXOTPOIIHBIE arcHTHI SABIAIOTCA aHTaroHucramu 5-HTg-penenropa yenosexka™'’ ¢ BBICOKOIA appuHHO-
ctbto. [laHHble coenuHenust BKIoyaroT aMutpunTiinH (Ki=65 HM) 1 aTHIMYHbIE aHTUIICUXOTHYECKHUE areHThI
kio3anuH (Ki=9,5 HM), onanzanuH (Ki=10 HM) n kyeruanus (33 HEM). Hu ofHO W3 3THX coeaMHEeHNUH, 0/1HAKO,
He SIBJISIETCS CeNIeKTUBHBIM. [lepBhIMH yKa3aHHBIMH CeJIeKTUBHBIMH aHTaronucramu S-HTg-penenropa sBistoTcs
Ro 04-6790 u Ro 63-0563. 1x npurogHocTh orpaHnymnBaeTcs ux ymepenHoi ad¢unnoctsro (Ki=50 HM u 12
HM, COOTBETCTBEHHO) U C/1a60il (papMaKOKHHETHKOI' . Omucana rpymma antaronuctoB 5-HTg-penentopa, 10c-
THTaromas Haueeiciieil Toukn B SB-271046'% D10 coenmuenne uMeer Bhicokyko adduunocts (K=1,2 HM) u
celleKTUBHOCTH (Oonee uem 200-KpaTHYIO 10 CpaBHEHHIO Oojiee 4eM ¢ 55 perenrropamu, hepMEeHTaMU U HOHHBI-
Mu KaHanamu) u uMeeTr 80% OHOIOTHYeCcKyr0 TOCTYIMHOCTh. [ CBA3BIBaHMA paguOIMraHa W ayTOpaguorpa-
draeckux uccrenoBanmii' ™ ncmonp3oBany cenekTHBHBIN paguomurasz [ > 1]-SB-285585. JlaHHbIe COCUHEHNMs
SIBJIIFOTCSI TIOJIE3HBIMU CPEICTBAMU JISl IPEKIIMHUYECKUX uccienoBanuil no S-HTg-penenrtopy.

PannoHabHOCT MCIOIB30BaHUS CEJIEKTUBHBIX aHTaroHUcToB S-HTg-penentopa s jeueHus paccTpou-
CTBa MO03HABATEJIbHON CIIOCOOHOCTH OCHOBAHA Ha TPEX THUIAX apryMEHTOB: CHOCOOHOCTH CEJIEKTUBHBIX aHTaro-
HuctoB S5-HTg-penenropa MOy IMpPOBaTh XONUHEPTHUYSCKYIO M TIyTAMATEPIHYCCKYI0 HEHPOHHYIO (DYHKIHIO,
KJIMHUYECKHUX MCCIICIOBAHMSIX BIMSHUS aTUIIMYHBIX aHTHUIICUXOTHYECKHUX CPEJICTB, KJIO3AIIMHA U OJIaH3alnHa, Ha
MO3HABATEJIbHYIO (DyHKLMIO, aKTUBHOCTH CEJIEKTHBHBIX aHTaroHncroB 5-HTg-penentopa npu ucciegoBaHuy Ha
JKMBOTHBIX MOJIETISIX TI03HABATEIIHHON (DYHKIIHH.

CenextuBHbIe aHTaroHUCTHl 5-HTg-perentopa MOIyIHPYIOT XOJIWHEPTHUECKYIO M TIIyTaMaTeprHYecKyro
HEWpOHHYIO (QPYHKINIO. XOJINHEPTUUECKHUE U TIyTaMaTepruueckue HEHPOHHBIE CHCTEMBI HTPAfOT BasKHBIE POJIH B
N03HaBaTeNbHOM (PyHKIMU. M3BECTHO, YTO XONMHEPTUUeCKUe HEHPOHHBIC IYTH SIBISIOTCS BaKHBIMH IS TOSIB-
JIEHUs] ¥ yKpeIUICHNs! maMATH. JleficTBUEe aHTHXOJIMHEPTUUECKUX areHTOB Ha LEHTPAIbHYI0 HEPBHYIO CHCTEMY
ocabseT 03HaBaTeNbHYIO (DYHKIHIO y )KUBOTHOIO M B KIIMHMYECKUX MCCIEA0BAHUAX, M IOTEPS XOINUHEpruie-
CKUX HEHpPOHOB SIBJISIETCS OJHUM U3 XapaKTePHBIX NMPHU3HAKOB Ooyie3Hu AnblreiiMepa. M, Ha000poT, U3BECTHO,
YTO CTUMYJISILIUS XOJIMHEPIUYeCKON (YHKIIMHU YIIy4IlIaeT NO3HABATENIbHYIO CIIOCOOHOCTh, M TOJIBKO J[Ba arcHTa, B
HacTosIIIee BpeMsl pa3pelleHHbIe /IS JISUeHHs! TI03HaBaTebHOro neduuura npu 6osie3Hu AjbureliMepa, TaKpuH
W JIOHETIe3MI1, 00a, SBISIFOTCSI HHTMOUTOPaMH alleTHIIXOJMHAICTEpa3bl. MI3BeCTHO Takke, 4TO IiIyTaMaTepruuecKas
cucTeMa B Nped)pOHTANBHOM KOPe TOJIOBHOTO MO3ra IPMHAMAET YUaCTHE B O3HABATEIBHOM (yHKIMH " .

[TokazaHo, uto OnmokupoBanne QyHkunu 5-HTg-penentopa BeI3BIBa€T NPOXOIMHEPruUeckue 3PQeKTsl in
vivo. Benenue (icv) KpbicaM aHTHCMBICIIOBBIX OJMTOHYKJICOTHJIOB, PHULEIBHO HAIPABICHHBIX Ha MOCIEI0BA-
tenpHOCTh 5-HT6-penentopa, BEI3BIBAIO TTOBEACHIECKYIO PEAKIHIO 36BOTHI M MOTATHBAHUS, KOTOPYIO OJOKHPO-
BaJIM XOJIMHEPrHYECKHM aHTaroHUCTOM atpormuoM . CenextuBHblil anTaronnct 5-HTg-perentopa Ro 04-6790
BBI3BIBAJI IIOBEJEHUECKYIO PEAKLHUIO MOTATUBAHMS J0303aBUCHMBIM COCOOOM. DTy peakLuio OJIOKUPOBaIH Jek-
CTBYIOIIMMH Ha LIEHTPAJIbHYIO HEPBHYIO CHCTEMY aHTHXOIMHEPTUYECKMMHU areHTaMH CKOMIOJIaMUHOM H aTpOIH-
HOM, HO HEe METHJICKOIIOJIAMHHOM, IIPH J103aX, KOTOPBIE, KaK H3BECTHO, SBJSIOTCA NepHPEPUIECKH CEIEKTUBHBI-
mu'. Bbio u3BecTHO TaKKe, uTo Ro 04-6790 GOKHpyeT BpaIATEIbHYIO TOBEICHICCKYIO PEAKIIO, HHAYIIHPO-
BaHHYIO BBEJIECHHEM CKOIIOJIAMHHA KPBICAM C OJTHOCTOPOHHHMH MOBPEKACHUAMH d(PPEPEHTHOI CBSI3U YEPHOTO
BelecTBa ¢ nosocatbiM TesaoM 6-OH-DA. OH He GlOKMpOBaJ BpalllaTeNbHYIO peaknuio, Bei3BaHHylo L-DOPA
umi amperamuEoM' . Ro 04-6790 peBepcHpoBa HHIYHHPOBAHHBIE CKOIIOIAMHUHOM Ae(UIMTEI IeHCTBHS B Tec-
Te y3HaBaHMS OOBEKTa, MOJAENM I03HaBaTeNnbHOW ¢yHKIMU. [lpyroii cenexktuBHbId aHTaroHuct S5-HTg-
penentopa, SB-271046, moTeHIHNPOBAI TOBEACHYECCKYIO PEaKIHI0 3€BOTHl, WHAYLHPOBAHHYI) WHTHOHTOPOM
XOJIMHACTEPa3bl (PU30CTHIMUHOM . JIaHHBIE MCCIEOBAHMS MO3BOJIHIN TIPETIONOKUTh, YTO GIOKHPOBAHHUE 5-
HT¢-penentopa obnerdaer XonuHEPrHYecKyto nepenady. [lpn uzydeHnn Mukpoauanusa in vivo SB-271046 (10
MI/KT, SC) IOBBIIIAJI BEICBOOOXKIEHUE IIyTaMara B IpedpoHTaIbHON KOpe FOJIOBHOTO MO3Ta IOCPEACTBOM Hel-
POHHOTO MeXaHH3Ma””.

[TpoBoanIN KNMHUYECKUE UCCIEIOBAHNS BIMSHHUS aTUITNYHBIX aHTUIICUXOTHYECKUX areHTOB, KJIO3aIHHA U
OJIaH3aIllMHa, Ha MO3HaBaTCIbHYIO (byHKLlI/IIO. ATHNUYHBIE aHTUIICUXOTUYECKHNE areHThl KJIO3alluH M OJaH3aIlluH
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SBIISIIOTCS, 00a, MMEIONIMMH BBICOKYIO a(@HUHHOCTB, XOTA W HE CEJICKTHBHBIMH, aHTaroHuctamu S5-HTe-
penentopa’. C Apyroii CTOPOHBI, PHCIIEPHIOH ¥ TUIINUHBI AHTHIICHXOIMTHYECKHIl areHT rajonepuuIoi He mpo-
SABIISIOT 3HAUUTENbHYIO apduaHOCTh K 5-HTg-penentopy. Kimumueckue pasznnams, 00HapYyKHUBaeMbIE C 3TUMH
rpyINaMu JIEKapCTBEHHBIX CPEIICTB, MOTYT ObITh mpunucanbl oiokane S-HTg-penentopa. Goldberg et al. coo0-
I 00 OTCYTCTBHU 11€7€0HOr0 MO3HABATEIBHOIO JICHCTBUS MPH JICUCHUN KJIO3aMHOM B HeOosbimoM (N=15)
VICCIIEIOBAHMU YCTONUMBBIX K JICUSHHIO IIH30(PEHNKOB . B IPOTHBONOI0KHOCTS 3TOMY, Meltzer et al.”’ B 06-
HIMPHOM HCCJIEJOBAaHUN YCTOHUUBBIX K JiedyeHuo mmn3odpenukos (N=36) HaOmoaanm yiayqlieHus: B HEKOTOPBIX
00J1aCTsIX HEMPOIICHXOJIOTHYECKOH (DYHKITMH Yepe3 HIECTh HeJlelb U IIECTh MECSLIEB MOCIIe Havyaa JIEYeHHs KIIo-
3aIMHOM. Y HEYCTOHYMBBIX K JICUEHHUIO MN30(PEHUKOB KJI03aHH ObLT OoJiee 3¢ (eKTHBHBIM, YeM IuIanedo npu
YIyUIIeHHH T03HABATENBHON (DYHKIMH TP HECKONbKHX HM3MepeHusx . Takoe neficTBHE OGHAPYXIIH dyepes
IIECTh MECSIIEB, M OHO COXPAHSIOCh Ha BCEM NPOTSDKECHUH M3YUCHHUS B TeueHue 12 mecsmeB. Bimsaue onansa-
MMUHA, PUCIICPUIOHA U TaJIOTIEPUI0Ia Ha TI03HABATEIbHYIO (PYHKIMIO CpaBHUBAIN B IIPOBOJANMOM B HECKOJIBKHX
LIEHTPAX HMCCIEJOBAHAN LIH30(DPEHHKOB ABOMHBIM CIIEIBIM CIIocoGoM™ . OaH3alMHOBas rpynmna oOHapyXuia
CTATHCTHYECKH 3HAYMMOE YIydllleHHe T03HABATENbHON (DYHKLUH [0 CPAaBHEHHUIO C JICYCHUEM TaJlONepPHI0IOM
nny pucnepupoHoM. Takoe neiicTBHe OBIIIO OYEBHAHBIM HOCIE 6 HEAETh JICUSHHS W MPOIOIDKAIOCh Ha MPOTS-
keHnu 54 HEICJIb UCCIICAOBAaHU. I/ICCJ’IG[{OB&HI/IH Ha )XMBOTHBIX MO3BOJIMINA NPEAINOJIOKUTH, YTO 3TU HeﬁCTBHﬂ
MOTYT GBITh OIOCPEIOBAHbI YEPE3 BEICBOOOKICHHE ALETUIXONMHA B IPe(POHTAIBHON KOPE FONOBHOTO MO3ra’™.

AKTHUBHOCTh CENEeKTUBHBIX aHTaroHUCTOB 5-HT¢-penentopa u3yyanu Ha »KHUBOTHON MOJENH IO3HABATElb-
HOH ¢yHKIMHU. BMmecTe ¢ nocnennei pa3paborkoii cesnekTuBHBIX aHTaroHucToB S5-HTg-penentopa Ro-04-6790 u
SB-271046 nosiBIIIOCH HECKOJIBKO COOOILEHUI 10 aKTUBHOCTH JaHHBIX COEIMHEHWHM HAa MOJIEJSIX I103HaBaTENb-
HOM QyHkunu. CenextuBHbIN anTaroHuct 5-HTg-penentopa SB-271046 ynydmian noBeaeHue B BOAHOM JIaOu-
punTe Moppuca®*. DTH pe3yabTaThl COIACYIOTCS ¢ 3aKIIOUYEHHEM, UTO TIOCTOSHHOE BBEJICHHE iCV aHTHCMBICIIO-
BBIX OJIMTOHYKJICOTHIOB, HAIIPaBJICHHBIX K MociienoBarenbHOCTH S-HT¢-penentopa, mpUBOAUT K YITyUIICHUSM B
HEKOTOPBIX ACTEKTAX MOBEJICHHsA B BOAHOM jabupuute Moppuca'®. Jleuenne SB-271046 Takke mpuBeno K
YITy4IIEHHsIM B HCTIBITAHAN HA TIOBECHHE HIIM OTBET HA IIPOCTPAHCTBEHHOE YePEIOBAHNE Y CTAPIX KPBIC .

CoenrHEeHHs HACTOSAMIET0 N300pPETEHHS SIBIISIOTCS CETIEKTHBHBIMH, UMEIOIUMH BBICOKYIO a(PMHHOCTH aH-
taronnctamu S-HTg u, Takum oOpa3om, obecriednBaioT IieHHOE JieueHue 3a00aeBaHmii, onocpeaoBanHbix S-HTg-
peLenTopom.
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rae X BeIOpaH u3 Ty, cocrosmeit u3 -O-, -NH-, -S-, -SO,-, -CH,-, -CH(F)-, -CH(OH)- u -C (O)-;

R, BBIOpaH 3 rpymiibl, COCTOSAIICH U3

HE3aMEIEeHHOro (eHMIIa,

(eHna, 3aMEIIEHHOTO TPYIIaMy B KOJH4YecTBE OT 1 70 3, HEe3aBUCHMO BBIOPaHHBIMU U3 TPYIIIBI, COCTOS-
med w3 Bomopoma, ruapokcu, C;-Cjankmna, C;-Cjankokcu, rajnoreHa, OcH3WIOKCH, KkapOokcu, Ci-
Cjankokcukapoonmia, amuo, N-(C-C ankuin) amuio, cyashOHUIaAMUIO0, [IHaHo, TpudTopMeTria, TpudhTopmMe-
TOKCH, HUTPO, He3amelleHHoro (enmia u ¢enwmna, 3amenieHHOro C;-ChankuinoMm, C;-C,aIKoKCH, TajJOreHOM,
[MUAHO WJIH TPUQTOPMETHIIOM,

He3aMeIeHHOro HaTha,

Ha(THIA, 3aMEIICHHOTO TPYIIaMy B KOJIMYecTBe | WK 2, HE3aBHCUMO BBIOPAaHHBIMH U3 TPYIIIEI, COCTOS-
et u3 Bogopona, C,-Cjankuna, Ci-C,aiKkokcH, TaloreHa, uano, TpudTopMeTria 1 HATPO,

HAMHMIA30JI1IIa, U

paavkana, BEIOpaHHOTO U3

R
R, R; R,
Ix Rf u e~
R Q R Q;

rae Q; BeIOpaH n3 rpymmsl, cocrosmeit u3 -O-, -S- u -NR,-, rie R, BeIOpaH U3 rpymnimsl, cocTosIIEeH U3 BO-
nopona u Ci-Cjankmna, u Q, npencrasiseT -N=, Ry, kaxnsiii R, u Ry, Kaxplii He3aBUCHMO, BBIOPAH U3 TPYIIIEI,
cocrosmei u3 Bomopona, C-Cjankmna, C,-C4amkoKcH, TajJoreHa, [IHaHo U TpudropmeTiia, win Ry u R, (wm
onuH u3 R.), B3AThIE BMECTE C aTOMaMH, K KOTOPBIM OHU IPUCOCAMHEHBI, 00pa3yIOT He3aMEIICHHOEe OCH30KOIb-
0 WK OCH30KOJIBII0, 3aMEIIEHHOE 3aMECTUTEIIMU B KOJMHYECTBE OT 1 10 4, HE3aBHCHMO BEIOPAaHHBIMH W3
TPYNIBL, cocTosAmer w3 Bojopoma, ruapokcu, C -Chamkmma, C;-Cjankokcu, Tpudropmerokc, 2,2.2-
TpudTOpITOKCH, TpUPTOPMETHIIA, TaroreHa, kapbokcn, C,-C ankokcukapoonmna, amuno, N-(C,-Cjankmr) amu-
1o, amuHO, (C;-C,ankmin) aMIHO, allWIaMUAHO, TE aluibHAs TPyIa BeIOpaHa U3 rpynmsl, coctosmei u3 Ci-Cy
ankwia U (QeHuna; HUaHo, HUTPO, CyabPOHMIAMUI0, He3aMmelleHHoro (enmna, denuna, 3amemennoro C;-Cy
ankmioM, Ci-C,4aIKOKCH, TallOreHOM, [THaHo U TpudTopMeTiiioM; Genokcu, oensmiokcn, -NHS(O),Ry,, roe Ry,
BBIOpaH U3 rpymmsl, coctosmieit u3 C;-Cankuna u denuna; u -S(O),R;, rae p pasro 0, 1 unu 2 u R; BeIOpan u3
rpymisl, coctostieid u3 C-Cjankuia, He3aMeleHHoro ¢permia u genmna, 3ameneHnoro C-Cjankuiom, Ci-Cy
AJIKOKCH, TAJIOTCHOM, IIMaHO WK TpuTopMeTuioM; U Ry BeIOpaH U3 TpyImibl, coctosineidi u3 Bogopoaa, Ci-Cy
ankmia, Ci-C ankokcu, TpUPTOPMETIIIA U TaJOTCHA;

R, BbIOpan u3 rpynmsl, cocrosimer u3 Bogopoaa u Ci-Csankuia;

R3 BBIOpaH W3 rpymITbl, COCTOSAMICH U3 BOJOPOA, (hTOpa U METHIIA;

R4 BBIOpaH w3 Tpymmel, cocrosmeil u3 Bomopoa, ammina, Cy-Cankmna, H-rekcuna, gpropupoBanaoro C,-
Cjanknia, He3aMeIIeHHOTo (eHma, (peHmna, 3aMeIeHHOTo TPYIIaM:i B KOJIMYecTBe OT 1 10 3, He3aBHCUMO
BBEIOPaHHBIMU U3 TPYIIIBL, COCTOsMIEH U3 Bomopoaa, runpokcu, C-Cyankuma, C;-C4ankokcu, raioreHa, OeH3m-
nokcu, kapookeu, C,-Cjankokcukapoonuna, amuno, N-(C;-Cjankui) amuno, cyinbGOHUIAMUIO, IIMaHO, TpUQ-
TOpMeTHIa, TPUPTOPMETOKCH, HHTPO, He3aMelleHHOro ¢enmna u (Qenmnta, 3amemennoro Ci-Cjai-
koM, C;-C4aKOKCH, TAJIOTEHOM, IIUAHO B TPUPTOPMETHIIOM,

HadTuma,

¢benmncynbGoHmIa, B KOTOPOM (hSHHUIIbHAS TPYIIA SIBJISCTCS HE3aMEIICHHON MM 3aMelICHa TPYIIaMH B
KoymdecTBe OT 1 110 3, HEe3aBUCHMMO BBIOPAHHBIMU W3 TPYIIIBI, cocTosmiei u3 Bogopona, Ci-Cjankmna, Ci-Cy
AJIIKOKCH, TJIOTeHa, ITHaHo, TpPU(TOPMETHIIA, HUTPO U (peHumIa,

OcH3mIa, B KOTOPOM (DeHIITbHAS TPYIIIA SBISCTCS HE3aMEIIEHHON I 3aMellieHa TPYIIaMH B KOJTHYCCTBE
ot 1 o 3, He3aBUCHUMO BBEIOPaHHBIMHU U3 TPYIIIEL, cocTosmel u3 Bogopona, C,-Cjankuna, C;-C4anKkokcH, IUaHO,
HUTPO, TPU(PTOPMETHIIA, U TaJIOTCHA, H

panvkana, BEBIOpaHHOTO U3

Qs
kA
o &

rae Qs BeIOpaH m3 rpynnsl, cocrosime u3 -O-, -S- u -NR,-, rie R, BeIOpaH U3 rpynimsl, coCTOsIIEH U3 BO-
nmopona u Ci-Cjankuna, u Qg u Qs mpencrasisrot -CR,-, Tne kaxapiii R, He3aBuCHMO BEIOpaH U3 TPYIIIHL, CO-
crosiert u3 Boxopona, C-Cjankua, TaoreHa u TpudTopMeTHiIa, WK OAWH WU 00a u3 Q4 1 Qs IPEeACTaBIAIOT
-N=, u rne onuH win 1Ba U3 Qg MpeAcCTaBIAAIOT -N=, TOrga Kak Apyrue npenctasisioT -CR,, rae xaxmeni R,
HE3aBUCHMO BBIOpaH M3 TPYIIIHI, cocTosmer u3 Bogopoaa, C,-Cjankuna, C,-C anKoKcH, raloreHa, uaHo, HUT-
PO U TpUPTOPMETHIIA,

[IPU YCJIOBHH, YTO R4 He siBisieTcs (eHmicynbQpoHUIOM B TOM ciiydae, eciu X npeacrasisier -SO,-, -CH,-,
-CH(F)-, -CH(OH)- unu -C(O)-, u

ero (apMareBTHYCCKU PUEMIIEMbIE COJIH.

[TpeanoyTuTenbHBI COEANHEHUSI, B KOTOPBIX R4 BBIOpaH U3 IPYIIBI, COCTOSIIEH U3

-3-
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¢ropuposanHoro C,-C,ankmna,

HE3aMEIIEHHOro (eHMIIa,

(eHna, 3aMEIICHHOTO TPYIIaMy B KOJIMYeCcTBE OT 1 70 3, HE3aBUCHMO BBIOPaHHBIMU U3 TPYIIIBI, COCTOS-
mei u3 Bogopoaa, ruapokcu, Ci-C ankuna, C;-C4aIK0oKCH, raorena, OeH3WIOKCH,

kapbokcu, C;-Cjankokcukapbonmia, amuno, N-(C;-Ciankuin) aMuio, CyIbQOHIIAMIIO0, [IUAaHO, TpUdTOp-
MeTHIa, TPUGTOPMETOKCH, HUTPO, He3aMmemeHHOro (eHmia u ¢enmwna, 3amenieHHoro Ci-Cjankumiom, Ci-
C4aJKOKCH, TaJOreHOM, IUaHO ¥ TPU(PTOPMETHUIIOM.

Bornee npeArnouTHTEIBHEI COCTMHEHNS, B KOTOPBIX R| BBIOpaH M3 TPyIIIBI, COCTOSIICH U3

HEe3aMEeIEHHOTO (peHMIIA,

(eHmMIa, 3aMEIICHHOTO TPYIIIIAMU B KOJIHYeCTBE OT 1 710 3, He3aBUCUMO BEIOPAHHBIMHU U3 TPYIIIEI, COCTOS-
mel u3 Bomopona, runpokcu, C,-Cjamkmna, C,-Cjankokcn, ranoreHa, OeH3miokcH, kapooken, C;-Cjamxokcu-
kapOormia, amuno, N-(C,-Cankmr) amuno, cyaspOHWIaAMUIO0, IIHaHO, TPU(TOPMETHIIA, TPU(PTOPMETOKCH, HUT-
po, He3zamenieHHoro ¢eHwra u ¢enwmna, 3amemenHoro C;-CjankunoMm, C;-C4aTKoKCH, TaJIOT€HOM, IIHAHO H
TPU(GTOPMETHIIOM, U

paavkana, BEIOpaHHOTO U3

R
P o
i/ R, p
R Q TR

rae Q; BeIOpaH u3 rpynnsl, cocrosmel u3 -O-, -S- u -NR,-, riae R, BbIOpaH U3 rpymnibl, COCTOALIEH U3 BO-
nopona u Ci-Cjankmia, u Q, npencrasiseT -N=, Ry, kaxnsiii R, u Ry, Kaxplii He3aBUCHMO, BBIOPAH U3 TPYIIIEI,
cocrosiei u3 Bomopona, C-Cjankmia, C;-C4ankoKcH, rajoreHa, [MaHo U TpudropmeTiiia, win Ry u R, (win
onuH u3 R.), B3AThIE BMECTE C aTOMaMH, K KOTOPEIM OHU IPUCOCAMHEHBI, 00pa3yIOT He3aMEIICHHOEe OCH30KOIb-
0 WK OCH30KOJIBI0, 3aMEIICHHOS 3aMECTUTEIIIMU B KOJHYECTBE OT | 0 4, HE3aBHCUMO BEIOPaHHBIMU U3
TPYMIBL, cocTosmied w3 Bojopoxa, ruapokcu, C -Cjanmkmia, C;-Cjankokcu, Ttpudropmerokcu, 2,2,2-
TpudTOpITOKCH, TpUPTOPMETHIIA, TaroreHa, kapbokcn, C,-C ankokcukapbonmna, amuno, N-(C,-Cjankmr) amu-
1o, amuHO, (C-C,ankmi) aMiHO, alliIaMAHO, TIE aliiIbHAs TPyIIa BeIOpaHa W3 rpynmsl, coctosmei u3 Ci-Cy
ankmia U QpeHusIa; MUaHO, HUTPO, CYIb(QOHMIAMHI0, He3aMmenleHHoro (eHmIa, ¢ermna, 3amemenHoro C;-Cy
ankmioM, Ci-C4aIKOKCH, TalIOreHoM, [THaHo U TpudTopMeTiiioM; Genokcu, oensmiokcn, -NHS(O),Ry,, roe Ry,
BBIOpaH n3 rpymmsl, cocrosment u3 C,-Ciankuna u gennna; n -S(O),R;, rae p paro 0, 1 nmm 2 u R; BeiGpan u3
rpymnbl, cocrosued u3z C-Cjankuna u denuna, neobdszarenbuo 3amerneHHoro C,-Cjankuinom, Ci-Cjankokcn,
rajJlOreHoOM, IIMaHO U TPUPTOPMETHIIOM; U Ry BRIOpaH U3 TpyIIbl, cocTosmien u3 Bogopoaa, C-C ankuna, Ci-Cy
AJIKOKCH, TPU(PTOPMETHIIA U T'aJIOTCHA.

Eie Gosiee npennodTUTENbHBI COSMHEHHMS], B KOTOPBIX R mpejcTaBisier He3aMelleHHbIH Genun nm de-
HWJI, 3aMEIICHHBIN TPyIIaMu B KOJIMYecTBe OT 1 70 3, He3aBUCHMO BHIOPAHHBIMU W3 TPYIIIBI, COCTOSINCH U3
Bosiopona, ruapokcu, C,-Cjankmna, C-C amkokcu, rajioreHa, 0eH3mWIOKcH, kapooke, C;-CjankokcukapOOHMIIa,
amunio, N-(C;-Cjankmwi)aMmuio, Cyib(poHIIAMIIIO, IUAHO, TpU(TOPpMETIIIA, TPUQTOPMETOKCH, HUTPO, HE3aMe-
meHHoro ¢ermna u germna, 3amenieHHoro Ci-Cjankmmom, C;-C4alKoKCH, TaJOTeHOM, IIHAHO U TPUPTOPMETH-
JIOM; WJIU

COEIMHEHUS, B KOTOPBIX R, mpencTaBiseT panukan, BEIOpaHHBIH U3

R
R, R Re
! R, p
R Q R Q;

rae Q, BeIOpaH n3 rpymmsl, coctosmeit u3 -O-, -S- u -NR,-, rie R, BeIOpaH U3 rpymnmsl, cOCTOsIIEH U3 BO-
nmopona u Ci-Cjankmna, u Q, npencrasiset -N=, Ry, kaxneiid R, u Ry, Kaxp1ii He3aBUCHMO, BRIOPAH U3 TPYIIIIEI,
cocrosmei u3 Bomopona, C-Cjankmna, C,-C4amkoKcH, TajJoreHa, [IHaHo U TpudropmeTiia, win Ry u R, (wm
onuH u3 R.), B3AThIE BMECTE C aTOMaMH, K KOTOPEIM OHU IPUCOCAMHEHBI, 00pa3yIOT He3aMEIICHHOEe OCH30KOIb-
0 WK OCH30KOJIBI0, 3aMEIIEHHOE 3aMECTUTEISIMU B KOJMHYECTBE OT 1 10 4, HE3aBHCHMO BEIOPaHHBIMH W3
TPYTIIBIL, cocTosmel u3 Bogopoaa, ruapokcu, Ci-Cjankmna, Ci-Cjankoken, TpudTopMeTokcH, 2,2,2-tpudtop-
9TOKCH, TPUPTOpMETHIIA, TanoreHa, kapboken, C;-Cjankokcukapoonmna, amuno, N-(C;-Cankui) aMuno, aMmu-
HO, (C;-C4ankmir) aMHHO, allJIaMUHO, TJ€ allliIbHAS TPpYIINa BeIOpaHa U3 rpymmsl, coctoseii n3 C;-Ciankuna u
(enmna; quaHo, HUTPO, CyJIb(HOHMIAMHIO, He3aMellleHHOTo (eHnna, Gpenuna, 3amenienHoro C-Cjankunom, Ci-
C4aJIKOKCH, TaJIOTCHOM, [MaHO U TpudropmernioMm; ¢erokcu, oensmmokcu, -NHS(O),R;, roe R, BoiOpan u3
rpynnel, cocrosmeit us Ci-Cjankuna u denuna; u -S(O),R;, rae p pasHo 0, 1 umn 2 u R; BeIOpaH U3 rpymnmsl,
cocrosiieit u3 Ci-Cjankuia, He3aMeleHHOro Gpenmna u gpenmna, 3amenieHHoro C-Cjankunom, Ci-C ankokcu,
rajJlOreHoOM, [MAaHO U TPUPTOPMETUIIOM; U R; BRIOpaH W3 rpymmsl, cocrosiieit u3 Bogopoaa, Ci-Csankmna, Ci-
Cjankokcu, TpuTopMeTHIIA U TATOTCHA.

Hauboiree mpemodYTuTeNbHBI COSAMHEHHS, B KOTOPBIX R MpeaCcTaBiseT He3aMEICHHBIA HHO-3-HJ WIH
WHJIOJI-3-WJI, 3aMEIICHHBIN 3aMECTUTEISIMHA B KOJIMYEeCTBE OT | 70 4, HE3aBUCHMO BHIOPAHHBIMHU U3 TPYIIIBI, CO-

4.
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crosimed u3 Bogopoxa, runpokcu, Ci-Cqankuna, C,-Cjamkokcu, TpugTopMeToKcH, 2,2,2-Tpu)TOPITOKCH, TPH)-
TOpMeTHIa, rajorena, kapookcu, C;-Cjankokcukapoonwmia, amunao, N-(C;-Ciankuin)amumo, amuto, (Ci-C,ai-
KWJ) aMUHO, aIlFJIaMHHO, TA€ alliiIbHAs Tpymma BbIOpaHa u3 rpymmsl, cocrosimeii u3 Ci-Cjankmna u ¢deHmna;
[[MAaHO, HUTPO, CyNb(OHUIAMUIO, He3amelleHHoro (eHusa, ¢enuna, 3amemennoro C;-Cjankunom, Ci-Cyan-
KOKCH, TAJIOTEHOM, I[aHo u TpudropmeTriom; dheHokeu, oensminokcu, -NHS(O),R;, rue Ry, BBIOpaH U3 rpyImsl,
cocrostmeit u3 C,-Cjankuna u denuna; u -S(O),R;, rae p paHo 0, 1 nnu 2 u R; BEIOpaH u3 rpymmsl, coCToAIIEH
u3 C;-Cjankuna, HezameneHHoro genmna u ¢ermna, 3amemeHHoro Ci-CiankuioMm, C;-C,aaKoKCH, TaOreHOM,
[IUAHO U TPUDTOPMETHUIIOM; HITH

COCIIMHEHUS, B KOTOPBIX Ry MpencTaBiseT He3aMeCHHbBIH (heHMT win (peHWI, 3aMEIICHHBIA TPYIIaMH B
KoJIm4decTBe OT 1 70 3, He3aBHCHUMO BBHIOPaHHBIMU M3 TPYIIIBI, COCTOSIIIEH U3 Bogopoaa, ruapokcu, C-Cjamkuna,
C,-Cjankokcu, ramoreHa, OeH3mIOKcH, kKapOokcH, Ci-CjankokcukapOonmia, amuno, N-(C;-C,anxum)amMumo,
CyIb(pOHMIAMHUIO, IIHaHO, Tpu(TOpMETHIa, TPHPTOPMETOKCH, HUTPO, HE3aMEIICHHOTO (eHMIa U (QeHmIa, 3a-
mernierHoro C,-Cjankmnom, C;-C4alKoKCH, TAIOTEHOM, IIMAHO WU TPU(HTOPMETHIIOM.

Hacrositiee n3o0pereHue npejaiaraeT Takke HOBbIE (papMalleBTHYECKHE KOMIO3UIMH, BKIIOYAIOLINE CO-
enuHenue ¢popmyiisl [ 1 papmaneBTHueCcKr IPUEMIIEMbIil pa30aBHUTENb.

[Mockonbky coenunenus ¢popmyisl I siBistorcst anraronncramu S-HTg-penenrtopa, coenunenus ¢popmyisi
SIBJISTFOTCSI TIOJIC3HBIMH TS JICUCHHSI PA3IMYHbIX HapyIlIeHuid. Takum 00pa3oM, B IpyroM BapHaHTE OCYIIECTBIIC-
HUS HACTOSIIIETO M300PETCHHMS MPEIOKEHBI CITOCOOBI JICUSHHUS HAPYIICHUH, acColMUPOBaHHbIX ¢ 5-HTg, BKITIO-
Yarolye BBEACHUE MAMEHTY, HYKIAOIIEMYCsl B 3TOM, 3(pPeKTUBHOTO KoImyecTBa coequaeHus ¢popmynsl 1. To
€CTh HACTOsIIee M300pETCHHE MpeiaracT MCIOIb30BaTh coeauHeHne (opMmynbl | u ero (hapManeBTHUSCKIX
KOMITO3MIIVH ISl JICUSHUs HapyIIeHUH, acconunpoBaHHbIX ¢ 5-HTg. Bonee koHKpeTHO, HacTosIIee H300peTeHue
TpeJyIaraeT CIoco0 JIeYeHUs HapYIICHNH, BRIOPAHHBIX U3 TPYIIBL, COCTOSIIECH U3 MMO3HABATEIHHBIX HAPYIICHHA,
CBSI3aHHOTO C BO3PAacTOM IO3HABATENFHOT'O HAPYIICHUS, YMEPEHHOH MMO3HABATEIBHON HETOCTaTOYHOCTH, HAPY-
IICHWH HACTPOEHHs (B TOM YHCIE IEHPECCHH, MaHWH, OMITOISPHBIX PacCTPOMCTB), MCHX030B (0COOEHHO, IIH-
30¢peHnn), TpeBoru (0COOEHHO BKJIIOYAs FeHepaTM30BaHHOE TPEBOXKHOE HAPYILIEHUE, MAaHUYECKOe HapyILeHNE
1 HaBA3YMBOE KOMITYJIbCUBHOE HAPYIICHHUE), HIUONATHYECKON M WHAYIIMPOBAHHON JIEKAPCTBEHHBIM CPEICTBOM
6one3nn [TapkuHCOHA, SMTUIIENICHH, CYIOPOT, MEUTPEHH (B TOM YHCJIe TOJIOBHOM 00NIM THIIa MUTPEHH), CHHAPOMA
OTMEHBI BCIIIECTBA (B TOM YHCJIC TaKUX BCHICCTB, KaK OIIKMaThl, HUKOTHUH, Ta6aqu1e MMPOAYKTHI, aJIKOI'0JIb, 6eH30-
JTNa3CTHHbI, KOKaWH, CeJaTUBHBIC CPEICTBA, CHOTBOPHBIC CPEICTBA U T.J.), HAPYIICHHUI CHA (B TOM YHCIIC Hap-
KOJIETICUH), JAe(HULINTa BHUMAHUS/PACCTPONCTBA, BBIPAXKAIONIETOCS B TUIIEPAKTUBHOCTH, KOHJYKTHBHOTO Hapy-
IICHUs, HAPYIICHUH CIOCOOHOCTH K 0OYYEHHIO, IEMCHIIUH (B TOM YHCIIE JIEMEHIIMU, 00yCIOBICHHON 00JIC3HBIO
Amnprreiivepa u CIIM/lom), xopen XaHTHHITOHA, IO3HABATEIHHOTO HAPYILIEHHUS 110CIIE XUPYPTUUECKON omepa-
IIUH Ha CepIle ¢ IIYHTHPOBaHUEM W TPaHCIUIAHTAIlUeH, yapa, epedparsHON HIIEMHUH, TPABMbI CITMHHOTO MO3-
ra, IIepUHATAIFHOW THUIIOKCHH, OCTAHOBKH CEpJIla M THUMOTIMKEMHUIECKOTO HEHPOHHOTO MOBPEXKICHHS, BACKY-
JSIPHOW TEMEHINH, TOTHUH(PAPKTHOW TEMEHIINH, OOKOBOTO aMHOTPO(PUIECKOTO CKIEPO3a U PaCCESHHOTO CKIIe-
po3a, BKIIIOYAIOIINI BBEACHHE MAHMEHTY, HYXJAIOMEMycs B 3TOM, 3(p()EeKTHBHOTO KOJIMYECTBA COCIAWHEHHUS
thopmymsi L.

Kpowme Toro, HacTosmee n300peTeHne IpeaaraeT Takke Croco0 MoIydeHus coequHeHni Gopmyisl [ u ux
[IPOMEKYTOYHBIX IIPOTYKTOB.

I/IcnomﬁyeMme B IaHHOM OITMCaHUU CICAYIONUC TEPMUHBI UMCIOT YKa3aHHBIC 3HAYCHUS.

Tepmun «C,-C;alkmn» OTHOCHTCA K HEpa3BETBICHHON WJIN PAa3BETBICHHOMN aJKWIBHOM LM, MMEIoLel
OT OJTHOTO JIO TPEX aTOMOB YTJIEPO/a, ¥ BKIFOYAET METHII, STHII, IPOIIHI X U3OTIPOITHIL.

TepMuH «HE0Os3aTENBHO 3aMEIICHHBIA ()EHII» OTHOCHUTCS K paJuKaity (pOpMyIIbl

R

a

rae R, npencrasnsier ot 1 1o 3 rpymni, He3aBUCUMO BHIOPAHHBIX U3 TPYIIIBI, COCTOAIICH U3 BOIOPOAA, THI-
pokcu, C;-Cjankumna, C;-Cjankokcu, rajmoreHa, 0eHsmnokcH, kapookcu, Ci-CjankokcukapOoHuiaa, amumo, N-
(C,-Cjankmi) amuno, cynbHOHUIAMHIO, [IMAHO, TPU(TOPMETHIIA, TPUPTOPMETOKCH, HUTPO U (eHusIa, Heobs13a-
tenbHO 3amenieHHoro Ci-Cjankmiom, Ci-C4alIkOKCH, TaIOTCHOM, IMAHO ¥ TPU(TOPMETUIIOM.

TepMuH «HE00s13aTENBHO 3aMEIICHHBIA HAQTHUI» OTHOCUTCS K PauKary GopMyisl

o=

rae R, mpexcrasmser | win 2 Tpymnnsl, HE3aBUCHUMO BBIOpaHHBIE W3 TPYIIIBL, COCTOSMIEH n3 Bogopoxaa, Ci-
Cjanxuna, C,-C4anKkoKcH, TaJIoTeHa, [IMaHO, TPUGTOPMETHIIA U HUTPO.

TepMmuH «HE00s3aTETLHO 3aMEIIESHHBIH S5- WM O-4JICHHBIH MOHOITMKIMYECKUNA apoOMaTHYeCKHil TeTepo-
LMKJI, UMEIOIINI OJIUH TeTepoaToM, BEIOPAaHHBIA M3 TPYIIIBIL, COCTOAIIECH N3 a30Ta, KMCIOPOA U CEPbl, TIPHYeM
YKa3aHHBIN 5- WK 6-4I€HHBIH MOHOLUMKIIMYECKHH apOMaTHYeCKUi IeTepOLUKI HeoOs3aTebHO SBISIETCSI OeH-
30KOHICHCHPOBAHHBIMY, OTHOCUTCSI K paguKaiaM (hopMyJibl
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R,

/
R‘ Q' Rf i Re Q;

rae Q; BeIOpaH u3 rpynnsl, coctosmen u3 -O-, -S- u -NR,-, rie R, BbIOpaH U3 rpymnisl, COCTOAIEH U3 BO-
nmopona u Ci-Cjankmna, u Q, npencrasinset -N=, Ry, kaxneiid R, u Ry, Kaxap1ii He3aBUCHMO, BRIOpaH U3 TPYIIIIEL,
cocrosiei n3 Bomopoaa, Ci-Cyankuina, C;-C4ankoKCH, rajJoreHa, HaHo 1 TpudropmeTiiia, win Ry u R, (wn
oIuH u3 R.), B3sTEIE BMECTE C aTOMaMy, K KOTOPBIM OHH IIPHCOEIMHEHBI, 00pa3yroT OEH30KOIIBI0, KOTOPOe He-
00s13aTeNbHO 3aMemIeHo 1-4 3aMecTHUTENs MU, HE3aBUCUMO BBIOPAHHBIMH W3 TPYIIIBL, COCTOSAIIEH W3 BOIAOPOAA,
rugpokcu, Ci-Cjankuna, Ci-Cjankokcu, TpupropMeTokcu, 2,2,2-TpuTOPITOKCH, TpU(TOPMETHIA, TajIOTCHA,
kapooxkcu, C;-Cjankokcukapoonuna, amuno, N-(C;-Ciankmn) amuno, amuto, (C;-C,ankii) aMiHO, alliIaMUHO,
TJie auuiIbHas rpynia BeiOpaHa u3 rpymnsl, cocrosmied u3 C -C ankmwia u ¢peHnna; quaHo, HUTPO, cyibdoHuna-
mMu0, peHmna, HeoOs3arenbHO 3aMerneHHoro C-Cjankunom, C;-C4alKoKCH, TaloreHoM, IIMaHo U TpupTOpMe-
trioM; (erokeu, 6ensmitoken, -NHS(O),Ry, rne Ry, BeiOpan u3 rpynmsl, coctosimer n3 C,-Cjanknna u dpennna;
u -S(O),R;, rae p pasuo 0, 1 nnu 2 u R; BeIOpan n3 rpynnsl, cocrosmeit n3 C;-Cjankuna u denuna, Heobs3a-
tenpHO 3amemnieHHOro C;-CjamkmioMm, C;-C4alKOKCH, TaIOTEHOM, IIHAaHO U TpU(pTOpMETWIOM; U Ry BEIOpaH u3
TPyMIIEL, cocTosmeit u3 Boxopona, Ci-Ciankmia, C,-C ankokcn, TpuQTOPMETHIIA U TallOTeHa. TepMUH KOHKPET-
HO BKJIIOYaeT QypwiI, THSHWI, TIHPPOIIII, THPUAWI, OeH30(hypWl, OEH30THEHWI, HHIOIWI U XUHOJIMHIII, KaX-
IBIH M3 KOTOPBIX HE00s13aTeNbHO 3aMEIleH, KaK OIMCAaHO BBILIE.

Tepmun «dropupoBannsiii Ci-C,adKuiDy OTHOCUTCS K HEPA3BETBICHHON HIIM Pa3BETBICHHOMN aKMIIBHOM
LIeTIM, UMEIOIIeH OT ABYX IO YeThIpeX aTOMOB YITIepoja M 3aMEIICHHOH OJHUM WM HECKOJIbKHMH aTOMaMH
¢ropa. Tepmun Brimouaer 2-dropatui, 2,2-audropatun, 2,2,2-rpudropatun, 3-dropnponwmi, 3,3-mudrop-
nponui, 3,3,3-tpudropnpornui, 2,2,3,3,3-nenradropnponui, 2,2,3,3-rerpadropnponui, 4,4,4-rpudropOyTu,
3,3,4,4,4-nentadTopOyTHII M TOMY TTOJIOOHOE.

TepmuH «HEe0O0s3aTENBHO 3aMENICHHBIN (HeHMICYIBPOHUI» OTHOCUTCS K paAnKary (hOpMyJIbI

Q
/g@Ri

rae R; npexacrapnser or 1 10 3 rpynm, HE3aBUCUMMO BBIOPAHHBIX W3 TPYMIIBI, COCTOsAIIEN U3 Bojopoaa, C;-
Canxuna, C;-C4aIKoKCH, TaOreHa, IMaHo, TpPUPTOPMETHIIA, HUTPO U QeHuIa.
TepmuH «HeoO0s3aTENBHO 3aMENIEHHBIH OEH3MIDY OTHOCHUTCS K PaJuKaily GpopMyJIbl

Ry

rae Ry mpencrasnsier ot 1 10 3 rpymi, HE3aBUCHUMO BBIOPAHHBIX M3 TPYIIIBI, COCTOAIICH U3 Bogopoaa, Ci-
Cjankuia, Ci-C4aNKoKcH, IUaHO, HUTPO, TPU(TOPMETHIIA U TaIOTreHa.

TepMuH «HEOOsI3aTEIBHO 3aMCIICHHBIN 5- WM 6-WICHHBIH MOHOIMKIMYCCKHA apOMaTHYCCKHI I'eTepo-
UK, UMCIOIIUI OJMH WJIM JIBa TeTepOaTOMa, BRIOPAHHBIX W3 IPYIIII, COCTOSIICH U3 a30Ta, KHCIOPOAa U Ce-
PBD», OTHOCHTCS K pajiKaiaMm GopMyJIbl

Qs

RS J
{/Qa w QéQﬁ
Q 6

rae Qs BeIOpaH u3 rpymmnsl, coctosimel u3 -O-, -S- u -NR,-, rie R, BeIOpaH U3 rpynisl, cOCTOsIIEH U3 BO-
nmopona u Ci-Cjankuna, u Qg u Qs mpencrasisrot -CR,-, Tie kaxapiii R, He3aBUCHMO BEIOpaH U3 TPYIIIHL, CO-
crosimert u3 Boxopona, C-Cjankua, TaoreHa u TpudTopMeTHiIa, WIH OAWH WU 00a u3 Q4 1 Qs IPEeACTaBIAIOT
-N=, u rne onuH win 1Ba U3 Qg MpeACTaBIAAIOT -N=, TOrga Kak Apyrue npenctasisioT -CR,, rae xaxmeii R,
HE3aBHUCHMO BBIOpaH W3 TPYIIHI, cocTosmer u3 Bogopoaa, C,-Ciankmna, C,-C anKoKcH, raloreHa, uaHo, HUT-
po u tpudpTopmernna. TepMUH KOHKPETHO BKIOYaeT (Gypuil, THEHHI, THA30JMJ, MHUPA30JIUI, UMHAA30IIHII,
TPHUA30JINJI, OKCA30JIHII, THA3OJINI, H30KCA30JIMII, THON30KCA30JINI, TUPUAMI, TUPUMUIII, TUPUIA3HHNAT U TIH-
PasUAMHUI, KOKIBIA M3 KOTOPBIX HE00sM3aTeIbHO 3aMeIleH, KaK OMUCAHO BBIIIE.

Tepmun «C,-C,alkmn» OTHOCHTCA K HEpa3BETBICHHON WJIN PAa3BETBICHHOMN aJKWIBHOM LIETH, MMEIoLel
OT OJTHOTO JI0 YETBIPEX aTOMOB YIJIEPOAA, M BKIIFOYACT METHJI, STHII, PO, H30MPONII, OyTHII, BTOP-OyTHII,
M300yTHII U TPET-OyTHII.

Tepmun «C,-C4ankuil» OTHOCUTCS K HEPA3BETBIEHHOW WJIM Pa3BETBJICHHOW aIKUJIBHOM LIeNH, UMEoIen
OT JIBYX JIO YETBIPEX aTOMOB YTJIEpPO/a, H BKIFOYAET STHJI, PO, U3OTIPOITIII, OYTHII, BTOP-OYTHII, H300YTHII U
TpeT-OyTHII.

Tepmun «C;-C,ankokcm» OTHOCHTCS K HEPA3BETBICHHON MM Pa3BETBICHHON ANKHMIBLHOH IIETIH, MMEIOIIeH
OT OJHOTO 10 YeTHIPEX aTOMOB YIJIEPOAa M MPHUCOSAMHEHHON K aTOMY KHCIOpOJa, M BKIIOYaeT METOKCH, ITOK-
CH, TIPOTIOKCH, H30IIPOTIOKCH, OYTOKCH, H300yTOKCH, BTOP-OyTOKCH U TPET-OYTOKCH.

-6-
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TepMuH «rajoreH» OTHOCHTCS K aTOMY XJIopa, pTopa, Opoma WiH Hoja.

TepmuH «hapMaleBTUUECKH [TpUeMIIeMas aJIMTUBHASL COJIb» OTHOCUTCS K KMCIIOTHO-JINTHBHOM COJIH.

Coenunenust popmysst [ uiu 11 ¥ mpoMexxyTOUYHbIE COSIMHEHNMSI, OITMCAHHbBIE B HACTOSIIEM H300pEeTeHHH,
00pa3yioT (apMaleBTUYECKH MPUEMIIEMbIE KUCIIOTHO-aIMTUBHBIE COJIM C OOJIBIIMM YUCIOM OPraHUYECKHX H
HEOPraHUYECKUX KHUCIOT M BKJIIOYAIOT (DM3HOJIOTHYECKU MPUEMJIEMbIE COJIM, KOTOPBIE YacTO HCIHOJIB3YIOT B
(apmaneBTHYecKkoi XUMHUH. Takue COJM TaKKe SIBISIOTCS YacThlo M300pereHus. DapmaneBTHYECKH pHeMIIe-
MYIO aJUIUTHBHYIO COJIb MOJY4YaloT W3 (hapMaleBTUYECKH MTPUEMIIEMOM KUCIIOTBI, KOTOpas XOPOIIO W3BECTHA B
JaHHOW obOnacty. Takue coim BKIIIOYAIOT (papMarieBTUUECKH IpUeMIIEMbIE COJH, repednciieHHsie B Journal of
Pharmaceutical Science, 66, 2-19 (1977), koTOpble N3BECTHBI CHEUUAINCTaM B JTaHHOW oOnacTu. TunuyHble He-
OpPTraHUYECKHE KUCIIOTHI, HCIOJIb3yEMBIE JUISl TTOJyYEHUs] TAKUX COJIEH, BKIIFOUAIOT XJIOPUCTOBOAOPOIHYIO, Opo-
MHCTOBOJOPOIHYIO, HOAUCTOBOJAOPOIHYIO, a30THYIO CEpHYI0, pochopHyto, runodocdopHyto, MeTadochopHyIo,
mupoochopHYIO U ToMY ToH00HOE. MOXKHO TaK)Ke HCIIOIB30BATh COJH, TIOTYYeHHBIE 3 OPTaHHYECKUX KUCIIOT,
TaKuX Kak anudaTnyeckne MOHO- U JUKapOOHOBHIE KHUCIOTHI, ()eHMI3aMEIEHHBIE aIKaHOBBIE KUCIOTHI, THAPO-
KCHAJIKAaHOBbBIE W TUJIPOKCHAJIKAHANOBBIC KUCIOTHI, au(aTUIeCKue U apoMaTHUECKHe CYJIb(OHOBBIE KUCIOTHI.
Takue QapmaleBTHUECKH MPUEMJIEMbIE COJIM, TAaKMM 00pa3oM, BKIIOHYAIOT XJIOPHJI, OpOMHI, MOJH[, HUTPAT,
arerart, (peHmaneTar, TpudToparerar, akpuiaT, ackopoar, OeH3oar, XJI0pOeH30aT, JMHUTPOOEH30aT, THAPOKCH-
OeH3oar, MeToKkcHOeH30aT, MeTWIOeH30aT, O-aleTOKCHOeH30ar, n300yTHpar, (EeHWIOyTHpaT, O-THIAPOKCH-
Oytupar, OytmieH-1,4-nukapOokcuiar, TrekcuH-1,4-nukapOoKCcHIaT, KampaT, Kamnpuiar, I[MHHaMmar, IUTpar,
¢dopmuar, Gymapar, IIIMKOJST, TENTaHOAT, TUIIITYpaT, JaKTaT, MajiaT, MajeaT, THAPOKCUMaeaT, MajloHaT, MaH-
Jieniat, Me3usaT, HUKOTHHAT, H30HUKOTHHAT, OKcanaT, (ranar, Tepedranar, mponuosar, ponruoHaT, GeHuImnpo-
MHOHAT, CaJMIWiIaT, cedamar, CykuuHat, cyoepar, Oensoncyibdonar, n-6pomoOeH301CyIbPOHAT, XI0POEH30I-
cynb(oHaT, 3TWICYNb(OHAT, 2-TUIPOKCHITWICYIb(OHAT, MeTwiICynb(oHaT, HadTamuH-1-cynsdoHar, Hadra-
JMH-2-cynb(oHat, HadTamuH-1,5-1ucynphoHarT, I-ToXyosICcyIb(POHAT, KCHIONCYIb()OHAT, TApTPaT U TOMY MO-
nobHoe.

Kak u B cirygae nro00if rpynmbl papMarieBTHIECKH aKTUBHBIX COCOMHEHUM, HEKOTOPBIE TPYIIIBI SBISFOTCS
MPEIIOYTUTENFHBIMU B X KOHEYHOH BO3MOXHOCTH NpUMeHeHus. [IpeamnodruTensaple BApHaHTHl OCYIIIECTBIIC-
HUSI HACTOSIIEr0 N300pETeHUs! TPUBOJISITCS IS COeNMHEHH hopmMyibl | Hike.

CoennHeHHs, y KOTOPBIX X BBIOpaH W3 rpymmsl, cocTtosmed u3 -O-, -NH- u -S-, sBistroTcs mpeamodru-
TEJILHBIMH, IpHYeM 00Jiee IPEeINOYTUTEIBHBIMHE SIBJISIOTCSI COEANHEHU, Y KOTOpbIX X mpeacrasisier -O-.

CoenuHeHHs, Y KOTOPHIX R mpezacraBisier HeoOs3aTeIbHO 3aMEIICHHbIH (eHH MM HeoOs3aTeNbHO 3a-
MEIICHHBIN 5- UM 6-YICHHBI MOHOIMKIMYECKUNA apOMATUYECKUN TeTEPOIMKII, UMEIOIUNA OJUH TeTepoaToM,
BBIOpAHHBIN U3 TPYMIIBI, COCTOALIEH M3 a30Ta, KUCIOPOa U Cephl, IPHYEM yKa3aHHBIA 5- WK 6-1JICHHBI MOHO-
[UKJIMYECKUH apOMaTH4eCKUH T'eTepOIHKIl HeoOsN3aTelnbHO OEH30KOH/ICHCUPOBAH, SBISIIOTCS MPEAIIOYTHTEIb-
HBIMHU.

Korma R, mpezncraBiser HeoOs3aTeIbHO 3aMEIICHHBIN (DEHMI, TPEAMOYTHTEIBHBIMA 3aMECTUTEIISIME SIB-
nstoTest 1-3 TpymmBl, HE3aBUCHMO BEIOpaHHBIC M3 TPYIIIEL, coCcTosmed u3 Bomopona, C,-Cjankmia, rajoreHa,
oensminoken, kapOokcu, C,-Cjankoxcukapbonmina, amuno, N-(Ci-Cjankum)amMuno, cyrbGOHUIAMHAIO, IIHAHO,
TpudropmeTHIa, TPUGTOPMETOKCH, HUTPO U (eHmaa, Heods3arenpHo 3amernenHoro Ci-Ciankumiaom, C-Cyan-
KOKCH, TaJIOTEHOM, [IHAHO ¥ TPU(TOPMETHUIIOM.

Koraa R npescrasisier HeoOs13aTelIbHO 3aMellIeHHbIN (heHuI1, 00JIee MPEeaIoYTHTEIbHBIMA 3aMECTHTEIISIMH
SIBIIIFOTCSI 1-3 TPy, HE3aBUCUMO BBIOPAHHBIC M3 TPYIIIIBI, cocTosmel u3 Bogopoaa, C,-Cjankuna, rajorexa,
aHO ¥ TpUPTOPMETHIIA.

CoenuHeHHs1, y KOTOpbIX R3 npencrasiser Bonopoa Wi GTop, sSBISIOTCS IPEIIOYTHTEIbHBIMHU.

Cpenu coemmHEeHUH, y KOTOPHIX R| mpencTaBiseT HEOOs3aTeIbHO 3aMEIICHHBIN 5- WM G-WICHHBIH MOHO-
[UKJIMYECKUH apOMaTHYeCKUH I'eTepOLMKII, UMEIOIINI O/IMH IeTepoaToM, BHIOPAHHBIM W3 TPYMIIBI, COCTOSILCH
U3 a30Ta, KHCIOPOAA U CEPHI, MPUUEM S5- WIN 6-4IICHHBII MOHOIMKIMYECKIH apOMaTHIECKUI TeTePOLUKII SBIIS-
eTcsl HeoOs3aTeNbHO OEH30KOHICHCUPOBAHHBIM, COSAUHEHHS, KOTOPBIE SBISAIOTCS O€H30KOHACHCHPOBAHHBIMU,
SBIISTFOTCS TIPENMOYTHTENEHBIMHA, TIPUYEM COSAWHEHHUE C HHOJFIIOM SIBJISICTCS TPEATIOYTUTEIHHBIM U C HHIO0M-3-
WIIOM SBIISIETCA eImie OoJiee mpeIOYTHTENbHBIM.

Koraa R npescTapisier MHA0I-3-1I1, IPEANIOYTHTENbHBIE IPYIIIBI H300paKEHbI KaK pagiKal HUKe:

a) Ry BeIOpaH u3 rpymnmel, cocrosmeil u3 Bogopoxa u C,-Cjanmknina, mpudeM BOIOPOJ SIBISIETCS Oojee
[PEANOYTUTEIHHBIM;

b) R, BeOpan u3 rpymmsl, coctosmeil u3 Bogopona u C,-Cjankuna, mpuyeM BOAOpoJ siBseTcs Oonee
HPEANOYTUTEIbHBIM;

¢) Ry BeIOpan u3 rpynmsl, cocrosmei us Bogopoaa, Ci-Cankxuna, C,-C4alKOKCH U rajoreHa, Npu4eM Bo-
JIOpoj siBysieTcst 0oJiee MPeIouTHTEIbHBIM;
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d) Ry BEIOpan u3 rpynmsl, cocTosmel us Bogopona, Ci-Ciankuna, C,-Cjankokcu, Tpudropmerokc, 2,2,2-
TpudTopaTOKCH, TpHdTOpMETHNa, ranorena u -S(O),R;, rae p pasHo 2 u R; npencrasnser dennn, HeoOA3aTENb-
Ho 3amenieHHbii Ci-CyankminoMm, Ci-C ankokcn, TpudTOpMETHIOM, IpUYeM 00Jiee MPEANMOYTUTEIBHBIM SBIISCT-
Csl TAJIOTEH;

e) Ry BEIOpaH U3 rpymimel, cocroseit u3 Bogopoaa, C,-Csankuna, C;-C4aaKkoKcH, rajJoreHa, HUTPO, [UAHO,
tpudTopmernna u -S(O),R;, rme p paBHo 2 u R; mpencraBnser denun, HeoOs3aTensHO 3amerneHHbIH Ci-
C4alIKUyIoM, pryeM 0oJiee MPEANOUYTUTEIILHBIM SBIISCTCS FAJIOTeH; U

) Ry» BBIOpaH n3 rpynmsl, cocrosmeit us sogopoaa, Ci-Ciankuna, C;-Cjankokcy, ranoresa, Tpupropme-
TWJIA, IIMAHO U HUTPO, IPHYEM O0JIee MPEAIOYTUTSIFHBIMU SIBIITIOTCS BOIOPOJ U TaJIOTEH.

[IpennoYTUTEILHBIMU SIBIIIOTCS COCIUHEHUS, ¥ KOTOPBIX R4 BBIOpaH u3 Tpymmbl, cocrosimeil u3 C,-
Cjankmia, propupoBanHoro C,-Ciankuia v HeoOs3aTeNbHO 3aMEIICHHOTO (DeHUIIA.

Korma R4 mpencrapnser C,-Cjankuin, 0coOEHHO MPeNmOYTHTENbHBIC TPYIIIBI BKIIFOYAIOT TPOTIHI, H30IPO-
AT ¥ Oy THIL.

Korma R, mpencrasnsier ¢gropupoBanubiii C,-Camkmi, MpeanoYTUTENFHBIE TPYIIBI BKIOYAOT 2,2-10-
dropatun, 2,2,2-tpudTopatwi, 3-dropuporma, 3,3-gudropnponma, 3,3,3-rpudropnpornma, 2,2,3,3,3-mexTa-
¢droprpornn u 2,2,3,3-TeTpad TOPIPONKIL.

Korma R4 npezcrasisier HeoOs13aTeIbHO 3aMEIICHHBIA (DEHWT, MPEIOYTUTEIILHBIC TPYIIITbI BKIFOYAOT 1-3
IPYIIIbI, HE3aBUCHUMO BBIOpAHHBIC U3 IPYMIIEI, cocTosimeii u3 Bogopona, Ci-Ciankuna, C;-C,aIKoKCH, TajoreHa,
IUaHO U TpU(TOPMETHIIA.

[IpennodtuTebHBIE BapUAHTHI OCYIICCTBICHUS HACTOSIICTO M300PETCHUS MPUBOIATCS IS COCIMHCHUIMA
¢dopmyist 11 HIKE.

CoenuHeHns, y KOTOPEIX R; mpezncTaBisier HeoOsA3aTeNFHO 3aMEIICHHBIA (PeHMT Wi HeoOs3aTelnpHO 3a-
MEIIEHHBIN 5- WM 6-WICHHBIH MOHOIMKIMYECKHA apOMaTHYECKHA TeTePOLUKI, UMEIOIIAN OTUH TeTepOaTOM,
BBEIOPAHHBIA W3 TPYIIIIEL, COCTOSIIEH W3 a30Ta, KHUCIOPOAa W CEpPhl, MPHYEM S5- TN O-9JICHHBIA MOHOIMKIINYE-
CKHI apOMAaTHYECKUI TeTepOUHKI SBIAETCS HEOOA3aTeNbHO OEH30KOHICHCHPOBAHHBIM, SBJISIOTCS MPENITOYTH-
TEIbHBIMU.

Korma R; aBnsiercsa HeoOsA3aTeNbHO 3aMeIIEHHBIM (ECHUIIOM, TPEATIOYTHTEIbHBIMHA 3aMECTHTEISIMA SIBIIS-
toTcs 1-3 rpymiisl, HE3aBUCUMO BBIOpaHHBIC M3 TPYIIILI, cocToseii u3 Bogopoaa, C,-Cjankuna, Ci-C ankokeu,
rajoreHa, lIMaHo, TPU(PTOPMETOKCH U TPUPTOPMETHIIA.

Cpenu coenuHeHUH, y KOTOPhIX Ry mpencTaBiseT HEOOsI3aTEIbHO 3aMEIICHHBINA 5- WK 6-WICHHBIH MOHO-
MUKITHYCCKHA apOMaTHYCCKHUIA TeTEPOIUKII, UMCIOIIUN OJFH IeTepoaToM, BBIOPAHHBIN W3 TPYIIIBI, COCTOSMIICH
U3 a30Ta, KHCIOPOAA U CEPhI, MPUYEM S5- WIH 6-YIICHHBII MOHOIMKIMYECKUI apOMaTHIECKUI TeTEPOIUKI SBIISI-
eTcsl HeoOs3aTenbHO OEH30KOHICHCUPOBAHHBIM, COSAUHEHHS, KOTOPBIE SBISIOTCS OCH30KOHACHCHUPOBAHHBIMU,
SBIISTFOTCS TIPENMOYTHTENBHBIMA, TIPUYEM HHIOJIII SBISCTCS MPENNOYTHTENEHBIM U HHION-3-HJI SIBISIECTCS €IIIe
Ooree MPenmOYTHTENEHBIM, WHAON-3-WI, N300pakeHHbBIN Bhime At GopMynsl I, sBisercs Gonee MpenmnodTH-
TEJBHBIM.

[peanouturenbHbie coenuuenus popmylisl 11, nMeronIre MoI0XKEeH!Us! MPUCOSTUHEH S, TIOKA3aHbl HIDKE:

\ R,
T F D,
N. 1 N
R7/\/ R.,/\/ Y

Xots n300pakeHbl TOJNBKO coerHeHus (opMylibl I, 0 yka3aHHBIM, IPUBEICHHBIM HIDKE cxeMaM A u B,
nony4arT coeauHeHus ¢opmyn 1 u II. B mpuBegeHHBIX HHXKE CXeMax BCE 3aMECTUTENH, €CIIH HE OrOBOPEHO
0c000, IMEIOT YKa3aHHBIC BBIILE 3HAYCHHS, U BCE MCXOJIHBIC BEIIECTBA U PEATCHTHI ABIISIOTCS XOPOIIO M3BECT-
HBIMU ¥ MPU3HAHHBIME B JAHHOH OOJIACTH M JIErKO NOCTYMHBIMH HJIM MOJNYYCHHBIMH OMUCAHHBIMH B TAHHOM
omucanuu crocobamu. Ha npuBeaeHHON HMKE cXeMe BUIHO, YTO MOXKHO MCIIOJIB30BaTh 3aLIUTHBIC TPYIIIbL, T1e
9TO HEOOXOIUMO, [UIA TOIXy4eHus: GpparmenTa coequaeHuit Gopmyn I wmu II. Beibop, ncnonp3oBaHue u ymame-
HHE NOAXOMISIINX 3aIUTHBIX TPYII XOPOIIO M3BECTHBI M NMPUHUMAKOTCS BO BHUMaHHE B aHHOH obOnactu (Pro-
tecting Groups in Organic Synthesis, Theodora Greene (Wiley-Interscience)).
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Cxema A

'32 + RS’R

R1/\/N~H OHC X"
1 2

(1) ( )c-rama%« R z\/@_\&
|
Ry N xR
cramsi a bpopmyna I
- Ra/

R >cHO * OHN Ry

(3) (4)

Ha cxeme A mpencraBiieHBI allbTepHATHBHBIE CIIOCOOBI IOMYYEHHUS coennHeHnH GopMyIsl I BoccTaHOBH-
TENBHBIM AMIUHAPOBAaHUEM.

B ogHOM anpTepHATHBHOM BapHaHTE CXEMBI A, cTamus a, noaxomsmiee coenuHenne Gopmyns (I) koHTaK-
TUPYET C MOIXOAAIINM COeIUHEHHEeM (OopMyIbl (2) B peakii BOCCTAHOBUTEIEHOTO aMHUHUPOBAHUS C MOTyYe-
HueM coenuneHus Gopmyisr 1. [oaxopsmum coennnenueM Gopmyisl (1) siBisieTcs coeiuHeHue, y KoToporo R
u R, ABRsIOTCS TakuMH, Kak TpeOyeTcsl B KOHEYHOM TPOIyKTe GOpMYJIEI I, Ml mpeBpamaroTcs B TPYIIIBL, TPe-
OyeMble B KOHEYHOM MPOJYKTe (pOpMyJIbL.

I. TTopxopsimm coenuHenueM Qopmysl (2) sBisiercst coeHeHue, y kotoporo X, R; u Ry siBisirotes ta-
KHMH, KaK TpeOyeTcsi B KOHEUHOM NpoayKTe (opMyibl I, mim npeBpaimaiorcst B TpyHIibl, TpeOyeMble B KOHeU-
HOM TIpoayKTe GopmMyIsl .

B nmpyrom ampTepHaTHBHOM BapHaHTE CXEMBI A, cTaius a, MOIXOMsIIee coequHeHue Gpopmyisl (3) KOH-
TaKTUPYET C MOIXOASIIUM COoeTMHCHHEM (HopMyJIbl (4) B peaKu BOCCTAHOBUTEIHFHOTO AMHHHUPOBAHUS C TIOJTY-
yerneM coequHeHus Gopmyns I. [Mogxomsamum coennaerreM GopMyIs (3) ABISETCA COENUHEHHE, Y KOTOPOTO
R, u R, aBnstoTcs Takumu, Kak TpeOyercs B KOHEUYHOM MpOIyKTe (GopMymsl I, mim mpeBpamaroTcs B TPYIIIEL,
Tpebyembie B KoHeuHOM npoaykTe ¢opmyisl I. [Togxoasmmm coenuHeHreM GopMydbl (4) sBIsSETCS COeluHe-
HHe, y KoToporo X, R; u Ry siBisitoTCS TaKUMH, KaK TpeOyeTcsi B KOHEYHOM NpoayKTe popMyJbl I, nim npespa-
IIAI0TCS B TPYMIIBI, TpeOyeMble B KOHEYHOM MPOAyKTe Gopmyisr L.

BoccranoBuTenbHOE aMUHUPOBaHKE, U300paKEHHOE HA cXeMe A, CTaJusl a, MOXKHO MPOBOJMTH B pa3iiny-
HBIX YCJIOBUSX, HAIPUMEP, THAPUPOBAHHEM C HCIIOIB30BAHUEM ITOJXOJISILEr0 KaTalu3aropa HiH ¢ UCTIOIb30Ba-
HHEM I10JIXO/ISIIIEr0 BOCCTAHABIIMBAIOIIETO areHTa.

Hanpumep, noaxomsmmii aMmua ¢opmyiisl (1) KOHTaKTHPYET ¢ MOIAXOJSIIMM ajibIeruaoM (GopMydsl (2)
(Wmu ampTEpHATUBHO, MOIXOAANIHMHA aMUH (4) ¢ MOAXOIAIUM ambaeruaoM GopmMyisl (3)) ¥ MOIXOASAIIMM BOC-
CTaHABJIMBAIOIIUM arcHTOM C IMOJY4YCHHEM coequHeHus (opmyibl I. Peakiuio mpoBoAST B MOAXOJSAIIEM pac-
TBOpHUTEIE, TAKOM KaK METaHOJI, STaHOJ, TeTparuapodypaH MK CMeCh METaHOIIA MU 3TaHOJA U TeTparuapody-
paHa, nuxiopMeTaH u 1,2-muxiopITad. Peakiuro MOXKHO MPOBOIUTH B MPHUCYTCTBUHM OCYIIAIOINIETO areHTa, Ta-
KoTo Kak cynbart Hatpus, cynbdar menu(ll) mmm momekymsapHeie cuta. Peakiuro mpoBOAAT B MPUCYTCTBHU
mpUOIU3UTENBHO OT 1 10 20 MOJISIPHBIX SKBHBAJICHTOB MOJIXOAIIETO BOCCTAHABIMBAIOIIETO areHTa, TAKOTO KaK
Oopruzpua HATpHsl, [IMAHOOOPTUIPH] HATPUS M TPUALETOKCHOOPTHAPUA HATpUs. MOXKET OBITh BBITOAHO IPO-
BecTH obOpasoBanne ocHoBaHus [Iudda nepen modasieHneM MOIXOAINIETO0 BOCCTaHABIMBatomero arenra. Ko-
rJla UCTIOJIB3YIOT IIHAHOOOPTHIPHU]] HATPHS, MOXKET OBITh BBIFOJTHO KOHTPOJUPOBATh U peryiuposats pH Bo Bpe-
Ms peaKI[iK, KaK 3TO M3BECTHO B JIaHHOW oOyacTu. Peakimio 00bIYHO MPOBOAST npu Temiepatypax ot 0°C 1o
temnepatypbl aediermanuu. OObIYHO i peakiuid Tpedyercst oT 1 10 72 4. [IpoayKT MOKHO BBIACIUTh U OYH-
CTHUTB CIIOCOOaMU, XOPOIIIO U3BECTHBIMH B JAHHOW OOJIACTH, TAKUMH KaK (HIBTPOBAHUE, IKCTPAKIIHS, paCTHPa-
HUE C PACTBOPHUTENIEM, XpOMaTOrpadus U MepeKprUCTaUIA3aIHS.

ITo cxeme A, HeoOs3aTenbHAs cTagus b, He MOKa3aHa, KUCIOTHO-aINTUBHYIO COJIb COSANHEHHS (POPMYITBI
I momy4ator ¢ ucmone3oBaHueM (hapMareBTHUSCKH IPHUEMIIEMO KUCIOTHL. [loydeHne KUCIOTHO-aJAuTUBHON
COJIH SBIISICTCSA XOPOIIIO U3BECTHHIM U MTPU3HAHHBIM B TaHHOH 00JIacTH.
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Cxema B
R, R,

CE R, + ! R,
RN A0 xR R Scoa WN xR
(1) (5) (1) (4)

crams a cramst a

cramst b crammsi b

e R,
R1/\/N x/R‘

¢dopmyna I

Ha cxeme B n3o0paskeHbl ajbTepHATUBHBIE CIIOCOOBI MOJTy4eHHs CoeTMHeH I (hopmMyiibl | oOpazoBaHueM u
BOCCTAHOBJIICHHEM aMHUJIA.

B onHOM anbrepHaTMBHOM BapuaHTe, cxema B, cramust a, MoKa3aHO KOHTaKTHPOBAHHUE MOJXOJSIIETO CO-
enuneHust popmyiiel (1) ¢ mogxomAmmM coequHeHHEM (GopMyJibl (5) O peakinuu 00pa3oBaHMs aMUa C TOJIyde-
HHeM coeanHeHust popmyisl (6) . [MogxomsummM coequaerneM Gopmydsl (1) sBIsieTcsl coeIMHEHNE, ONTMCaHHOE
Ha cxeme A. [lomxonsamum coequHeHreM GopMydsl (5) sIBISETCS COETMHEHNE, Y KOTOPOro A MpEeACTaBIsIET aK-
THUBHPYIOILYIO TPYIILy, UMEIOUIyI0 (opMy TaloreHaHTHIpHIa KUCIOTHI, aKTUBUPOBAHHOTO CIIOXHOTO 3¢upa,
aKTMBHMPOBAHHOTO aMMJa WM aHTuapuaa, u X, R; u Ry ABIsIOTCS TakuMu, Kakue TpeOyroTCsl B KOHEYHOM IIpO-
nykre (hopMyIsl I, wii mpeBparnaoTes B IPYyMIIbl, HyKHbIE B KOHEYHOM ITPpoayKTe Gopmysr 1.

B npyrom anpTepHaTHBHOM BapHaHTe, cxema B, cTagus a, MoKa3aHO KOHTAKTHPOBAHHE MOJIXOJSILETO CO-
eauHenust hopmyisl (7) ¢ NOAXOSIIMM coequHeHneM GopMylibl (4) B peakiuu 00pa3oBaHUs aMHHA C MOJIy4e-
HueM coenuHenus Gopmynsl (8) . [Toxxomsmum coequneHreM Gopmydibl (7) sBISETCS COSAUHEHUE, Y KOTOPOTO
A mpezcTaBisieT aKTHUBHPYIOLIYIO I'PYIINY, KaK OMHCAHO BhIIe, M R; MMeeT 3HaueHue, KoTopoe TpedyeTcs B KO-
HeuHoM npoaykTe (opmyusl 1. [Toxxonsmmm coenrneHreM GopMydibl (4) SBIsIeTCsl COSMHEHNE, OIIMCAaHHOE Ha
cxeme A. INoaxoxasiuue coeannenus: popmyi (4) u (7) 0OBIYHO TOCTYIHBI U3 KOMMEPUECKHX UCTOYHHUKOB, M UX
MOXHO TAaK¥XXC MOJYYUTH CHOCO6aMI/l, OIIMCAaHHBIMU B HACTOSAIIEM 1/1306peTeH1/11/1, nu CHOCO6aMl/I, OIIMCaHHBIMU B
JIaHHOH 00JIaCTH.

Peaxumio oOpa3zoBaHus amu/ia, OKa3aHHYIO Ha cxeMe B, craauns a, BBINOJIHSAIOT HECKOJIBKUMH CrIoco0amy,
JIETKO JTOCTYIHBIMU JJIsl CTICLMANNCTa B JAHHOW 00JIaCTH, B TOM YHUCIIE CIOcO0aMH, KOTOpPbIE OOBIYHO MPOBOAST
JUISL CHHTE3a IEeNTHAOB. Takue criocoObl peaknnii MOXKHO MPOBOAUTH ISl KMCIIOTHI, TAJIOTEHAHTUPUAA KUCIIO-
TBI, aKTUBIPOBAHHBIX CIIOKHBIX 3(HUPOB, aKTHBUPOBAHHBIX aMUI0B M aHTHIPHUJIOB.

Hanpumep, st obneryeHns oOpa3oBaHus aMHIa MOKHO HCIIONIB30BaTh XOPOIIO M3BECTHBIE PEareHThI CO-
YeTaHMs, TAKHE KaK KapOOIUMMUJIBI, C UCIIOJIB30BAHIEM WIN 0€3 HCIONb30BaHUS XOPOIIO N3BECTHBIX 100aBOK,
TakMX KaKk N-THOPOKCHCYKLIMHUMHL, |-THAPOKCHOEH30TpHa30l U T.O. I Takux peakiuii codeTaHust 0OBIYHO
WCIOJIB3YIOT MPUOIM3UTENBHO OT 1 10 1,5 MOJSPHOTO OTHOIIEHHUS KUCIOTHI, aMUHA M peareHTa COueTaHus U
peakuuyu 0ObIYHO NPOBOJSAT B MHEPTHOM allpOTOHHOM PacTBOPHTEINE, TAKOM KaK MUPHIUH, AUMETUI(HOPMaMUL,
JXJIopMeTaH, xjiopodopm, 1,2-1uxiI0paTaH, aeTOHUTPHI, TeTparuapodypan u Tomy noxobHoe. B Takux pe-
aKIUAX COYETaHUsI MOXKET OBITh BHITOJHO HMCIIOIB30BaTh MOJIXOISIEe OCHOBAHUE, TAKOE KaK TPHITHIAMUH HJIH
N,N-gunzonponuidTiiaMuH. Peakuuio, MpeamouTHTENFHO, TPOBOAAT NPH TEMIlEpaType NPHOIN3UTENIBHO OT
0°C no npubimsutensHo 60°C 10 3aBepIIeHHsT peakluy, KOTopas 0OBIYHO MPOTEKaeT B mpenesiax oT 1 10 npu-
ommsuTensHO 48 u. [Tocne 3aBeprieHUs peakIy MPOAYKT MOXKHO BEIIENUTh M OYHCTUTH CIIOCOOaMU, XOPOIIO
W3BECTHBIMH B JAaHHOW 00JIaCTH, TAKUMH KakK (DPMIIBTPOBAaHHE, SKCTPAKIIHS, BBITAPUBAHUE, PACTHPAHUE C PACTBO-
putenem, Xpomarorpadus u NepeKpUCTAIUTA3AIHNS.

AanpTepHaTHBHO, B PEAKLUH MOKHO HCIIOJIb30BaTh, HAIPHMED, TaIOTCHAHTUAPH]] KUCIOTHI. MOXKET OBITH
BBITOJHO MCIOJB30BAaTh MOAXOSIIEE OCHOBAaHHUE ISl YIaBIMBAaHHUSA KHUCIOTBI, 00Opa3yromelcss BO BpeMsl peak-
UM, MOAXOISIINE OCHOBAHHUS BKIIOYAIOT, HANpuUMep, TpUITHIaMHUH, N,N-AUU30MPONMWIITHIAMUH, N-
METHIMOP(OIINH, IMPUANH U TOMY Nof00HOe. B THIIMYHOM citydae ucnonb3yroT npubnmsurensHo ot 1 go 1,5
MOJIAPHOC OTHOLICHHUE IraJIOTCHAHTUApHUIa KUCIIOThI U aMUHA. PeaKumo MOXHO IPOBOJAUTH B PA3JIMYHBIX UHEPT-
HBIX allPOTOHHBIX PACTBOPHUTEINSIX, TAKUX KaK IHUPHUIMH, AUMeTHIhOpMaMull, AUXIOpMeTaH, xjiopodopm, 1,2-
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TUXJIOpPMETaH, alleTOHUTPHI, TeTparuapodypad u ToMy momoOHoe. Peaknuio mpeanoYTuTeIsHO IPOBOIAT MIPH
temneparype npubmmurensHo ot 0°C mo nmpubnusutensHo 60°C 10 3aBepiieHus] peakuu, KoTopas 0ObIYHO
MpoTeKaeT B mpeaenax ot 1 mo mpubnmsurensHo 12 9. [Tocie 3aBepmieHus peakiui IPOIyKT MOXKHO BEIICIHUTH
Y OYHUCTHUTH CIIOCO0aMHM, XOPOIIO U3BECTHBIMU B AaHHOM 00JaCTH, TAKMMH KakK (HIbTPOBAHUE, SKCTPAKIINS, BbI-
napuBaHUe, paCTUPAaHKUE C PACTBOPUTENIEM, XpoMaTorpadus U NepeKprucTaiin3aiis.

AJNBTEpHATUBHO, B PEAKIMHM MOXHO HCIIOJIb30BATh, HAIPUMEp, aHTHAPHUI (JIMOO CUMMETPHYHBIH, JMOO0
cMeuranHbli). Takue aHruApHIbI TONTYYar0T Pa3IMYHBIMU CIIOCOO0aMH, U3BECTHBIMH B JJAHHOW oOsactu. B Tu-
MMYHOM CJIy4ae UCIIOJIb3YIOT MPUOIM3UTENHFHO OT 1 0 1,5 MONSpHBIX 3KBUBAJIEHTOB aHTHIpUAA U aMuHa. Mo-
JKET OBITh BHITOJJHO MCIIOJIB30BaTh MOIXO/SIIEe OCHOBAHKE IS YJIaBIMBaHMs KHCIIOTHI, 00pa3yromencs: BO Bpe-
Ms peakuuu. [Togxonsiiye ocHOBaHHS BKIIIOYAIOT, HalpuMep, TpUATWIaMKH, N,N-TUu30npondTHiIaMuH, N-
METHIMOP(OIHH, IUPUINH, KapOOHAT HATPHS, KapOOHAT Kalus, OMKapOOHAT HATPUS W TOMY monoOHoe. Peak-
ITUI0 MOYKHO IPOBOJUTH B PA3IMYHBIX PACTBOPUTEISIX. Peakiuio, mpearmodTUTENHHO, IPOBOIAT IIPH TEMIIEPATy-
pe npubnusutenpHo oT 0°C mo mpubnusutensHo 60°C 10 3aBepuIeHUS Peakiui, KOTopasi 0OBIIHO MPOTEKAET B
npenenax ot 1 mo npubnusutensHo 12 u. Iloce 3aBepIneHus peakuy IPOILyKT MOXKHO BBIACIUTH M OYHUCTHTH
CHoco0amu, XOpOIIO W3BECTHBIMHU B JaHHOI 00JIaCTH, TAKUMHU Kak (pUIIbTpOBaHHUE, SKCTPAKIHs, BbIITAPUBAHHE,
pacTHpaHue ¢ paCTBOPHUTENIEM, XpoMaTorpadus 1 NepeKpruCTaAIIIA3ALHS.

Ha cxeme B, craaus b, mpuBeneHO BOCCTaHOBIIEHHE coenuHeHUs Gopmyiibl (6) wiH (8) ¢ moxydeHUueM co-
enuHenus Gopmyusr I.

Hanpuwmep, coennnenue Gpopmynsl (6) wiu (8) KOHTAKTUPYET ¢ NOAXOSIIMM BOCCTAaHABINBAIOIINM arcH-
TOM ¢ TosrydeHueM coequnenust Gopmynsl 1. [TogxoasaumMn BoccTaHABINBAIOIMMHU areHTaMH SIBIISIOTCS areH-
TBI, KOTOpPBIE CHOCOOHBI BOCCTAHOBHTH aMHJ B aMHH, OHM BKJIIOYAIOT OOpaHOBBIC PEarcHThl, TaKHe KakK KOM-
TUIeKC OOpaH-AUMETHIICYTb(PHI, peareHThl THAPUIHOTO MepeHoca, TaKue KaK TUAPUA ATFOMHUHUS U JTUTHHAIIO-
MUHHATHIPHI U TOMY MTOoI00HOE. Peakmuio mpoBOAAT B pacTBOpUTENE, TAKOM KakK TeTparuapodypaH wim am-
STHIIOBBIN 2QHp, B THIIMIHOM CIIydae ¢ HCIOIh30BaHNEM OT | 10 10 SKBHBaJICHTOB BOCCTAHABIMBAOIIETO arcH-
Ta. Peakmuro 00BI9HO MPOBOAAT IpH TeMmneparype npudimsutensHo oT 0°C o TeMnepaTypsl aediaermManun BbI-
OpaHHOTO PAacTBOPUTEIN, B THIIMYHOM CIydae OHA MPOTEKaeT B TeueHue oT | no mpubmusutensHo 48 4. IIpo-
JIYKT MOXXHO BBIICIUTH M OYHCTHTH CIOCOOaMHM, XOPOIIO W3BECTHBIMHU B JTaHHOH OOJIACTH, TAKIMH KaK PEe3KOe
oxJIaXJeHue, GUIbTpoBaHNe, SKCTPAKLIMS, BHIITIAPDUBAHKUE, PACTUPAHKE C PACTBOPUTENIEM, XpoMarorpadus u 1e-
peKpUCTAIIIA3ALHS.

ITo cxeme B, B kauecTBe HEOOS3aTEIBHOMN CTANU, HE TIOKA3aHHOM, TOJIYYal0T KUCIOTHO-aIMTUBHYIO COJIb
coeauHenust Gopmyinsl | ¢ ncrons3oBaHueM (GapMarieBTHUECKH NMPUEMIIEMON KUCIOTHI. [loydeHrne KUCIoTHO-
Q/JIUTUBHBIX COJIEH XOPOIIO U3BECTHO U NPUHSATO B JaHHOH 001acTy.

Ha cxemax A u B, B xauecTBe HE0OS3aTENEHONW CTaIUM, KOTOPas JOJDKHA OBITH MOHSATHA CIECIHAJHCTY B
IaHHOI obnacTu, coenuHeHne HhopMymsl I, B KoTopoit R mpencTaBinser BOAOPOa, MOXKHO alIKHIIHPOBATH C ITOITY-
YeHHEM COeIMHEHWs, y KoToporo R, He sBisercs BomoponoM. CHocoOBl alKWIMPOBAHUS TAKMX BTOPHYHBIX
aMHHOB XOPOIII0 N3BECTHHI B JAHHOH 001acTi 1 OyayT 0OCcyKaaThesl B MpuBeneHHOH Himke cxeme C, craaus c.

Ha cxemax A u B, Kak T0MKHO OBITh OHATHO CHEIHMANNCTY B JaHHOW 00nacTu, coeauHeHust Gpopmysl 11
MOJYYaroT TakkKe Croco0aMHu, ONMMCAHHBIMU Ha cxeMax A u B, ¢ ucmonb30BaHNEM MPUBEICHHBIX HUXKE COCIH-

HeHuit popmyi (9) u (10):
R, Ry
oL, - 0K
Y™ "Rg A(O)C Y Rg

H(O)C
(9) (10)

Honmxomsimum coemuHeHneM GopMyIbl (9) sBiseTcs coeanHeHue, y Kotoporo Y, Rs u R¢ umeroT 3Haue-
HUS, HY)KHBIC ISl KOHEUHOro mpoaykra ¢opmydisl 11,  moaxomsmum coeauaeHreM Gopmyibt (10) sBisercs
COEJIMHEHUE, B KOTOPOM A SBJISIETCSl aKTUBUPYIOLIEH IPYION, Kak onucaHo Beile, U Y, Rs u Ry nuMmerot 3naue-
HUS, Hy>KHBIE JUTsI KOHEYHOTO TpoaykTa Gopmymsl I1.

Hcxopmnoe BemecTBO st cxeM A U B moirydaroT, kKak yka3aHO Ha IPHUBEICHHBIX HIDKe cxeMax. Ha mpuse-
JICHHBIX HIDKE CXeMaX BCE 3aMECTHTENH, €CTH HE OTOBOPEHO 0c000, MMEIOT yKa3aHHBIE paHee 3HAYCHHUS, U BCE
WCXOJHBIC MaTepraibl U PEareHThl XOPOIIIO H3BECTHBI U IPUHATHI B HACTOSIIEH 00JacTH.

Ha cxeme C omucaHbl criocoObl mosiydeHust coeinHenuit popmyisi (1).
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Cxema C
H
NO. N.
_C(OH - R XNO; Z"H
R; Ry R1
(24) cramst a (25) cramst b (1)s xoropoir
R, npencrasaser
BOOOPOX
~ R cramsi C
R, 2 Ra
R C(O)A + NH, =R/ H ——= g~y
1
crammsi d 0 cramgist e
(7 (26) (27) (1)

Ha cxeme C, cragus a, mokasaHa peakiys IMOJXOMSINEro anbaernaa Gpopmysnsl (24) u HUTpOMETaHa C TO-
JTy4yeHueM coenuHeHus Gpopmyisl (25). ogxomammii anpaerun popmyisl (24) sBiseTcs albAeruaoM, B KOTO-
poM R; nmeer 3HaueHUsI, KOTOPBIE HY>KHBI JUIsl KOHEYHOTO NMPOAyKTa hopMyisl 1. Peakuust aHmoHa HUTpoMeTaHa
C aJbJETHUIAMH C MOJIYYCeHHEM HHUTPOOJC()HHOB XOPOIIO M3BECTHA M NPHUHATA B HACTOsIIEH obOmactn. Modern
Synthetic Reactions, H.O. House (2™ ed. The Benjamin/Cummings Publishing Company 1972).

Hanpumep, momxomsimmuii anpaerun Gopmynsl (24) KOHISHCHPYIOT ¢ HUTPOMETAHOM C ITONyYSHHEM CO-
eanHeHust popMyrs (25). B THIYHOM ciTydae peakiuio MPOBOIAT B IPUCYTCTBUHU H30BITKa HUTPOMETAHA.

Peakiiro npoBOJST B MOAXOAAIIEM PACTBOPUTEINE, TAKOM KaK TeTparuapodypaH, HUTPOMETaH U AUMETHII-
cynbdokcn. Peaknnio mpoBOAAT ¢ HCHOIB30BAHUEM HPUOIU3UTENHHO OT 1,1 10 mpuOIM3uTENbHO 3 MOJIIPHBIX
9KBUBAJIEHTOB MOJIXOISIILIET0 OCHOBAHUS, TAKOIO KaK OMC(TPUMETHIICHIINI)aMU HaTPUsl, TPET-OYTOKCH]L Kausi,
TUIPUJ HATpHsl, alleTaT HaTpus, TpUSTWIaMUH, N,N-1Mu30IpOonuiIdTUIaMKH, COJIEH aMMOHMSI, TAKUX KaK alerar
amMMoOHus. Peakuuio mpoBoJsT npu TemrepaTrype npuoimsutesnsHo ot -20°C nmo Temmneparypsl nediierManuu
BBIOPAHHOT'O PacTBOPUTEIS, I €€ NMPOBeIeHNsI 0ObIMHO TpeOyeTcst oT 6 4 10 48 u. IIpoayKT peaknun codera-
HUSI MOXKHO BBIICJIUTH M OYHCTHUTH C HUCIIOJIb30BAHUEM CIIOCOOOB, MU3BECTHBIX B JaHHOM 00JIacTH, BKIIOYAs IKC-
TPaKLUIO, BBIIAPUBAHKE, XpOMATOTrpauio M NepeKpHCTAIUIN3ALIHNIO.

Ha cxeme C, cragus b, mokazaHo BOCCTaHOBIICHHE cOeTUHEHUS (HOopMyH (25) ¢ moIydeHneM COeIHHEHHS
thopmymst (1), B KoTOpoii R, mpencrasiser Bogopo.

Hanpuwmep, nogxoasmee coenunenne ¢Gopmymsl (25) ruapupyroT HaJ HOIXOIAIIMM KaTalu3aTopoM, Ta-
KUM Kak HUKeJb PeHest ninm nammagueBslii kaTaauzaTop. Koraa ncmone3yroT HUKeIb PeHest, peakiuio npoBoIsST
B TIOAXOAAIIEM PACTBOPUTEIIE, TAKOM KaK 3TaHOJI, METAHOJI, BOJA U UX cMecH. MOXKeT ObITh BBITOAHO MPOBOAUTH
THIPUPOBaHUE B KHUCIIOW Cpelie, HAallpuMep, C HCIIOJIb30BaHHEM XJIOPHCTOBOJOPOAHON MM CEPHOM KHCIIOTHI.
Korua HCIIOJIB3YIOT HaﬂHaHHeBbIﬂ KaTajan3aTop, NpeArOYTUTCIIbHBIM SABJIACTCA nanna)mﬁ Ha yrjie, u pCakuuro
NPOBOJST B MOAXOMASALIEM PacTBOPUTENE, TAKOM KaK JTaHOJ, METaHOJI, TeTparuapodypaH, Boja M MX CMECH.
MoxeT OBITh BBIFOJJHO IPOBOJUTH I'MPUPOBAHNE B KHCIIOH cpelie, HapUMep, ¢ UCIIOJIb30BAHHEM XJIOPHCTOBO-
JIOPOJTHON KHCIIOTBI, TPU(PTOPYKCYCHOM KHUCIIOTHI MJIM CEPHOM KUCIOTHI. Peakinio 0ObIYHO MPOBOJST TIPH TEM-
neparypax OT TeMIIepaTypbl okpy»xkaromiel cpensl 10 70°C. Peakuuro npoBOJsT C BOAOPOAOM IIPH JAABICHHUAX OT
15 ¢ynr/xB. groitm mo 120 (ot 103 mo 821 kIla) ¢yHT/KB. AfOoiiM B ammapaType, IpeJHa3HauYeHHON [T TIPOBEIe-
HUSl peakUui 1oJ AaBJIEHUEM, TakoHl Kak anmnapat Ilappa ans ruapupoBanus. [IpoayKT MOXKHO BBIIEIUTH OCTO-
POXKHBIM YAAJICHHEM KaTaln3aropa (puibTpoBaHHEM M BbITApUBaHUEM. [IpOSYKT MOXKHO OYHCTHTBH SKCTPAKIH-
eii, BEIITAPHMBAHNEM, PACTHPAHUEM C PACTBOPHUTEIEM, XpoMarorpadueii u nepekpucTain3auei.

AJBTepHATUBHO, HALIpUMeEp, MOIXOASIIee COeAMHEHHE (GOopMYIHI (25) KOHTAKTUPYET C HOAXOIAIINM BOC-
CTaHaBIMBAOMINM areHToM. Iloaxozsire BOCCTaHABIMBAIOIINE areHThI BKIFOYAIOT PEAreHThl THAPUIHOTO Iie-
peHoca, Takue Kak THAPUA AJIFOMUHUSA U TUTHHATIOMUHUMTUAPHI U TOMY oJ00HOe. Peakuuio npoBoadr B pac-
TBOPUTEJIE, TAKOM KaK TeTparuapodypaH Wi TUITWIOBBIA 3(Up, B THIIUYHOM CIIydae C MCIOJIb30BaHUEM OT |
70 10 3KBUBAJICHTOB BOCCTAaHABIMBAIOIIEIO arcHTa. Peakinio 00bIYHO MPOBOJAT MPH TEMIIEpAType MPUOIU3U-
tenpHO 0T 0°C 10 TemmepaTypsl edierManiy BHIOPaHHOTO PacTBOPUTENS, B TUIIMYHOM CJIydae ee IPOBOJAT B
Teuenne ot 1 1o npubimsurensHo 48 4. IIpoayKT MOKHO BBLIEIUTH U OYUCTUTH CIIOCOOAMHM, XOPOIIO M3BECT-
HBIMH B JJAHHOM M300pETE€HNH, TAKUMH KaK TaiieHue, GUiIbTpoBaHUE, SKCTPAKILINS, BBINIApUBAHNE, pACTHPAHHUE C
pacTBOpHTENEM, XpoMaTorpadus ¥ NepeKpHCTaIUIN3aNuS.

Kpome Toro, monxonsmee coenuaeHne Gpopmysl (25) MOXKHO BOCCTAaHOBHUTH B IBE CTaJHH B COSANHEHUE
tdopmymst (1) . Hampumep, BUHIIBHYIO TPYIITYy COeAMHEHHS HOpMYIIBI (25) MOKHO BOCCTAHOBUTH C HCIIOJIB30-
BaHMEM PEareHTOB, TAKUX Kak OOpPruipuia HaTpus. B TMIIMYHOM cilydae peakiiio MPOBOIAT C HCHOIb30BaHUEM
n30bITKa OOpruzApHuIa B pacTBOPHUTENE, TAKOM KaK METaHOJN, 3TaHOJ, W30MPOMAHOJ, BOJA U TOMY HOAOOHOE.
HpOMen(yToqﬂoe Z-HI/lTpO3Tl/IHCOCLlI/IHeHl/Ie MOXHO BBIACJIUTH U OYHUCTUTH CHOCO6aMl/I, XOpo1mo HU3BCCTHBIMU B
JIAHHOW 00J1aCTH, TAKUMH KaK raieHue, puibTpoBaHUE, IKCTPAKIIMS, BHIITAPUBAHHUE, PACTUPAHHUE C PACTBOPUTE-
jeM, xpoMatorpadus U nepekpucraumzanus. [IpomexyTouHoe 2-HUTPOITUIICOSANHEHUE MOXHO 3aTeM BOC-
CTaHOBUTH C WCIIOJIB30BAaHUEM Pa3JIMUHBIX CIIOCOOOB, TAKMX KaK TMAPUPOBAHME U pEareHTHl TMIAPUIHOTO Iepe-
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HOCa, KaK OMHCaHO BeImie. KpoMe TOro, mpoMeXyTOYHOE 2-HUTPOITHICOCTMHEHHE MOKHO BOCCTAaHOBUTH C HC-
MOJIF30BAaHNEM METAIJIOB, TAKUX KaK IIUHK, ¢ IOJIy4eHneM Tpedyemoro amuHa popmyisr (I), B kotopoit R, mpen-
CTaBIISIET BOAOPOI.

Ha cxeme C, cramus ¢, nokazaHo HeoOs3aTesibHOE alKuinpoBanue coenuHenus: Gpopmynst (1), B koTopoii
R, He aBnsieTcs BogopoaoM.

Hanpumep, coenunenne gopmyssl (1), B koropoii R, npencraiser Bogopo/, KOHTaKTHPYET C MOJIXO0.Is-
UM AJIKWINPYHOIIUM ar¢HTOM. HO[[XOZ[HH_II/IM ATKWIMPYIOIUM ar€HTOM SBJISACTCA arcHr, KOTOpLIﬁ nmpeBpamacTt
rpynny R, B rpynmy, HyKHYIO Uit KOHEYHOro mpoxykra ¢opmydsl 1. [Toxxonsmue ankuimpyrompe areHThl
BKiIroyaroT C;-CiankuiranoreHnapl. Peaknuio mpoBOIST B IMOAXOASAIIEM PacTBOPHUTENE, TAKOM KaK JIMOKCaH,
TeTparuapodypan, cMecH TeTparuapodypaH/Boaa Win aneToHUTpuI. Peakuuio npoBoasT B npucyTcTBuu ot 1,0
110 6,0 MOJSIPHBIX PKBHBAIICHTOB TOAXOSIIEI0 OCHOBAHMS, TAKOTO KaK KapOOHAT HATpWs, OMKapOOHAT HATPHS,
KapOOHAT Kanus, OukapOoHAT Kajws, TpHATHIAMHUH Wik N,N-THH30nponmnTIIaMiuH. Peakinio 009HO TIPOBO-
IaT mpu Temmeparypax ot 78°C mo temmepaTypsl Aediermanmu pactBoputens. /s mpoBeneHHs peaxiiH
00prgHO Tpebyercs oT | 10 72 4. IIpoayKT MOXKHO BBIOENIUTh U OYHCTUTH CIIOCOOAMH, XOPOIIIO M3BECTHHIMU B
JAaHHOH 00JacTH, TAaKMMH KaK SKCTPAKLHs, BHIIAPMBAHHE, PACTHpPAHHE C PACTBOPHTEIEM, XpoMaTorpadus H
MepeKPUCTAIIIN3ALIHA.

AnbpTepHaTHBHO, Haripumep, coeanHenue hopmyisl (1), B koTopoii R, mpeacrapiser Bogopo1, MogBeprarot
BOCCTaHOBUTEIBHOMY aMUHHPOBAHMIO C aJIbJETHIOM WM KETOHOM, KOTOpoe JaeT coenuHeHune Gpopmyssl (1), B
KoTopoii R, He sBisiercst BogopoaoM. [loxxonsimue anbaeruibl BKIOYAOT (GOPMaNIbAET U, alleTaIbAET 1, IPOo-
MHOHAJBJETH]I U alleTOH. Peakunio mpoBosT, KaKk ONMCAHO Ha cXeMe A, CTaaus a.

B npyrom anmsTepHaTHBHOM cilydae, Harpumep, coeauHenue Gopmynsl (1), B koropoit R, mpencrasnser
BOJIOPOI, TIOIBEPTAIOT PEAKIMK 00pa30BaHMS aMHJa WK Kapbamara C MOCIeIyIOIINM BOCCTaHOBICHHEM C TIO-
mydeHrneM coenuHeHus ¢popmydsl (1), B kotopoit R, He aBmsercs BomopomoM. [logxonsmue ampaeruasl BKIIO-
4aroT (hOpMaNBIETH/I, alleTalbACTH I, IPOMHOHANBICTHI 1 alleTOH. PeakImro mpoBOIAT, KaK OIMMCAHO Ha CXEME
A, cTagus a.

Ha cxeme C, craguu d u e, moka3aH albTepPHATUBHBIN MOAXOJ K MOJIYYCHUIO COeTUHEHUH dopmysl (1)
yepe3 o0pa3oBaHKE aMU/Ia C MCIIOJIB30BAaHUEM IMOAXOISIIEr0 coequHeHus GopMymsl (7) U MOAXOAAIIET0 aMUHA
dhopmyisl (26) ¢ MOCISIYIONUM BOCCTAHOBJICHUEM MOJYYCHHOTO amua GopmMyisl (27) i1 MOTydeHHs COSIH-
Henus popmyisl (1). [Tonxonsee coenunenue Gopmysl (7) sBIsIETCsl TAKAM, Kak onMcaHo Ha cxeme B. Tlon-
XOAALIMM aMHHOM (hopmyJibl (26) siBIIS€TCS aMUH, KOTOPBIi 1aeT Ry, HyXHbII B koHeuHOM coenunennu I. Cre-
[UAJIKCT B JAaHHOW 00JIaCTH JIOJDKEH 3HATh, YTO MHOTHE aMubl (opMyItbl (27) SBISIOTCS KOMMEPYECKH TOCTYII-
HBIMH Y IPUMEHSEMBIMH B TAHHOW 00JIacTH.

OO0pa3oBaHre aMHIa W BOCCTAaHOBJIEHHE 110 cxeme C MpoBOAT, Kak ONMHCcaHo Ha cxeme B.

Ha cxeme D ommcansl cioco0s! omydenus coenuHernid hopmynsl (1), B koTopoit R nmpencrapnser HeoOs-
3aTEJILHO 3aMEIEHHBIA NHI0-3-1I1.

Cxema D
Z z
(o}
NHR,
J cramust a cramst
H (29) \
(23) cramsi d ﬁ%/\/
cramst ¢
z z crams (1) B KOTOPOM
Rl npencrasiaseT
—— -3-
cHO N0, MHZOI—-3-WUa
N / N /
H cramast e 3

(30) (31)

Ha cxeme D, craaus a, mokasaHa IBYXCTaIUiHAs Peakiys MOAXOsAIIero uuaoiaa Gopmyisl (28) ¢ okca-
JUITXJIOPUIIOM, 3aTEM C OIXOIAIIMM aMHHOM (Gopmyiiel (26) RyNH, ¢ monyuenuem coequaenust popmyiist (29).
Moxxomsmum uHAOIOM QopMyIsl (28) SIBIIETCS WHAO, Y KOTOPOro Z' MpeJCTaBIsIeT HeoOs3aTeIbHEIC 3aMec-
TUTEITU Ha MHIOJE B TIOJOXKEHUAX 2 U 4-7, Kak OIMCAaHO B KOHEYHOM mpoykTe popmyis 1. Tlogxomsmmii amuH
(hopMynbl (26) SBIIAETCS TaKUM, KaK OIMCAHO HA MPHUBEICHHON BbIlIe cxeme C.

Hanpuwmep, mogxomsmuii namgon ¢popmyisl (28) KOHTAKTHPYET MPHOIN3ATENHHO C 1-2 MOJISIPHBIMH JKBH-
BaJICHTAMH OKCAJIIXJIOPH/IA C ITOyYeHHEM IPOMEXYTOYHOTO XJIOPaHTHAPHAA KETOKUCIOTH. Peakiuio mpoBo-
T B TOAXOJINEM pPACTBOPHUTENE, TAKOM KakK IAMATHIIOBHIN 3¢dup mimm TerparuapodypaH. Peakimro oObIYHO
npoBoiaT npu Temnepatypax ot 0 1o 40°C u BpeMms peakuy 0OBIYHO cocTaBisieT oT 6 1o 48 1. [IpomexyTou-
HBII MPOAYKT, XJIOPAHTUAPH]] KETOKHCIOTBI, MOXHO BBIIEIUTh U OYUCTHTH C MCIOJIb30BAHUEM CIIOCOOOB, XO-
POILIO M3BECTHBIX B IAHHOW 00JIACTH, BKITIOUAs SKCTPAKI[HIO, BbIIAPUBAHUE, XpPOMATOrpad o U NepeKPUCTAILIN-
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3anuio. [IpoMeKyTOUHBIA MPOIYKT, XJIOPAHTHAPHUI KETOKUCIOTHI, OOBIYHO HCIIONB3YIOT Cpa3y IMocie BBIIEIe-
Husl. IIpoMeXyTOUHBIM MPOLYKT, XJIOPAHTUAPUT, KETOKUCIOTHI, KOHTAKTUPYET ¢ NOAXOLAMMM aMuHOM Ro,NH,,
KaK yKa3aHO BBIIIE, U C UCTIOIb30BaHUEM METOINK, OIMCAHHBIX BHIIIE.

Ha cxeme D, craaus b, moka3aHo BoccTaHOBIEHHE coequHEHUS hopmyisl (29) ¢ obpa3oBaHueM COeaHHeE-
Hus popmyisl (1), B kKoTopoli R| ipencraiser HeoOs13aTeNIbHO 3aMeIeHHbIA HHA0JI-3-HI1.

Hanpumep, coennnenue dpopmyisl (29) BocCTaHABIMBAIOT C MCIOJIb30BaHUEM BOCCTaHABIIHMBAIOIIETO pea-
TCHTa, TAKOr0 KaK JIUTHHATIOMUHUHTHAPUI, mofydasi coeaunerune Gopmyisl (1), B kotopoii R mpeacrasisier
Heo0s13aTeNIbHO 3aMEIIeHHBIH WHI0-3-WI. Peakiyio npoBoJsT B pacTBOpHUTEIE, TAKOM Kak TeTparuapodypan
VI TUSTHIIOBBINA 3(Up, B TUIIMYHOM CIIy4ae C MCIIOJb30BaHHEM OT | 70 12 MONSpHBIX SKBUBAJICHTOB BOCCTa-
HaBJIMBAIOLIETO areHra. Peakiuio 0ObIYHO POBOIAT NPH TemIiepaType npubnusntensHo ot 0°C 1o temmeparty-
pI gedrerManyy BEIOPAHHOTO PACTBOPUTEILS, PEAKIHIO B THIIMIHOM CIIydae MPOBOIAT B TeUeHHE OT 12 10 mpu-
ommzuTensHO 48 4. [TpoayKT MOXKHO BBIACIHUTH U OYACTHUTH CIIOCOOAMH, XOPOIIIO M3BECTHBIMU B JaHHOU oOJac-
TH, TAKHX KaK OBICTpOE OXJIaXKICHHUE, (UIbTPOBAHKE, DKCTPAKIIUS, BbITAPHUBAHUE, PACTUPAHHUE C PACTBOPUTEIIEM,
xpomartorpadus ¥ MepeKpUCTATITA3AIIHS.

Ha cxeme D, craaus c, noaxoasumii uaon Gopmysisl (28) popMuiupyror, nonyyas coenunerue Gpopmy-
b1 (30) . [omxoasiuuii nHI0I hopMyIibl (28) SBIACTCS WHIOIOM, OMMMCAHHBIM HAa YKa3aHHOM BBIIIC CTaUH a.

Hanpumep, nogxoasiiuii ©HA0I GopMyibl (28) mOABEPraroT B3aMMOACHCTBHIO C TOAXOIAIIAM PEAreHTOM
(hopMMIIBHOTO TIepeHOca, TaKMM Kak peareHT BuiibcMaiiepa, mosydeHHbIM H3 numeTwigopmamuaa. OObIYHO
UCTIONB3YIOT MPUOIM3UTENBHO | MOJSIpHBIH SKBHBAJICHT peareHTa (OpPMHIIBHOTO nepeHoca. BizammopeiictBue
MPOBOJIAT B IOJIXOISIIEM PACTBOPHUTENE, TAKOM Kak O€H30I1, AMMeTHIIhOpMaMHuI, TeTparupodypat Wik AUITH-
JoBBIH 3¢up. B3aumopeiicTBue nmpoBoaAT mpu Temneparype npubmmsntensHo oT -70°C 1o npuOIM3HUTENBHO
20°C, mst mpoBeeHnsT B3auMoIeiCcTBHA 00b9HO TpeOyercs oT 1 1o 6 4. [IpoayKT peakiuy MOKHO BBIICITUTH H
OYHUCTHTH C HCIIOIB30BAHAEM METOIMK, XOPOIIO M3BECTHRIX B JaHHOW 00JacTH. DTH METOIMKH BKIFOYAIOT IKC-
TPAKIIHIO, BEIIAPUBAHUE, XPOMATOTpadHIO 1 ITEPEKPUCTATLTUIALIHIO.

Ha cxeme D, cragus d, moaxosuii uagon dopmyist (28) kontakrupyer ¢ (CH3),N-CH=CH-NO, ¢ no-
ny4derneM coeauHeHus popmyst (30). [loaxomsmuit maI0T hopmysl (28) sBIsSETCS HHAOIOM, OIMCAHHBIM Ha
MIPUBEICHHON BBIIIE CTAANH a.

Hanpumep, nmopxonsmmii uHgo0n Gopmyisl (28) moaBepraioT B3aMMOJCHUCTBHIO C |-AMMETHIIAMHHO-2-
HUTPOATUIIEHOM. OOBIYHO MCHOJIB3YIOT ITPUOIM3UTENFHO SKBUMOJISIPHBIE KOJIMYECTBA peareHToB. B3anmopeiict-
BUE TIPOBOJAT B MOJXOJSILEM PACTBOPHUTEINE, TAKOM KaK TPHU(TOPYKCYCHasI KHCIIOTa WM TUXJIOPMETaH, colep-
JKalieM MPHUOIM3UTENFHO OT 2 N0 15 SKBUBAJIEHTOB TPU(PTOPYKCYCHOW KHMCIOTHL. B3anmonelcTBHe NMpoBOAST
npu Temneparype npuoausuressHo ot -70°C o npudmusurensHo 20°C, 06b1dHO Tpedyercst oT 1 1o 24 4. IIpo-
IYKT PeaKIMyd MOXKHO BEIIEIHUTH M OYHCTUTH C UCIOIH30BAHHEM METOJIMK, XOPOIIO M3BECTHHIX B TAaHHOH o0Jac-
TH. DTH METOWKY BKIFOYAOT KCTPAKIINIO, BRIIIAPUBAHUE, XPOMATOTPAPHIO U MEPEKPUCTAILIH3AIHIO.

Ha cxeme D, cramuu e u f, mokazaHo B3ammoneiictBrue ampaeruna hopmyist (30) ¢ modydeHHEM HHUTPO-
oneduna dopmyisl (31) U BoccraHOBIIEHHE HUTpPOOJieHHA C MONydyeHHeM coenuHenus Gopmysl (1), B KOTO-
poit R; mpezacraBnser HeoOsA3aTeTbHO 3aMEIICHHBIN HHIION-3-1j. YKa3aHHbIC CTaUH MOXXHO MPOBOJUTH C HMC-
MOJIF30BaHNEM CITIOCOOO0B, OMMCaHHBIX Ha cxeme C.

Kak 10ykHO OBITH MOHSATHO CHELUAIICTY B aHHOI 001aCTH, Ha HE MMOKAa3aHHBIX CTAAMSIX a30T UHJ0JA CO-
CAUHCHUA (1) MOXHO 3aMECTHUTH, KaK HeO6XOZ[I/lMO, HCIOJIB3Yd MOAXOAAINE aMUHO3AIUTHBIC I'PYIIILI, C TIOJTY-
YCHUEM COCAMHEHHUI, Y KOTOPhIX R| mpezacraiser 1-3aMerieHHbid nHm10I-3-mi1. KpoMe Toro, Kak JO/HKHO OBbITh
MOHSTHO CHENUAINCTY B JaHHOH 00J1acTH, Ha CTaMsX, OMMCaHHBIX cxeMmoil C, rpynmsl Ry, KOTOpbIe HE SBIISIOT-
Cs1 BOIOPOZIOM, MOXKHO BBECTH Pa3IMUHBIMH CIIOCOOaMH.

Ha cxeme E onmcansl criocoObl nosydeHust coennHeHuit popmydsl (2), B kotopoid X mpencrasiser -O-
WIHA -S-.

Cxema E

crTamst b
Ry g R R
Br H Br X

X
(14) (15)

(11) ' (2)»
xoTopoit X

crammsi a cramsa C npepcTasiaseTr
—O- s -S-
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Ha cxeme E, cramus a, mokazaHo oOpa3zoBaHHe alleTais MOAXOIIEro coeauaeHus popmynsl (11) ¢ momy-
yeHueM coeauHenust popmydsl (12). [Moaxoasumm coenunerreM dpopmyibl (11) siBiasiercs: coequHeHHE, B KOTO-
poM X u R; mMeroT 3HaueHUs, HyKHbIE Il KOHEYHOro coequHeHus Gopmynsl 1. Takue peakum oOpazoBaHHA
areTa’el JIETKO BBIONHSAIOTCS CIOCO0aMH, XOPOIIO W3BECTHRIMHU B MaHHOH oOmactu. (Protecting Groups in Or-
ganic Synthesis, Theodora Greene (Wiley-Interscience)).

Hanpumep, coenunerne Gopmyis (11) KOHTAKTAPYET MPH KUCIOTHOM KaTaJIN3€ ¢ MOAXOISAIIMM CIIHUPTOM,
HOR. Iloaxoasmuii coupT SIBJISIETCS CIIUPTOM, KOTOPBII 00pa3yeT areralib, KOTOPBIH SIBJISETCS CTaOMUIBHBIM B
peakuuy cTaguu b ¥ KOTOPBIH MOXHO YJaJUTh Ha CTAIMU C C MoJydeHueM coequnenust Gopmynsr (2). [loaxo-
JUIIIUE CIIMPTHI BKIIIOYAIOT METaHOJI, 3TaHOJ, PONaHod, 1,3-1ponanaro, STHICHIIIMKOJIb U TOMY IT0100HOe.

Ha cxewme E, cranus b, nogxonsmee coenunenue hopmyist (11), (12) wmu (14) noaseprarot B3auMoeicT-
BUIO C peareHTOM IepeHoca rpymisl Ry, kak HeoOXoanMo, monydasi coequaenne Gopmyisl (2), (13) mwm (15),
cooTBeTcTBeHHO. [Tomxoasamumu coenuHernsaMU Gopmy (11), (12) u (14) sSBIAIOTCS COSAUHEHNS, Y KOTOPBIX X
U R3 UMeIOT 3HaueHHUs1, Hy)KHbIE JUIsi KOHEYHOTO MpoaykTa popmyJbl 1. Pasznnunbie peareHThl, KOTOPbHIE IEPEHO-
cat R4, nMeromuii 3HaYCHHS, HY)KHbIE B KOHEYHOM IPOAYKTE, SBISIFOTCS JAOCTYHNHBIMH M ITOAXOISIIUME IS
B3aUMOJEICTBU, YKa3aHHOro Ha cxeMe E. Takue peareHThl BKIOYAOT TaloreHIMPUANHBI, TaJoreHIUpUIuH-N-
okcunpl, amumiranoreHunsl, C,-Ciankanonsl, C,-CjamkuwiranoreHuasl U -Cyib(oHatsl, GropupoBanubie C,-
Cjankanonsl, GropupoBannbie C,-C4aKUITaIOreHUIBI U -CYIb(QOHATHI, HEOOS3aTEIBHO 3aMEIICHHBIN (QeHu,
MMEIOIINH, 110 MEHBIIEH Mepe, OAKMH aToM (Topa WM XJIOpa, Heo0s3aTeNbHO 3aMeleHHbIe (peHUIICYIb(pOHIITa-
JIOT€HH/IBl WJIM aHTHJIPUABI M HE00sI3aTeNIbHO 3aMeIleHHbIe OCH3MIITaIOTeHUIbI.

Hanpumep, xorna nmoaxoIsiyuM peareHToM MepeHoca rpynisl Ry siBiisiercst rajioreHn 1, cyib(GoHaT WM aH-
ruapua, noaxossmee coequnenne ¢popmyist (11), (12) wmu (14) coueratoT B OCHOBHOM cpeie, MojIyydasi Coeau-
HeHne Gpopmysl (2), (13) wm (15), cooTBeTcTBeHHO. B3anmoeiicTBHe MPOBOAAT B OAXOISIIEM PACTBOPHUTEINE,
TaKOM KakK aleTOHUTPWI, AUMETHI(POPMaMUA, AUMETHIAeTaMHI, TeTparuapodypaH, TUPUANH H JAMETHI-
cynbdokcnn. B3anmoneiicTBre MpoBOAAT B MPUCYTCTBUHU MPHOIM3UTENEHO OT | 10 MpuOIH3uTENbHO 3 MOIISp-
HBIX 3KBHBAJCHTOB TOAXOJAIIET0 OCHOBAHMUS, TAKOTO KaK TMAPHI KaJlus, TUAPOKCHI HATPHA, THAPUI HATPHUSA,
KapOoHAT HaTpHs, KapOoHAT Kaius, KapOoHatT 1e3us, N,N-IHH30NpONUIITUIAMHIH, TPHITHIAMUH H TOMY TO-
nobHoe. B3anMopaelicTBIE IPOBOIAT MpH TeMIiiepaType npudimsutensHo oT -30°C mo npubnusutensHo 110°C,
JUIsL €T0 MPOBe/ieHHs1 00bIYHO TpedyeTcs oT 6 1o 48 u. [IpoAayKT peakuuyu MOXKHO BBIAEIUTh U OYUCTHUTH C HC-
IMOJIb30BAHUEM METOAHUK, XOPOLIO MU3BECTHBIX B }laHHOﬁ 06J'laCTI/I. Takue METOAWKH BKJIIOYAIOT 3KCTPAKIHIO,
BBIIIAPUBAHUE, XPOMATOIPaQHIO U MEPEKPUCTAITH3ALHIO.

KoneuHo, xorja UCronb3yIoT rajoreHnupuanH-N-okcu, N-oKCH yIainsioT BOCCTaHOBIEHHEM ¢ 00pa3o-
BaHMeM Ry, MMeroIiero 3Ha4eHust, He0OXOANMBIE JUII KOHEYHOTO MpoxykTa ¢popmyisl 1. Takne BoccTaHOBIEHUS
JIETKO BBITIOJHSIOTCS CIIEIHAIMCTOM B JAHHOM 007acTH, OHH BKIIIOYAIOT KAaTAIMTHYECKOE BOCCTAHOBIICHUE HAJI
MaJDTaTUeBBIMHI KaTaJIN3aTOPaMH C HCIIOIB30BaHUEM BOJOPOIa Wi (popMUaTa aMMOHUS B TIOJXOIAIIEM PAacTBO-
puTese, TakOM KaKk METaHOJI, TAHOJI, BOJA U MX CMECH.

AJBTepHATUBHO, KOT/Ia, HAIIPUMEP, TMOAXOISAIINM peareHTOM IepeHoca Ry sBiseTcs ajakaHON, COYeTaHHe
MOJKHO HPOBOIWTH B YCIOBHX peakiuu MHUIyHOOY, KOTOpPBIE XOpOIIO U3BECTHHI B JaHHOW oOmacT. B3anmo-
JICUCTBHE MPOBOAAT B MOJIXOMSIIEM PACTBOPHUTENE, TAKOM KakK TeTparuapodypaH v ITUITHIOBBIA 3Hp, C HC-
noJib30BanueM (ochuHa, TAKOTO Kak TPUATHIAPOCHUH WU CBSI3aHHBIN CO CMOJIOH (oCchHUH, U TUATTKAIA30H-
KapOOKCHJIaTa, TaKOro Kak AMITUIIa30JUKapOOKCHIAT, JMU3OMPONMIA30AMKapOOKCHIAT WM JU-TPET-
OyTuiazonukapOokcuiar. B3anmozaelcTBue 0ObIMHO MPOBOAAT IPH TEMIEpAaTypax OT TeMIIepaTypbl OKPYKaro-
el cpenst qo 60°C. st mpoBeneHnst B3aumMoaeiHcTBUs 00b1HO Tpedyercst oT 1 1o 12 u. [TpoayKT MOXHO BBI-
JIETIUTh METOANKAMHM, XOPOIIO M3BECTHBIMU B JIAHHOW 00JIACTH, TAKUMH KaK KCTPAKLMs W BblnapuBanue. [Ipo-
JYKT MOXKHO 3aT€M OYHMCTHTh METOJMKAMH, XOPOIIO MU3BECTHHIMH B JaHHOI 00JaCTH, TAKUMH KaK IIEPEroHKa,
XpoMaTtorpadus WM NepeKprUCTaIUIA3AIU.

Ha cxeme E, cragus ¢, mokasaHo cHsTHe 3amuTH anetains ¢popmynsl (13) ¢ momyderneM coequaeHus (2) .
Takue CHATHA 3alIUTHI JIETKO BEHIIONHAIOT CIIOCO0aMH, XOpOIIO M3BECTHBIMH B AaHHOU obOmactu. (Protecting
Groups in Organic Synthesis, Theodora Greene (Wiley-Interscience)).

Hanpuwmep, coenmnaenue ¢popmysl (13) KOHTaKTHPYET ¢ KHUCIOTOW B BOJHOW cpelie ¢ MOTydeHHEM COeTH-
HeHHs HOopMyIIHI (2).

Ha cxeme E, cragus d, 6pomcoenunenue popmyiist (15) popMunupyrot ¢ nmonydeHueM coeauteHus Gop-
MyJsl (2).

Hanpuwmep, coennnenue dopmyist (15) metammupyror o0pabOTKOI peareHTOM MEeTaUTMpOBaHHS, TaKHUM
Kak OyTminTHii. B3anMoselicTBre IPOBOJAT B OAXOASAIIEM PAaCTBOPHUTENIE, TAKOM KaK I'eKcaH, O€H30I1, TOJIyoll,
TeTparuapodypaH WM AUITWIOBBIN 3¢up. B3auMoneiicTBe B THITMYHOM Cllydae HPOBOIST B NPHCYTCTBUU
MPHUOIM3UTENHHO OT 1 10 IpUOTU3UTENHHO 1,5 MOJSIPHBIX SKBHBAJICHTOB METALUTUPYIOIIETO peareHTa. Peakmio
METaJUIMPOBAHUS TIPOBOMIST TPH TeMIlepaType nmpuoamsuTensHo ot -70°C mo nmpubmmsurensro 20°C, mis Hee
00brgHO Tpedyercs oT 1 mo 6 4. MetanmupoBaHHBIE COSTUHEHUS 3aTeM 00padaThIBAIOT peareHTOM (HOPMUITEHO-
TO TIePeHoca, TaKUM KaK AUMETHI(HOpMaMU[ WIH aJKWIXJIophopMuar, moirydas coequHeHue Gopmyisl (2) uim
AIKOKCHKapOOHMICOeIMHEHNE, KOTOPOE MOYKHO MPEBPATUTH B NBICTHA, KaK OMICAHO B HACTOSIIEM H300peTe-
HuH. [IpoayKT B3auMOIEHCTBUS MOKHO BBIACIHTH U OYHCTUTH C MCIOIH30BAHUEM METOIHK, XOPOIIO M3BECTHBIX
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B JAHHOU 00JIACTH. DTH METOAMKHU BKIIOYAIOT IKCTPAKIIHIO, BBIMAPUBAHUE, XPOMATOrpaUio U MepeKpUCTAILIHN-
3aLuIo.

Ha cxeme F onucanbl criocoOb! mosyueHus coeanHeHuit Gopmyinst (2) U3 MHOrOQYHKIMOHAIBHOTO MPO-
MEXYTOYHOTO TNPOAYKTa, coenuHeHus (17), KOTOpoe JeTKO IMOydaloT O0O0pa30BaHHWEM ameTaysi, Kak OMHCaHO
BBIIIC.

Cxema F
R
RO ;,R4
OR (13)
cTams a R, cramst j
RO S'R‘
R (18)
cramst £
Cramst crammst J
c'rannsr EO S R HO)C X
. CTamMst
OR(17) OR(19)0 © 3 (2)
(
Y cvraxmx/(
cramisi e o] B /
cramust j
crammst il

cramst h OR (23)

Ha cxeme F, cramus a, mokasaHa peaknus apoMaTHIeCKOTO 3aMEIICHHS MOIXOAAIICTO COSTUHEHUs Bop-
mynsl (17) u mopxomsmero crupra (RyOH) nmm noaxomsmero tTrona (R4SH) ¢ momyuennem coenuHeHus Gpop-
myasl (13), B koTtopoit X mpencrasisiet -O- win -S-, Kak ykazaHo Bbime Ha cxeme E. [Toxxomsmum coennHeHn-
eM ¢dopmydsl (17) sBrsieTcs coenHeHNE, B KOTOPOM R; nMmeer 3HaueHHs, TpeOyeMbIe Ui KOHEYHOTO MPOIYKTa
¢dopmyisl 1. B nogxozasimem criupre (R4OH) nim noaxoasiuem tuone (R4SH) Ry umeer 3nauenust, Tpedyemble
JUIsl KOHeYHOTo npoaykra ¢opmyisl 1, u Brimodaer C,-C4alnKuiioBble CIUPTHI U THOJBI, (TopupoBanHbie C,-Cy
QJIKWJIOBBIE CITUPTHI M THOJIBI, HEOOS3aTeNbHO 3aMellIeHHbIe (DeHOJIBI U THO(EHOJIbI, He00s3aTeNIbHO 3aMEelIeH-
HbIe OCH3MIOBBIC CIIUPTHI M THOJIBI.

Hanpumep, noaxomsmiee coequuenue dhopmynsl (17) u nogxomsmmii ciupt (R4OH) wim mogxoasimii Ta-
on (R4SH) coueraror, nmony4as coeaunenne Gpopmydsl (13). BzaumopeiictBue npoBoAsT B HOAXOISIIEM PacTBO-
puTtese, TakOM KakK AUMETHI(POPMaMUl, TUMETIIIAlETAMA ¥ TUMETIICYIb()OKCHI. B3anMoeiicTBre IpOBOIAT
C WCHOJNB30BaHUEM NPHOIM3UTENbHO OT 1,1 M0 mMpuONMM3UTENbHO 3 MOJSIPHBIX SKBHBAJCHTOB MOIXOISIIETO
CIHpTa WM THONA. B3amMopaeHcTBHe MPOBOAAT B MPUCYTCTBHU MPHOIM3UTENBHO OT | 10 MpHONM3UTENBHO 6
MOJISIPHBIX HKBUBAJICHTOB MOIXOMAAIIETO OCHOBAHHS, TAKOTO KaK THAPWI Kallus, THAPOKCHI HATpHs, KapOoHAT
KaJus, KapOoHAT HAaTpusl win Tuapua Hatpus. CodeTaHne MPOBOMAT C MCIIOJIB30BAaHUEM ITOAXOIIEr0 KaTain-
3aTopa, TaKoTro Kak conu Menu. /s mpoBeneHus B3amMOACHCTBH 00bI9HO TpedyeTcs oT 6 mo 48 4. Ilpomykt
peaKiMy COYETAaHHsI MOYKHO BBIZICIUTh U OUMCTHThH C UCIIOJIB30BAHUEM METOMK, XOPOIIO U3BECTHBIX B JAHHOM
obnactu. Takue METOJMKH BKIIIOYAIOT SKCTPAKIIMIO, BHITAPUBAHHUE, XPOMATOTpad IO U MEPEKPUCTAIUTU3ALIUIO.

Ha cxeme F, cramuu b-e, moka3aHo OOJIBIIIOE YKCIIO PEAKIMU MOIXOAAIICTO coequHeHust Gpopmyibl (17),
MOCJIe METAJUTMPOBaHMs, Kak onucaHo Ha cxeme E, cramus d, ¢ odpaszoBanunem coenunennii gopmyin (18)-(21),
COOTBETCTBCHHO. Ha MaHHBIX CTAAMAX MOIXOAALINM COSAMHEHHEM (GopMyibl (17) sSBiseTCS COCTUHEHUE, Y KO-
Toporo R; mmeer 3HaueHHs, TpeOyeMbie Isi KOHEYHOTO MPOAYyKTa (popMyisl I, 1 KOTOpBIA HE IMOABEpracTcs
HEOJIaronpUsATHOMY BO3ICHCTBHIO YCIIOBHIA pPEaknUd MeTaumupoBaHus. OOBIYHO TaKue peakUH MPOBOIAT B
pacTBOpHUTEINe U MPH TEMIIEPAType, UCMOIB3YyEMBIX ISl PA3IMYHBIX BUAOB METALTMPOBAHUA. [IpOMYKTHI Takux
peaxmuii MOTYT OBITh BBIICICHBI U OYHUINEHBI C MCIIOJIF30BAaHHEM METOAMK, XOPOIIIO H3BECTHBIX B TaHHOH o0Jac-
TH, BKIIIOYAIOIIIX TallleHue, SKCTPAKIHUIO, BEIMIAPUBAHNE, PACTHPAHHUE C PACTBOPUTENIEM, XpoMaTorpaduio U me-
PEKPHUCTAIUTH3ALIHUIO.
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Hanpuwmep, o cxeme F, cragus b, MetarmmpoBanHoe coequaeHne popMydsl (17) KOHTaKTHPYET ¢ MOIXO0-
M ucynbGuiaom (RyS-), ¢ monydenuem coenunenus gopmynst (18). [Moaxoasumm aucyabduaom siBisier-
s nucynbGu, KOTOPbIi 1aeT Ry, TpeGyemblit 1uis koHeuHoro npoaykra Gopmyisl I, 1 oOpasyer coenuHeHust, y
koTopbix X mpezacrasisier -S-. [logxoasume aucyiabduast BriodaoT Ci-Ciankunnucynbhusl, Heo0s3aTeIbHO
3aMelleHHble (QeHWIIUCYIbGUIBI U HeoOs3aTeNbHO 3aMellleHHble OeH3mancynbduapl. Bzanmozaelcreue npo-
BOJAT C UCIIOJIb30BAHUEM le/I6HI/I3l/ITeﬂ])HO or 1 0 HpI/l6J'lI/131/ITeJ'l])HO 2 MOJIAPHBIX 3KBUBAJCHTOB MOAXOAAIIETO
qucynbuia. BzanmoneiicTBie B THITMYHOM Cilydae MPOBOJST B TAKOM K€ PaCTBOPUTENE, KOTOPBIH UCIIOIBb3YIOT
JUISL METAJUTMPOBAHMS, U IIPU TeMIIepaTypax npuoimsurensHo ot -78°C mo npubimnsutensao 50°C. st npose-
JICHHS B3aUMOJICHCTBUS 0OBIYHO TpeOyercs oT 12 9 no 48 4.

Hanpuwmep, Ha cxeme F, cragus c, metannupoBanHoe coequnerne (popmyiisl (17) KOHTaKTHPYET C TOAXO0-
M cynshormidropunoM (RySO,F) ¢ momyuernnem coemunenus Gpopmyinsr (19). Noaxonsmmm cymbhoHMI-
(hropunom sBIsIETCS CYIBPOHMIGTOPHI, KOTOPHIH epeHOCUT Ry, nMeromuii 3HaYeHns, TpeOyeMbIe I KOHEY-
HOTO TpOayKTa GopMyIisl I, u maeT coequHeHus, y KOTOPHIX X mpenctapiser -SO,-. [logxonsamue cymbhoHmI-
(dTOpUABl BKIIOYAIOT HEOOs3aTeNbHO 3aMelleHHbIH (QeHuncynbhonundTopua. B3auMoneiicTBue MpoBOIST C
WCTIOF30BaHUEM MPHUOIM3UTENBHO OT | 10 mpUOIM3UTENEHO 3 MOJISPHBIX YKBUBAICHTOB MOIXOMSIIETO CYNb-
¢donundropuaa. BzaumoneiicTBie B THIIMYHOM Cllyyae IPOBOJAT B TAKOM )K€ PACTBOPUTENIE, KOTOPBINA HCIIOJb-
3YIOT JUIsI METAJUIMPOBAHUsSI, U MPH TeMIleparypax HpuoausuteabHo oT -78°C mo mpubnusurensho 0°C. [ns
MPOBEJICHUS B3aMMOAEHCTBUS 00BIYHO Tpedyercs oT 2 1o 12 u.

Hanpuwmep, no cxeme F, cranus d, MmeraummmpoBanHoe coeanHenne Gopmydsl (17) KOHTaKTUPYET ¢ HOAXO-
nsmmM xotoparruapuaoM kuciaotsl (R4C(O)Cl) ¢ momyuennem coenunenus Gpopmyisl (20). [logxoasmum xiio-
PaHTHIPUIOM KUCIIOTHI SIBJISIETCS XJIOPAaHTUAPUI, KOTOPBII TepeHOCHT Ry, MMeromuii 3HaueHus1, Tpedyemble Ui
KOHEYHOTO IpoaykTa Gopmyinsl I, u maer coeauHeHms, y KoTopeix X npexacrasiser -C(O)-. [Toxxomsmie xio-
PaHTHUAPHUIBI KUCIIOT BKJIIOYAIOT XJIOpaHTUAPUABI C,-C,alKaHOBBIX KHCJIOT, XJIOPAHTHIPHUIBI (PTOPUPOBAHHBIX
C,-C,anKkaHOBBIX KHCIOT, XJIOPAaHTHAPUABI HEOOS3aTeIhHO 3aMEIICHHBIX OCH30MHBIX KHCIOT, XJIOPAHTHIPUIBI
HEOoO0s3aTeTFHO 3aMEIIEHHBIX OCH3WIOBBIX KHUCIOT M XJIOPAHTHIPHUIBI HEOOS3aTENFHO 3aMEMICHHBIX 5- W 6-
YIEHHBIX MOHOIMKIMIECKAX apPOMATHYECKHIX TeTePOIUKINIECKIX KUCIIOT.

B3aumoeiicTBE IPOBOAST ¢ WCIIOJIB30BAaHUEM MPUOIU3UTENbHO OT 0,8 1o mpubmmsurensHO 1,2 MOsIp-
HBIX SKBUBAJIEHTOB MOAXO/SIIET0 XJIOpaHTUApHUIa KUCIOThl. B3auMoaeiicTBEe B THIMYHOM CITydae MPOBOJAT B
TaKOM K€ paCTBOPUTCIIC, KOTOprﬁ HCHOJB3YIOT IJId METAJUIMPOBAHUA, U IIPU TEMIICPATYPE HpI/l6J'll/I3I/lTeJ'I])HO oT
-78°C no npubnmzurensHo S0°C. [Ins npoBeneHus B3auMoAencTBusl 00bIdHO Tpedyercs oT 1 10 12 4.

Hanpuwmep, no cxeme F, cranus e, meTasumnpoBaHHoe coenuHeHne Gopmyiisl (17) KOHTaKTHPYET C TOAXO0-
M anpaerunoM (R4C(O)H) ¢ monmydenunem coennHenust popmyist (21). ITonxoasmmm anbaernaom siBisier-
Cs aIbAETHU I, KOTOPBINA NIEPEHOCUT Ry, MMeronuii 3HadeHns, TpeOyeMble Ui KOHETHOTO IpoaykTa Gopmymsr I, n
nmaer coeamHeHHs, Yy KoTopelx X mpenctasiser -CH(OH)-. [oxxonsmue ampaeruabl BIOYaT C,-Cramkmi-
anpnerun, propupoBaHHbIil C)-CoanKunanbaerua, HeoOs3aTeNbHO 3aMeIIeHHBIN (peHMIanbaerna, Heooa3aTenb-
HO 3aMeIICHHbII OCH3MIATIBACTH U HEOOsI3aTEIbHO 3aMEIIeHHBIH S5- MU 6-WICHHBI MOHOIMKIMYECKUN apo-
MaTHYECKHI TeTePOIMKINYECKUN albaern]. B3aumMoelcTBHE MIPOBOJAT C WCIOIB30BAaHUEM MPUOIU3UTEIBHO
ot | 10 mpuban3uTenbHO 3 MOJISPHBIX SKBHBAJCHTOB ITOAXOIIETO ajbIeruaa. BanmoneiicTBue B THIHYHOM
cily4yae MPOBOJST B TAKOM K€ PaCTBOPHTEIIE, KOTOPBIA MCHOIB3YIOT JJIsi METAJUIMPOBAHUS, U TIPH TeMIIepaType
npubim3uTensHo oT -50°C o npubnusutensHo 50°C. [{ns npoBeneHus B3auMOIEHCTBHS OOBIYHO TPeOyeTcs OT
4 10 24 4.

Kak nomxHO OBITh MOHATHO JJIS CIICIUANINCTa B NAHHON obOnactu, coemuHenus: Gpopmyi (18)-(21) moxHO
MOJBEPTHYTH OOJBIIOMY YHCIY APYTHX NPEBpallleHud, KOTOpbIe MokazaHbl Ha cxeMme F, craauu f-i, ¢ nomyyenn-
€M B KOHEYHOM cueTe coequHeHHH (GopMyIsl I, IMEIONMX pa3auyHble TpynIsl y X. YKa3aHHBIE [TPEBpaICHHS
SBIISTFOTCS] TPUBHAIBHBIMHU U BIIOJTHE HAXOMATCS B KOMIIETEHIMH CIIEIHAIMCTA B JaHHOW oOnacTu. /laHHEIE TIpe-
BpAIEHHUs BKIFOYAIOT OKHUCICHUE CynbhuIoB (cTamus f), KOTopoe MOKHO BBITOIHUTH TIEPOKCHIOM, ITEPKUCIIO-
TaMH U JAPYTHUMH peareHTaMH, N3BECTHBIMU B JIaHHOW OOJIaCTH; BOCCTAHOBJICHHE OCH3WIIOBOTO CIHPTA (CTAIHS
g), KOTOPOE MOJKHO BBIIIOJHUTH Pa3IMYHBIMU PEareHTaMH, TAKUMH KaK TPUITHUIICHIAH/TPUPTOPYKCYCHAs KH-
CJIOTa; TaJOT€HUPOBaHNE OEH3MIOBOTO CIHPTA C MOJIy4YeHHEM (HTOPIpOU3BOAHOTO (CTagus h) ¢ Mcmonp30BaHu-
eM Takux peareHToB, kak DAST u ¢ropupyrolye peareHTbl; BOCCTAaHOBJICHHE KETOHA (CTausl 1) ¢ UCTIOIb30Ba-
HHEM Da3IMYHBIX PEarceHTOB THAPHIHOTO MEpeHOca WM OKHUCIIEHHE OEH3MIIOBOro cruprta (cramus i), KOTopoe
MO’KHO BBITIOJITHUTH AMOKCUIOM MapraHia njin B yCJIIOBUAX CBepHa.

ITo cxeme F, cramus j, y coenunenuit ¢popmynst (13) u (18)-(23) cHumaror 3ammry, Hoxydasi ajabAeruj
¢dopmysl (2), kak onmcano Ha cxeme E, craaus c.

Ha cxeme G omucaHbI criocoObI MOMyYeHHs COeAMHEHUI HopMyIsI (5).
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Cxema G

crammst b
JG i G &L
Br X'R‘ RO(0)C X

(15) (32)

cramst a cTa ¢

cramga d

R L
HO(O)C/@X:'R‘ RO(O)C X

() » (33)

xoTopoit A

npencrasnser -OH cran e

Ry
A(O)CQX'R‘

(5)

Ha cxeme G, craaus a, 6pomcoenunerne Gpopmyisl (15) kapOOKCHIUPYIOT, TOTyYas COeAUHEHHE POopMy-
1l (5), B koTOopoii A mpencrasiset -OH.

Hanpuwmep, coenunenue gopmyinsl (15) metayumpyror, Kak onucaHo Ha cxeme E, craaus d, n meramimpo-
BaHHBIE MIPOYKTHI 3aT€M 00padaThIBalOT AUOKCHIOM YIJIEpO/a, Totydas coequHerne popMyisl (5), B KOTOpOH
A npencrasisier -OH. [IpoxykT B3auMoieHCTBISI MOKHO BBIAEIUTH M OYHCTUTH C MCIOJIb30BaHUEM METOJUK,
XOPOIIO M3BECTHBIX B NAHHOW oOnacTH. Takue METOAWKH BKJIIOYAIOT SKCTPAKIMIO, BRIIAPHUBAHUE, XPOMATOTPa-
(hUI0 M TTepEeKPUCTATLTH3AIIHIO.

Ha cxeme G, cragust b, 6pomcoenuraerue ¢popmynsl (15) arkokcupOpMIITHPYIOT C UCHOIB30BaHUEM TOJ-
xozsuiero xjaophopMuara uim kapooHara, nojy4asi coequnenne Gpopmysisl (32). Ilonxomsum xnopdopmuarom
WK KapOOHATOM SIBIIAETCS] COSAMHEHHE, KoTopoe nepeHocut rpymmy RO(O)C-, B kotopoit R mpencrasmisier me-
THJI, DTHJI WJIK O€H3HII.

Hanpumep, coenunenue gopmyinsl (15) metayumpyor, kak onucaHo Ha cxeme E, craaus d, n meramiupo-
BaHHBIE NPOIYKTHl 3aTeM 00palaThIBalOT MPHONM3UTENBHO 1-3 MOJSIPHBIMHM SKBUBAJICHTAMH IIOJIXOJSIIETO
xyioppopmuara wim kapOoHara. B3anmozeiicTBue B TUIIMYHOM Cliydae MPOBOJST B TaKOM K€ PacTBOPHTEIE,
KOTOPBIH MCHOIB3YIOT JUIS METAIIMPOBAHMUS, U IIPU TeMIlepaType NpHOIM3UTENbHO 0T -78°C 10 npHOIU3UTEINb-
Ho 50°C. [lns nmpoBeneHus B3aUMOIeicTBIsL 00bI9HO Tpedyercst oT 1 1o 24 4. I[IpoayKT B3auMOJeHCTBHS MOXKHO
BBIJICTIUTH ¥ OYUCTUTH C MCIOJIB30BAHUEM METOJMK, XOPOIIO M3BECTHBIX B JIAaHHOW oOyacTu. Takue MEeTOIUKH
BKJIFOYAIOT 3KCTPAKIHUIO, BBITAPHBAHIE, XPOMATOrpadrio 1 NepeKprCTaAIUIN3ALHMIO.

ITo cxeme G, cragus ¢, moxxoxsiee coenuHerne Gopmyisr (33) MOABEpPraOT B3aMMOACHCTBHIO C pearcH-
TOM TIepeHoca rpymmsl Ry, nMmeromeit 3Hauenns, TpedyemMsie A moaydernus coeanneHust Gopmyist (32). Ioa-
XOAALIMM coenrHeHneM (opmybl (33) siBisieTcst coeiuHeHNe, Y KoToporo X v R; uMeroT 3Ha4eHus, TpedyemMbie
Iu1s1 00pa3oBaHusl KOHEYHOTO NpoaykTa Gopmyisl I. PearenTsl, koTopsle iepeHocaT Ry, SBIAIOTCS TaKUMH, KO-
TOPBIC OITUCAHBI JI CXEMbI E.

Haan/IMep, Korja noaxoAsmunumM pearcHToM IepeHoca R4 SABJIACTCA raJIOTCHAHTUAPUI U aHTUAPUA, MO1-
xoJsIee coeuHeHue Gpopmyibl (34) coueTaroT B OCHOBHOM cpejie, moiydas coeaunnerune Gopmyisr (33). B3au-
MOJICHCTBHE MPOBOASAT B IMOJXOJSIIEM PAaCTBOPHTENE, TAKOM Kak JuMeTwidopmamua, terparuapodypan uiam
NUpHUIUH. B3aumoneiicTBie B TUIIMYHOM CiTydae MPOBOST B MPUCYTCTBUH MTPUOIM3UTENBHO OT 1 10 npubin3u-
TEJIFHO 3 MOJISIPHBIX SKBHUBAJIEHTOB MOAXOMASAIIETO OCHOBAHUS, TAKOIO Kak KapOOHAT HaTpws, KapOOHAT Kamus,
kapOoHat 1e3us, N,N-Iuu30NponmnTHIAMAH, TPUITWIAMAH M TOMY Mogo0OHOoe. B3ammopeiicTBue mpoOBOAST
npu Temneparype npuommutensHo oT -30°C mo npubmusutensHo 100°C, ans peakuuu 0OBIYHO Tpedyeres oT 6
10 48 4. [IpomyKT B3aMMOIEHCTBHS MOXHO BBIACIUTH M OYHCTHTH C HCIOJIB30BAaHWEM METOIMK, XOPOIIO H3-
BECTHBIX B JaHHOW o0nacTH. Takue METOIVKH BKIIOYAIOT SKCTPAKIHMIO, BEIIAPUBaHUE, XpoMaTorpaduro u nepe-
KPHUCTAIUTU3ALHUIO.

AnbTepHAaTHBHO, HaPUMEp, KOTla HOAXOISIIMM PeareHTOM NepeHoca rpymmnsl Ry siBiseTcs ankaHo, co-
YeTaHWe MOXKHO IPOBOJMTH B YCIOBHSX peakiuu MHuIlyHOOY, KOTOpbIE XOPOIIO M3BECTHHI B IaHHOH 00JacTH U
ONUCaHbI 1Ji cxeMbl E.

ITo cxeme G, cragust d, 3up dopmynsl (32) MOABEPrarOT CHATHIO 3aIUTHI, OJIyYasi COSAUHEHUE POpPMY-
as1 (5), B kotopoii A mpencrasisier -OH. Takoe CHATHE 3aIlIUTHI JIETKO BBIIOJIHSIOT CIOCO0aMH, XOPOILO H3-
BECTHBIMH B ilaHHOM obustactu (Protecting Groups in Organic Synthesis, Theodora Greene (Wiley-Interscience)).

ITo cxeme G, cramus e, coequaenue Gopmyisl (5), B kotopoir A mpencrasnser -OH, mpeBpamaroT B co-
enuHenue GopMyisl (5), B KOTOpOH A TIpEICTaBIIsieT aKTUBUPYIOUIYIO TPYIIY, TAKyl0 Kak rajJoreHaHTHIPUA
KUCIIOTHI, aKTUBUPOBAHHBIN CIIOKHBIN 3(Up, aKTUBUPOBAHHBIM aMH[] WJIM aHTUApH[. [lomydeHne Takux aKTHBHU-
POBaHHBIX ITPOMEXKYTOUHBIX IPOJYKTOB XOPOIIO N3BECTHO U MPUHSTO B HACTOSIIEH o0sacTu.
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Hanpumep, ranoreHaHrHIPUA KUCIOTHI MOXHO TMOJYYHTh C MCIOJB30BAHMEM PA3IMYHBIX PEareHTOB, Ta-
KHX KaK OKCAJMJIXJIOPH], OKCAITMIOPOMUII, THOHUJIXJIOPH, THOHWIOpOMUJ, okcuxiyiopus ¢hochopa, TpUxaopus
dhochopa u menraxmopua dhocdopa; CMEIIaHHBIA aHTHAPH 3aMEIICHHON (HOCHOPHOH KHUCIOTHI, TAKOW KaK M-
ankwihochopHas kuciora, audenmwidocdopHas kucaoTa, ramoreHGpochopHas Kuciaora; amupaTadecKas Kapoo-
HOBasl KUCJIOTa, TaKas KaK MypaBbUHAS KHCIIOTA, YKCYCHAsI KHCIIOTA, TIPOMMOHOBAsT KUCIOTA, MACIISIHAS KUCIIOTA,
H30MACIIsHAs KHCIIOTA, TIMBAIOBAst KUCIOTa, 2-3TUIIMACIISTHAS KUCIIOTa; aKTHBHUPOBAHHBIN CIIOXKHBINA d(HUp, Takoit
KaK CIIOKHBIA 3(pup (eHoNa, CIOXKHBIH 3pup N-HUTpPOodeHOIa, CIOXKHBINA 3pup N-TUAPOKCHCYKIMHUMU/IA,
cnoxkHbIil 3¢up N-ruapoxcupTanumuaa, CIoXHbIA 3Gup 1-ruapoKCHOCH30TpHA30IIa, WM AKTHBHPOBAHHBII
aMuJI, TaKOH KaK MMHUIA30J, AUMETHIMUPA30JI, TPHA30J, CIOCOOOM, KOTOPBIA XOPOIIO M3BECTEH M NPHHST B
JaHHO# obnacTu. Takue aKTHBUPOBAHHBIE MPOMEKYTOUHBIC MPOAYKTHI MOKHO ITOJIYYUTh M UCIOJIB30BATh HEIO-
CPE/ICTBEHHO HJIM UX TOJIy4YaroT M BBIACISIOT HIepPe]] UCIIO0JIb30BAHUEM 110 YKA3aHHBIM BBIIIIE CXEMaM.

Ha cxeme H omucanb! criocoObI monydeHns COeAMHEHUH GopMyITsI (4).

Cxema H
cragnst a R
R, R > 3R
Br X NZ X
(15) (35)
cTamMs C crams b
crammst e R2
Ry o — ! Ry
H,N SR, HN R
O (36) (4)® xoropost
Rz npencTaBiasieT
BOROPOXR
cramgmst 4 HEZ & .
/R rd
A(O)C X X
(5) 0 (37)
crammst e
cramus £
— I KR
IR ”
H(O)C X X4

(2) (4)

ITo cxeme H, cramus a, bpomcoeaunaenue Gopmyisl (15) npepariarot B HUTPI popmyiisl (35).

Hanpumep, coenunenue ¢popmyist (15) odpabareiBator anuaom meau (1), momyyast coenunenue hpopmy-
11 (35). B3aumopericTBHE IPOBOIAT B IMOIXOMAIIEM PACTBOPUTENIE, TAKOM KaK AUMETHII(HOPMaMHUI.

B3anmopeiicTBue B THITMYHOM CITydae MPOBOASAT B NPUCYTCTBUH MTPUOIM3UTENHLHO OT 1 10 MPHOIU3UTEINb-
HO 3 MOJISIPHBIX 9KBUBaJIeHTOB Inanuaa Meau(l). BzanmoneiicTeie MpoBOAAT NpH TEMIEPATYpe MPUOIH3UTEIb-
HO OT TEeMIIEpaTypsl OKpykaromei cpernsl no npubmmsurensHo 100°C, W Ui mpoBeAeHUS B3aWMOJCHCTBHUS
00b19HO TpeOyeTcs oT 6 10 48 4. ITpoayKT B3aMMOIEHCTBUS MOKHO BBIIEIUTD M OYHCTHTH C MCHOIb30BAaHUEM
METOJIMK, XOPOILIO W3BECTHBIX B JAHHOM oOmacTH. Takue METOOWKH BKIFOYAIOT SKCTPAKIMUIO, BBIIAPHBAHME,
XpoMaTorpauio 1 MepeKpUCTAINIU3ALNIO.

ITo cxeme H, cranus b, HutpuibHOe coeauHenue Gpopmyisl (35) BoccTaHABIMBAOT, MOTyYask COEAMHEHHUE
¢dopmyisl (4), B koTopoii R, npescrasisier Bogopo.

Hanpumep, HutpuiibHoe coequnenne Gopmydsl (35) KOHTaKTHPYET ¢ OOPTUAPHIOM HaTpUsl B MPUCYTCT-
BUH XJIOpHJa KOOabTa.

B3anmopeiicTBue npoBOAAT B MOAXOMSIIEM PacTBOPHUTEIE, TAKOM KaK METaHOJ WM 3TaHoI. B3anmonei-
cTBHE 00BIYHO HpoBoasAT mpu Temreparype ot 0°C mo 50°C. [lns npoBeneHUs! B3aMMOJECHCTBHSI TpeOyercs
00b19HO OT 1 10 72 4. IIpoIyKT MOXHO BBIAEIUTH U OYHCTHTH METOIMKAMH, XOPOIIO M3BECTHBIMH B JaHHOW
00J1acTH, TAKUMH KaK SKCTPAKIUS BOJHOM KHCIIOTOW, BBIIAPMBAHHUE, PACTUPAHHE C PACTBOPUTENIEM, XPOMATO-
rpadus U MepeKpUCTaAIIIH3ALHSL.

AJbTepHAaTHBHO, HALIpMeEpP, HUTPUIBHOE coeAnHEeHHe (opMyibl (35) rHAPUPYIOT HaJl MOIXOISAIIMM KaTa-
JM3aTOPOM, TaKMM Kak HUKeNb Penes. B3anmozelicTBue mpoBOsT B MOAXOISIIEM PACTBOPUTENIE, KOTAA B Kade-
CTBE KaTaln3aTopa MCIONb3YIOT HUKENb PeHes, moaxoasdmye pacTBOPUTEIH OOBIYHO COAEPKAT aMMHAK, TaKUe
KaK dTaHOJ/TUIPOKCH] aMMOHUs. B3auMoseiicTBre 00BIYHO TPOBOMST MPH TEMIIEPAaTypax OT TeMIIEpaTypbl OK-
pyxaroreit cpenbl 10 50°C. B3aumozeicTBie MpoBoaT npu AaBieHun ot 15 dynat/kB. mroiim (103 kI1a) go 120
¢yn1/kB. nroiim (827 xlla) B anmapare, pa3paOOTaHHOM JUisi IIPOBE/ICHHST PEaKIMi 1M0J] TaBJICHUEM, TaKOM Kak
anmapat [Tappa st ruapupoBanus. [IpogyKT MOKHO BBIAEIUTH OCTOPOXHBIM yJaJleHHeM KaTajiu3aropa (QpuibT-
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poBaHMeM H ymapuBaHueM. [IpOIYKT MOXXHO OYHCTHUTH SKCTPAKIKEH, BRITAPUBAHUEM, PACTHPAHUEM C PacTBO-
puresaeM, xpoMaTorpapuel U MepeKpUCTaUTH3aIHEH.

ITo cxeme H, craaus ¢, HutpunbHoe coenuHenue (35) npeBpauiator B amuj popmyst (36).

Hanpuwmep, coenunerne ¢popmysl (35) 06pabaTeBatOT KUCIOTOH MM OCHOBAHHEM B YCIOBUAX THAPOIH3A
¢ moJiydeHueM coefuHeHus: ¢popmyiibl (36). B3aumoseiicTBue MPOBOIAT B MOIXOMASAIIEM PACTBOPUTEIIE, TAKOM
KaK 3TaHOJI, U30IPOIaHOI, AUMETHUICYIb(MOKCHI, MPUYEM KaXKAbIH U3 HUX COJAEPXHT BoAy. ['uaponus apomaru-
YECKOro HUTpWjIa 40 aMHuJia SBJIICTCA XOpPOIIO M3BECTHBIM UM NIPU3HAHHBIM B HaCTOHIJleﬁ 06ﬂaCTI/I. HpO[lyKT pe-
aKIMM MOXXHO BBIAEIHUTH M OYUCTHUTH C MCIOJIb30BAaHUEM METOAMK, XOPOLIO U3BECTHBIX B TaHHOW oOmactu.. Ta-
KHE METO/IMKH BKIIIOYAIOT HKCTPAKIIHUIO, yIIapUBaHUE, XpOMaTOrpadHIo U MepeKpUCTAIIH3ALHIO.

Ha cxeme H, craans d, mokasano obpazoBanue amuna Gpopmyssl (37) B3aumoaeiictBueM coenHenus ¢op-
Mynsl (5) u momxomsmero amuHa Gopmynsl HoNR, B peaknum oOpasoBanus amuga. [lomxomsmmM aMHHOM
tdhopmynsr HyNR, sBisercss amuH, KOTOpBIN naeT R,, HyXHBIN st KOHEUHOTO mpoaykra dopmyms 1. [Tomxons-
IIMe CIIOCOOBI MOMYYEHUSI aMUAOB XOPOIIO M3BECTHBI B JaHHOW 00JaCTH M ONMHCAHBI HAa MPUBEACHHON BBIIIE
cxeme B.

ITo cxeme H, cragms e, amunnoe coenuHenne ¢opmyisl (36) mn (37) BOCCTaHABIMBAIOT B COCIMHEHUE
(opmyisl (4). Takoe BoccTaHOBIIEHHE aMHJIOB JIETKO TIPOBOJIAT, KAaK OMMCAaHO HAa NPUBEIEHHOMN BbIlIe cxeme B u
KaK U3BECTHO B JJaHHOM 00J1acTH.

ITo cxeme H, cramus f, coenunenne dopmyinsl (2) u noaxoasumid amun dopmynsl HNR, noaseprator
BOCCTaHOBUTEIHHOMY aMHUHHPOBAHHMIO, IOJIy4asi coeanHenne ¢popmyisl (4). Takoe BOCCTaHOBUTEIBHOE aMHHU-
pOBaHMe JIErKO IPOBOJIAT, KaK ONMCAHO Ha IPUBEJECHHON BbIIIE cxeMe B, n npyrumu crocob6amu, U3BECTHHIMH B
JIaHHOH 00JIaCTH.

Kak 1omKkHO OBITh M3BECTHO CHENHANNCTY B MaHHOH oOmactu, coequHeHMs hopmynsl 11 nerko momydarot
croco0aMu, aHAJIOTHYHO CII0cO0aM, OIMCAHHBIM BBIIIIE.

Hacrosmiee n3zo0pereHne nanee WILTIOCTPUPYETCS HIDKECICTYIONMMH MIPUMEpaMy U TpenaparaMu. [1pu-
MEpbI U MPenapaTsl SBISIOTCSA TOJBKO WUTIOCTPATHBHBIMA M HUKOMM 00pa3oM He MpeJHa3HAa4YeHbI U OrpaHH-
4eHUS N300pETCHHUS.

TepMuHBI, HCTIONB3yeMbIE B IPUMEPaX U Mpernaparax, IMEIOT CBOW OObIYHBIE 3HAUEHUS, €CII HE OTOBOpe-
HO ocobo. Hampumep, «°C» oTHOocuTCs K Tpagycam Llenbensi, «N» OTHOCHTCS K HOPMaJIbHOMY MJIM HOPMaJIbHO-
CTH, «M» OTHOCHUTCSI B MOJIAPHOMY WJIM MOJIAPHOCTH, «MMOJIb» OTHOCHUTCA K MHUJIJIMMOJIIO WU MUJIJIUMOJIAM,
«» OTHOCHUTCH K I'paMMy WJIH I'paMMaM, «MJD» OTHOCHUTCA K MUJUTUJIUTPY WU MUUIUIATPAM, «T.IUI1.» OTHOCUTCH
K TeMIlepaType IJIaBICHUsI, «HACHIIEHHBIH pacTBOP COJIM» OTHOCHUTCS K HACHIIEHHOMY BOJHOMY PacTBOpPY XJIO-
puzna Hatpus u T.4. B 'H SIMP Bce XMMHUECKHE CIABUTH JAKOTCS B O, €CIIM He OroBOpPEeHO 0c000.

[Mpumep 1. 2-(3-(4-Dropdenokcn)pennin)-(1,3)anoxconan.

CwmemmBarot 4-¢propdenon (3,0 r, 227,8 mmons), 2-(3-6pomdenun)-1,3-anokconan (5,0 mi, 33,3 MMoIIb),
kapOoHat kanus (0e3BonHbIH, 8,0 T, 55,6 MMomb) u Oe3BoaHbN mupuauH (50 Mi). CMechk HarpesaroT 1o 90°C u
Io0aBIsIIOT oKcua meau (5,5 T, 69,5 MMoib). CMech KHATIATAT ¢ OOpaTHBIM XONOAWIbHUKOM. CrycTs 24 9 oxia-
JKIAI0T 0 KOMHATHOW TEMITepaTyphl, pa30aBIsFOT TUXIOPMETAaHOM U QIIBTPYIOT. OUIBTpAT KOHIEHTPUPYIOT B
BaKyyMe, IOJIydJas JKeJIToe Macio. Xpomarorpadus Maciia Ha CHIIMKarese Ipu IIOUPOBAaHIH CMEChIO 95:5 Tek-
can:EtOAc naer yka3zaHHOE B 3ar0JIOBKE COCIHHEHHE.

[To criocoOy mpumMepa | MoIy4aroT CIeAYIONIHe COSIMHEHUS:

a) 2-(3-(2-bropdenokcu)denmn)-(1,3)auoxconan;

b) 2-(3-(3-propdenokcu)denmn)-(1,3)auokconaH;

¢) 2-(3-(nad1-2-mnokcu)denwn)-(1,3)auokconan;

d) 2-(3-(ra¢t-1-unokcn)penmn)-(1,3)anokconan;

e) 2-(3-(mupun-3-unokcn )denun)-(1,3)auoxconan;

f) 3-(mupunuH-3-uaokcn)OeH3 b ICTUT;

g) 3-(MMpUMHINH-5-WIOKCH )OCH3aIBACTHT

h) 3-(mupunnH-4-unokcn)oeH3aNbaeT U .

Ipumep 2. (3-[1,3]Iunokconan-2-uidernn)heHnamuH.

CwmenmBaror 2-(3-6pomdennn)-1,3-guokconan (0,7 mi, 4,3 mmois), anuwnud (0,4 M, 4,7 MMOJIB), TpET-
oyrokcup Harpus (0,6 T, 6,0 mmous), BINAP (10,0 mr, 0,03 mous), Pd,y(dba); (30,0 mr, 0,01 Mmoub) 1 Tosyon
(20 M) 1 cmeck HarpeBatoT npu 80°C. Croycts 18 4 oxJlaXAalOT 10 KOMHATHOW TeMIIEpaTyphl, pa30aBIsiOT
a¢upom (40 M), QUIBTPYIOT U KOHLEHTPUPYIOT, MOTyYasl OCTaTOK. XpoMarorpadusi ocTaTka Ha CHIIMKarese
pu mroupoBaHuy cMechio 9:1 rekcan:EtOAc naeT ykazaHHOE B 3arojIOBKe COETUHEHUE.

ITo criocoOy npumepa 2 NoTy4aroT CleTyIONINe COSIMHEHHUS:

a) 6ens3mi(3-[1,3]nnokconan-2-mi)eHuI )aMuH;

b) (3-[1,3]nnokconan-2-unadeHun) mMpuanH-3-nIaM1H;

¢) (3-[1,3]anoxconan-2-mideHun) TUpUInH-4-HIaMAH 1

d) (3-[1,3]nrnokcomnan-2-unpeHu ) THPUIHH-2-HIaMUH.

[pumep 3. 2-(3-Oenmncynspanundennn)-| 1,3 ] anokcomnan.

CwmemuBator 2-(3-6pomdpennn)-1,3-nuokconan (3,0 mi, 20,0 mmone) u terparuapodypan (100 mi) u
CMeCh OXJIAXKIAIOT MPUOIM3UTENbHO 10 -78°C. J[06aBIsIOT MO KarusiM pacTBop H-OyTwumTHs, 1,6M pacTBOp B
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rexcane (13,4 vy, 21,0 mmons). Cryersa 10 mun mobasmsror Germnmucynbdun (4,3 T, 20,0 MMos) B BUIe pac-
TBOpa B Terparuapodypase (50 mu). Crycts 1 4 cMech HarpeBarOT 10 KOMHATHOW TEMIIEPATYPbl Ha MPOTSIKE-
HuH 1 4, 3aTeM racart Bopoit (150 mur) u sxcTparupytot 3¢upoM. OO6beANHEHHBIE OPTaHIMYECKUE CIIOU SKCTPArh-
PYIOT MOCIIEIOBATENbHO JUCTIIIIMPOBAHHON BOJOH M HACHIIIEHHBIM PacTBOPOM coi 1 3ateM cymat (Na,SOy),
(UIBTPYIOT U KOHUEHTPUPYIOT [0 MOJYy4eHHs ocTaTka. Xpomarorpadus ocraTka IpH SIIOUPOBAHUHM CMECHIO
9:1 rexcan:EtOAc naet ykazaHHOE B 3arojIOBKE COCTUHEHHE.

Ilo crnocoby mpumepa 3 TOJy4aOT cleaymolnee coeauHeHue: a) 2-(3-m-tomwicynbhanmidenun)-
[1,3]anokconan.

[Tpumep 4. 2-(3-benzoncynshonmndenmn)-[ 1,3]arokcomnan.

CwmemmBarot 2-(3-penmncynbhannidennn)-[1,3]auokconan (1,0 M, 3,6 MMonb) n auxnopmeras (15 mun)
M CMECh OXJIXKAAIOT MPUOTU3UTENHHO 10 -78°C. JI00aBISIOT CyCIIEH3UI0 M-XJIOPIIepOCH30HHON KUCIOTHI (2,3 T,
7,2 mmonp) B guxinopmetane (10 mi). Croycrs 30 MUH cMech HarpeBaroT 0 KOMHAaTHOW TeMIepaTyphl, 3aTeM
nobasisiior 1N pactBop tHocynbdaTa Harpus (20 mu) . Uepes 15 MuH 100aBIsFOT HACBIIICHHBIH PacTBOp Ou-
kapbonara HaTpus. OTOENIAIOT OpPraHWYECKUN CJIONW W BOIHBIA CIIOM 3KCTPAarHpyIOT AUXJIOPMETAHOM, OpraHuYe-
CKHE CJIOM OOBEMHSIOT M MPOMBIBAIOT MOCJIEJOBATEIbHO JUCTH/UIUPOBAHHON BOJIOW M HACBIIIEHHBIM PacTBO-
poM conu u 3ateM cymaT (Na,SOy), GUIBTPYIOT M KOHIICHTPHUPYIOT, MOJIy4Yasi OCTaToOK. Xpomartorpadusi octaTka
npu amoupoBaHuy EtOAc naeT ykazaHHOE B 3ar0JIOBKE COETMHEHUE.

ITo cnocoby mpumepa 4 moiydaroT cieayroiee coeauHeHue: a) 2-(3-(tonyon-4-cynbhonmi)deHun)-
[1,3]auokconan.

[Mpumep 5. (3-[1,3]Inokconan-2-nindennn)heHnmMeTaHom.

CwmemmBaror 2-(3-6pombenmin)-1,3-auokconan (10,0 miu, 66,0 Mmmons) u terparuapodypan (100 M) u
CMeCh OXJKAAIT MpHOIM3nuTeNsHO 10 -7 8°C. JIo0aBIArOT 1Mo KarwisaM pacTBop H-Oytwmutas, 1,6M pacTtBop B
rekcane (44,0 mi, 66,0 Mmmoxp). Crycerst 10 MuH Yepe3 KaHIONIO T00aBISIOT pacTBop Oenzampaeruna (7,6 T, 66,0
MMOJIB) B TeTparuapodypane (50 mi). Croyctst | 4 cMeck HarpeBaroT 10 KOMHATHOH Temriepatypsl. Uepes 18 1
CMECh TacsiT B BOJIE M IKCTParupyrt aunxjopmeraHoM. OObeAMHEHHbIE OPraHMYECKUE CIIOM KCTPAarupyroT Mo-
CJIEZIOBAaTENIFHO AUCTHIUIMPOBAHHON BOJOHM M HACKHIIIEHHBIM pacTBOpoM coiu  3ateM cymaT (Na,SO,), puist-
PYIOT W KOHLEHTPHPYIOT, IOJiydas OCTaToK. Xpomarorpadus OCTaTKa MpPU OJIIOUPOBAHUM CMEChiO 7:3
rexcan:EtOAc naet ykazaHHOE B 3arojIoBKE COeTMHEHHE.

Ipumep 6. (3-[1,3]/Iuokconan-2-undennn)HeHUIMETAHOH.

CwmemmBaror (3-[1,3]auokconan-2-undenmn)penmnmeranon (5,0 v, 18,5 mmonp) n 18-kpayn-6 (160 wr,
0,6 MMOITB) B TUXJIOPMETAHE.

Jlo6asmstror nepmanranar kanus (8,8 1, 55,5 mMonb). Cmechk HarpeBaroT npuoansutensHo 10 40°C. Cryc-
TS 4 9 cMeCh OXJIAXKIAIOT 10 KOMHATHOH TeMIlepaTypsl W JOOABISIOT BOMY W THAPOCYIbPHUT HaTpus (6,0 T) .
CMmech nenmaroT ocHOBHOHM 1N pacTBOpoM ruapokcuaa Hatpus (mpuOmm3utensHo 60 MII) W SKCTParupyroT IH-
XJIOPMETAHOM.

OpraHuueckre CjIou OOBEAMHSIOT M IPOMbBIBAIOT MOCIEI0BATEIbHO JUCTUILIMPOBAHHOW BOJIOW M HACHI-
IIEHHBIM PAacTBOPOM COJH U 3aTteM cymart (Na,SOy4), GUIbTPpYIOT 1 KOHIEHTPUPYIOT, MOTydast OCTaTOK.

Xpomatorpadus ocraTka npu anmoupoBannn EtOAcC faet ykazaHHOE B 3aroJIOBKE COCAMHEHHE.

[Mpumep 7. 3-benzunbOeH3anbaeru.

B aneronutpuiie (25 min) ementuBarot (3-[1,3 janokconan-2-undenmwn) denmwimeranon (2,3 r, 8,7 MMOJIb) U
nomun Hatpus (5,3 1, 35,0 Mmos). Uepes mimpuir 700aBISIOT quxiaopMmerwicuiad (2,1 mi, 17,4 mmons). Criyerst
10 muH cMech paszbasisiror EtOAc 1 IpoMBIBaIOT BOZIOH, HAaCHIIEHHBIM OukapOoHaToMm Hatpus, 10% THOCYIB-
(aToM HaTpus M 3aTe€M HACBHIIEHHBIM pacTBOpoM conu. Oprannueckue ciou cymar (Na,SOy), GUIbTPYIOT U
KOHLICHTPUPYIOT, T10JIy4as OCTaTOK.

XpomaTorpadus ocTaTka MpH dmonpoBaHin cMmeckio 9:1 rexcan:EtOAc maer ykazaHHOE B 3aroJIOBKE CO-
e/IMHCHUE.

[Mpumep 8. 2-(3-(o-Propodensmn)dennn)-[ 1,3 |arnokconaH.

CwmemmBarot (3-[1,3]anokconan-2-undermn)permiveranon (2,3 1, 8,9 mmonp) u guxmopmeras (50 mur).
CMmech oxnaxxaarot 70 -78°C. J100aBIsiOT MO KamisiM pactBop Tpudropuaa (audtuiamuso)ceps (1,7 mi, 12,9
MMoOJB). Uepes 10 MuH cMech racaT BOJIOW U AKCTPArupyroT AuxyiopMeraHoM. OpraHudeckue CIou OObeIHHSIOT
U TIPOMBIBAIOT MOCJIE0BATENIFHO JAUCTUILIMPOBAHHON BOJIOM M HACBILICHHBIM PACTBOPOM COJIM U 3aT€M CyIIAT
(Na;S0O,), GUIbTpyIOT U KOHIICHTPUPYIOT, MOJIyYast OCTATOK. XpoMmatorpadus ocTaTka MpH dIFOUPOBAHUH CME-
ceto 7:3 rekcan:EtOAc naet ykazaHHOE B 3arojIOBKE COETMHEHHE.

Ipumep 9. 3-Hutpoaudenzodypas.

CwmemmBarot audenzodypasn (20,0 r, 0,11 Momb) u ykcycHyto kucioty (80 M) u Harpesatot 1o 65°C. Ho-
6aBistroT 98% azorhyto kucinory (20,0 , 11,8 monb). Uepes 3 4 cMech 0XIaXXIaro0T 10 KOMHATHOH TeMIepaTyphl,
MOJTy4asi TBEPJOE BEIIECTBO. TBep1oe BelecTBO OT(MIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOW M CYyIIAT, IOJy4as yKa-
3aHHOE B 3ar0JIOBKE COEIUHEHHE.

[pumep 10. N-Anbenzodypan-3-miamMuH.

CwmemmBarot 3-HUTpomubeH3zodpypan (22,0 t, 0,1 Mmmons) u Hukens Penes (2,75 1) u stanon (365 mn) u
THIPUPYIOT MIPU KOMHATHOW Temmepatype u 40 ¢yH1/kB. mroiim (276 klla). Yepes 18 1 cmech dunbTpyror u
(uIbTpaT KOHUEHTPUPYIOT, MOJIy4asi OCTATOK.
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XpomaTorpadus ocTaTka MpH dmonpoBaHin cMmechio 9:1 rekxcan:EtOAc maer ykazaHHOE B 3aroJIOBKE CO-
€INHEHHUE.

[Mpumep 11. 3-bpomuubdenzodypan.

CwmemuBator N-andensodypan-3-unamun (2,0 r, 10,8 mmons), Boay (20 mi) U KOHII. OPOMHUCTOBOAOPO/I-
Hy!0 KucioTy (6 mut) u oxnaxnaatot o 0°C. JlobasisitoT pactBop Hutpurta Hartpus (0,7 r, 10,8 mmosib) B Boae (16
muit). Yepe3 15 MUH NOJTydeHHYIO BBILIE CMECh J00aBISIIOT K cMecH Opomuna menu (1,7 r, 12,3 MMounb) B BoJe
(9,2 mu) u 6pomucToBOIOPOAHON KUCIOTHI (4 MiT). CMech HarpeBaroT JI0 TEMIEpaTypbl OKPYIKalOIIeH Cpe/bl.
Chycts 18 4 n06aBisIOT BOAY M SKCTPArupyroT auxyiopmeraHoM. OpraHn4ecKe cjion OOBeIUHSIOT U IPOMBbI-
BAIOT I10CJIE/IOBATEIbHO AUCTUIIIMPOBAHHON BOJIOW M HACHIIIEHHBIM PAacTBOPOM coiiil M 3areM cymat (Na,SO,),
(UIBTPYIOT M KOHLEHTPUPYIOT, IOJIydas OCTaToK. XpomaTorpadusi octaTka IpU SJIIOMPOBAaHUU CMECHIO 8:2
rexcad:EtOAc maet yka3aHHOE B 3ar0JIOBKE COSIHHEHHE.

[pumep 12. Tubenzodypan-3-kapOanbaerui.

Cwmenmsarot 3-6pomaubenzodypan (0,5 r, 2,0 mmons) u TeTparuapodypan (30 Mi1) ¥ cMech OXJIAKIAIOT
npubimsutensHo g0 -78°C. [loGammsator pactBop TpeT-OyTwinmmrus, 1,6M pactBop B rekcane (2,2 mu, 3,0
MMOJIb), 3aTeM HarpeBaroT npuoimsutensHo 10 0°C B Tedenne 10 muH. CMech OXITAKIAAIOT MTPHOIU3UTEIHHO 10
-78°C u no6asmsitor qumetwidopmamua (0,5 mi, 5,9 mmons). CMech HarpeBaroT 10 KOMHATHOM TeMIeparyphl,
racsiT BOAOH M KCTParupyror auxjiopmeraHoM. OpraHuueckue Cion oOBEIUHSIOT M IPOMBIBAIOT I1OCIIEN0Ba-
TEJIHO JAMCTWIIMPOBAHHOW BOJIOW M HACBIIIEHHBIM PacTBOpoM coiiu U 3ateM cymar (Na,SO,), dunbtpyror u
KOHLICHTPUPYIOT, TI0JIy4das OCTaToK. Xpomarorpadus ocTaTka IpH IIOMpOBaHMM cMechio 8:2 rexcaH:EtOAc
JlaeT YKa3aHHOE B 3aroJIOBKE COEANHEHHE.

[Mpumep 13. 3-(Tuazon-2-mnoKcH)0eH3IbACT U],

B 3amasHHO# TpyOKe cMemmBatoT 2-6pomrraszon (2,0 mi, 22,2 mmons), 3-ruapokcubensanpaerun (1,8 T,
15,0 mmons) u xapOoHaT Kamus (2,1 T, 15,0 mmons) B mumerundopmamune (20 mim) u HarpeBatot 1o 100°C.
Croycts 48 9 cMech OXJIaXKITAIOT, BRUIHBAIOT B BoAy (150 mim) m akctparupyroT 3¢gupoM. OpraHudecKue ciIou
00BEANHSIOT U MPOMBIBAIOT MOCIEJOBATENbHO JUCTHIUIMPOBAHHON BOMOW M HACBIIIEHHBIM PAacTBOPOM COJIH H
3arem cymar (Na,SOy), GUIbTPYIOT U KOHLIEHTPUPYIOT, MOJIy4asi OCTaTOK. XpoMaTorpadusi ocTaTka IpH JHOH-
poBanun cmechio 9:1 rexcan:EtOAc naet yka3aHHOE B 3aTOJIOBKE COENHEHHE.

ITpumep 14. 6-bpom-1H-unnon.

CwmemmBatot 6pom-2-aurpotoiyon (5,0 T, 23,1 mmonb), quMernidopmamusa (50 M) ¥ TUMETHIIALETAb
AM® (9,0 mi, 69,4 mmouts) u nupponuauH (2,0 mt, 23,1 Mmonb) u cMeck HarpesatotT 1o 110°C. Cnycrst 3 4
CMECh OXJIAXKIAIOT J0 KOMHATHOW TeMIepaTrypbl, pa30aBisioT 3pupoM M MPOMBIBAIOT BOAOH. OpraHnveckue
CJIOM OOBEIMHSIOT U KOHIICHTPUPYIOT, moirydasi octaTok. Octatok o0beauHsoT ¢ 80% BOMHOW YKCYCHOW KH-
ciotoit (120 mur) u HarpeBarot mipu 75°C.

Hoprmsamu mo6aBisroT TUHKOBYIO MHUTH (13,1 1, 200,5 MMomb) 1 cmech HarpeBatoT g0 85°C. Uepes 2 1 ee
OXJTAXIAIOT U QUIBTPYIOT. PHIIbTpaT pa30aBiIaroT 3(QUPOM, IPOMBIBAIOT BOOM, cymat (Na,SO,4) 1 KOHIICHTpH-
PYIOT, HOJIy4asi OcTaTOK. XpomaTtorpadus ocraTka IpH 31oupoBaHuy cMeckio 9:1 rexcan:EtOAc maer ykasaH-
HOE B 3ar0JIOBKE COEIMHEHHUE.

ITo criocoOy mpumepa 14 momydarot cneayromee coenuaerne: 4-6pom- 1 H-urmom.

Ipumep 15. 1H-NH051-6-KapOanbaerus.

CMeNIMBaOT MPOMBITBIN rekcanoM ruapua kamust (1,3 r, 10,7 mmois) u 3dup (20 mir). CMech OXJTaXIAI0T
npubimsutensHo 10 0°C u nobasisoT pactBop 6-6pom-1H-unmona (2,1 r, 10,7 mmois) B adupe (5 mu). Uepes
15 MHH cMech OXJIKIAIOT MPHOM3UTENBHO 10 -78°C U 100aBIsIOT pacTBop TpeT-OyTmimTH, 1,4M pacTBOp B
rekcane (14,0 mi, 10,7 mmous). Uepes 10 mun go6apnsttoT numetrmwipopmamun (1,7 mi, 20,0 mmois) B 3dupe (5
wut). CMech MEIJICHHO HarpeBaroT /10 KOMHATHOM TeMIIepaTyphl U 3aTE€M BBUIMBAIOT B OXJIAXKJICHHBIH JibgoM 1M
pactBop (ocdopHoit kucmoTel U IKcTparupyoT EtOAc. Opranndeckue ciou OOBETUHSIOT W IPOMBIBAIOT TI0-
CJIeZIOBAaTENFHO AUCTHIUTMPOBAHHON BOJOH M HACKHIIEHHBIM pacTBOpoM coiu U 3ateM cymaT (Na,SO,), puipt-
PYIOT W KOHHIEHTPHPYIOT, IOJydas OCTAaTOK. Xpomarorpadus OCTaTKa MpH 3IIOUPOBAHUM CMechio 9:1
rexcad:EtOAc maet yka3aHHOE B 3ar0JOBKE COSIMHEHHE.

ITo criocoOy mpumepa 15 momydatot cnexyromee coenuHenne: 1 H-uanon-4-xapoansaerun.

ITpumep 16. 1-®Oennn-1H-unnon-6-kapbanbaerus.

B 3anasuHO#i TpyOKe cMemmBatoT 1H-unmom-6-kapoansaerun (0,9 r, 6,2 MMOJIB), KOMIUICKC TPUPTOpME-
tancynabdar meau(l) (0,2 r, 0,3 mmons), dpenantponus (1,3 r, 6,2 Mmois), Tpanc-qubensuuaeHaneTo (0,1 r,
0,3 Mmmonb), kapOoHat 1e3us (2,6 T, 7,9 mmois) u noxdenson (1,6 mi, 14,3 mmois) B kcunone (40 mir). Cmech
HarpesatoT npuonusuresnsHo mpu 110°C. Cryerst 24 4 peakIMOHHYIO CMECh OXJIKIAIOT 0 KOMHATHOW TemIie-
parypsl, pa30aBIISIOT JUXJIOPMETAHOM M HACBIIIEHHBIM XJIOpUAOM aMMOHUS. CJIOM pa3fessitoT M BOJIHBIA ClION
9KCTParupyroT AuXiaopMeTaHoM. OpraHudecKue cJIou OObEANHSIOT U MPOMBIBAIOT MOCIIEI0BATENBHO AUCTUIIIH-
POBaHHOW BOJOHM M HACBHIIIEHHBIM PAacTBOPOM coiid U 3aTeM cymaT (Na,SOy4), GUiIbTpyIoT U KOHIEHTPUPYIOT,
MoJy4asi OCTaToK. Xpomarorpadus ocTaTka IpH MoupoBaHuH cMechio §:2 rexcan:EtOAc maer yka3zaHHOE B
3aroJIOBKE COEANHEHUE.

[To criocoOy mpumepa 16 momydaroT cinexyromee coenuHenne: 1-pernn-1H-namgon-4-kapbanpaerua.

[pumep 17. 3-OenuncynbhanuiadeH3aabIeT I
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CwmemmBarot 2-(3-penmncynbpanmidennn)-| 1,3 | nnokcoran (0,3 1, 1,1 mmons) u anerorutpuia (8,0 wi) u
K CMecH J100aBIIAIOT pacTBOP XJIopucToBogopoaHoi kuciaotsl (1N, 2,0 mi). Crycers 18 9 cMech KOHIIGHTPHPYIOT
B BaKyyMe U ylaleHus OOJbIIel YacTH alleTOHUTPHIA, Pa30aBiIOT BOJOW M 3KCTparupyooT s¢upom. Opra-
HHYECKUE IKCTPAKTHI OOBEIUHSIOT ¥ MPOMBIBAIOT OJIMH Pa3 HACHILIEHHBIM OMKapOOHATOM HATPHsI, 3aTEM HAChI-
HIEHHBIM pacTBopoM coi. Opranudeckyto yactb cymar (Na,SO,), GUIBTPYIOT U KOHLEHTPUPYIOT, IOJIydas
YKa3aHHOE B 3ar0JIOBKE COE/IMHEHHE.

ITo criocoOy mpumMepa 17 MoNydaroT CIeAYIOIINE COSTUHCHHUS

a) 3-0eH30JCynb(POHIITOCH3AIbICT U],

b) 3-n-TonmncynbdanunOeH3anbAerny;

¢) 3-(m-To3mT)0eH3abIeT U],

d) 3-6eH3nnaMuHOOEH3aIbICT T,

) 3-peHnITaMHHOOCH3aIIBICTHI;

f) 3-6eH30MIIOCH3AIBICTH];

g) 3-(0-propben3ni)oeH3anpaAerny;

h) 3-(4-bTopdeHnokcr)oeH3aIbACTHIT;

1) 3-(2-bropdeHOKCH ))OCH3AIBACTHI;

) 3-(3-dropdenokcn)oeH3anbaCTH I,

k) 3-(nadr-2-uokcu)OeH3albAeru;

1) 3-(Had1-1-MI0KCH )OCH3ATBACTH/T;

m) 3-(MUpUIUH-3-MIaMUHO )OeH3aIbIETHL;

n) 3-(mupuanH-4-u1aMuHO )OeH3aIbIeTU I,

0) 3-(TMpUIUH-2-UIIaMIHO )OCH3IBETH] 1

p) 3-(mupuanH-2-UI10KCcH )0 H3AIbACTHIL.

[pumep 18. 2-Had-2-mmyTromamMus.

CwmemmBarot HadT-2-mnanerorntpui (1,0 r, 6,0 mmons) u rekcaruapat xmopuaa aukers(Il) (0,7 r, 3,0
MMOJb) B TeTparuapodypas (30 mu). Ilo kammsam go6aBisAi0T KoMIuieke 6opaH-TeTparuapodypas, 1M pactBop
B Terparuapodypane (24,0 mi, 24,0 mmous). CrycTst 1 4 cMech yHapHBaIOT, MOJIydasi OCTaTOK. Xpomarorpadus
ocTaTKa Ha cuiMKarelne mpH smoupoBannn cMmecbio 8:2 EtOAc:MeOH + 2% NH,OH maer ykasanHoe B 3aro-
JIOBKE COEIMHEHHE.

ITo criocoOy mpumMepa 18 mosydaroT clieayrolnee coeuHeHue: 2-HadT- 1 -uIdTHIaMKH.

[Mpumep 19. 5-MerancynbpoOHUITPUNITAMUH.

B 300 M cmecu meranos/Bona (1:1) cmemmBatot 2-(3-xnoprponun)-1,3-auokconat (6,69 T, 44,5 Mmoib),
ruapoxyiopun (4-merancynshoHuadenun)runpazuta (9,92 r, 44,5 mmons) u Na,HPO, (1,58 1, 11,1 MMomnb) u
CMECh KUIIATAT ¢ 00paTHBIM XoioamwibHUKOM. Crycts 4,5 4 cMech OXJIaXXJaroT 70 KOMHAaTHOW TeMIleparyphl,
3aTeM yMapuBarT 10 momydeHus octatka. OcrtaTtok pactBopsroT B 1N NaOH u sKkcTparupyroT JUXJIOpMETaHOM.
Opraanyeckre 3KCTPAKThl 00BETUHSIIOT, IIPOMBIBAIOT HACKHIIIIEHHBIM PacTBOPOM coii, cymat (Na,SOy), ¢uipt-
PYIOT, 3aTeM KOHIEHTPHPYIOT, MOJIydast OCTaTOK. XpoMaTorpadus ocTaTka Ha CHIIMKarelie MpH IITIOUPOBAHIH
cmechto auxsiopmeran/2N NH; (meranon) (84/16) naer yka3zaHHOE B 3arojiOBKE COCJMHEHHE B BHIE CBETIIO-
KOPUYHEBOTO TBepaoro BemecTra: T.mwi. 134-138°C, MC (ACPI): m/e 239,1 (M+1). Anamus mis CiH4N,O,S:
Beruncieno: C 55,44; H 5,92; N 11,76; naiigeno: C 55,33; H 5,97; N 11,48.

[Mpumep 20. N-tper-byrokcuxapbonui-2-(6-xi10p-1H-nHmon-3-mi)3tiunamMuH.

B numokcane (50 mu) cmemmBaroT u-tperT-OyTminaukapoonar (1,2 r, 5,34 mMmoub), 6-XJIOPTpUNTaAMUH
(866,4 mr, 4,45 mmoinb) u NaHCO; (598,2 mr). CMmech niepeMennBaioT MNPy TEMIIEPAType OKPYKaIoIeH Cpebl.
Coyctst 15 4 cMech ynapHuBaroT, moirydasi octaTok. OCTaTOK paclpeersiioT MEXAY BOAOH U AUXIIOPMETaHOM.
Cion pa3mensioT W BOIHBIM CIOH SKCTParupyroT IUXjopMeTaHoM. OpraHuYecKHe SKCTPAKThl OOBEIMHSIOT,
MIPOMBIBAIOT HACBHIIICHHBIM PacTBOPOM coid, cymar (Na,SOy4), GUIBTPYIOT U 3aTeM yIIapHBAarOT, TOIyYas yKa-
3aHHOE B 3aT0JIOBKE COSAMHEHHE B BUJIEC CBETIIO-KEITOTO Maca.

pumep 21A. N-Metun-2-(6-x0p- 1 H-unm01-3-1101) 3 THIIAMIH.

CwmemuBatot N-Tper-0yrokcukapooHui-2-(6-xmop-1H-unnon-3-un) srunamus (1,3 r, 4,41 Mmons) u Ges-
BoaHbIit TI'® (20 M), cMech 100ABISIOT 110 KAIUISIM K OXJIXKACHHOM Ha nensiHoit Oane cycnensun LiAlH, (1,0
T, 26,5 MMons) B 6e3BoHOM TI'® (30 MIT) M KHIATAT ¢ OOPaTHBIM XOMOMMIBHUKOM. CITyCTsS 2 9 CMECh OXJIax-
JIAIOT 70 KOMHATHOW TeMmepaTypbl U nepememuBaioT. Coycts 15 4 cMmech racsit HachimeHHbBIM Nap,SO4 (100
MJI/MOJIB), IEPEMEIIMBAIOT B T€UCHUE | 4 MPH TeMIepaType OKpYyKaroIiel cpepl, 3aTeM QUILTPYIOT B BAKyyMe.
Ocanok npombiBatoT TI'®D 1 GUABTPAT M NPOMBIBHYIO JKHIKOCTh YIIapUBAIOT, IOJy4ast ocTaTok. OcTaTok Xpo-
MarorpadupyIoT Ha CHIIMKarese IpH JIIOUpoBaHNH cMeckio auxiopmeran/2N NH; (meranon) (84/16), noryyas
ykazaHHoe B 3aronoBke coenuaenne: MC (ACPI): m/e 209,0 (M+]).

[Mpumep 21B. 5-(4-Dropdhennn)-1H-unmon

B Tomyoie (510 mi) cmemmBarot 5-6pomuenon (5,00 r, 25,50 mmomns) u Pd(Ph;P), (1,47 1, 1,28 MmMois).
UYepes 30 mua mobasmsaroT pactBop 4-hropdeH3zombopoHOBO# KucmoTH (5,35 T, 38,26 MMounb) B ataHone (153
MIT), 3aTeM 100aBIstoT HackimeHHb NaHCO; (255 mir). CMech KHIIATAT ¢ 00paTHBIM XOIOAWIbHAKOM. Uepes 4
Y CMECh OXJIAXKIAIOT 0 TEMIIePaTyphl OKpYXKaromieil cpepl, BRUIHBarOT B HackmeHHbIi NaCl (250 min) u opra-
HUYECKUH cioit oTaessitor. BoaHbIi ci10it akcTparupyroT stmianeratoM. OpraHuyeckue dKCTPAKThl 00beHHS-
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0T, TIPOMBIBAIOT HACKHIIIEHHBIM PAaCTBOPOM COJIH, CyIIAT, 3aTeM YIIAPUBAIOT JO MOJIYYEeHHUS OCTaTKa. XpoMaro-
rpadus ocTaTka Ha CHJIMKAaresje IpH JIIOMPOBaHUK CMechio dTuianerar/rekcansl (10/90) naetr ykazaHHoe B 3a-
ronoBke coenuHeHue: T.m1. 84-89°C. MC (ACPI): m/e 212,0 (M+1). Anammu3 mns Ci4H oFN: Beruucieno: C
79,60; H 4,77; N 6,63; naiineno: C 79,33; H 4,92; N 6,64.

ITo criocoOy mpumepa 21 moyueHb! CIEAYIOIINE COSAUHCHHUS

a) 5-penmin-1H-unpoin: T.mi. 71-74°C. MC (ACPI): m/e 194,0 (M+). Anamu3 mist Ci4H N: Beraucneno: C
87,01; H 5,74; N 7,25; naiineno: C 86,67; H 5,82; N 7,31.

b) ruppoxiopun 4-peHmwieHeTHIAMIHA: UCKITIOUEHHUE CIToco0a: Uil MOMYYCHHs KOHEYHOIO IMPOAyKTa
MPOBOIMIIA XPOMATOrpaUi0 OCTaTKa Ha CHJIMKArelle ¢ UCIOJb30BaHMeM cMecu nuxiopmeran/2N NH; (meta-
HOM) (90:10). HCI conp nmonydanu B stunanerate: MC (ACPI): m/e 198,1 (M+1). Anamm3 mns Ci4H cCIN: BBI-
yucaeno: C 71,94; H 6,90; N 5,99; naiineno: C 71,66; H 6,90; N 5,94.

[pumep 22. 7-Huano-1H-ungoi.

B 1-metmn-2-nuppomuaune (40 mur) cMmemmBaioT 7-6pomunaon (4,72 r, 24,0 mmons) u riuaaun Meau (4,30
T, 48,1 Mmmoinp) u cmeck HarpeBaroT 10 200°C. Yepes 2,5 4 cMech OXJIaXKIAI0T 10 KOMHAaTHOM TeMIepaTypebl, 10-
OaBisiIoT cMech Boga-dtunarerar (200 mu, 1/1), monyyas TBepnoe BeuiecTBo. CMech GHILTPYIOT Yepe3 LEIIHT,
(UIBTPAT IKCTPArUPYIOT ITUIALETATOM, OPTaHHUYECKUE CIIOM OOBETUHSIOT, IIPOMBIBAIOT HACKIIICHHBIM PAaCTBO-
poM couy, cymat Haj Na,SOy4, QUIBTPYIOT U yIIAPHBAIOT B BAKyyMe, [OJIydyasi OCTaTOK. Xpomarorpadus ocTat-
Ka Ha CHJIMKAreJie py 3JIIOUPOBAHUU CMechio rekcanbr:aTiianerar (10:1) maer (1,87 r) yka3aHHOTO B 3aroJIOBKE
COCJITHCHUS B BHUJC JKEJITOTO TBEPJIOTO BEIICCTBA: 'H-sIMP (300MTI'y, IMCO-d¢) 6,64-6,66 (M, 1H), 7,17 (t,
1H, J=7,6 T), 7,51-7,53 (m, 1H), 7,60-7,62 (M, 1H), 7,94 (n, 1H, J=8,0 H), 12,03 (umup., 1H).

IIpumep 23. 3-dopmui-5-nuano-1H-unpon.

Oxkcuxnopun ¢ocdopa (11,76 T, 76,67 mMoins) mobasisror mo karwsaMm Kk JJM® (24,3 mur), moanepxuBas
temnepatypy Hmke 10°C. CMech HarpeBaroT JO TeMIIEpPaTyphl OKPY>KaIoIIeHd Cpeibl U MEePeMENINBaIOT B TeUe-
HUe 15 MHUH mpu TemmepaType okpyxkaromeid cpensl. Ilo xammsam mobasmsror S-mmanowsanon (10,00 r, 70,34
MMOJB) B BHIe pactBopa B JJM® (30 mur), moanepxuBas temneparypy Hrwke 35°C. Uepes 1 4 peaknuoHHYIO
CMeCh BBLIMBAOT B cMech Jsiea/Boma (300 mi) u 3atem mpu nepememmnBanun 100assiror 3N NaOH (54 mo).
MenyienHo 106aBistOT AonoHUTeNbHOE KoirmdecTBo SN NaOH (19,7 M) u 3atem cMech HarpeBarot 10 90°C B
TeueHHe | MUH M 3aTeM OXJIXKAAIOT JI0 TEMIIEPAaTypPhl OKPYKAOIICH cpelibl, moyyast ocagok. Ocagok oTIbT-
POBBIBAIOT, IIPOMBIBAIOT BOJON M CYIIAT, MOJTyyasl YKa3aHHOE B 3arojioBKe coequHeHue: 1.1l 248-250°C. MC
(ACPI): m/e 171,0 M+1) . Ananuz st C;oHgN,O: Boruncieno: C 70,58; H 3,55; N 16,46; naiineno: C 70,41; H
3,53; N 16,33.

ITo criocoOy mpumMepa 23 MONyYaroT CISAYIONINE COSTUHCHHUS

a) 3-popmmi-5-(4-propdennn)-1H-urnon; .. 215-217°C. MC (ACPI): m/e 239,1 (M+1). Aranu3 mis
CisHoFNO: Beruncneno: C 75,30; H 4,21; N 5,85; naiineno: C 74,94; H 4,17; N 5,84;

b) 3-popmumn-5-dhennn-1H-urnon; T >250°C. MC (ACPI): m/e 222,1 (M+1). Aramm3 s CysH | NO:
Berancieno: C 81,43; H 5,01; N 6,33; natineno: C 81,04; H 5,05; N 6,36;

¢) 3-bopmun-6-metmit- 1 H-unnoo; t.mr. 178-180°C. MC (ACPI): m/e 159,9 (M+1). Anamu3 g C1oHoNO:
Beruncieno: C 75,45; H 5,70; N 8,80; natineno: C 75,60; H 5,78; N 8,97,

d) 3-bopmun-6-nmano-1H-ungon; t.mwi. 246°C. MC (ACPI): m/e 171,0 (M+1). Anamuz mis C;,H¢N,O:
Beruncieno: C 70,58; H 3,55; N 16,46; naiineno: C 70,51; H 3,59; N 16,40,

e) 3-popmui-6-tpudropmerokcu-1H-unmoi; T.m1. 189-192°C. MC (ACPI): m/e 230,0 (M+1). Ananus [yis
CoHeF3NO,: Beruncaeno: C 52,41; H 2,64; N 6,11; natineno: C 52,31; H 2,61; N 6,09;

f) 3-bopmun-7-tmano-1H-unmno; 'H-sIMP (300MTI'u, AMCO-dy) 6 7,41 (t, 1H, J=7,6 T'w), 7,80-7,82 (M,
1H), 8,42-8,50 (M, 2H), 10,02 (c, 1H), 13,06 (tmp., 1H);

g) 3-popmmi-6-6pom-1H-unmor; Tt 197-200°C. Ananms g CoHgBrNO: Beraucneno: C 48,25; H 2,70;
N 6,25; naiineno: C 47,87; H2,68; N 6,17,

h) 3-popmmn-7-dprop-1H-urgom; t.ur. 211-214°C. MC (ACPI): m/e 163,9 (M+1). Aramuz mist CoHgFNO:
BeruncieHo: C 66,26; H 3,71; N 8,59; naiineno: C 66,12; H 3,67; N 8,56.

[Tpumep 25. 3-(2-HutpoBunwn)-5-unano- 1 H-uago.

CwmemmBaroTt 3-popmui-5S-mmano- 1 H-unmon (10,60 1, 63,32 Mmos) u pacTBop aretara ammonus (10,60 r)
B HuTpomeTaHe (660 mi) u cmech HarpeBaioT A0 90°C. Uepes 2 4 cMech OXJIAXXIAIOT 0 TEMIEPaTypHl OKpY-
JKaroIe cpeibl, moaydas ocagok. Ocamok OTQUIBTPOBBIBAIOT, MPOMBIBAIOT cMechio 1:1 MeOH/Boaa (500 mut) u
CyIIaT, NoJTyyas yKa3aHHOE B 3aroyioBke coeanHenue: 247-251°C. MC (ACPI): m/e 214,0 (M+]).

ITo criocoOy mpumMepa 25 MoNydaroT CISAYIOIINE COSTUHCHHUS

a) 3-(2-aurpoBunun)-5-(4-propdenun)-1H-unmon; T.mr. 217-220°C. MC (ACPI): m/e 282,2 (M+1). Ana-
3 st CisH oFN,O,: Beranciieno: C 68,08; H 3,93; N 9,92; natineno: C 67,73; H 3,92; N 9,73;

b) 3-(2-murpoBunmN)-5-pennn-1H-ungor; MC (ACPI): m/e 265,1 (M+1);

¢) 3-(2-autpoBunnn)-6-metmi- | H-uamon; MC (ACPI): m/e 203,1 (M+]);

d) 3-(2-murpoBunHmN)-6-1tMano-1H-uagon; T.mn1.>250°C. MC (ACPI): m/e 212,0 (M-l). Anamm3 s
C11H,FN;0,: Beraucneno: C 61,97; H 3,31; N 19,71; natigeno: C62,09; H 3,34; N 20,06;

¢) 3-(2-aurpoBunun)-6-tpudropmerorcu- 1 H-uamom; .. 139-143°C. MC (ACPI): m/e 273,0 (M+]);
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f) 3-(2-uutpodennn)-6-henokcu-1H-namon: 'H-IMP (JIMCO-d) 12,1 (c, 1H), 8,38-8,34 (1, 1H), 8,20-
8,19 (m, 1H), 8,01-7,97 (m, 2H), 7,39-7,35 (M, 2H), 7,14-7,07 (m, 2H), 7,02-7,00 (M, 2H), 6,95-6,92 (M, 1H);

g) 3-(2-HuTpOBHHMIN)-5-(MpHIHH-3-110KcH)- 1 H-uumon: ISMS 282 (M+1); 'H-SIMP (IMCO-dg) 9,5
(mmp.c, 1H), 8,36-8,32 (m, 2H), 8,26-8,24 (m, 2H), 7,98-7,95 (M, 1H), 7,79-7,78 (M, 1H), 7,55-7,53 (M, 1H),
7,34-7,31 (m, 1H), 7,27-7,24 (m, 1H), 7,02-7,00 (m, 1H);

h) 3-(2-uurpoBuHmN)-7-1mano-1 H-urmom: "H-SIMP (300MI'y, CDCls) § 7,36 (r, 1H, J=7,7 I'n)), 7,76 (x,
1H, J=7,2 T'), 8,09-8,14 (M, 1H), 8,36-8,46 (M, 3H); MC (anekrpopacubuicane), m/e: 212,1 (M-1);

i) 3-(2-autpoBunmn)-6-6pom-1H-unmon; t.w1. 210°C, pasn. Anamus mwist CioH;BrN,O,: Beruucieno: C
44.97; H 2,64; N 10,49; naitneno: C 44,62; H 2,70; N 10,49;

J) 3-(2-aurpoBunmn)-7-¢prop-1H-namon; Tt 176-180°C. MC (ACPI): m/e 207,1 (M+]). Anamuz nus
CoH7FN>O,: Beruncaeno: C 58,26; H 3,42; N 13,59; naiineno: C 58,01; H 3,31; N 13,26.

[pumep 26. 3-(2-Hutpostmn)-5-unano- 1 H-uamomn.

Boprunpun marpus (25,65 r, 678 MM0ib) H00aBISAIOT K OXJIAXICHHOMY Ha JeqsHON OaHe pacTBopy 3-(2-
HUTPOBHUHWII)-5-1iaHo- | H-uamona (12,68 1, 59,5 mmons) B cmecu 1:1 MeOH/IM® (600 mi). Yepes 1,5 4 mo-
0aBIAIOT HACHIIEHHBIN pacTBOp conn (600 M), 3arem pH moBomsaT mo mpubmmsutensHo 7, ncnons3ys SN HCL
CMech ynapuBaroT IIpH MOHMKEHHOM JaBJICHHUHU IS YAAICHUS METAaHOJa U 3aTeM 3KCTPArUpyIOT JHXJIOpMeTa-
HOM. OpraHudecKkue SKCTPAaKThl OOBETUHSIOT, IPOMBIBAIOT HACHIIIEHHBIM pacTBOpoM coim, cymar (Na,SOy),
3aTeM yIapHuBaloT JI0 MOJy4eHHsl ocTaTka. Xpomarorpadus ocTaTka Ha CHIMKareie Mpyu 3JII0HPOBAHUU IUXJIOP-
METAaHOM JaeT, I0CJIe YIapuBaHUs, YKa3aHHOE B 3arojIOBKE COEAMHEHHE B BHJE OECIBETHBIX MPHU3M: T.IUI. 132-
136°C. MC (ACPI): m/e 215,0 (M+1). Ananuz gist C;HoN;O,: Beruucneno: C 61,39; H 4,22; N 19,52; naiine-
Ho: C 61,09; H4,10; N 19,16.

Io crocoGy mpumepa 26 HOMydaloT CIEyIolIee COeIUHeHNe: a) 3-(2-HuTpodTii)-7-1mano- 1 H-ungon; 'H-
SAMP (300MI'n, IMCO-dg) 3,39 (1, 2H, J=6,9 I'ny), 4,87 (1, 2H, J=7,0 I'n), 7,17 (7, 1H, J=7,4 T'n), 7,38 (M, 1H),
7,63 (n, 1H, J=7,4 '), 7,99 (m, 1H, J=7,9 T'm), 11,96 (mwup., 1H), MC (amexrpopacnsuienue), m/e: 214,1 (M-1).

IIpumep 27. S-LluaHOoTpUNTAMUH.

ITopormmok nmaka (16,22 1, 248,1 MMob) deTbipbMs opuusmMu go0asisroT k 2N HCI (300,0 mur). B Bune
pactBopa B MeTaHode (300,0 M) mobasisttot 3-(2-HUTpo3THI)-S-11ano- 1 H-urmon (2,25 r, 10,5 MMmons) u cMech
KHIIATAT C 0OpaTHBIM XOJMOIMIBHUKOM. Uepes 2,5 9 cMech OXJIaXIAl0T 10 TEMIIEpaTyphl OKPY’KaloIIel Cpeasl U
pH noBoust no 11, nucnons3yst SN NaOH, ¢punbTpytoT uepes LesiuT, MpOMBIBAIOT BOJOM, 3aTeM (HIbTPAT IKCT-
parupyroT amxjopMeraHoM. OpraHuyeckue SKCTPaKThl OOBEIUHSIOT, HPOMBIBAIOT HACBIMIEHHBIM PacTBOPOM
conu, cymar (Na,SO,), 3aTeM ynapuBaroT, ojiydas yKazaHHOE B 3arojioBke coeannenue: 1.mi. 102-105°C, MC
(ACPI): m/e 186,1 (M+1). Anamm3 mis CiH;N;: Beraucieno: C 71,33; H 5,99; N 22,69; natineno: C 71,03; H
5,91; N 22,64.

ITo cnocoby npumepa 27 monydaroT ciemyloliee coeauHeHue: a) 3-(2-aMuHOATHIN)-7-1MaHo- 1 H-nHnom;
'H-SIMP (300MTI'ti, IMCO-de) 2,76-2,82 (m, 4H), 7,15 (, 1H, J=7,6 '), 7,31 (¢, 1H), 7,58 (n, 1H, J=7,4 T'wy),
7,91-7,94 (m, 1H), 11,80 (mup., 1H); MC (sanekrpopacmsiierune), m/e: 186,1 (M+1), 184,1 (M-1).

[To cmocoby mpumMepa 27 MOIYYarOT CieAylollee coequHeHue: a) 6-OpomrtpunTtamud; T.wo1. 114-116°C.
Ananus mis CoHBrN,: Beraucieno: C, 50,23; H, 4,64; N, 11,72; natineno: C, 49,96; H, 4,49; N, 11,47.

[Ipumep 28. N-tper-byTokcukapbornin-2-(5-mano- 1 H-ungon-3-nn)strinamMuH.

CMemmBaT AU-TpeT-0y THIaNKapOoHaT 1 pacTBop S-mmanorpunrtamusa (1,33 r, 7,15 mmons) u 2N NaOH
(4,2 M) B TT'® (60 m). ITocne BeimepKUBaHUSA B TCUCHHUE 3 4 MPHU TEMIEPAType OKPYKAIOIICH Cpeibl CMeCh
yIapuBaloT 10 00pa3zoBaHus ocTaTtka. OCTaTOK PacTBOPSAIOT B BOJE M PACTBOP IKCTPArHPYIOT JUXJIOPMETAHOM.
OpraHuuecKkre IKCTPAKThI 00BEUHSIOT, IPOMBIBAIOT HACKILIEHHBIM pacTBOpoM couy, cymar (Na,SOy4) 1 Bbina-
puBarT 10 00pa3oBaHMS ocTaTKa. Xpomarorpadusi ocraTka Ha CHJIMKarejie NMpH JIIOMPOBAHUH CMECHIO M-
xiopmetan/2N NH; (meranoin) (97/3) maet yka3anHoe B 3aroiioBke coenuHenue: T.1u1. 129-132°C. MC (ACPI) :
m/e 286,2 (M+1). Aramu3 mns C¢H9N;O,: Beraucneno: C, 67,35; H, 6,71; N, 14,73; naiineno: C, 67,16; H,
6,68; N, 14,46.

ITo cnocoOy mpumepa 28 TOMyYaloT cIexyromee coequHeHne a) N-TpeT-OyToKcukapOoHMI-2-(6-1IHaHo-
1 H-uH1071-3-1I1)9 THITaMUH.

[pumep 29. N-tpet-byTokcukapbonni-2-(5-amuno- 1 H-uamon-3-mn)3tnnaMu.

Cwmenmsarot Boxy (64,0 mu) u NaOH (8,53 1) 1 cMech oxaxaaroT npubausutensHo 10 5°C Ha neasHon
OaHe. 3aTeM K OXJIaXICHHOMY PacTBOPY J00aBJSIFOT pacTBOp N-TpeT-0yTokcukapoonui-2-(5-mmano- 1 H-unmon-
3-un)stunamuna (1,85 r, 6,50 mmoss) B atanone (128,0 mu).

[Tpu nmonnepxanuu temieparypsl Hike 5°C mo kamsim noo6asistor 30% nepokeun (6,4 mur). Croycrs 30
MHH CMECh HarpeBaloT J0 TeMIepaTypsl okpyxatomei cpeabl. Cryerst 22 4 u30BITOUHBINA NEPOKCHJL pa3iiaratoT
nob6asienueM 20% pactBopa Oucynsdura Hatpus (45,0 i) npu nepememBanuu. Yepes 30 MuH cmech ynapu-
BAIOT NPH MOHIKCHHOM JIABJICHHUH JUIsl YAAIEHHS ATAHOJA U 3KCTPAarupyroT 00pa30BaBILUICS BOAHBINA pacTBOP
stunarneratoM. OpraHndeckue SKCTPAKTHl OOBEIUHSIOT, MMPOMBIBAIOT HACHIIIEHHBIM PAacTBOPOM COJIH, CYyIIaT
(NaS0Oy), 3aTeM ymapuBaroT, MOIydas OCTATOK. XpoMaTorpadus OCTaTKa Ha CHIIMKAaresje IMpH JIONPOBAHHUU
cMmechro auxinopMmeTan/2N NHj (metanon) (96/4) maer mocne ymapuBaHUs YKa3aHHOE B 3aTOJIOBKE COCIUHCHUE!
T.1. 65-68°C. MC (ACPI): m/e 304,2 (M+]). Aramu3z nns CgH, N;O5: Beruncneno: C 63,35; H 6,98; N 13,85;
naigeno: C 63,26; H 6,99; N 13,71.
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[To crocoby mpumepa 28 MOITYYaOT cieayolee coennHeHne: a) N-TpeT-0yTokcukapOoHmI-2-(6-aMuIo-
1H-unnon-3-un)stmnamun: MC (ACPI): m/e 302,3 (M-]).

ITpumep 30. S-AMuAOTpHUNITAMUH.

N-tper-byrokcukapbonnn-2-(5-amuno- | H-unnon-3-wmwn)stunamus (1,83 r, 6,04 MMOIIB) pacTBOPSIOT B -
okcane (25,0 mu). [To karsam nobasmsitor 4M HCI B puokcane (7,5 mun). Uepes 18 u TBepmoe BeliecTBo OT-
(UIIBTPOBBIBAIOT U ITPOMBIBAIOT AUATUIIOBBIM 3(HUPOM, MOJTyHast OCHE CYIIKH YKa3aHHOE B 3arojOBKE COeIMHE-
HHUE B Buje ruapoxiopuaa: 1.t 192-195°C. MC (ACPI): m/e 202,0 (M+]).

ITo crocoOy npumepa 30 monydaroT ciexyroniee COeAUHEHUe: a) 6-amuaoTpunTamuH: T.mn. 169-173°C.
MC (ACPI): m/e 204,1 (M+]).

[Mpumep 32. 5-(4-DropdheHnn)TpunrTamMmuH.

Cwmemmsarot LiAlH, (2,66 T, 70,17 MmMois) u 6e3Boanbtid TI'® (70,0 M) 1 CyCIIEH3UIO OXJIAXIAIOT Ha Jie-
nsHOU Oame. [lo xarurim moGammsror 5-(4-dropdenmn)-3-(2-aurpoBunmn)-1H-uamon (3,30 r, 11,69 mmons) B
6e3soaaoM TT'® (30,0 mi). CMech KUIATAT ¢ 0OpaTHBIM XOJOAUIBLHUKOM. Uepes 1 9 cMech 0XJIakaaroT 10 TeM-
nepaTypsl OKpyXKamomei cpensl u nepememuBaroT. Croycts 15 1 racaTt HaceimeHHBIM Na,SO,4 (100 Mr/moins) u
MEepEeMEIINBAIOT MIPH TeMIlepaType Okpyxkaromeil cpensl. Yepes | 4 ¢pumpTpyroT, ocamok mnpomeBaioT TI'® u
(dunbTpar BHINAPUBAIOT 10 00pa3oBaHMs OCTAaTKa. XpoMaTtorpadusi ocraTka Ha CHJIMKAareie Mpu dJIIOUPOBaHUH
cMmechro muxiopmeran/2N NH; (meranon) (80/20) maet yka3zanHoe B 3arojioBke coemunenue. Conp HCI momy-
4arT B AMATHIIOBOM 3dupe: T.iw1.>250°C. MC (ACPI): m/e 255,0 (M+). Anamus mis Ci¢H ¢CIFN,: BeIurciaeHo:
C 66,09; H 5,55; N 9,53; natineno: C 65,78; H 5,48; N 9,58.

ITo criocoOy mpumMepa 32 MONyYaroT CISAYIONINE COSTUHCHHUS

a) S-¢penmnrpuntamus; T.101. 244-246°C. MC (ACPI): m/e 237,1 (M+1). Anamu3s s C¢H,;CIN,: Bbrauc-
neno: C 70,45; H 6,28; N 10,27; maiineno: C 70,75; H 6,33; N 10,27 (BblAeneHO B BHIE THAPOXIIOPHIA);

b) 6-metmnrpuntamus; T.101. 139-141°C. MC (ACPI): m/e 175,0 (M+1). Anamuz s Cy1H 4N,: Beraucie-
Ho: C 75,82; H 8,10; N 16,08; naiineno: C 76,05; H 8,26; N 16,12;

¢) 6-tpudpropmeroxcurpuntamun; MC (ACPI): m/e 245,0 (M+1). Anamuz s Ci;H;F3N,O: Beruncieno:
C 54,10; H 4,54; N 11,47; natigeno: C 53,92; H 4,50; N 11,06;

d) 7-®roprpunramun; MC (ACPI): m/e 179,0 M+1). Anamu3 mis C;oH;;FN,: Beraucieno: C 67,40; H
6,22; N 15,72; naiineno: C 67,06; H 6,11; N 15,48.

[Tpumep 33. 6-Orokcukapbonun-1H-unmon.

6-Kap6oxcu-1H-unmon cmemmmsatot ¢ atanosoM (110 mi) u oxnaxnator no 5°C. Ilpu nmonuepxanuu Tem-
neparypsl Hwke 10°C no kamsim go0aBisitoT kKoHueHTpupoBanHyo H,SOy4 (96%, 11,08 mir). CMech KUIATAT ©
00OpaTHBIM XOJOAWIEHUKOM. Yepe3 4 4 cMech OXJaXIAlOT M BBUIMBAIOT HAa cMech Jiea/Bona, pH nmosomsr mo
OpUOIH3UTENHHO 9 M AKCTPArupyroT dtrianeraroM. OpraHudecKue dKCTPAKThl OOBEANHSIIOT, IIPOMBIBAIOT HAa-
CBIIICHHBIM PacTBOpOM coiy, cymat (Na,SOy), 3aTeM KOHIEHTPUPYIOT 10 00pa30BaHUSA OCTaTKa. XpOMaTorpa-
(ust ocTaTKa Ha CHUIIMKArelie Py SIIOUPOBAHUU XJIOPOPOPMOM JaeT, MOCIE yapyuBaHus, YKa3aHHOE B 3aroJioB-
ke coeauuenue: T.mwi. 72-75°C. MC (ACPI): m/e 189,9 (M+1).

[Tpumep 34. 3-(2-HutpoBunmn)-6-3Tokcukapoonmi- 1 H-uagos.

1-JIumeTmnamuno-2-autpoatuieH (1,93 r, 16,58 mmoinb) cmemmuBaior ¢ TOY (10,0 mur) U mepeMemuBarOT
1o pactBopenust. Jo6asmstor 6-3Tokcukapoonmi-1H-nunon (3,14 r, 16,58 MMoJIb) 1 epeMenInBaOT NPU TEM-
neparype okpyxatoiei cpenpl. Uepes 1 4 peakIMOHHYIO CMECh BBIJIMBAIOT B CMECh JIEJ/BOJA, IKCTPArHPYIOT
ITHJIALIETAT, 3aTEM yIapuBaloOT 10 00pa3oBaHus ocTarka. OCTaTOK MEPEMENINBAIOT B HArPETOM 3TaHOJIE, OXJIAXK-
JIaf0T JI0 TEMIIEpaTypbl OKpY)Kalolieil cpesibl, 3aTeM (QUIBTPYIOT M CyIIaT, MOJIy4asi yKa3aHHOE B 3arojOBKE CO-
€IMHEHUE B BHJE TEMHO-kenToro mnopomka: T.aur. 241°C. MC (ACPI): m/e 261,1 (M+]). Anammz pns
C3H,N,04: Berancieno: C 60,00; H 4,65; N 10,76; naitneno: C 59,99; H 4,63; N 10,59.

Ipumep 35. 3-(2-Hutpoatun)-6-3Toxcukapdormi- 1 H-uamo.

B 100 mi cmecu TT' ®@/metanon (9:1) cmemmuBaroT 3-(2-Hutposunmin)-6-3Tokcukapoormn- 1 H-uanon (4,0 r,
15,37 mmone) u NaBHy (726,7 mr, 19,21 MMOITB) T cCMeCh TIEPEMENITHBAIOT IIPH TEMIIEpAType OKPYKaIoIIen cpe-
nbl. Uepes 1,5 u cMech KOHIGHTPUPYIOT A0 0Opa3oBaHusi ocTatka. OCTaTOK pachpesieNssioT MEX/y HACBIIEeH-
HBIM PaCTBOPOM COJIM W 3THJIAIIETATOM, POMBIBAIOT HACBIIIEHHBIM PACTBOPOM COJIH, OPraHMYECKUE CIIOU 00be-
muasioT, cymat (NaySO,), 3areM ymapuBaroT, MMoirydasl yKa3aHHOE B 3aTOJIOBKE COCTUHEHHE B BHUJIE JKEJITOTO
nopoiika: 1.t 124-127°C. MC (ACPI): m/e 263,0 (M+1). Ananu3z mis Ci3H4N,Oy4: Beruucneno: C 59,54; H
5,38; N 10,68; naiineno: C 59,40; H 5,36; N 10,53.

ITo criocoOy mpumMepa 35 MONyYaroT CIEAYIONINE COSTUHCHHUS

a) 3-(2-autpoatmin)-6-tmano- 1 H-uanon: m/e 214,1 (M-1). Anamus s C;HoN;O,: Beraucneno: C 61,39;
H 4,22; N 19,52; naiineno: C 61,06; H 4,09; N 19,19;

b) 3-(2-auTpOosTHN)-6-0poM- 1 H-nHmo;

¢) 3-(2-auTpoaTin)-6-mMetancynsponmi- | H-uamor; T.1m1. 162-164°C. MC (ACPI): m/e 269,1 (M+1);

d) 3-(2-auTpoaTHN)-6-0eH30mCcy B oHMI- | H-uHm0M (MCKITI0oUeHne B crioco0e: ucmonb3oBanu 75 mi TTO).

ITpumep 36. 6-OTOKCUKApOOHUITPUTITAMHH.

CwmemmBaotr Pt,O (440 mr) m pactBop 3-(2-HUTpOdTHI)-6-3TOKCHKapOoHmi- 1 H-unmona (3,55 r, 13,54
mmoib) B atrnanerare (100 mun). ['mapupoBanue nposonst npu 60 GyHT/KB. Aroiim (410 klla) npu Temneparype
okpyxatoniei cpeabl. Uepes 4 4 cMech QUIBTPYIOT Yepe3 LEIUT U QUIBTPAT KOHIIEHTPUPYIOT A0 00pa3oBaHUs
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ocraTka. XpoMaTtorpadus ocTaTka Ha CHIIMKArelie Ipu JIIIOUPOBaHNH cMechio auxiopmeran/2N NH; (Meranor)
(85/15), maer, mocne ymapuBaHWsS, YKa3aHHOE B 3arojOBKE COSIMHEHHE B BHIEC HE COBCEM OEI0TO IMOpOIIKA:
Tt 127-131°C. MC (ACPI): m/e 233,0 (M+]). Anamu3 mnst C3H¢N,O,: Berumciieno: C 67,22; H 6,94; N
12,06; naiineno: C 66,87; H 6,86; N 11,86.

ITo criocoOy npumMepa 36 MONy4YaOT CIASAYIOIINE COSTUHCHHUS

a) 6-imanotpuntamus: T.11. 144-147°C. MC (ACPI): m/e 186,0 (M+1). Ananu3 mist Ci1H;1N;: Beruunce-
no: C 71,33; H 5,99; N 22,69; natineno: C 71,10; H 5,89; N 22,38;

b) 6-merancynsponuntpunramus: T.wi 149-153°C. MC (ACPI): m/e 239,1 (M+1). Anamuz namus
C1H4N,O,S: Berancieno: C 55,44; H 5,92; N 11,76; naiineno: C 55,12; H 5,82; N 11,97,

¢) 6-6en3oncynsponmnTprnTamMut: T.I1. 169-172°C. MC (ACPI): m/e 301,0 (M+1).

[pumep 38. 6-Tpudropmerokcu-1H-urm071.

CwmemmBarot |-metun-4-tpudropmerokcudenson (5,44 r, 30,87 mmons) u HySOy4 (96%, 30,9 mi). Cmech
oxnaxpaaroT npubmmsutensHo 1o 0°C. Jlobamsror mo kammsiM aemvsmyio HNO; (2,06 r, 32,72 mMons), moa-
nepxwuBas Temrieparypy Hiwke 10°C. Korga mobaBnenne 3aBepIieHo, CMECh HarpeBaroT J0 TeMIepaTypsl OKpy-
JKaromei cpenpsl. Uepes 2,5 4 cMech BBUIMBAIOT Ha CMECH JIeN/BO/IA, IKCTPArupyoT AuxiiopmeranoM. Opranmye-
CKHE IKCTPAKThl 00BEANHSIIOT, IPOMBIBAIOT HACBIIIEHHBIM pacTBOpoM cou, cymar (N,SOy), 3aTeM KOHIEHTpH-
PYIOT 10 oOpa3oBaHusi ocTaTka. Xpomarorpadus OCTaTKa Ha CHIIMKArelie MpH 3JIIOMPOBAHUU CMECHIO I'eKca-
Hel/sTranerar (75/25) nmaer, mocie ynapuBaHus, 1-meTui-2-HUTPO-4-TpudTopmerokcudenzon: MC (ACPI):
m/e 220,1 (M-1).

CwmemmBaT 1-MeTwin-2-HuTpo-4-Tpudropmerokcuoenson (3,73 r, 16,86 mmons), muppommaus (1,32 T,
18,55 mmons), mumermnanetans N,N-nmumermwipopmamuna (6,03 r, 50,58 mmoins) u 6e3sognbiit MO (35 mo).
Cwmecsk HarpeBaroT npubmusutensHo 10 105°C. Uepes 19 1 ypansator IM® npu MOHIWKEHHOM JaBICHHUH, MTOITY-
Yasi MACISTHACTBIN O0cTaToK. OCTaTOK CMEIINBAIOT C STHIIAIICTATOM, IIPOMBIBAIOT HACBHIIIIEHHBIM PacTBOPOM COJIH,
cymar (Na,SOy), 3aTeM KOHICHTPUPYIOT, Hoxydas N,N-mumetwi-2-(2-HuTpo-4-TpudTopMeTOKCH()EHIIT)BUHH-
JIAMHUH.

CwmenmBaot N,N-nmumerni-2-(2-aurpo-4-tpudropmerokcudenun)suamiamus (4,64 r, 16,8 MMoJIb) 1 HU-
kenb Penest (900 mr) B aTanose (100 mun). I'uapuposanue npoBoast, npu 60 ¢yuT/kB. aroiim (410 klla) u reme-
parype okpyxkaroreit cpeapl. Crycts 18 4 cMech QHIBTPYIOT Yepe3 IeTuT, GUiIbTpaT KOHIICHTPUPYIOT 10 00pa-
30BaHMSl OCTaTKa M XpoMmarorpaupyloT Ha CHIIMKarejle HpPU DIIIOUPOBAHMHM CMECHIO T'€KCaHbI/ITHJIALETaT
(30/70), monyyas, mocie yrnapuBaHus, YKa3aHHOE B 3ar0JIOBKE COCJMHEHHE B BHJIC HE COBCEM 0EJIOro MOpOIIKa:
T.101. 59°C. MC (ACPI): m/e 200,0 (M-]).

[Mpumep 39. 2-OennndpeneTnaaMuH.

CwmemmBarot 2-¢penmnpennnaneronntpun (4,69 r, 24,26 MMois) 1 AUATHIOBEIH 3¢up (10 M) u mo karm-
nsM 00aBInTIoT K oxnaxkaerHomy (-10°C) pactBopy LiAlHy (2,76 T, 72,81 mMoibp) B muatrioBoM sdupe (100
). CMech HarpeBaroT 10 TEMIIEPaTyPHl OKpyskatomiei cpenbl. CIycTst 2 94 cMeCh TacsT HACHIIIEHHBIM CYJb(a-
toMm Hatpus (100 mu/mosb). PUIbTPYIOT AJist yaaneHus ocanka, Gpuibrpar cymar (Na,SOy), punbtpyor u KoH-
LHEHTPUPYIOT 10 00pa3zoBanust octarka. OcTaTok XpoMarorpadupyoT Ha CUIIMKArelie Py dIIFOMPOBAHUN CMECHIO
nuxsiopmeran/2N NH; (metanoun) (95/5), monydast yka3aHHOE B 3aroJjIOBKE COCAMHEHHE B BHJIE JKEJITOrO Macia.
Conp HCI nonyuatror B austuinoBoM sdupe: 1.1t 197-199°C. MC (ACPI): m/e 198,1 (M+1). Ananu3 ais
C4H¢CIN: Beruncieno: C 71,94; H 6,90; N 5,99; naiigeno: C 72,15; H 6,84; N 6,09.

[Ipumep 40. 7-Xnop-1H-unmgon.

ITo crocody J. Med. Chem. 1990, 33, 2777, 2-xnopanwmuH (5,8 T, 45,45 Mmoub) B 6e3BogHOM Toiryoute (80
MJI) ZOOABIISIIOT N0 KarusiM K xosoaHoMy 1M pacteopy BCl; (50 min) B nuxiopmerane. [locie nobasienus pe-
akIMoHHyI0 cMech nepemermBarot pu 0°C B reuenue 10 mun. Yepes 10 mun npu 0°C nobaBnsioT xjiopaneTo-
autpui (13,72 1, 11,53 v, 181,8 mmons, 4 3kB.) u Tpuxiopun amoMuaus (6,67 T, 50 mmodns, 1,1 3kB.) B Bue 5
PaBHBIX MOPIIHIA HAa IPOTSHKEHUHU 45 MUH U 3aT€M CMECh KUIIATAT ¢ 00paTHBIM XomoqmibHUKOM (~65°C). Cycts
6 4 cMech OXJIaXKIAIOT 10 KOMHATHOW TeMriepaTypsl. Uepes 16 4 peakIMOHHYIO CMeCh OXJIXKIAIOT Ha JEeITHON
6ane n no6asmstor 2N HCI (61,4 mir) 1 3aTeM peaKIIMOHHYIO CMECh KHIIATAT C OOpaTHBIM XOJIOAWIBHUKOM. Ye-
pe3 45 MUH cMech OXJIaXIAIOT Ha JIeASHOH OaHe, HelTpanmu3yroT kucinotry 2N NaOH, monnepxnBas Temmepary-
py peakumoHHoU cmecn Hike 15°C, mo Tex mop, nmoka pH He ycTaHOBHTCS mpHOIM3UTENBHO 5. PeakimonHyo
CMECh MEPEHOCAT B JACJIUTEIbHYIO BOPOHKY U yAAJIAIOT OpraHUYeCKUil ciiod. BOOHBIN ClION AKCTparupyrooT aAu-
xyiopmeranoM (2 x 200 mur). Opranudeckue cion 00beqUHAIOT, cymaT Hag MgSOy, puibTpyroT 1 pacTBOpPUTENH
YIQIAIOT B BakyyMme, rnoiy4ast 1-(2-aMuHO-3-XJ10pQeHu)-2-XJI0pITaHOH, KOTOPBIH MOKHO HCIOJIB30BaTh 0e3
JIOTIOJTHUTEIBHON OYHCTKH.

1-(2-Amuno-3-xnopdennin)-2-xnoparanon (7,0 r, 34,30 mmouns) pactBopsitor B 10% BogHOM 1,4-n1okcaHe
(75 mm). Octoposxuo mobasisitor NaBHy (2,6 T, 68,6 MMoTb, 2 9KB.) B BUE TBEpAOTO BemecTBa. CMeCh KUMATAT
¢ 0OpaTHBIM XONMOAMIEHUKOM. CITycTs 4 9 CMECh OXJIXIAIOT IO KOMHATHOW TeMIIEpaTyphl, pa30aBisIOT BOJON
(300 M) u skeTparupyroT auxiopMeTaHoM (2 x 200 mir). OpraHmdeckue ClI0ou 00bEANHAIOT, cymaT Hag MgSOy,
(UIBTPYIOT ¥ PaCTBOPHUTENH YAAISIIOT B BaKyyMe, ITOJTydasi B KOJIOe CBETIIO-KOpHIHEBOe Macio. OuncTka Macia
BOXX (cummkarens, moasmxkHas (aza: ot 100% rexcana mo 50% EtOAc B rexcanax B TedeHue 50 MuH), 1aet
yKa3aHHOE B 3arojIOBKE COEIMHEHHE B BHIE KOPHYHEBOTO Macia: '"H-IMP (300MTI'ni, dg-ZIMCO-dy): 5,16 (m,
1H), 5,39 (1, 1H), 5,70 (mmp.c, 1H), 6,59 (1, 1H), 7,09 (m, 2H); MC (ES+): m/z 154, 152 (M+H)".
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o crocoGy mpumepa 40 MONydaroT Cieayioulee COeauHeHne: a) 5-6pom-7->tui-1H-unmon: 'H-SMP
(300MTI', d6-AMCO-dy) : 1,25 (T, 3H), 2,85 (M, 2H), 6,41 (M, 1H), 7,02 (m, 1H), 7,36 (M, 1H), 7,55 (m, 1H),
11,28 (mmp.c, 1H); MC(ES+): m/z 224, 226 (M+H)" Aramu3s mms C;oH,oBrN: Beraucieno: C 53,60; H 4,50; N
6,25; natizeno: C 53,50; H 4,34; N 6,22.

[Tpumep 42. 6-Tpudropmerun-1H-unnomn.

CwmenmBarot 2-6pom-5-tpudropmermwidenmnamud (27,06 T, 112,74 mmonp) u 200 v nupuauaa. Cmech
OXJIAXKIAIOT Ha JIeAsHON OaHe u 1o0asisiroT stwixiopdopmuar (18,35 r, 169,11 mu, 1,5 aks.). [Tocne 3aepiiie-
HUS J0OaBJIeHHsI PEaKMOHHOM CMECH JIal0T BO3MOXKHOCTH ITOCTETIEHHO HATPETHCS JO KOMHATHOW TeMIepaTyphl.
Yepes 18 4 cMech ymapuBaroT B BakyyMe, Hoiydasi ocraTrok. OcTaTok pacTBopsitoT B cmecu Et,O/Bona n nepeHo-
CAT B JICNUTEIbHYI0 BOpOHKY. Cllon pa3fessioT ¥ BOJIHBIHN citoil skcrparupyior Et,O (2 x 300 mi), opranuye-
CKHe CIION 00BeANHSAIOT, cymaT Hax MgSO,, GuiIpTpyIoT U yapuBaloT B BaKyyMe, IOIy9ast STHIOBEIH 3¢up N-
(2-6pom-5-TpudTopmeTriheHIT)KapOaMIUHOBOH KUCIIOTHI, KOTOPBI MOXKHO HCIIONB30BaTh Oe3 JaipHeHmIeH
OYHCTKH.

ITo meronuke, onucannoi B J. Org. Chem. 1997, 62, 6507, cMmemmnBaroT 3THI0BbIH ddup N-(2-6pom-5-
tpudropmeTradenmn)kapoamuHoBoit  kuciotel (34,33 r, 110 mmons), TpudTHaamuu (300 wmu1), muxIOp-
ouc(rpudenmidocdun)nammaauii(Il) (5,4 r, 7,7 mmons) u nomun meau(l) (1,47 r, 7,7 mmons). 13 xonbsl ¢ Tem-
HBIM pacTBOPOM OTKAaYMBAlOT BO3AYX M J(Ba pa3a 3amojHsOT ee N, ¥ ObICTpo 100aBIisIOT (TPUMETHIICH-
mun)anermied (16,21 r, 165 mmons, 23,32 mi) npu sHepruyHOM nepeMemnnBanuu. Cmech HarpesaroT 10 80°C.
Korma TCX moka3pIBacT OTCYTCTBHE MCXOMHOTO BEIIECTBA, H00aBIsIOT Boay u Et,O, cMech QUIBTPYIOT Yepes
HEeNUT ¥ (QUWIBTpAT yNapuBalOT B BaKyyMe, Mojydasi ocTaToK. OcTaTok pa30aBisiOT BOJOW M AKCTPArHPYIOT
Et,0, opranndeckue ciion 0OBEIUHSIOT U YIIapHUBAIOT, MOy4as TEMHO-KOpPHYHEBOE Macio. Maciio abcopoupy-
10T Ha CHJIMKArese M 3arpyaroT Ha KOPOTKYIO KOJIOHKY CHIMKarens, ypaBHosemieHHoro 100% rexcanamu. Ko-
noHKyY npombiBatoT 100% rexcanamu (2 mMi) n npoaykT moupyioT 1% EtOAc B rekcanax. O0benuHsIOT (pak-
IIUH, COJEpXKallue IPOAYKT, M YJAISIOT PacTBOPUTENb, IONydas S-TPU(PTOPMETHI-2-TPUMETHICHIAHUII-
STHHUIGEHNIAMIH B BHIE KpacHO-KopudHeBoro Macia. MC (IS): m/z 330 (M+H)".

Octopoxuo xk EtOH (200 mi) mo6asnsror NaH (10,83 1, 60% B macne, 270,8 mmons, 4 3kB.). [locne ox-
JaKIeHus1 T0OaBISIOT PacTBOP S-TpUPTOPMETHI-2-TpUMETHICHIaHWTHHWIPeHmTamuHa (22,3 T, 67,7 MMOJIb)
B EtOH (400 mu1) mpu sHepriuuHoM nepeMeriuBanuu. CIycTst 2 94 CMECh KHUIITAT ¢ OOPaTHBIM XOJIOIMIEHHKOM.
Crnycrs 4 94 cMech ynapuBaroT B BakyyMme s ynaneHus EtOH u mosydeHHBIH ocTaTOK pa30aBisioT BOJIOU U
akctparupytot Et,O. Opranudeckue ciion 0ObeIMHSIOT U NMPOMBIBAIOT HACBHILIEHHBIM PacTBOPOM COJIH, CYIIaT
Hax MgSOy, QUIBTPYIOT M yrapuBaroT, NoIydas TEeMHOE Macio. Maciio abcopOupyroT Ha CHIMKarenie u 3arpy-
JKAIOT Ha KOPOTKYIO KOJOHKY cunukarens. OmoupyoT 20% EtOAc B rexcanax. ®@pakiuu, coaepikaiue mpo-
IYKT, OOBEIMHSIOT W PACTBOPUTENH YAAISAIOT, IOMydas TEMHO-KOPHMYHEBOE Maciio. Macio jpanee OYMIIAIOT
B3XX (komoHKa ¢ CHIIMKareieM) ¢ UCIoib3oBaHueM rpaguenta ot 1% Et,O B rekcanax go 15% Et,O B rekca-
Hax. @paknuu, coxepkamue NpoayKT, OObEANHSIIOT U PACTBOPHUTEIb YAAISIOT, MOMydast yKa3aHHOE B 3ar0JIOBKE
COeIMHEHUE B BUJIE OPaH)KEBOT'O TBEPJIOTO BEIIECTBA: "H-amP (300MTI'1, dg-IMCO-dy): 6,58 (m, 1H), 7,28 (M,
1H), 7,61 (1, 1H), 7,74 (M, 2H), 11,51 (wmp.c, 1H); MC(EI+): m/z 185 (M+).

ITo cnocoby npumepa 42 moay4aroT cieyoliee coequnenue: a) S-uzonponui-1H-nunon: MC (ES+): m/z
160 (M+H)'; (ES-): m/z 158 (M-H)".

IIpumep 44. 6-Drop-5-meroxcu- 1 H-unno.

JbpIMsIIyIo a30THYI0 KUCIOTY (24 M) pacTBOpSIOT B KOHIEHTpupoBaHHoi H,SO, B KpyIiI0J0HHO# Kouoe.
[Ipu SHEPrUYHOM NEepEeMEIINBAHUH C TOMOIIBIO MMUIETKU MO KamisiM ao0asistiioT 3,4-mudgropopombenson (20 T,
104 mmouns). [Tocne nobaBneHus peakMOHHYIO CMECh ITEPEMELINBAIOT IPH KOMHATHOW TEeMITEpaType B TCUCHHUE
2 4, BBIJIMBAIOT PEAKIIMOHHYIO CMECH B JINISTHYIO BOy M dKcTparupytoT Et,O (2 x 250 mi1), opranndeckue ciou
o0BpenuHAIOT, cymaTr Hax MgSO4, GUIBTPYIOT B pAaCTBOPHUTENb YHAJSIOT, moirydas |-Opom-4,5-mudrop-2-
HUTPOOEH30II B BHJIE CBETIIO-KENTOTO MacIa.

1-bpom-4,5-mudrop-2-aurpodenson (24 v, 100 MMons) H0OaBISAIOT K pacTBOpPY MeTokcunma Hatpus (1,2
9kB.) B MeOH. Ilocne moGaBneHus peaknOHHYIO CMECh IIEPEMENINBAIOT P KOMHATHON TeMIlepaType B Teue-
HUe 2,5 4. PacTBOpUTENh yIAISAIOT B BAKyyMe B OCTaTOK Pa30aBIsIOT BOAOH u skcTparupyioT Et,O (2 x 250 mu).
Opraanyeckue ciaon 00beauHSIOT, cymaT Hax MgSO,, QUIBTPYIOT U paCTBOPUTENH yAAIAIOT B BAKyyMe, MOITy-
qas 1-6poM-4-(Top-5-MeTOKCH-2-HUTPOOEH30I B BHIE KeaToro Tteepaoro BemecrBa: 'H-SIMP (300MI'w,
CDCl): 3,99 (¢, 3H), 7,26 (M, 1H), 7,83 (a, 1H); MC(FD+): m/z 249,251 (M+); Ananu3 mis C;HsBrENOj;: BbI-
yuciero: C 33,63; H 2,02; N 5,60; naiineno: C 33,79; H 1,98; N 5,62.

CwmemmuBarot 1-6pom-4-¢Top-5-meTokcu-2-aurpodenson (20,5 r, 82 mmons) ¢ Pt Ha yrue (cynsduampo-
BanHas) B TI'® (600 mu) u ruapupytot npu 60 ¢ynr/kB. mroiim (414 kIla) Ha nporspkennn 4 4. PeakimoHHyO
cMech (pUIBTPYIOT Yepe3 LEIHT Ul YAAJICHUs KaTalu3aropa W PacTBOPHUTENb YAANISIOT, Moiydas 2-Opom-5-
(TOp-4-METOKCHAHWINH B BHJE KOPHYHEBOTO TBEPIOTO BELIECTBA, KOTOPOE MOXKHO HCIIONb30BaTh 0€3 Halib-
HEHNIel O4nCTKY.

C wucrons3oBanneM 2-0poM-5-(hTop-4-MEeTOKCHAaHIINHA TI0 croco0y mpumepa 42 MOIydaroT STHIIOBBIHA
a¢up N-(2-6pom-5-prop-4-meTokcudennn)kapOaMHHOBOW KHUCIOTH B BUIE KOPUYHEBOTO TBEPAOTO BEIICCTBA:
'"H-SIMP (300MI'n, CDCls): 1,33 (t, 3H), 3,85 (c, 3H), 4,23 (x8, 2H), 7,09 (1, 1H), 7,97 (mmp.a, 1H); MC(FD+):
m/z 291, 293 (M+); stunoBslii 3¢up N-(5-prop-4-MeTOKCH-2-TpUMETHIICHIIAaHWIITHHIII(EHNIT)KapOaMHHOBOI
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KHCIIOTBI B BHJIE 5KeaTOro TBepaoro Bemecta: MC(ES+) m/z 310 (M+H)"; (ES-): m/z 308 (M-H)’; u yxa3anHoe
B 3aroJIOBKE COCJMHEHHE B BHJE TBEPAOTO BEIIECTBA: '"H-aMP (300MTI';, CDCl;) : 3,93 (¢, 3H), 6,48 (M, 1H),
7,15 (M, 3H), 8,11 (mmp.c, 1H); MC(ES+): m/z 166 (M+H)"; (ES-): m/z 164 (M-H); Aramu3 s CoHgFNO:
Beruncieno: C, 65,45; H, 4,88; N, 8,48; naiineno: C, 65,17; H, 4,97; N, &,70.

Ipumep 45. 5,6-IudTop-1H-unmon.

C ucnonp3oBaHueM crocoba 42 nosy4varot 2-0pom-4,5-mudpTopaHUINH, KOTOPBIA JaeT STHIOBBIN 3¢up N-
(2-6pom-4,5-nudrophennin)kapOaMUHOBOI KUCIOTHI; KOTOPBIH JaeT 3THIIOBBIN 3hup (4,5-mudrop-2-TpumerHi-
CHJIAaHWITHHWI(QESHWIT)KapOaMUHOBOM KHCIIOTBI; KOTOPHI JaeT yKa3aHHOE B 3aroJIOBKE COEAMHEHHE B BHJC
OpaHXEBOr0 TBEPAOIrO BELIECTBA: 'H-SIMP (300MTI'n, d¢-AMCO-d¢): 6,43 (M, 1H), 7,38 (M, 2H), 7,50 (M, 1H),
11,25 (mmp.c, 1H); MC(ES-): m/z 152 (M-H); Anamu3 mis CgHsFoN: Beramcneno: C 62,75; H 3,29; N 9,15;
Haiigeno: C 62,41; H 3,12; N 8,98.

[pumep 46. 5-Tpudropmerokcu- 1 H-urmom.

HUcnone3ys crocob npumepa 42 u 2-6pom-4-(TprudTopMeTOKCH )aHUIIMH, TTOJy4YaroT dTHIOBBIN A¢up N-(2-
6pom-4-tpudropmerorcndenmn)kapdamuHoBoii kuciaors: 'H-SIMP (300MI', CDCly): 1,34 (1, 3H), 4,25 (m,
2H), 7,19 (m, 1H), 7,41 (M, 1H), 8,20 (1, 1H); MC(ES-): m/z 326, 328 (M-H)"; Ananu3 qis CioHgBrF;NOj3: BbI-
gucieno: C 36,6096; H 2,7650; N 4,2692; naiineno: C 36,50; H 2,67; N 3,97; koTopslii gaeT 3THIOBBIH 3¢pup N-
(4-TpudTOpMETOKCH-2-TPUMETHICHIAHWIITHHWII(DEHNIT)KapOaMUHOBON KHUCIIOTHI; KOTOPBIA JaeT yKa3aHHOE B
3arojioBke coequHenue B Bue xentoro mMaciaa: MC (ES-): m/z (M-H)'.

Ipumep 47. 4-Oenunn-1H-unnon

C ucnionb3oBanueM criocoba Carrera and Sheppard, Synlett. 1994, 93-94 u3 4-6poMuH/I0Na TOJTyYarOT yKa-
3aHHOE B 3arojioBke coexuuenue: 'H-SIMP (300MTI'n, ds-AMCO-d¢): 6,56 (M, 1H), 7,08 (M, 1H), 7,17 (M, 1H),
7,43 (m, SH), 7,67 (m, 2H), 11,27 (mmp.c, 1H); MC(ES+): m/z 194 (M+H)" (ES-): m/z 192 (M-H).

[pumep 48. (2-Hutpo-5-TpudTropmeTrindeHm)alieTOHUTPHIL.

ITo cmocoby Liebigs Ann. Chem. 1988, 203-208 ¢ ucnoms3oBanunem 4-HuTpoOeH30TpUdTOpHIa (15 T,
78,49 MMoITb) TIONTy4arOT YKa3aHHOe B 3arojioBke coequnenne: MC(ES-): m/z 229 (M-H)'.

Ipumep 49. 5-Tpudropmerwn- 1 H-unmom.

ITo crocoOy Liebigs Ann. Chem. 1988, 203-208 ¢ ucnonb3oBaHueM (2-HUTPO-S-TpUPTOPMETHIPESHNUIT)
al[CTOHUTPHJIA TOJIyYaroT YKa3aHHOE B 3arojIOBKE COCTUHECHHE B BHJC OCIIOr0 TBEPIOrO Bemectpa: 'H-SIMP
(300MTI', d¢-AMCO-d¢): 6,60 (M, 1H), 7,36 (m, 1H), 7,53 (m, 1H), 7,57 (m, 1H), 7,94 (m, 1H), 11,51 (mwp.c,
1H); MC(ES-):m/z 184 (M-H)".

Ipumep 50. 3-dopmuin-4-merokcu-1H-unnon.

Oxcuxnopun doctopa (1,1 3kB.) 706aBIAIOT IPU SHEPTUYHOM nepeMermnBanui K M@ (oxnaxaeHHOMY
Ha nensHoi Oane). [locme 3aBepmieHWs M0OaBIEHMS CMeCh IMEPEMEIIMBAIOT Ha JICNSHOW OaHe B TEUCHHE
~10 muH, 3aTeM H00aBISAIOT pacTBOp 4-mMetokcn-1H-uamon (5 r) B 6e3Bomnom JJM® mpu SHEPTHIHOM TepeMe-
mmBaHuU. CMech ocTaBILIIOT i repeMernmuBanus pu 0°C. Uepes | 4 cmech HarpeBarT 10 KOMHATHOW TeMIIe-
parypsl. Ciycerst 16 9 octopokHo n06aBisioT 4 3kB. 2N NaOH mnpu sneprudnom nepememuBannyd. Cmech Ha-
rpeBatoT mpudnm3utensHo 10 80°C U 3aTeM OXJIaXJAroT. PeaknnoHHYI0 CMeCh BBUIMBAIOT B XOJIOAHYIO BOIY
NPU SHEPrHYHOM NEepEeMEIINBAHUH, MOJTydasi TBEpJoe BeuecTBO. TBepJoe BEeUIeCTBO OT(HHUILTPOBBIBAIOT U CY-
1I1aT B BAKYYMHOM IIKady Npy KOMHATHOH TeMIiepaTtype, Iojly4yas yKa3aHHOE B 3arojioBke coeimHenue. Ouibt-
pat MOAKHCISIOT U 3KcTparupyoT EtOAc. OpraHnndeckue Ciiou 00beIUHSIOT U MPOMBIBAIOT 50% HACBIIICHHBIM
pactBopoM coii. OTHeNnsoT opranuueckuii cioi, cymar (MgSQO,), GUIBTPYIOT U YIANSIOT PACTBOPUTEIb, MO-
Jydasi yKa3aHHOE B 3aroJIOBKE COEIMHEHNE B BHUJIE CBETJIO-KPACHOTO TBEpAOTro BemiecTBa. OOMIMA BBIXOX yKa-
3aHHOTO B 3arOJIOBKE COeIMHEHHs cocrapiseT 5,44 r: MC (ES+): m/z 175 (M+H)', 160 (M-CHs)"; (ES-): m/z
174 (M-H).

ITo criocoby mpumepa 50 MOMyJaroT CIEAYIONMINE COSTNHEHHUS

a) 3-dopmun-6-meroken-1H-unon, 'H-SIMP (300MTI'n, dg-ZIMCO): 3,79 (c, 3H); 6,85 (i, 1H); 6,98 (M,
1H); 7,92 (1, 1H); 8,15 (c, 1H); 9,86 (c, 1H); 11,92 (mmp.c, 1H); MC (ES+): m/z 176 (M+H)"; (ES-): m/z 174
(M-H);

b) 3-popmui-7-meToxcu- 1 H-unmoor;

¢) 3-dbopmun-4-xnop-1H-unmom;

d) 3-dbopmun-6-xs0p-1H-unmnou, 'H-sIMP (300MTI'n, dg-AMCO-d¢): 7,24 (na, 1H), 7,56 (un, 1H), 8,06 (x,
1H), 8,33 (c, 1H), 9,93 (c, 1H), 12,21 (mup.c, 1H); MC (ES+): m/z 182, 180 (M+H); (ES-):

m/z 180, 178 (M-H);

e) 3-popmun-7-xiop-1H-uumon, 'H-IMP (300MT'w, dg-IMCO): 7,23 (1, 1H), 7,35 (x, 1H), 8,05 (n, 1H),
8,38 (mmp.c, 1H), 9,95 (c, 1H), 12,54 (mmp.c, 1H); MC (ES+): m/z 182, 180 (M+H)"; (ES-): m/z 180, 178 (M-
H);

f) 3-bopmui-4-drop-1H-ungon, "H-SIMP (300MI'w, de-IMCO): 7,01 (m, 1H), 7,24 (m, 1H), 7,36 (n, 1H),
8,30 (c, 1H), 10,03 (1, 1H), 12,48 (mp.c, 1H); MC (ES+): m/z 164 (M+H)"; (ES-) : m/z 162 (M-H)’;

) 3-bopmun-5-merokcu-6-rpudropmerin-1H-uumon, 'H-SIMP (300MI'n, dg-JIMCO): 3,91 (c, 3H), 7,77
(am, 1H), 7,95 (mup.c, 1H), 8,42 (c, 1H), 9,96 (c, 1H), 12,29 (mmp.c, 1H); MC (ES+): m/z 244 (M+H)"; (ES-):
m/z 242 (M-H);
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h) 3-popmui-6-x10p-5-merokcu-1H-ungon, "H-SIMP (300MI1, de-IMCO): 3,88 (c, 3H), 7,58 (c, 1H),
7,71 (c, 1H), 8,26 (c, 1H), 9,91 (c, 1H), 12,08 (mmp.c, 1H); MC (ES+): m/z 210, 212 (M+H)"; (ES-): m/z 208,
210 (M-H);

i) 3-hopmun-4-x10p-5-meroxcu- 1 H-urmon, 'H-SIMP (300MI'w, dg-ZIMCO): 3,89 (c, 3H), 7,13m (az, 1H),
7,47 (an, 1H), 8,23 (c, 1H), 10,5 (c, 1H), 12,39 (mmp.c, 1H); MC (ES + ): m/z 210, 212 (M+H)"; (ES-): m/z 208,
210 (M-H);

j) 3-bopmun-6-rpudropmeri-1 H-uugon, 'H-SIMP (300MI 11, dg-AMCO): 7,52 (1, 1H), 8,27 (1, 1H), 8,51
(v, 1H), 9,99 (c, 1H), 12,47 (mmp.c, 1H), MC(ES+): m/z 214 (M+H)"; (ES-) :m/z 212 (M-H);

k) 3-popmun-5-merokcu-2-merui- 1 H-unnon, 'H-SIMP (300MI 1, de-IAMCO): 2,65 (c, 3H), 3,76 (c, 3H),
6,78 (nn, 1H), 7,27 (1, 1H), 7,56 (M, 1H), 10,00 (c, 1H), 11,85 (mmp.c, 1H); MC(ES+): m/z 190 (M+H)"; (ES-):
m/z 188 (M-H)’;

1) 3-popmun-6-prop-5-merokcu-1H-unnon, 'H-IMP (300MI'n, de-IMCO): 3,87 (¢, 3H), 7,35 (1, 1H),
7,71 (n, 1H), 8,21 (c, 1H), 9,89 (c, 1H), 12,03 (mwup.c, 1H); MC(ES+): m/z 194 (M+H)"; (ES-): m/z 192 (M-H);

m) 3-popmui-5,6-muxiaop-1H-uumor, '"H-amP (300MTI'1, dg-AMCO): 7,56 (m, 1H), 7,92 (M, 1H), 8,36 (c,
1H), 9,92 (c, 1H), 12,25 (mp.c, 1H); MC(ES+): m/z 182 (M+H)" (ES-): m/z 180 (M-H);

n) 3-popmun-6-xiop-5-dprop-1H-ummon, 'H-SIMP (300MI', de-IMCO): 7,72 (n, 1H), 7,91 (z, 1H), 8,40
(c, 1H), 9,93 (c, 1H), 12,29 (mup.c, 1H); MC(ES+): m/z 198 (M+H)"; (ES-):m/z 196 (M-H);

0) 3-dhopmui-5-tpudropmeroxcu- 1 H-urgon, 'H-SIMP (300MI'w, dg-JIMCO): 7,24 (m, 1H), 7,61 (M, 1H),
7,97 (mmp.c, 1H), 8,42 (1, 1H), 9,95 (c, 1H), 12,35 (mmp.c, 1H); MC(ES+): m/z 230 (M+H)"; (ES-): m/z 228
(M-H)"; Anamu3z ansa C,oHgF3NO,: Berancneno: C 52,4138; H 2,6391; N 6,1122; naiineno: C 52,70; H 2,73; N
6,13;

p) 3-popmun-4,6-mudrop-5-meroxcu-1H-umon, MC(ES+): 212 (M+H)"; (ES-): 210 (M-H)".

q) 3-popmun-4-dpennn-1H-ungon, "H-IMP (300MI', de-IMCO): 7,07 (v, 1H), 7,30 (M, 1H), 7,46 (M,
6H), 7,53 (m, 1H), 8,20 (mmup.c, 1H), 9,37 (c, 1H), 12,40 (mmup.c, 1H), MC(ES+): m/z 222 (M+H)"; (ES-): m/z
220 (M-H)};

1) 3-popmui-6-bennn-1H-unmon, 'H-SIMP (300MI'w, dg-JIMCO): 7,35 (M, 1H), 7,49 (M, 3H), 7,71 (m,
3H), 8,15 (m, 1H), 8,33 (1, 1H), 9,96 (c, 1H), 12,20 (mmp.c, 1H), MC(EI+):m/z 221 (M)";

s) 3-popmun-5-usonponun- 1 H-uunon, 'H-SIMP (300MI'w, dg-ZIMCO): 1,24 (1, 6H), 2,99 (M, 1H), 7,15 (m,
1H), 7,41 (m, 1H), 7,94 (v, 1H), 8,22 (M, 1H), 9,90 (c, 1H), 12,02 (mup.c, 1H); MC(ES+): 188 (M+H)"; (ES-):
m/z 186 (M-H)’;

t) 3-bopmu-4,6-mudrop-5-merTokcu-1-merun-1H-unnon, 'H-SIMP (300MI'u, CDCls): 3,81 (c, 3H), 4,02
(c, 3H), 6,92 (m, 1H), 7,77 (c, 1H), 10,14 (n, 1H); MC(ES+): m/z 226 (M+H)"; u

u) 3-popmui-4,6-mudrop-1-mernn-1H-ungon, 'H-IMP (300MI'w, dg-JIMCO) : 3,87 (c, 3H), 7,10 (m, 1H),
7,41 (M, 1H), 8,32 (c, 1H), 9,93 (1, 1H); MC(ES+): 196 (M+H)".

Ipumep 51. 3-(2-Hutposunni)-4-metokcu-1 H-uamon.

CMeIBaroT aneraT aMMOHUs (BBICYILIEH IOcie 00pabOTKU TOIYOJIOM M YAaJCeHHs TOJIyoJia B BAKyyMe) B
Buze TBepaoro BemecTBa (0,75 skB.), HUTpOoMeTaH (20 5kB.) U 4-metokcu-1H-unnon-3-kapoansaerun (5,4 1,
30,82 MMoup). CMmech HarpeBaroT mpuomm3uTensHo 10 65°C. Tlocne Toro Kak peakius 3aBepiiaeTcs 1mo JaHHBIM
TCX, 100aBIsAIOT CHIMKareib U CMECh YIapHBalOT B BaKyyMe JUIs yIAJICHUs HUTPOMETaHa. 3arpy3Kka CuiIuKare-
JIsl U3 PEaKMOHHOM CMECH Ha BEPX KOPOTKOH KOJIOHKH C CHJIMKAareJeM M JJIoupoBaHue 25% aneToHoM B rekca-
Hax JaeT, 1ocje ynapuBaHHs, YKa3aHHOE B 3arojIOBKE COEIMHEHHE, KOTOPOE MOYKHO UCIIOJIb30BaTh Ha CIEIYIo-
e cragun 0e3 TaTbHEHIIeH OYNCTKY.

ITo criocoOy mpumMepa 51 moMydaroT CIeAYIONINE COSTUHCHHUS

a) 3-(2-HuTpoBUHMII)-6-MeTOKCH- | H-nHmo0;

b) 3-(2-uuTpoBunmN)-7-MeTokcH- 1 H-urgon, 'H-SIMP (300MI'n, de-AMCO): 3,95 (c, 3H), 5,02 (M, 1H),
6,86 (m, 1H), 7,17 (1, 1H), 7,50 (z, 1H), 8,38 (x, 1H), 12,40 (mmp.c, 1H); MC (ES+): m/z 219 (M+H)+; (ES-):
m/z 217 (M-H)’;

¢) 3-(2-uurpoBuHNT)-4-x10p-1H-smon, "H-SIMP (300MI', dg-JIMCO): 5,08 (v, 1H), 7,24 (M, 2H), 7,51
(mm, 1H), 8,12 (#, 1H), 8,92 (n, 1H), 12,6 (mmp.c, 1H); MC(ES-): m/z 221, 223 (M-H);

d) 3-(2-aurpounnn)-6-xm0p- 1 H-srmon, 'H-SIMP (300MIw, dg-/IMCO): 5,03 (m, 1H), 7,22 (ma, 1H), 7,58
(m, 1H), 8,03 (M, 2H), 8,38 (u, 1H), 12,23 (umup.c, 1H); MC (ES-): m/z 223, 221 (M-H);

e) 3-(2-autpoBunmn)-7-xaop-1H-unmomn, 'H-sIMP (300MTI', dg-AMCO): 7,23 (1, 1H), 7,36 (n, 1H), 7,97
(z, 1H), 8,06 (n, 1H), 8,33 (mmp.c, 1H), 8,40 (n, 1H), 12,58 (mmp.c, 1H); MC (ES+): m/z 225, 223 (M+H);
(ES-): m/z 223, 221 (M-H)};

f) 3-(2-aurpoBunmN)-4-¢pTop-1H-nHN01;

g) 3-(2-auTpoBHHMIN)-5-MeTOKCH-6-TpudTopmerwi-1 H-uamon, MC (ES+): m/z 286 (M+) (ES-): m/z 285
M-H);

h) 3-(2-aurpodunmn)-6-x10p-5-mertokcu- | H-unmon,

i) 3-(2-aurpoBuHNT)-4-x110p-5-MetokcH- | H-urmon, 'H-SIMP (300MI 1, dg-IMCO): 3,88 (c, 3H), 5,03 (M,
2H), 7,13 (n, 1H), 7,46 (1, 1H), 8,08 (1, 1H), 12,42 (ump.c, 1H); MC(ES-): m/z 151, 153 (M-H)’;

j) 3-(2-nutpoBunMN)-6-TpudTopMeTnn-1 H-unmon, MC (ES+): m/z 257 (M+H)"; (ES-): m/z 255 (M-H)';
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k) 3-(2-HuTpOBHMHMT)-5-MeTOKCH-2-MeTH-1 H-uumon, 'H-SIMP (300MI 1, dg-JIMCO): 2,58 (c, 3H), 3,84
(c, 3H), 6,82 (m, 1H), 7,28 (m, 2H), 7,89 (u, 1H), 8,29 (1, 1H), 12,14 (mmp.c, 1H); MC(ES+): m/z 233 (M+H)";
(ES-): m/z 231 (M-H);

1) 3-(2-aUTpOBUHMI)-6-(TOp-5-MeTOoKCH- | H-uHm0T;

m) 3-(2-HutpoBuHUN)-5,6-audTop-1H-numomn;

n) 3-(2-HuTpOoBUHMII)-6-x110p-5-¢TOp-1H-nH107;

0) 3-(2-auTpoBHHMI)-5-TpUdTOpMeTOKCH- 1 H-nH1071;

p) 3-(2-mutpoBuHNN)-4,6-11dTOP-5-MeToKcn- 1 H-nnnom;

q) 3-(2-aurpoBunun)-4-¢pennn-1H-nanom;

1) 3-(2-HuTpOoBUHMN)-6-penm- 1 H-unnom;

s) 3-(2-HuTpOoBHHMN)-S-u30nponui- | H-urmnomn;

t) 3-(2-HuTpoBUHNT)-4,6-1udTOP-5-MeToKCH- 1 -MeTun- 1 H-unon: 'H-SIMP (300MTI'n, de-IAMCO): 3,82 (,
3H), 3,92 (¢, 3H), 7,53 (m, 1H), 7,84 (M, 1H), 8,30 (M, 2H); MC(ES+): m/z 269 (M+H)+; u u) 3-(2-
HUTpOBUHWN )-4,6-mudrop-1-metnin- 1 H-unmor.

[Tpumep 52. 4-MeTOKCUTPUTITAMHH.

Cwmenmparot LiAIH, (6,78 r; 178,74 MMois, 6 3kB.) u Oe3BoaHbiil TT'®. PactBopsitoT 3-(2-HUTPOBUHWI)-4-
merokcu-1H-unnon (6,5 r; 29,79 mmons) B 6e3BomHOM TI'® 1 mobasisiioT 1o kamisM kK pactBopy LiAlIH, npu
9HEpPruYHOM TepemMernuBanuu. [lociie 3aBepiueHust J00ABICHHSI CMECh KUIATAT C OOPAaTHBIM XOJIOJMILHUKOM.
Yepes yac OXJIaXKIAIOT IO TEMIIEPATYpPhl OKPYXKAroIel cpeasl u nepemMemuBaroT. Croycts 16 4 M30BITOYHEIH
LiAlH, racsr, kak omucano B J. Med. Chem. 1995, 38, 2050. Cepyto cycrieH3uro (QMIBTPYIOT 4epe3 IEeIUT H
MPOMBIBAIOT LEJIUT 3THIIaieTaToM. PUIbTpaT yHapuBaloT B BaKyyMe /10 00pa3oBaHus octatka. OCTaToK XpoMa-
torpadupyror Ha cmimkarene npu dmonpoBanuu 1 i cmecu CHClL;/MeOH/NH,OH (95:10:1) u 3arem 1 n
CHCI3/MeOH/NH,4OH (90:10:1) B xauecTBe MOABMXHOH (a3pl. Ppaknnu, coaepxKaniiue IpoIyKT, OObeAHHSIOT
U yIIapUBaIOT, MONy4asi YKa3aHHOE B 3aTOJIOBKE COCTUHEHHE B BHJE PHDKEBATO-KOPUIHEBOTO TBEPIOTO BEIIECT-
Ba: 'H-SIMP (300MI, dg-IIMCO): 2,96 (t, 2H); 3,42 (t, 2H); 3,83 (c, 3H); 6,42 (ax, 1H); 6,93 (M, 3H); 10,7 (c,
1H); MC (ES +) : m/z 191 (M+H)+; 174 (M-NH,)"; 159 (M-OCH3)"; (ES-): m/z 189 (M-H)".

ITo criocoOy mpumMepa 52 MoIydaroT CIEAYIOIMINE COSTNHEHHUS

a) 6-METOKCUTPUIITAMUH, 'H-sIMP (300MTI'n, dg-AMCO): 2,86 (1, 2H); 3,42 (T, 2H); 3,75 (¢, 3H); 6,62
(nn, 1H); 6,83 (M, 1H); 6,97 (mmp.c, 1H); 7,37 (M, 1H); 10,55 (c, 1H); MC (ES+): m/z 191 (M+H)'; 174 (M-
NH,)"; (ES-): m/z 189 (M-H);

b) 7-merokcurpuntamus, 'H-SIMP (300MI 1, dg-ZIMCO): 2,88 (1, 2H), 3,42 (t, 2H), 3,89 (c, 3H), 6,61 (x,
1H), 6,89 (t, 1H), 7,02 (M, 1H), 7,10 (1, 1H), 10,85 (mmup.c, 1H); MC (ES+): m/z 191 (M+H)", 174 (M-NH,)";
(ES-): m/z 189 (M-H);

¢) 4-xnoprpunramus, 'H-SIMP (300MI'w, de-IAMCO): 3,11 (t, 2H), 3,44 (1, 2H), 6,99 (M, 2H), 7,22 (M,
1H), 7,30 (1, 1H), 11,19 (mmp.c, 1H); MC(ES+): m/z 178, 180 (M+H)"; (ES-): m/z 193 (M-H);

d) 6-xnmopTpunrtamus, '"H-aMP (300MTI', de-IMCO): 2,89 (1, 2H), 3,42 (1, 2H), 6,96 (ax, 1H), 7,17
(ump.c, 1H), 7,35 (m, 1H), 7,52 (1, 1H), 10,91 (mmp.c, 1H); MC (ES+): m/z 197, 195 (M+H)", 180, 178 (M-
NH,)"; (ES-): m/z 195, 193 (M-H) ;

€) 7-XJOpTPUNTAMUH, 'H-sIMP (300MTI', d-IMCO): 2,91 (1, 2H), 3,43 (T, 2H), 6,98 (1, 1H), 7,13 (m,
1H), 7,20 (mwup.c, 1H), 7,51 (a1, 1H), 11,15 (mmp.c, 1H); MC (ES +) : m/z 197, 195 (M+H)", 180, 178 (M-
NH,)"; (ES-) : m/z 195, 193 (M-H);

f) 4-proprpunramus;

g) 5-MeTOKCH-6-TpU(PTOPMETHIITPUIITAMHUH;

h) 6-x710p-5-METOKCUTPUTITAMUH, 'H-sIMP (300MTI'm, ds-AMCO): 2,89 (1, 2H), 3,42 (T, 2H), 3,84 (c, 3H),
7,12 (mup.c, 1H), 7,19 (c, 1H), 7,36 (c, 1H), 8,01 (mmp.c, 1H); MC (ES+): m/z 225, 227 (M+H)", 208, 210 (M-
NH,)"; (ES-) : m/z 223, 225 (M-H);

i) 4-xnop-5-meroxcurpunrtamus, 'H-SIMP (300MI'w, dg-JIMCO): 3,10 (t, 2H), 3,43 (t, 2H), 3,81 (c, 3H),
6,95 (n, 1H), 7,18 (m, 1H), 7,25 (an, 1H), 10,93 (mmp.c, 1H); MC(ES+): m/z 208, 210 (M-NH,)"; (ES-): m/z
223,225 (M-H);

j) 6-TpudTOPMETUNTPUNITAMKH;

k) 5-MeTOKCH-2-METHITPUNITAMUH, 'H-sIMP (300MTI'n, d¢-AMCO) : 2,28 (¢, 3H), 2,80 (1, 2H), 3,31
(ump.t, 2H), 6,59 (11, 1H), 6,88 (1, 1H), 7,09 (1, 1H); MC(ES+): m/z 188 (M-NH,)'; (ES-): m/z 203 (M-H);

1) 6-pTOp-5-METOKCUTPUIITAMHUH;

m) 5,6-mudropTpUnTaMuH;

n) 6-xJ0p-5-PpTOpTpUNTAMUH;

0) 5-Tpu(TOPMETOKCUTPHUIITAMIH;

p) 4,6-mudTOP-5-METOKCUTPUIITAMUH;

q) 4-beHMNTPUIITAMIH;

1) 6-beHUITPHUIITAMHUH;

S) S5-M30MPONMMITPUTITAMIH;

t) 4,6-audrop-5-Metokcn-1-meruntpunramus: 'H-SIMP (300MI', CDCls): 3,0 (m, 4H), 3,67 (c, 3H), 3,98
(c, 3H), 6,85 (M, 2H); u
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u) 4,6-nudTop-5-MeTOKCH- | -METHATPUIITAMIH, 'H-IMP (300MTI'n, dg-AMCO): 2,92 (1, 2H), 3,39 (T, 2H),
3,69 (c, 3H), 6,75 (m, 1H), 7,13 (M, 2H); MC(ES+): m/z 211; (M+H)" 194 (M-NH,)".

[Ipumep 53. I'mapoxnopua 4-METOKCUTPUNITAMIHA.

PactBopsitor 4-metoxkcutpuntamut (1 1, 5,26 mmons) B MeOH u mo6asnstor NH,Cl1 (0,97 aks., 0,27 1,
5,10 mmomnb). Uepe3 30 MuUH cMech ymapuBaroT B BakyyMme Juia yaaneHuss MeOH, nomyyas rycToe opaHkeBoe
macio. Macio pacteopsitor B MeOH u no6asistor no karsim kK Et,O (200 mut) ipu SHEprudHOM IepeMennBa-
HUH, [OJTy4asi CMOJIUCTBIH Oelblit ocanok. Ero mepemMeninBaroT mpyu HarpeBaHuy, MoJTydasi yKa3aHHOE B 3aroJioB-
Ke COeMHEHne B BHe TBepaoro semtectsa: 'H-SIMP (dg-IMCO, 300 MI'n): 3,06 (ump.c, 4H); 3,86 (c, 3H);
6,46 (1, 1H); 7,06-6,9 (m, 3H); 7,93 (mmup.c, 1H); 10,9 (c, 1H); MC (ES+) : m/z 191 (M+H)"; 175 (M-CH,)";
174 (M-NH2)+; (ES-) : 189 (M-H)’; Aramuz s CyH;sCIN,O: eraucieno: C 58,2788; H 6,6692; N 12,3566;
Haigeno: C 58,18; H 6,73; N 12,15.

[pumep 54. Tunpoxmopun 5,6-audropTpUnTaMruHa.

VKa3aHHOE B 3arojIOBKE COSIMHEHHE HONyYaroT 1o crocody mpumepa 53: 'H-SIMP (300MTI 1, de-IMCO):
2,97 (m, 4H), 7,27 (M, 1H), 7,36 (M, 1H), 7,53 (m, 1H), 11,20 (mmup.c, 1H); MC (ES + ): m/z 197 (M+H)", 180
(M-NH,)"; (ES-) : m/z 195 (M-H)".

[pumep 55. I'mapoxnopun 4-peHnnrpunrammHa.

Pacteop HCI (4,6 ma 4M HCI B 1,4-muokcane) 100aBISIOT MO KAIUIIM K PacTBOPY 4-(CHUITPUNITAMUHA
(3,33 r, 14,09 mmoiip) B EtOAC/Et,0, monyvas TBepoe BeliecTBO. TBepaoe BEIIECTBO OT(PIIBLTPOBBIBAIOT U
CyIar Ha MPOTSHKCHUH HOYM B BAaKYyMHOM IIKady IMpH KOMHATHOW TeMIIEpaType, Moilydas YKa3aHHOE B 3aro-
JIOBKE COCMHEHHE B BHJE HE COBCeM Oesoro Bemectsa: 'H-SIMP (300MTI'1, d-AMCO): 2,54 (M, 4H), 6,82 (M,
1H), 7,14 (, 1H), 7,27 (M, 1H), 7,41 (v, SH), 7,68 (mup.c, 2H), 11,28 (mup.c, 1H); MC(ES+): m/z 237 (M+H)",
220 (M-NH,)"; (ES-) : m/z 235 (M-H)"; Anamu3 mms Ci6H;;,CIN,: Berancieno: C 70,4517; H 6,2818; N 10,2696;
Hargeno: C 70,26; H 6,16; N 10,20.

[pumep 56. T'uppoxmopun S-xmop-6-propTpunramMuHa.

VKa3aHHOE B 3aroJI0BKE COSMHEHHE TOJIYYaloT M0 crocoby npumepa 55: 'H-SIMP (300MI'u, dg-JIMCO):
3,00 (m, 4H), 7,37 (m, 1H), 7,53 (1, 1H), 7,59 (1, 1H), 11,28 (mmp.c, 1H); MC(ES + ): m/z 213 (M+H)", 196,
198 (M-NH,)"; (ES-) : m/z 211, 213 (M-H)".

IIpumep 57. Oxcanat 4-xJ0pTpUNTaMUHA.

TaBeneByto kucnory (1,32 r 1,3 sxB.) B8 MeOH no karuisim 100aBisioT K pacTBOpY 4-XJIOPTPHUIITAMUHA B
EtOAc (2,2 1, 11,3 MMouib) mpu 3Hepru4yHoM nepemeninBanuu. Korna noGaBnieHne 3aBepriaercsi, J00aBIsSIOT
Et,O 10 Toukr MOMYTHEHHUS W KOJOY MOMENIAOT B XOJIOAWIBHHUK, TTOyYas TBEPA0C BEIIeCTBO. TBepaoe Bele-
CTBO OT(QIIBTPOBBIBAIOT U IPOMEIBAIOT 3¢upom. Cymar B BaKyyMHOM IKady mpu KOMHATHOW TeMIepaType,
MoJy4ast yKa3aHHOE B 3aTr0JIOBKE COCIMHEHUE B BHIE HE COBCEM OEJI0r0 TBEPAOTO BEIIECTBA: "H-amPp (300MT 1,
de-AMCO) : 3,11 (M, 2H), 3,2 (M, 2H), 7,04 (m, 2H), 7,34 (M, 2H), 11,44 (mmp.c, 1H); MC (ES+) : m/z 195
(M+H)", 178 (M-NH,)"; (ES-) : m/z 193 (M-H)"; Anamm3 o C;,H,3CIN,O,: Beraucneno: C 50,6263; H 4,6026;
N 9,8396; naiineno: C 50,56; H 4,57; N 9,66.

Hcnonp3ys crocob mpumepa 57, moIydaroT CIeAyIoIne COeINHEHNS

a) okcaiar 6-penmrrpuntamuna: 3,05 (m, 4H), 7,31 (m, 3H), 7,45 (1, 2H), 7,65 (M, 4H), 11,10 (uup.c,
1H), MC(ES+): m/z 237 (M+H)+, 220 (M-NH,)+; (ES-) : m/z 235 (M-H);

b) okcanar 4,6-audTOpP-5-METOKCUTPHUIITAMHHA! 'H-sIMP (300MTI', dg-AMCO): 3,04 (M, 4H), 3,85 (c,
3H), 7,10 (m, 1H), 7,22 (M, 1H), 11,29 (mmp.c, 1H); MC(ES+): m/z 227 (M+H)"; (ES-):m/z 225 (M-H)'; Ananu3
g Ci3H4F,N,Os: Beraucieno: C 49,3718; H, 4,4 620; N, 8,8576; naiineno: C 49,68; H 4,57; N 8,60 u

C) OKcajatr 5-M30IpPONHITPUITAMUHA: 'H-sIMP (300MTI', d-AMCO): 1,25 (m, 6H), 3,01 (M, 4H), 6,99 (M,
1H), 7,17 (m, 1H), 7,27 (m, 1H), 7,36 (mup.c, 1H), 10,85 (mup.c, 1H); MC(ES+): m/z 203 (M+H)", 186 (M-
NH,)+; (ES-): m/z 201 (M-H)".

Ipumep 58. Oxcanar 5-TpuhTOPMETOKCUTPHUIITAMITHA.

[laBeneByto kucioTy (1,3 3KB.) B arleToHE TOOABIAIOT K PACTBOPY S-TPUPTOPMETOKCUTPUTITAMAHA B alle-
toHe. Cmech HarpeBaroT u 100aBisroT Et,O 10 TOUKM MOMYTHEHHUS M 3aTE€M IIOMEIIAI0T Ha HOYb B XOJIOAWIBHHUK,
MoJTy4ast yKa3aHHOE B 3ar0JIOBKE COEAMHEHHE B BHE 0€IOT0 KPHUCTAUIMIECKOTO TBEPIOrO BEIIECTBA: '"H-9MP
(300MI', d-AMCO): 3,02 (M, 4H), 7,06 (m, 1H), 7,39 (m, 1H), 7,45 (n, 1H), 7,55 (M, 1H), 11,30 (mmup.c, 1H),
MC(ES+): m/z 245 (M+H)", 228 (M-NH,)"; (ES-): m/z 243 (M-H); Ananus ana C; H,;;FsN,O: Bbruncieno: C
46,7144; H 3,9203; N 8,3809; naiineno: C 46,55; H 3,62; N 8,27.

Hcnone3ys cnocob mpumepa 58, mosrydaroT cliepyomiee coeiumHeHue: a) okcanar 4,6-audTop-5-
METOKCUTpHUIITAMUHA: 'H-SIMP (300MTI'n, dg-AMCO): 3,04 (m, 4H), 3,85 (c, 3H), 7,10 (m, 1H), 7,22 (M, 1H),
11,29 (mmp.c, 1H); MC(ES+): m/z 227 (M+H)"; (ES-): m/z 225 (M-H); Ananus mns Ci3H 4FoN,Os: Beruncie-
Ho: C 49,3718; H 4,4620; N 8,8576; natineno: C 49,68; H 4,57; N 8,60.

[pumep 60. Oxcanar 4-propTpUnTaMuHa.

IaBeneByto kucnory (1,44 1, 1,2 5KB.) B ameToHHTpwWie AOOABISAIOT 1O KalUIAM K pacTBOpy 4-
(ropTpUNTaMHUHA B alleTOHUTPUJIE TIPU SHEPTUIHOM TepeMenmuBanui. CMech HarpeBaroT U gpobasisror MeOH
U ToydeHust pactBopa. Job6asmsror EtyO 10 TOYKM MOMYTHEHHS W PacTBOP OXJIAXKJAIOT B XOJIOIMIIBHHKE,
MoJTydasi TBEpJ0e BELIeCTBO. TBep/oe BellecTBO OT(UIBTPOBBIBAIOT U CYIIAT B BaKyyMHOM Inkady Ha MpoTs-
JKeHUH HouH npH 45°C, noydas yKka3aHHOE B 3ar0JIOBKE COEMHEHHUE B BUJIE PHDKEBATO-KOPUYHEBOTO TBEPJIOTO
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coequuenus: H-SIMP (300MTI'1, dg-AMCO): 3,07 (M, 4H), 6,73 (m, 1H), 7,04 (m, 1H), 7,22 (m, 2H), 11,30
(ump.c, 1H); MC (ES+): m/z 179 (M+H)"; (ES-): m/z 177 (M-H)".

IIpumep 61. Okcanar 6-hTop-5-MEeTOKCUTPHUIITAMUHA.

[aBeneByto kucnoty (3,91 1, 1,2 3kB.) B MeOH m00aBisIIoT 1Mo KamisiM K pacTBOpy 6-hTop-5-MeTOKCH-
tpuntamuaa B EtOAc/MeOH npu snepruynom nepememanuu. Jlodasisitor Et,O, monyudas TBepioe Beect-
BO, U TBEPJIOE BEIECTBO OT(MIBTPOBHIBAIOT U CyIIAT HAa MPOTSDKEHWM HOYM B BakyyMHOM Iukady mpu 60°C,
MoJiy4asl yKa3aHHOE B 3aroJIOBKE COCIMHCHUE: 'H-sIMP (300MTI'n, dg-AMCO): 3,0 (M, 4H), 3,85 (¢, 3H), 7,21
(v, 3H), 10,89 (mmmp.c, 1H); MC(ES+): m/z 209 (M+H)"; Anamus s C3H;sFN,Os: Berancieno: C 52,3496; H
5,0690; N 9,3919; naiineno: C 52,06; H 4,91; N 9,20.

[Mpumep 62. 2-(2-(7-Prop-1H-ungon-3-un)atnn)usonsnoi-1,3-1moH.

CwmemmBaroT ruapoxiopua 2-propruapasuna (3,25 r, 20 mmons) u 2-(4,4-1u3TOKCHOY THIT)N30MHI0N-1,3-
1voH (6,99 1, 24 MMonb) n pactBopstoT B 4% Boguoit H,SO,4. PeakimonHyto cmech KUISTAT € 0OpaTHBIM XOJI0-
JuiabHUKOM. CIycTst 2 4 cMeCh OXJIaXKAAIOT 0 TEMIIEPaTypbl OKpYXKaromiei cpezpl. PeakimoHHy0 cMech MOJ-
menaguBaioT 30% BogasiM NH4,OH no pH npubnusurensro 11. DxcrparupyroT nuxiaopmeradoM (2 x 100 mo) .
Opranunueckue Ga3pl 00bEIUHSIOT, cyiaT Hax MgSOy, GUIBTPYIOT U YIOAISIOT PACTBOPUTEIb, MOJyYas OpaH-
KeBoe Macio. Macio abcopOUpyIOT Ha CHIIMKaresie U 3arpykaroT Ha BepX KOPOTKOW KOJIOHKH C CHJIMKAarejiem,
ypaBHoBemeHHbIM 15% EtOAc B rexcanax. ODmouposanue 15% EtOAc B rexcanax (1500 mum) u 3arem 30%
EtOAc B rexcanax (2000 mu1) maer, mociie ynapvuBaHHUs, YKa3aHHOE B 3arojIOBKE COEJIMHEHHUE B BHJIE YKEJITOTO
TBEpPAOIO BELECTBA! 'H-sIMP (300MTI'n, dg-AMCO): 3,03 (T, 2H), 3,85 (T, 2H), 6,91 (™, 2H), 7,25 (M, 1H), 7,36
(m, 1H), 7,83 (M, 4H), 11,32 (mmp.c, 1H); MC (FD): m/z 308 (M+).

[Mpumep 63. Okcanar 7-GpTOpTpUNTAMHHA.

2-(2-(7-®rop-1H-ua01-3-11)3TH ) U30HMHIO0T- | ,3-11oH pacTBOpsEOT B 25 Mut TT'®. IIpu sHeprudHOM IIe-
peMenBaHny JO0ABISIOT dTaHoNaMuH (63,4 T, 62,65 M, 1038 mmons, 100 5kB.) 1 cMech HarpeBatoT g0 70°C.
Uepes 1,5 9 cMeck 0XiTaIal0T 1O KOMHATHOM TeMriepaTypsl. Uepes 18 4 peakimOHHYIO CMeCh BBUIMBAIOT B BO-
Iy (250 mi), cogeprkantyto SN NaOH (3 mu), u skctparupytot Et,O (2 x 200 mut). Opranmdeckue cion o0beIu-
HstoT ¥ npombiBatoT 0,1N NaOH. Oprannueckuii cioit otaenstor, cymar Hag MgSOy, GUILTPYIOT U yIANSIOT
PacTBOPUTEID, OTy4asi yKa3aHHOE B 3ar0JIOBKE COEAMHEHHE B BHJIE KEITOTO Macia.

aBeneByto kucnory (0,62 r, 1,2 s5xB.) B MeOH nobaBisitoT no karuisim K pactBopy ocHoBanust (1,02 r,
5,72 mmonb) B EtOAc npu sHepruyHOM NepeMelMBaHud. MyTHYIO CYCHEH3MIO KHISTAT C OOpaTHBIM XOJIO-
JUIBHUKOM B TeueHHe 30 MUH U 3aTeM OXJIQKAAIOT, 1M0Jlydasi TBEpoe BelecTBO. TBepioe BEmecTBo OTHHIbT-
POBBIBAIOT M CyIIAT Ha MPOTSHKEHHHM HOYM B BakyyMHOM Iukady mpu 60°C, moiydas ykazaHHOE B 3arojlIOBKe
COeJMHEHNe B BHIE HE CoBCeM Genoro Bemectsa: ' H-SIMP (300MTI', dg-AMCO): 3,04 (M, 4H), 6,96 (m, 2H),
7,30 (m, 1H), 7,38 (n, 1H), 11,51 (mmp.c, 1H); MC (ES +): m/z 179 (M+H)", 162 (M-NH,)"; (ES-) : m/z 177
(M-H)’; Anamms s C,H3FN,O4: Berauciieno: C 53,7318; H 4,8849; N 10,443 1; natineno: C 53,50; H 4,86; N
10,32.

ITpumep 64. Oxcanar 6-TpuTOPMETHITPUIITAMHHA.

6-TpudTopmeruntpuntamut 100aBa0T K cMecu 1:1 ameron/Et,O. Ilo xammsm 100aBIisIOT IIaBETIEBYIO
kucioTy (1,2 9KB.) B alleToHE C MOMYyYSHHEM TBEPIOTO BEIIECTBa. TBEpI0€ BEIIECTBO OT(QHIBTPOBHIBAIOT U CY-
IaT Ha MPOTSDKEHWM HOYM B BAaKyyMHOM IlKady, 1moijiy4as ykazaHHoe B 3aroyioBke coeaunenue: MC (ES+) : m/z
(M-NH,)"; (ES-) : m/z 227 (M-H)".

[Mpumep 65. 4,6-Audrop-5-merokcu-1H-ungomn.

2,6-An¢rop-4-untpodenon (J. Heterocyclic. Chem. 1976, 13, 1253; 101, 57,11 Mmmois) pactBopsitor B 300
it Gensosia. Ilo kammsim moGasinsitoT pactBop |-mermin-3-n-tomunrpuaszeHa (9,37 r, 62,82 mmonsb, 1,1 5kxB.) B
6enzomne (150 mi). ITocne Toro xkak TCX moka3blBaeT OTCYTCTBHE MCXOJHOTO BEIIECTBA, PEAKIMOHHYIO CMECh
MEPEHOCAT B JENUTENbHYI0 BOpoHKY 1 npombiBatoT 1N HCI, 3arem HaceimenasiM NaHCO; u 3atem Bomoii. Op-
raandeckuil cnoit cymat Hag MgSO,, GUIBTPYIOT U yIANSIOT PACTBOPHUTENb, OTydas ocTaToK. OCTaTOK KpH-
cranmmyior u3 cmecu MeOH/Boaa, momyuast 1,3-1udTop-2-MeToKCH-5-HUTPOGeH30 B BHae Genbix urm: 'H-
SIMP (300MI', CDCly) : 4,25 (1, 3H), 7,80 (1, 2H).

CwmenmBaror 1,3-audrop-2-merokcu-5-uutpoberson (10,12 r, 53,51 mmonp) u  4-xmopdheHOKCH-
aneroautpuia (11,21 r, 66,89 mmomns, 1,25 3xB.) B AMCO (150 mi). JJo0aBiArOT MO KaIuIsiM K CyCIIEH3UH TBEP-
noro NaOH (mopomikoo6pasusiii, 10,70 r, 267,55 MMoib, 5 9kB.) Ha npoTsbkeHnd S 4. Uepes 18 4 peakumoHHyI0
cMech BbUTHBAIOT B XoJioaubld BonHbIi HCl u sxcrparupyror Et,O (2 x 150 min). Opranuueckue cinou o0benu-
HSIOT, IPOMBIBAIOT HACHIIICHHBIM PAcTBOPOM COJIM M YIIAapUBAIOT, MOJIy4asi OCTaTOK. XpoMarorpadus ocraTka
Ha cwiukarene u dmoupoBanue 20% EtOAc B rekcanax maer, mocie ynapuBanws, (2,4-nudrop-3-MeToKCH-6-
HUTpO(EHWIT)alleTOHUTPIII B BUE kenroro macia: MC(ES-): m/z 227 (M-H)'.

HUcnonp3oBanue (2,4-mudTop-3-MeTOKCH-6-HATPODESHI )alleTOHUTPIIIA TIPU IUKIU3AIIH, KaK OIHCAHO B
Israel J. Chem. 1966, 4, 155-159, naet macno. Xpomarorpadus mMacia Ha CHIIMKaresne mpu smonposanun 20%
EtOAc B rekcanax JaerT, ocjie yrnapuBaHus, YKa3aHHOE B 3ar0JIOBKE COEANHEHUE B BHJE ITyPITypPHOTO TBEPAOTO
Bemectsa; 'H-SIMP (300MI'n, de-ZIMCO): 3,85 (mmmp.c, 3H), 6,46 (m, 1H), 7,12 (n, 1H), 7,36 (m, 1H), 11,35
(mmp.c, 1H); MC(ES-): m/z 182 (M-H)".
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Hcnons3ys crocod mpumepa 65, moIydaloT cieayiomee coeaunenne: a) 4,6-mdbrop-1H-numon: 'H-SIMP
(300MTI', CDCl): 4,68 (11, 2H), 6,14 (m, 2H), 6,57 (mp.c, 2H); MC(ES+): m/z 205, 207 (M+H)", kotopoe naet
yKa3aHHOE B 3ar0JIOBKE COEIMHEHHE.

[Tpumep 66. 4,6-Tudrop-5-meTokcu-1-merun- 1 H-unmon.

CwmemmBatot 4,6-nmudrop-5-metokeu-1H-unnon (7,5 r, 40,95 mmois) u xonoansiii JIM® (100 mi) u cmech
obpabatsiBaror NaH (1,8 1, 45,05 mmonb, 1,1 9KB.) IpH HEPrUYHOM NepeMenInBaHuy. Yepe3 npuoIM3uTeIbHO
10 MuH o karisiM 100aBisiroT noametan (11,62 r, 81,90 mmons, 2 3kB.). [locie 3aBeprieHus 100aBICHUS Peak-
IIMOHHYIO CMECh IIEPEMEIINBAIOT P KOMHATHON TeMIlepaType B TeUSHHE HECKOJBKUX YacoB JIO TeX IOp, IMOKa
TCX He moka)KeT OTCYTCTBHE HCXOJIHOTO BEIlecTBA. PeaklMOHHYIO CMeCh Pa30aBIsIOT BOJOI U AKCTPArupyIOT
Et,0 (2 x 150 mi). Opranndeckue cinon o0beauHSIOT, cymaT Hax MgSOy4, GuibTpyroT U ynansioT pacTBOpH-
Telb, TOoJTy4ast Macyio. Xpomartorpadus mMacia Ha cuiukaresne npu >monpoBannu 10% EtOAc B rekcanax naer,
MocJie yInapuBaHUsl, YKa3aHHOE B 3aroJIOBKE COECIUHEHHE B BUJE CBETJIO-XKEJITOr0 Macia: '"H-IMP (300MTI 1,
CDCl): 3,72 (c, 3H), 3,97 (¢, 3H), 6,50 (1, 1H), 6,84 (1, 1H), 6,98 (1, 1H); MC(ES+): m/z 198 (M+H)"; Ananu3
s CoHoF>NO: Beranciieno: C 60,91; H 4,60; N 7,10; naiineno: C 60,93; H 4,63; N 7,25.

Hcnons3ys cocob mpumepa 66, monydaroT cienyromee coenuHenue: a) 4,6-audrop-1-mertnn- 1 H-unmon.

Ipumep 67. N-(2-(5-Metokcu- 1 H-un1071-3-11)3T10)-3-(heHOKCUOCH3 UITaM K H.

_b]NVCLQ

CwmenmBaroT 3-penokcudensanpaerus (5,6 mi, 26,7 MMoib), S-metokcutpunramud (5,0 T, 26,7 MMOJIb)
monekysipabie cuta 3 A (1,0 r) B Meranone (50 mn) u B arMocdepe aproHa M cMeCh KMIIATAT C OOPaTHBIM XO-
JOOWIFHUKOM B TedeHue 4 4. OUiIbTpoBaHHEM YyIAIAIOT MOJEKYISAPHBIE CHTa M 3aT€M MEIJICHHO MOPLUSIMH
nobasisior 6opruapun Harpus (3,0 T, 60,0 Mmonb). CMech nepeMelrBaoT IpU KOMHATHOM TeMIeparype B Te-
yeHne | 4 U KOHUEHTPUPYIOT IIPU MOHMKEHHOM JIaBJIEHUH, KOHIIEHTPUPOBAHHYIO PEAKIIMOHHYIO CMECH PACTBO-
psrot B IN runpokcuae Harpus (100 mi) u akcrparupytor auxiopmeranoM (3 x 50 mur). OpraHuueckue ciou
00BEANHSIOT U MPOMBIBAIOT I10CIIEIOBATEIBHO JUCTHIUTMPOBAHHOM BOJOK (50 M) M HACHIIIEHHBIM PACTBOPOM
comu (50 mu), oprannueckuit cioid cymar (Na,SOy4) 1 KOHIEHTPHPYIOT, I0JIydas OCTaTOK. XpomMaTorpadus oc-
TaTKa Ha cujukarene npu smouposanun cmecbio 9:1 EtOAc:MeOH c¢ 2% NH,OH naer ykazaHHOE B 3arojoBKe
COCIIITHEHHE.

[Nomyuenne okcanaTHO# comu: PactBop cBob6omgHOTO OCcHOBaHUA (8,7 T, 23,5 MMois) B EtOAc (50 mi) mo-
0aBIAIOT K pacTBOpY IIaBeneBoil Kuciotsl (2,1 r, 23,5 mmoine) B EtOAc (5 mi), momygast ocagok. Ocanok otze-
JSIFOT Y MEPEKPUCTAITM30BBIBAIOT U3 CMECH METaHOJI/ANATUIIOBBIH 3(up, noiyyast TBepaoe BeuiecTBo. TBepaoe
BEILECTBO OT(UIBTPOBBIBAIOT, MPOMBIBAIOT JUATHIOBBIM 3()UPOM U cyliat B BakyyMHOM Iukady npu 50°C Ha
MPOTSDKEHUM HOYHM, TOJIydasi yKa3aHHOE B 3arojIOBKE COEAMHEHHE B BHJE oKcanaTa, T.Iul. 188-190°C, SIMP co-
BMeCTHM ¢ (hopMyJon coenuHenus, Mmacc: m/z 373,2 (M+) . Ananus. Beruucneno mist CysHpN,Og: C 67,52; H
5,67; N 6,06; naiineno: C 67,38; H 5,46; N 6,04.

[To ciocoOy mpumepa 67 MOITYHYaAIOT CIIEAYIONINE COSIUHEHHS, BbIICICHHBIE B BUJE OKCalaTa, 3a UCKIIIO-
YEeHHUEM OTMEUYCHHBIX CITy4aeB:

z H
N R,

LZ
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Nt

ZI

Ry

JaHHue

68

beHmn

T.rt. 203-205°C. Macc: m/z
343,1 (M"). AHan. Buuucin.
onsa CysHyyN,Os: C, 69, 43; H,
5,59; N, 6,48; Hanpmeno: C,
69,25; H, 5,42; N, 6,37.

69

denmn

T.nn. 106-108°C. Macc: m/z
359,2 (M'). AHan. Buuuch.
ona C,H,4N,04S: C, 66,95; H,
5,39; N, 6,25; HaitmeHo: C,
66,19; H, 5,49; N, 6,13.

70

-S0,-

deHUn

T.nn. 203-205°C. Macc: m/z
391,2 (M"). AHan. Beuuci.
OnsA CstquzOsSZ cC, 62, 49; H,
5,03; N, 5,83; Hanmeno: C,
62,05; H, 5,21; N, 5,82.

71

S5-MeTOKCHU

dbeHmn

T.mn. 198-200°C. Macc: m/z
389,3 (M'). Anan. Bruuci.
ona CpeHoeN20sS: C, 65,25,‘ H,
5,48; N, 5,85; HanpmeHo: C,
64,50; H, 5,63; N, 5,73.

72

5-MeTOoKCH

-50;~

dbeHnn

T.rt. 142-144°C. Macc: m/z
421,1 (M"). AHan. Bauucia.
mta CyeHaeN,07S: C, 61,16 H,
5,13; N, 5,49; uamnnexo: C,
61,14; H, 5,38; N, 5,25.

73

4_
MeTUNIPEeHUN

T.nn. 190-192°C. Macc: m/z
373,2 (M"). AHan. Beuuci.
nna CpeH,eN,04S: C, 67,51; H,
5,67; N, 6,06; HanpmeHo: C,
67,44; H, 5,69; N, 6,13.

74

-30,-

4_
MeTunpeHun

T.nn. 212-214°C. Macc: m/z
405,4 (M"). Anan. Baumnci.
onsa CieH6N206S: C, 63,14; H,
5,30; N, 5,66; HangeHo: C,
62,59; H, 5,70; N, 5,29.

75

5-MeTOKCH

-CH(F) -

benun

T.ni. 214-216°C. Macc: m/z
389,3 (M"). AHan. Bauuci.
nna Cy7H,9FN0s: C, 67,77; H,
5,69; N, 5,85; nHanneHo: C,
67,52; H, 5,77; N, 5,64.

76

-CH(F) -

beHun

T.nn. 216-218°C. Macc: m/z
359,2 (M'). AHan. Buuucia.
ansa CststNzO4: C, 69, 63; H,
5,62; N, 6,25; nHanneHo: C,
69,55; H, 5,36; N, 5,95.

77

5-mMeTOKCHU

-CH,-

beHun

T.na. 199-202°C. Macc: m/z
371,1 (M*). AHam. Buuuci.
nnsa Cpy7H.gN,05: C, 70,42,’ H,
6,13; N, 6,08; Hannmeno: C,
69,73; H, 6,25; N, 6,05.

78

-CH,-

benun

T.nn. 222-224°C. Macc: m/z
341,2 (M'). AHan. Bruwuca.
nna CyeHoeN,04: C, 72,54; H,
6,09; N, 6,51; HammeHo: C,
72,23; H, 6,08; N, 6,37.
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79

5~MeTOoKCHU

~CH (OH) -

beHmn

T.nn. 146-148°C. Macc: m/z
387,2. AHam. BHYMCI. OASA
C27H23N205Z Cc, 68, 05; H,
5,92; N, 5,88; Hangeno: C,
67,29; H, 6,03; N, 5,51.

80

-CH (OH) -

benmn

T.na. 167-169°C. Macc: m/z
357,3 (M'). AHan. Buwuucn.
oya CpgHpeN,Os: (_:, 69, 94; H,
5,87; N, 6,27; HanhpeHo: C,
68,11; H, 6,07; N, 6,06.

81

5~-MeTOKCH

~NH-

beuun

T.nm. 170-172°C. Macc: m/z
372,3 (M"). AHan. Buuwnci.
ajisa C26H27N305: c, 67, 67; H,
5,90; N, 9,10; HampeHo: C,
67,24; H, 6,08; N, 8,54.

82

~NH-

denunn

T.na. 196-198°C. Macc: m/z
342,2 (M'). AHan. Bruuci.
ong CysHysN3O4: C, 69, 59; H,
5,84; N, 9,74; HampgeHo: C,
67,57; H, 6,06; N, 8,84.

83

5~MeTOKCH

_NH._

OeH3un

T.na. 203-205°C. Macc: m/z
386,2 (M'). AHan. Bruuca.
nna Cy7H,9N305: C, 68,20, H,
6,15; N, 8,84; HanpmgeHo: C,
©7,46; H, 6,14; N, 8,79.

84

_NH_

BeH3mI

T.nn. 204-206°C. Macc: m/z
356,3 (M'). AHaj;. Beumcn.
nna C,eHp9N3O4: C, 70,10,’ H,
6,11; N, 9,43; unanpgeHo: C,
68,48; H, 5,95; N, 9,26.

85

5~-MeTOoKCH

T.rn. 126-128°C. Macc: m/z
297,5 (M"). AHaj. Beumca.
ana C13H20N2022 c, 72,94,’ H,
6,80; N, 9,45; HanpgeHo: C,
71,78; H, 6,71; N, 9,20
(BoImENIEHO B BUIE
OCHOBAaHMA) .

86

T.nn. 143-145°C. Macc: m/z
267,3 (M'). Anan. BuuuCH.
aynsa C17H13N20: c, 76,66,‘ H,
6,81; N, 10,51; HanmeHO:
c, 75,11; H, 6,61; N,
10,22 (BuimeseHo B BuOe
OCHOBAaHMA) .

87

5-pTop

beumn

T.nn. 204-206°C. Macc: m/z
361,1 (M"). AHan. Beumca.
ansa C25H23FN205: c, 66, 66; H,
5,15; N, 6,22; uHanpgeno: C,
66,83; H, 5,17; N, 6,30.

88

5-MmeToKCH

HadT-1-un

T.nn. 196-198°C. Macc: m/z
423,1 (M"). AHan. Belumci.
nrna CyoHoeN,0¢: C, 70,30,’ H,
5,51; N, 5,47; HanpmeHo: C,
68,11; H, 5,56; N, 5,52.
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89

HapT-1-un

T.rmn. 210-212°C. Macc: m/z
393,2 (M'). Aman. BeYMCIH.
onsa C,poHagN,Os: C, 72,19; H,
5,43; N, 5,81; HanpeHo: C,
72,10; H, 5,40; N, 6,66.

90

S5-MeToOKCH

3-propdernn

T.nn. 186-188°C. Macc: m/z
391,2 (M"). Anan. Barumci.
orsa CyoeHasFNyOg: C, 64,99; H,
5,24; N, 5,83; Hanneno: C,
63,10; H, 5,11; N, 5,67.

91

3-dTopdeHnn

T.nn. 217-219°C. Buxon 75%.
SIMP cooTBeTCcTBYyeT dopwmyne.
Macc: m/z 361,1 (M"). Anain.
Berumcn. misa CpsHo3FN,Os: C,
66,66; H, 5,15; N, 6,22;
HauneHo: C, 66,12; H,

5,22; N, 6,34.

92

5-meToKCH

2-pTopdpeHnn

T.nj. 184-186°C. Macc: m/z
391,2 (M"). AHan. Buumcu.
padygcs C25H25FN205: C, 64,99, H,
5,24; N, 5,83; HampeHo: C,
65,06; H, 5,23; N, 5,85.

93

2-propdeHnn

T.on. 206-208°C. Macc: m/z
361,1 (M"). Anan. Buumci.
ansa C25H23FN205: c, 66, 66; H,
5,15; N, 6,22; nanneHo: C,
66,30; H, 4,97; N, 6,21.

94

5-meTokcu

4-propdeHnn

T.nn. 184-186°C. Macc: m/z
391,2 (M"). AHam. Beiuuci.
ons CeHasEN,Og: C, 64,99; H,
5,24; N, 5,83; HanipeHo: C,
63,99; H, 4,95; N, 5,75.

95

4-propdeHnn

T.nja. 222-224°C. Macc: m/z
361,1 (M"). AHan. Beyucnh.
ona CpsHz3FN,Og: c, 66,66, H,
5,15; N, 6,22; HanmeHo: C,
65,74; H, 4,81; N, 6,13.

96

5-MeToKCH

HadT-2-un

T.mn. 198-200°C. Macc: m/z
423,1 (M"). AHan. BruMcI.
ansa C30H26N2062 c, 70,30; H,
5,51; N, 5,47; HanneHo: C,
68,97; H, 5,43; N, 5,44.

97

HadT-2-un

T.ru., 219-221°C. Macc: m/z
393,2 (M'). AHan. Bruucra.
nnsa C,y9H,4N,0Os: C, 72,19; H,
5,43; N, 5,81; nanpesno: C,
71,65; H, 5,32; N, 5,91.

98

S-MeToKCHU

BGeHsum

T.nn. 204-206°C. Macc: m/z
387,2 (M'). AHam. Brumca.
ons Cy7HpeN206: C, 68,05; H,
5,92; N, 5,87; HanmeHo: C,
67,26; H, 5,80; N, 5,86.
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99

SeH3un

T.nm. 211-213°C. Macc: m/z
357,3 (M"). AHan. Buumci.
onsa CygHaeN20s: C, 69,94; H,
5,86; N, 6,27; HampgeHo: C,
69,46; H, 5,75; N, 6,16.

100

5-runpoxkcu

benun

T.rmn. 188-190°C. Macc: m/z
359,2 (M"). AH”asn. Buumca.
nns CysHoyN,Og: C, 66, 95; H,
5,39; N, 6,24; HangeHo: C,
63,56; H, 5,01; N, 5,86.

101

S5-MeToKCH

nupuMuo-5-
i

T.mx. 191-193°C. Macc: m/z
375,2 (M%) . AHan. Brwumci.
oya CpeHoyN4Og: C, 62,06, H,
5,20; N, 12,06; HaitneHoO:
c, 61,66; H, 5,41; N,
10,87.

102

NUPUMMI-5—
un

T.nm. 188-190°C. Macc: m/z
345,1 (M"). AHan. Brunucia.
nnsa C23H22N4O53 c, 63,58,‘ H,
5,10; N, 12,89; HannoeHo:
c, 62,52; H, 5,28; N,
11,58.

103

5-MeToKCHK

nupun-4-mun

T.rn. 124-126°C. Macc: m/z
374,2 (M*). AHan. Beuuca.
nnsa Cp3HsCLyN3O,: C, 61,88;
H, 5,64; N, 9,41; HanmeHo:
c, 61,26; H, 5,70; N, 9,14
(BeIOmeJsIEH B BUIOE
ruapoxjopmna) .

104

nupun-4-un

T.rny. 147-149°C. Macc: m/z
344,2 (M'). AHan. Brluucia.
nnAa C22H23C12N3O: c, 63,46,’
H, 5,56; N, 10,09;
HanoeHo: C, 61,47; H,
5,33; N, 9,43 (BunejyieH B
BUOE IUOPOXJopuia).

105

6-xJI0p

nupmn-4-una

T.rn. 150-152°C. Macc: m/z
378,2 (M'). AHasnm. Brumcha.
nnsa C,ppH,,C1l3N30: C, 58,61,
H, 4,91; N, 9,32; HaineHo:
C, 57,28; H, 4,61l; N,
8,85,

106

5-MeTOKCK

nupmn-3-ui

T.mn. 178-180°C. Macc: m/z
374,2 (M"). AHan. Bruuci.
nna CysHysN3Og: C, 64, 78; H,
5,43; N, 9,06; nanmeHo: C,
63,02; H, 5,30; N, 8,87.

107

nupun-3-uin

T.na. 190-192°C. Macc: m/z
344,1 (M'). Auan. Buuuca.
nna CyaHp3N305: C, 66,50; H,
5,34; N, 9,69; nHanzmeHo: C,
65,69; H, 5,21; N, 9,20.
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108

5-pTop

nmMpun-3-un

T.nn. 135-137°C. Macc: m/z
362,3 (M"). AHan. Bauuca.
oia CyHCl,FN30: C, 60,83;
H, 5,10; N, 9,67; HaMtIoeHo:
c, 61,49; H, 5,31; N, 9,70
(BrimesyieH B BuOe
TMUOPOXJIOpMUIA) .

109

6-xJI0P

omMpun-3-ut

T.nn. 160-162°C. Macc: m/z
378,1 (M"). AHan. Bruuci.
aJia szszCl}NjO: c, 58,61,’
H, 4,91; N, 9,32; HaMmeHo:
c, 58,18; H, 4,89; N, 9,01
(BunesieH B BUIE
TUAOPOXJIOPKIA) .

110

5-MeTOKCHU

oupun-2-mu

T.nn. 202-204°C. Macc: m/z
374,2 (M"). AHan. Buuucih.
onsa C23H25C12N3021 C, 61,88,’
H, 5,64; N, 9,41; HalneHo:
c, 60,57; H, 6,35; N,
10,89 (BuneneH B Buie
TUIPOXJIOPUINA) .

111

nmpmuao-2-un

T.nm. 196-198°C. Macc: m/z
344,2 (M'). Anan. Buuuca.
nnsa C22H23C12N302 c, 63, 46;
H, 5,56; N, 10,09;
HaineHo: C, 63,69; H,
6,09; N, 11,62 (BHOeNneH B
BUIOE I'MIOPOXJIOpHUIA) .

112

6-xJI0p

nMpun-2-mn

T.nn. 149-151°C. Macc: m/z
378,1 (M"). AHan. Beuncn.
oJAa C22H22C13N3O: C, 58, 61;
H, 4,91; N, 9,32; HaMOeHo:
C, 61,96; H, 4,91; N, 9,73
(BHIDEJNIEH B BUOES
T'MIOpoXJopmuna) .

113

S-MeTOKCH

THA30JI~2-UJI

T.ma. 180-182°C. Macc: m/z
380,3 (M'). AHan. BuuMcH.
ansa C23H23N3OGSZ cC, 58,83,‘ H,
4,93; N, 8,94; uHangeHo: C,
58,11; H, 4,79; N, 8,84,

114

THNA3ZOJI—-2 -

T.nn. 203-205°C. Macc: m/z
350,3 (M"). AHan. Buuuca.
nJisa C22H21N3O5S: cC, 60,12, H,
4,81; N, 9,56; uHanneno: C,
59,73; H, 4,83; N, 9,36.

115

5-MeToKCH

2,6-
oudropdennn
cynbdoHUn

T.nn. 137-139°C. Macc: m/z
473,1 (M'). AHan. Brumcs.
nna CyeH24FoN,0gS: C, 55,51;
H, 4,30; N, 4,97; HangeHO:
C, 55,90; H, 4,47; N,
5,12.

116

2,6-
onbTopdeHmn
cynbboHUN

T.nn. 185-187°C. Macc: m/z
443,2 (M"). Anan. Beuuca.
onsa CysHyFN,0,S: C, 56,38;
H, 4,16; N, 5,26; HanoeHoO:
C, 56,96; H, 4,39; N,
5,31.
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117 | 5-meroxcu -NH- mMpua-2-un | T.np. 174-176°C. Macc: m/z
373,1 (M*). AHan. Buuucu.
paniec C23H25C12N405: C, 62,02,
H, 5,88; N, 12,57;
HanmeHo: C, 61,45; H,
5,91; N, 12,22 (BuOeJiIeH B
BuAe TUOPOXJIOpMAA) .

118 H ~NH- mpnn-2-mi | T.nn. 168-170°C. Macc: m/z
343,1 (M"). AHan. Buumuci.
nJjia C22H24C12N42 C,}63, 61, H,
"5,82; N, 13,48; HaltneHo:
c, 62,18; H, 6,12; N,
12,11 (BeimeneH B Buue
TUIPOXJIopKIa) .

119 6-xJ0p -NH~ muMpMao-2-un | T.an. 164-166°C. Macc: m/z
377,1 (M%) . AHan. Beunci.
nJisa C22H23C13N4Z Cc, 58,74,’ H,
5,15; N, 12,45; HanneHo:
c, 57,75; H, 5,07; N,
11,94 (BuOesieH B BMIOE
rnapoxjaopuua) .

120 | 5-meToxcwu —-NH- mmpua-3-uin | T.op. 150-154°C. Macc: m/z
373,2 (M"). AHan. Brluunca.
oOna C23H25C12N405: C, 62,02,’
H, 5,88; N, 12,57;
Hanpeno: C, 61,30; H,
6,58; N, 10,87 (BumeseH B
BMUOe T'MIOPOXJIOpMAA) .

121 H -NH- npuo-3-un | T.nn. 140-142°C. Macc: m/z
343,2 (M"). Aman. Beunci.
onsa CyHaoNg: C, 77,16; H,
6,47; N, 16,36; HaingeHo:
c, 75,73; H, 6,54; N,
15,58 (BumeyieH B BUOE
OCHOBAHMA) .

122 6-xnop ~NH- mpnn-3-mil | T.np. 172-174°C. Macc: m/z
377,2 (M'). Aman. Buuwncn.
ansA C22H23C13N4: C, 58,74,’ H,
5,15; N, 12,45; HanneHo:
c, 57,05; H, 5,16; N,
11,84 (BuOesieH B Buue
TUIOpoOXJiopraa) .

123 | S-meTokcm -NH- mupua-4-un | T.nn. 170-172°C. Macc: m/z
373,3 (M'). Anan. Beiumcs.
oI Cz;HnglquOsl c, 62,02;
H, 5,88; N, 12,57;
HanneHo: C, 61,05; H,
6,08; N, 11,97 (BuneyeH B
BUIOE TUIOPOXJIOPUEA) .

124 H -NH- mpun-4-mn | T, mg. 174-176°C. Macc: m/z

343,4 (M'). Anan. Buumnca.
ona C,yyHpaCl,Ng: C, 63,61; H,
5,82; N, 13,48; HanmeHo:

c, 62,32; H, 6,20; N,

12,44 (BupesieH B BuUue
rynpoxgopuna) .
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125

6-xJI0p

nupun-4-un

158-160°C. Macc: m/z
377,2 (M'). AHan. Buuucl.
OJIA C22H23C13N4: c, 58,74,‘ H,
5,15; N, 12,45; HanmeHo:

c, 57,17; H, 5,19; N,
11,69 (BuIeneH B Bule
TUOpoXJjopuua) .

T.nu.

126

5-MeTOKCHU-
6-drop

_NH_

2,2,2-
TpUdTOPITUI

T.rr. 151-153°C. Macc: m/z
397,2 (M"). AHasn. Bauucin.
nnsa C24H24F4N2061 c, 56, 25,'
H, 4,72; N, 5,46; HaMneHo:
c, 56,38; H, 4,76; N, 5,53
(BEiDeJIeH B BuOe Majneara).

127

5-MeTOKCU—
6-dTOop

_NH -

2,2,3,3,3-
rneHradropnp
onumu

145-147°C. Macc: m/z
(M*) . AHasy. Buumc.
nnsa 025H24F6N205: (o 53, 38;
H, 4,30; N, 4,98; HanMmeHo:
Cc, 53,36; H, 4,29; N, 5,00
(BHIleJIEH B BMOe mMayeara).

T.mon.
447,2

128

5-MeTOKCHU-
6-dTop

2,2,3,3-
TeTpapTopnp
onu

T.nnn. 143-145°C. Macc: m/z
429,2 (M"). AHan. Buunuci.
ansa C25H25F5N206: cC, 55,14;
H, 4,62; N, 5,14; HanmeHo:
Cc, 55,10; H, 4,62; N, 5,18
(BmoesieH B BMIOEe Maseara).

129

5-MeToOKCHU

-C(0) -

beHmn

T.nn. 163-166°C. Macc: m/z
385,2 (M"). AHan. Buuuncrn.
ona Cy7HyeN206: C, 68,34; H,
5,52; N, 5,90; HanneHo: C,
66,64; H, 5,56; N, 5,90.

130

-C(0) -

benun

T.rnn. 168-170°C. Macc: m/z
355,3 (M'). AHan. Baunca.
ansa CstquzOs? c, 70,26; H,
5,44; N, 6,30; HamneHo: C,
69,51; H, 5,52; N, 6,22.

130

6-pTOp

nupnno-4-mun

T.nn. 123,4-124,9°C.
Macc (ES+): m/z 363,0
(M+1) . AHan. Brumca. ansa
Ca2H20FN30: C, 73,11,‘ H,
5,58; N, 11,63; HaimoeHoO:
c, 73,36; H, 5,41; N,
11,57 (BugeneHO B Buue
cBOBOOHOT'O OCHOBAHMA) .

130

6-dTop

nmupua-3-mi

T.nn. 169,0-170,8°C.

Macc (APCI): m/z 362,1
(M+1) . AHan. Buuuca. nns
C22H20F1N30 -1 ’ 0C4H404: c,
65,40; H, 5,07; N, 8,80;
HanpmeHo: C, 65,45; H,
5,12; N, 8,70 (BuOmeneHO B
BUIe MaJleaTHOM CONu) .

130

S-MeTOoKCHU-
6-dTop

2,2,2-
TpudTOopITUN

151-153°C. Macc: m/z
397,2 (M%). Anan. Beumca.
s C24H24F4N205: C, 56,25,‘
H, 4,72; N, 5,46; HaMmgeHo:
C, 56,38; H, 4,76; N, 5,53
(BRIDEJIEHO B BMIOE MalleaTHOM
conu) .

T.m.
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ITo cocoOy mpumepa 67 MOITyHYarOT CIEAYIONINE COSIUHEHHS, BBIICICHHBIE B BHJE OKCAIATa, 3a UCKIIIO-

YCHUEM OTMEYCHHBIX CJIIy4acB:
H
Z"E)/VN -

Ne z' X R4 DaHHuIE

131 3-xyop -0- deHun T.mn. 222-224°C. Macc: m/z
338,2 (M'). AHamn. Brumca.
ana C23H22C1N05: c, 64,56,
H, 5,18; N, 3,27; HangeHo:
C, 64,24; H, 5,02; N,

3,89.
132 3- -0- bennn T.mn. 220-222°C. Macc: m/z
TpudTOopMeT 372,2 (M'). Anan. Beuucrn.
12821 ona Cy4H2F3NOs: C, 62, 47; H,

4,81; N, 3,04; HammeHo: C,
62,69; H, 4,78; N, 3,10.
133 4-MeTOKCH -0- dennn T.myn. 221-223°C. Macc: m/z
334,2 (M'). AHan. Buumcn.
onsa Cy4HysNOg: C, 68,07,’ H,
5,95; N, 3,31; HaimeHo: C,
67,98; H, 5,92; N, 3,29.
134 3,4- -0- benmnn T.nn. 209-211°C. Macc: m/z
OMMETOKCH 364,2 (M'). AHanm. BwuMc.
ona C,sHy7NO,: C, 66,21; H,
6,00; N, 3,09; HanmeHo: C,
66,28; H, 6,07; N, 3,27.
135 3-MeTOKCH -0- beHn T.rm. 210-212°C. Macc: m/z
334,1 (M'). Anan. Bauucin.
onsa C,yqHosNOg: C, 68,07,‘ H,
5,95; N, 3,31; HammeHo: C,
68,31; H, 5,78; N, 3,36.
136 | 3, 4-nuxmnop -0- denun T.nnm. 219-221°C. Macc: m/z
372,1 (M'). Anan. Buumci.
A C23H21C12N05: C, 59,75,‘
H, 4,58; N, 3,03; HammoeHO:
C, 58,98; H, 4,63; N,

3,66.
137 3-xJ10p -0- 3- T.nn. 214-216°C. Macc: m/z
TpupTOpMETUN | 406,4 (M'). AHan. Beumci.
peHun ona Cz4H2C1F3NOs: C, 58,13;

H, 4,27; N, 2,82; HaMnmeHO:
C, 58,28; H, 4,53; N,
2,86.
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138 3-xJop -0- 4-Tper- T.mn. 221-223°C. Macc: m/z
Oy TuideHmn 394,2 (M"). AnHaJs. BelUMCcI.
passec C27H30C1N052 c, 67,00;
H, 6,25; N, 2,89; HammeHo:
c, 66,36; H, 5,83; N,
2,94.
139 3-xJ0p -0- 4-xnopdeHmst | T.nmp. 212-214°C. Macc: m/z
372,1 (M"). AHan. Brumci.
psv) o C23H21C12N052 C,. 59, 75;
H, 4,58; N, 3,03; HaMiOeHo:
c, 61,50; H, 4,77; N,
3,20.
140 3-xJ0p -0- 4- T.m. 207-209°C. Macc: m/z
MeTOoRCUQeHMIT | 368,2 (M'). Anan. Beumci.
nnsa CpyHp4C1NOg: C, 62,95;
H, 5,28; N, 3,06; HaMmeHO:
c, 63,17; H, 5,32; N,
3,19.
141 3-xnop -0- 4-merundeHun | T.nn. 206-208°C. Macc: m/z
352,4 (M'). AHan. Berumca.
ona Cp4Hy4CINOs: C, 65,23;
H, 5,47; N, 3,17; HanneHO:
c, 67,52; H, 5,68; N,
3, 30.
142 3-xsop -0- 3,5- T.nn. 223-225°C. Macc: m/z
ouxjgopoeHmn | 406,3 (M'). Anajs. BeYMCIH.
ona Cy3HoCl3NOs: C, 55,61
H, 4,06; N, 2,82; HaMmeHO:
c, 56,08; H, 3,83; N,
2,26.
143 3-xJ0p -0- 3,4- T.nn. 217-219°C. Macc: m/z
ouxnopdenun | 406,4 (M'). Anan. Beumca.
aJia C23H20C13N05: C, 55,61,
H, 4,06; N, 2,82; HaNineHo:
C, 55,73; H, 4,38; N,
3,02.
144 H -0- benun T.nn. 162-164°C. Macc: m/z
304,2 (M'). AHan. Buumca.
nna Cy3H3NOs: C, 70,22; H,
5,89; N, 3,56; HanmeHo: C,
70,70; H, 5,38; N, 3,78.
145 4-xyop -0- bennn T.nn. 222-224°C. Macc: m/z
338,2 (M*). BAHan. Buuuca.
pansecy C23H22C1N051 C, 64,56,
H, 5,18; N, 3,27; HanoeHO:
c, 63,65; H, 5,18; N,
3,25.
146 3-xJ0p -5- bennn T.mn. 122-124°C. Macc: m/z

354,3 (M'). AHamn. Beumca.
nna C,3H,3CINO4S: C, 62,237
H, 4,99; N, 3,15; HammeHO:
c, 63,08; H, 5,09; N,
3,15.
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147

3-xJjop

-S0,-

benmn

T.rt., 110-112°C. Macc: m/z
386,1 (M"). AHan. Buuuca.
propect C23H22C1N0532 C, 58,04;
H, 4,66; N, 2,94; HanmeHO:
c, 58,91; H, 4,78; N,
3,05.

148

beHMn

T.nn. 111-113°C. Macc: m/z
320,1 (M"). AHas. Buumcia.
aJia C23H23NO4SI C, 67,46,’ H,
5,66; N, 3,42; uanuneHo: C,
67,66; H, 5,77; N, 3,41.

149

~-50,~

beHUn

T.nm. 127-129°C. Macc: m/z
352,4 (M%). AHan. Beuwuca.
nisa C23H23NOGSI c, 62, 57; H,
5,25; N, 3,17; HamneHo: C,
62,75; H, 5,16; N, 3,26.

150

3-xmnop

4-MeTUNOEeHUIT

T.nn. 222-224°C. Macc: m/z
368,1 (M"). AHan. Buuucin.
ona CyqHpyCLNO4S: C, 62,94,
H, 5,28; N, 3,06; HaumeHo:
c, 63,11; H, 5,35; N,
3,11.

151

3-xJjyop

-S0,-

4 -meTUndeHNN

T.nn. 226-228°C. Macc: m/z
400,1 (M%). Anan. Beruuca.
nnsa C24H24C1NOGS: C, 58,83;
H, 4,94; N, 2,86; HammeHo:
C, 58,79; H, 4,94; N,
2,93,

152

3-xmnop

_NH_

OeH3un

T.na. 206-208°C. Macc: m/z
351,5 (M'Y). AHan. Bruuuci.
nna CpeHpsCIN,O4: C, 65,38;
H, 5,72; N, 6,35; HamngeHo:
C, 65,23; H, 5,86; N,
6,29.

153

3-xno0p

_NH_

benun

T.nn. 196-198°C. Macc: m/z
337,2 (M"). AHaJg. Belumcra.
nJIA C23H23C1N204: C, 64, 71;
H, 5,43; N, 6,56; HangeHo:
C, 56,60; H, 4,90; N,
5,64.

154

3-xJyop

-CH (OH) -

beHun

T.nn. 193-195°C. Macc: m/z
352,4 (M%). A”an. Buuwuca.
ansa C24H24C1N205: C, 65, 23;
H, 5,47; N, 3,17; HanpeHO:
C, 64,96; H, 5,60; N,
3,32.

155

3~xnop

-CH,-

benun

T.nn. 220-222°C. Macc: m/z
336,1 (M'). AHam. Beumca.
onsa Cp4HpyC1NO4: C, 67, 68;
H, 5,68; N, 3,29; HanneHo:
c, 67,65; H, 5,83; N,
3,42.
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156

3-xnop

-CH(F) -

dbeHmn

T.rmn. 182-184°C. Macc: m/z
354,3 (M"). Asan. Beuuci.
p1819°1 C24H23C1FNO4: c, 64,94,’
H, 5,22; N, 3,16; HanmeHO:
Cc, 65,21; H, 5,26; N,
3,09.

157

3-xJ0p

4-propdeHun

‘c, 60,56; H,

T.mji. 218-220°C. Macc: m/z
356,2 (M'). AHan. Buumuci.
onsa Cp3HClENOs: C, 61, 96;
H, 4,75; N, 3,14; HanaeHo:
4,67; N,
3,17.

158

3-

TpudTOopMET-

ni

4-pTopdpenHun

T.onm. 221-223°C. Macc: m/z
390,2 (M"). Anan. Beumci.
ona CpsH, FyNOs: C, 60,13; H,
4,42; N, 2,92; HanpneHo: C,
59,18; 4, 4,30; N, 2,91.

159

3-xJy0p

2-propdeHnn

T.mja. 214-216°C. Macc: m/z
356,2 (M'). AHan. Beuuci.
ona Cy3H,ClFNOs: C, 61,96;
H, 4,75; N, 3,14; HanneHo:
c, 61,42; H, 4,68; N,
3,21.

160

3-
TpudTOpMET
nn

2-propdennn

T.n. 218-220°C. Macc: m/z
390,2 (M'). Anan. Berducn.
ona CysHp Fy¢NOs: C, 60,13, H,
4,42; N, 2,92; HamipmeHo: C,
59,83; H, 4,34; N, 2,96.

161l

3-xJy0p

3-propdernn

T.no. 219-221°C. Macc: m/z
356,2 (M"). AHan. Belumci.
ona Cy3HClFNOs: C, 61,96;
H, 4,75; N, 3,14; HanneHo:
Cc, 61,26; H, 4,74; N,
3,11.

162

3_
TpudTopmMeT
nun

3-dropdennn

221-223°C. Macc: m/z
390,2 (M"). Axan. Beuwuci.
ona CyaHpFyNOs: C, 60, 13; H,
4,42; N, 2,92; nangeHo: C,
58,79; H, 4,28; N, 2,88.

T.oxa.

163

3-xyop

HadT-2-un

T.nn. 229-231°C. Macc: m/z
388,1 (M'). AHaJj. Bauuci.
oA Cy7H24C1NOs: C, 67,85;
H, 5,06; N, 2,93; HaumeHo:
c, 67,71; H, 5,02; N,
3,03.

164

3_
TpudTOpMET
201

HadpT-2-mn

225-227°C. Macc: m/z
422,0 (M"). AHan. Buumci.
ons CpgH,yF3NOs: C, 65,75; H,
4,73; N, 2,74; HakpneHo: C,
65,72; H, 4,84; N, 2,88.

T.nn.

165

3-xJ0p

HadrT-1-un

T.nn. 208-210°C. Macc: m/z
388,1 (M'). AHan. Buuuci.
ona Cp7H4ClNOs: C, 67, 85;
H, 5,06; N, 2,93; HamiOeHo:
c, 66,71; H, 5,11; N,
3,26.
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166

3_
TpudTopMeT
ni

HadpT-1-mn

T.rjr. 211-213°C. Macc: m/z
422,0 (M%). A”an. Buumuci.
J14 C23H24F3N052 Cc, 65,75; H,
4,73; N, 2,74; HanpeHo: C,
64,30; H, 4,76; N, 2,90.

167

3-xJ10p

T.ma. 96-98°C. Macc: m/z
262,0 (M%). AHamn. Brumca.
ons CysH1sC1NO: C, 68,83; H,
6,16; N, 5,35; HanneHo: C,
68,59; H, 5,99; N, 5,37
(BrImesleH B BuUIe
OCHOBAaHMUA) .

les

3_
TpupTOpPMET
nn ’

T.mn. 101-103°C. Macc: m/z
296,3 (M'). AHam. Beumuca.
ona Cie¢Hi6F3NO: C, ©65,07; H,
5,46; N, 4,74; HaipeHo: C,
65,06; H, 5,42; N, 4,80
(BeIOEJIEH B BUIOe
OCHOBAaHMUA) .

169

3_.
TpudpTopMerT
un

B6eH3un

T.nn. 223-225°C. Macc: m/z
386,1 (M'). AHan. Brumuca.
oA CysHygF3NOs: C, 63,15,‘ H,
5,08; N, 2,94; uanpeHo: C,
63,22; H, 4,97; N, 3,02.

170

3-xnop

2,4~
ondpTopdeHUNC
ynbboHUN

T.nin. 201-203°C. Macc: m/z
438,0 (M%). AHan. Beuuca.
nnsa C23H20C1F2NO7S: C, 52,32,
H, 3,81; N, 2,65; HanmeHo:
C, 52,26; H, 3,80; N,

2,71.

171

3..
TpupTOPMET
ni

2,4-
oudpropdpenmnc
ynsdOHMI

T.nn. 202-204°C. Macc: m/z
472,2 (M'). AHan. Beuucn.
nns C24H20F5NO7S: c, 51,34;
H, 3,59; N, 2,49; HanipeHo:
c, 51,61; H, 3,65; N,
2,54.

172

3~xJop

TMA30JI~2~UJ

T.nn. 216-218°C. Macc: m/z
345,0 (M'). AHan. Bweuuca.
onsa CpoH19C1N,0sS: C, 55,23;
H, 4,40; N, 6,44; HaipeHo:
c, 55,15; H, 4,16; N,
6,43.

173

3-
TpupTOpMET
nn

THA30JI—-2-UJl

T.nn. 222-224°C. Macc: m/z
379,4 (M%). AnHan. Buuuci.
ona Cp1H19F3N,05S: C, 53,84;
H, 4,08; N, 5,98; HalineHo:
c, 53,71; H, 3,95; N,
5,96.

174

3-xJyop

nupun-3-un

T.nn. 213-215°C. Macc: m/z
339,1 (M'). AHam. Brumc.
nns C22H21C1N205: c, 61, 6l;
H, 4,93; N, 6,53; HalnmeHo:
Cc, 60,40; H, 4,89; N,
6,74.
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175 3- -0- | mpmn-3-un [ T.nn. 221-223°C. Macc: m/z
TpUPTOPMET 373,1 (M'). AHas. BEYMCIH.
i onsa Cy3Hp F3N,05: C, 59,74,‘
H, 4,57; N, 6,05; HaigeHO:
C, 59,17; H, 4,47; N,
6,93.
176 | 3-meTokcu -0- mupun-3-un | T.mn. 101-103°C. Macc: m/z
335,2 (M"). AHan. Beumca.
nns C21H24C12N202: C, 61, 92;
H, 5,93; N, 6,87; HamgeHO:
c, 61,43; H, 6,07; N, 6,25
(BEIIENIEeHO B BuIe
TMOPOXJIopMuna) .
177 3-xnop -0- mMpua-4-un | T.nm. 154-156°C. Macc: m/z
339,1 (M'). AHan. BHYMCIH.
nnsa CyoH,1C13N,0: C, 58,34;
H, 5,14; N, 6,80; HamoeHo:
c, 58,35; H, 5,18; N, 6,69
(BHIOEJIEHO B BuOe
TUOPOXJIOpMOA) .
178 3- -0- nupun-4-mn | T.an. 208-210°C. Macc: m/z
TpudpTOPMET 373,1 (M*). AHan. Beuncia.
nn ona CyH;;Cl,F3N,0: C, 56, 64;
H, 4,75; N, 6,29; HanoeHo:
c, 56,57; H, 4,68; N, 6,20
(BEHIOENIEHO B BUOE
TUOPOXJIOpUAAa) .
179 3-xJyop -0- mpyuMto-3-v1 | T.npn. 205-207°C. Macc: m/z
340,1 (M'). AHan. Beiumci.
nnsa C21H20C1N305Z c, 58, 67;
H, 4,68; N, 9,77; HalOeHO:
c, 57,66; H, 4,70; N,
8,17.
180 3- -0- nupyuMuA-5-ui | T oo, 218-220°C. Macc: m/z
TpudTOpPMET 374,1 (M'). AHan. Buuuca.
nn ansa C22H20F3N3052 C, 57, 02,'
H, 4,35; N, 9,06; HamnoeHo:
C, 56,55; H, 4,44; N,
8,89.
181 3-xmnop -0~ nupua-2-un | T.nn. 93-95°C. Macc: m/z
339,1 (M'). AHan. Buumuca.
nna CyoH,ClsN,0: C, 58, 34;
H, 5,14; N, 6,80; HangeHO:
c, 62,31; H, 5,30; N, 7,36
(BLIODENIEeHO B BuUIOe
IMOPOXJIOPKUIA) .
182 3- -0~ nMpnn-2-un T.nyu. 86-88°C. Macc: m/z
TpupTOPMET 373,1 (M'). Anan. Beumcr.
nn ons CpHC1l,F3N,0: C, 56,64;

H, 4,75; N,
c, 60,00; H, 4,92; N,
(BHIIEJIEHO B BUIOE
TMOPOXJIOpMAA) .

6,29; HaNMOeHo:
6,76
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183 3-xs0p -NH- nupma-3-un | T.mon. 158-160°C. Macc: m/z
338,3 (M'). Amamn. Brwumca.
ona CypHCLN3O4: C, 61,755
H, 5,18; N, 9,82; HamngeHo:
C, 58,90; H, 4,64; N,

8,87.
184 3- -NH- nupun-3-uin T.rmn. 182-184°C. Macc: m/z
TpudTOopMET 7 372,3 (M"). AHan. Bruucn.
2858 s Cp3HpFaN3O4: C, 59,86;

H, 4,80; N, 9,10; HanimeHo:
C, 58,33; H, 4,44; N,

8,60.

185 3-xJy0p -NH- mpun-4-ua | T . nmp. 156-158°C. Macc: m/z
338,3 (M'). AHan. Beumci.
nns CpoHpClsNy: C, 58,48; H,
5,39; N, 10,22; HaimeHO:

c, 57,13; H, 5,49; N, 9,80
(BEIENIEHO B BUIE

IMppoxJjopuna) .
186 3- -NH- mpun-4-un | T.nu. 142~144°C. Macc: m/z
TpUPTOPMET 372,3 (M'). Anan. Brwuuci.
nn ona C,HzCl,FiNs: C, 56,76;

H, 4,99; N, 9,45; HaigeHo:
c, 55,05; H, 4,88; N, 9,33
(aneneﬂo B Buioe
rugpoxjopuua) .

187 3-xsnop -NH- mMpMa-2-ua | T.om. 142-144°C. Macc: m/z
338,0 (M'). AHan. Bwumca.
onsa CpoHaCl;3N3: C, 58,48; H,
5,39; N, 10,22; HampeHo:
c, 58,12; H, 5,39; N,
10,08 (BupeneHo B BUOE

rMnpoxyopmuna) .
188 3- -NH- mMpun-2-un | T.on. 144-146°C. Macc: m/z
TpudropmeT 372,1 (M'). Anan. Buumci.
nn nna C;HzCl,F3N;: C, 56,76;

H, 4,99; N, 9,45; HaimeHo:
c, 56,60; H, 5,04; N, 9,32
(BBHIDENIEHO B BMIE

TUOPOXJopMIa) .
189 3-xJ0p -0- GeH3un MC m/e 351,9 (M+1)
190 3- ~NH- dbenun T.mn.=205-207°C; MC: M+l=
TpMOTOPMET 371,1

p2528
ITo cocoOy mpumepa 67 MOITydHaroT CIEAYIONINE COSIUHEHHS, BBIICICHHBIE B BUJE OKCAJIaTa, 3a UCKIIIO-

YCHUEM OTMEYCHHBIX CIy4acB:

4
Ne R; JaHHEe

191 aupun-4-un T.mn. 176-178°C. Macc: m/z 305,2 (M").
Anan. Beumcn. nns CpHzNp0s: C, 66,99; H,
5,62; N, 7,10; HammeHo: C, 67,55; H, 5,70;
N, 7,24.
192 nMpKa-3-mi T.mm. 198-200°C. Macc: m/z 305,2 (M%) .
Anan. Bumumcn. nna CyHyoN,0s: C, 66,99; H,
5,62; N, 7,10; nammgeno: C, 64,98; H, 5,43;
‘N, 6,86. - -
193 TUEeH-2-UJ T.rur. 234-236°C. Macc: m/z 310,2 (M").

: AHan. Berumcn. gns Cp1HyNOsS: C, 63,14; H,
5,29; N, 3,50; muanpeno: C, 62,25; H, 5,18;
N, 3,53.
194 mMMaaszon-4-un | T.nn. 194-196°C. Macc: m/z 294,2 (MY).
Anan. Burumcn. nna CpoHzoN3Os: C, 62,65; H,
5,52; N, 10,95; HammeHo: C, 59,94; H,
5,30; N, 10,12.
195 HaQT-2-1n T.nm. 223-225°C. Macc: m/z 354,4 (M%).
Axan. Beumcn. mna Cp7HzsNOs: C, 73,12; H,
5,68; N, 3,16; unamnmeno: C, 73,38; H, 5,94;
N, 3,40.
196 HapT-1-ummn T.mjn. 223-225°C. Macc: m/z 354,4 (M%).
AHan. Beumcn. nns Cp9HzsNOs: C, 73,12; H,
5,68; N, 3,16; nampmeno: C, 73,18; H, 5,52;
N, 3,23.

- 48 -



007493

ITo cocoOy mpumepa 67 MOITyHYarOT CIEAYIONINE COSIUHEHHS, BBIICICHHBIE B BHJE OKCAIATa, 3a UCKIIIO-
YEHHUEM OTMEUYEHHBIX CITydaeB:

Posl
R(/\”/N 0

Ne R; JaHHbe

197 3-xnopdeHms T.rm. 240-242°C. Macc: m/z 336,0 (M").
AHan. Beumcsn. nna Cp3HzoClNOs: C, 55,23;
H, 4,40; N, 6,44; HanmgeHo: C, 55,15; H,
4,16; N, 6,43,

198 3- T.mn. 255-257°C. Macc: m/z 370,0 (M%).
TPUOTOPMETMIIOEHNMI | Anan. Buumci. nns CaqHyoF3NOs: C, 62,74;
H, 4,38; N, 3,04; HanmeHo: C, 62,95; H,
4,27; N, 3,08.

199 S5-meToxcu-1H- T.mn. 232-234°C. Macc: m/z 371,1 (M%).
MHIOOM-3-Un AHan. Beumcn. mnsa CyeHpeN,06: C, 67,81;
H, 5,25; N, 6,08; HalmeHo: C, 67,46; H,
4,44; N, 5,44.

200 1H-mHpmon-3-un T.nn. 221-223°C. Macc: m/z 341,1 (M").
AHan. Buumca. nna CpsHpoN,0s: C, 69,755
H, 5,15; N, 6,50; nampeHo: C, 71,99; H,
4,48; N, 6,40.

ITo cnocoOy mpumepa 67 MOIy4aroT CIEAYIOLIME COSIUHEHNUs, BbIICICHHbIE B BUIE OKcallaTa, 3a UCKIIIO-

YECHUEM OTMCUCHHBIX CIIYyYacB:
I-I\/(I‘\>
R/\/N N
1

A

R,
Ne Ry Rg . HaHHEIE
201 3-xnopdennn Qenmn | T.nn. 225-227°C. Macc: m/z 361,1
(M") . AHam. BwumMcia. OIS
C,5H23C1N,04: C, 66,59; H, 5,14;:
N, 6,21; HanpeHo: C, 66,21; H,
. 5,02; N, 6,14.
202 3- beHun | T.mn. 216-218°C. Macc: m/z 395,1
TpupTOopMe TUIIdE HILT (M*) . Anan. Buuuci. Ond
CasHysF3N,04: C, 64,45; H, 4,78;
N, 5,78; HampedHo: C, 63,98; H,
4,67; N, 5,76.
203 5-MeTokCH-1H- deHmn | T.nom. 208-210°C. Macc: m/z 394,2
MHIOOJI-3-1n (M") . Anan. Beumcn. onsa
C2gH27N30s: C, 69,26; H, 5,60; N,
8,62; HammeHno: C, 67,78; H,
5,29; N, 8,42.
204 1H-nHpmon-3-un QeHMIT | T, nn. 227-229°C. Macc: m/z 364,3
(M") . Anan. Brumca. OJs
Ca27H25N304: C, 71,19; H, 5,53; N,
9,22; wHampeno: C, 70,02; H,
5,33; N, 8,95.
205 S-merokcu-1H- H T.mi. 170-172°C. Macc: m/z 318,2
MHAOM =3 -WII (M") . AHas;. Bwumci. 018
Cz2H23N30s: C, 64,53; H, 5,62; N,
10,26; wnampeno: C, 56,16; H,
4,98; N, 8,75.

ITo cnocoOy mpumepa 67 MOIy4aroT CIEAYIOLIME COSIAUHEHNUs, BbIICICHHbIE B BUIE OKcallaTa, 3a UCKIIIO-
YEHHEM OTMEUEHHBIX CIIy4aeB:
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Ne R, Ry IIaHHEE

206 | 3-xyopdeHmn | ¢enms | T.mm. 237-239°C. Macc: m/z 361,1

(M) . RHan. Brrumcn. A CasHpsCIN,O4:
C, 66,59; H, 5,14; N, 6,21; HaMOeHo:
c, 66,55; H, 5,16; N, 6,20.

207 3- benmn | T.mm. 239-241°C. Macc: m/z 395,1
TpudTOPME T (M*) . AHan. Berumci. nna CpsHasF3N04:
dennn C, 64,45; H, 4,78; N, 5,78; HalOeHO:
C, 64,59; H, 4,83; N, 5,83.
208 | S-meToxcm- | ¢eHmn | T.nm. 194-196°C. Macc: m/z 396,2
1H-mHOmon-3- (M") . AHan. Berumcn. mua CogHpgN3Os: C,
nin 69,26; H, 5,60; N, 8,62; HangeHo: C,

68,33; H, 5,37; N, 8,52.

209 | 1H-mupon-3- | deHmMn |T.mn. 206-208°C. Macc: m/z 366,2

2828 (M") . Aman. Bemmcn. nns Cp7HosN304: C,
: 71,19; H, 5,53; N, 9,22; Hannpeno: C,
69,23; H, 5,42; N, 8,86.

210 | S-merTokcu- H T.nn. 186-188°C. Macc: m/z 318,2
1H-unnon-3- (M") . Anan. Baumcia. mnsa CppHpsN3Os: C,
nn 64,53; H, 5,66; N, 10,26; Hanmeno: C,

62,88; H, 4,61; N, 9,27.

ITpumep 220. N-(2-(3-XnopdeHmn)aTu)-3-0eH30uI0eH3MIIaMUH.

c1\©/\/§

(o]

B MeOH (30 mu1) ememmBatot 3-6en3omnoen3anbaeruy (0,45 r, 2,1 mmons), (3-xmopdenun)stunamus (0,3
mi, 2,1 MMosib) U MonekysisipHbie cuta 3 A (1,0 ). CMech KMIATAT ¢ 0OpaTHBIM XOJIOAMILHUKOM. Yepes 3
OXJIQXKIAIOT, QUIIBTPYIOT ¥ KOHLEHTPUPYIOT, TTosTydast octaTok. OCTaTOK pacTBOPSIIOT B aAuxjopaTane (20 mu),
Jn00aBIsIIOT yKCycHyto kucioty (0,12 mi, 2,1 MMonb) u Tpranerokcubopruapun Hatpus (0,6 r, 2,94 Mmmoins) u
CMECh NEePEMELINBAIOT IIPU TEMIIEpaType OKpyKaromei cpeapl. Uepes 2 4 peakIMOHHYI0 CMECh KOHLIEHTPHUPY-
10T, 100aBysIIoT quxyiopMeTal (90 MiT) M 9KCTPAarupyroT IOCIIeI0BATEIbHO TUCTHIUIMPOBaHHOM BoJo# (50 mi1) u
3aTeM HACHIIIEHHBIM pacTBopoM coiu (50 mur). Opranudeckuit cinoit cymat Hag Na,SO4 U MoIydJaroT OCTaTOK.
Xpomarorpadusi ocTaTka Ha cuimkarese npu >monpoBannu EtOAc maet yka3aHHOE B 3ar0JIOBKE COEANHEHUE B
BU/I€ OCHOBAHHUSL.

VYka3aHHOE B 3aroJIOBKE COEIMHEHHE B BHJE OKCaJlaTa MOITydaroT, UCIIOIb3Ys crocold mpumepa 67: T.IuL.
196-198°C, macc: m/z 350,4 (M+). Ananu3. Beraucneno ams C,4Hp,CINOs: C 65,53; H 5,04; N 3,18; HaiineHo:
C 65,27, H5,20; N 3,13.

[Mpumep 221. N-(2-(3-Xnophenns)aTni)-3-3TOKCHOSH3UITaMKH.

H
CKT:::T/\\/N\/J::j\O/\\

B sranone (230 min) cmemmBatot 3-3Trokcubensanpaeruy (3,38 T, 22,5 mmons), 2-(3-xJ10pQeHuIT)3THIaMUH
(2,33 1, 15,0 MmoItb) 1 MonekyJisipHbie cuta 3 A (2,88 1) . PeakiMOHHYI0 cMech MepeMeIMBaOT MPU KUIEHUH ¢
0OpaTHBIM XOJIOJAMJIBHUKOM B TeueHHe 4 4. CMech (QUIBTPYIOT U YAICHHS MOJIEKYJSIPHBIX CHT, 3aTe€M K
¢unpTpary MemeHHo pobasisitoT 6oprunpua Hatpus (1,70 T, 45,0 MMOIIB) M cMech TIEPEMEIIUBAIOT TIPH TEMITE-
parype okpyxatomeii cpesbl. CrycTst 15 4 peakIIMOHHYI0 CMeCh KOHIIEHTPHPYIOT 10 00pa30BaHMs OCTaTKa, OC-
taToKk pactBopaoT B IN NaOH wu skcrparmpyror muxiopMmeraHoM. OpraHHYecKHe 3KCTPaKThl OOBETUHSIOT,
MPOMBIBAIOT HACHIIICHHBIM PAacTBOPOM couid, cymaTt Hax Na,SO4 M KOHIEHTPHUPYIOT JO 00pa30BaHMsS OCTATKa.
Xpomarorpadusi ocTaTka Ha CHIIMKarelie IpH SITIONPOBAHUH STHIIALETATOM JaeT YKa3aHHOE B 3ar0JIOBKE COCIH-
HEHHe. YKa3aHHOe B 3arojoBke coeauHeHue B Buae conu ¢ HCI momywarot B aTrmanerare: T.mw1. 178-180°C; MC
(ACPI): m/e 290,1 (M+]). Ananu3 mis Ci7H,;CI,NO: Beruncieno: C 62,58; H 6,49; N 4,29; naiineno: C 62,65;
H 6,53; N 4,32.

ITo criocoOy mpumepa 221 noiyyaroT ciienylonre COSANHEHNs, BbIJICJICHHbIE B BUJIE Majieara, 3a UCKIIIO-
YECHUEM OTMCUCHHBIX CIIYyYacB:
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H
Ei::r/“\v/ o

Ne z"’ R4 DaHHBEE

222 3-xJnop npomnmn T.nn. 138-140°C. MC (ACPI):
m/e 304,1 (M+1). AHanu3 gns
C18H23C1,NO: BHUMCAeHO: C,
63,53; H, 6,81; N, 4,12;
HampeHo: C, 63,74; H, 6,81;
N, 4,22 (BHOENEHO B BuUOe
TMOPOXJIoOpuIa) .

223 | 3-TpudTopmeTi npomnt T.nn. 145-147°C. MC (ACPI):
m/e 338,1 (M+1l). AHanm3 nms
Ca3H26F3NOs: BrIUMCIIEHO: C,
60,92; H, 5,78; N, 3,09;
HangeHo: C, 60,77; H, 5,60;
N, 3,12.

224 | 3-TpupTopmeTin STII T.ma. 164-166°C. MC (ACPI):
m/e 324,2 (M+1). A”Hammu3 s
C18H21C1F3NO: BrumMcneHo: C,
60,09; H, 5,88; N, 3,89;
HanpneHo: C, 60,42; H, 5,80;
N, 3,93 (BumeneHo B BUAES
TMOPOXJIOpMAa) .

225 2-peHun 2,2,2- T.nm. 181-183°C. MC (ACPI):
TPUQTOPITUNT | m/e 386,2 (M+1). Auamms nns
: C27H2¢F3NOs: BRMuMCHeHO: C,
64,67; H, 5,23; N, 2,79;
HaunmeHo: C, 64,52; H, 5,01;

N, 2,85.
226 4-peHnn 2,2,2- T.m. 39°C. MC (ACPI): m/e
TPUGTOPITMI | 386,2 (M+1). (3a MCKIOYSHMEM

TO'O, 4YTO B peakuun
MCIIOJNIB3YIT OOMH 3KBMBAJIEHT
TPUSTUIIAMMHA) (BHOEJIEHO B

| BuOe CBOOOOHOTO OCHOBAHUA) .

ITo CHOCO6y npumepa 221 NOoJIydaroT CJICAYOIHNE COCANHCHU A, BbIICJIICHHBIC B BUAC MaJi€aTa, 3a UCKIIIO-

YCHUCM OTMCYCHHBIX CITY1acB:
z
H
N o s

N
H
N Z'! R4 JlaHHHEe
227 5-xJs0p 3TUN T.nn. 153-156°C. MC (ACPI): m/e

329,1 (M+1). AHammM3 Ij4
C,3H25C1N,05: BrUmMcyeHo: C, 62,09;
H, 5,66; N, 6,30; Haimeno: C,
62,27; H, 5,38; N, 6,19.

228 S-xnop nporAn T.mi. 163-166°C. MC (ACPI): m/e
343,1 (M+1). AHamuz3 mona
C,4H29C1N,05: BHuUMcHeHo: C, 62,81;
H, 5,93; N, 6,10; HanipeHo: C,
63,07; H, 5,80; N, 6,07.

229 S—xJi0p 2,2,2- T.nn. 178-181°C. MC (ACPI): m/e
TPHUQTOPI TUN 383,1 (M+1l). Ananuz Oonsa
Cy3H22C1F3N,0s: BHUMcHeHo: C, 55,37;
H, 4,44; N, 5,62; HanipeHo: C,
55,71; H, 4,39; N, 5,66.

230 5-xs0p 3-¢propnpommun T.nn. 167-170°C. MC (ACPI): m/e
361,1 (M+1l). A”Hanus nonsa
Cy4H26C1EN,0s: Brmumcneno: C, 60,44;
H, 5,49; N, 5,87; HatimeHo: C,
60,30; H, 5,25; N, 5,78.

231 5~xyop 2,2,3,3,3- T.nn. 170-173°C. MC (ACPI): m/e
nenTapropnponmia | 433,1 (M+1l). AHanu3 naA
Cy4H22C1FsN,05: BHUMcHieHo: C, 52,52;
H, 4,04; N, 5,10; HanmeHo: C,
52,49; H, 4,06; N, 5,16.
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232 S-xyop 2,2,3,3- T.na. 163-167°C. MC (ACPI): m/e
TeTpapTopnponMy | 415,1 (M+1). AHamms3 OJA
C24H23ch4N205: BHIUMCNEHoO: C, 54,30,
H, 4,37; N, 5,28; HanmeHo: C,
54,47; H, 4,36; N, 5,33.
233 | S5-MeToxcu 2,2,2- T.om. 179-182°C. MC (ACPI): m/e
TPHUOTOPS T 379,1 (M+l). AHamm3 nnasa
Cp4HpsF3N,06: BmIUMcnieno: C, 58,30;
H,.5,10; N, 5,67; HanmeHo: C,
58,26; H, 5,09; N, 5,69.
234 6~xyop 2,2,3,3- T.nn. 156-160°C. MC (ACPI): m/e
TeTpapropnponun | 415,1 (M+1). AHaimM3 A
C24H3C1FyN,;05: BrHUMcaexHo: C, 54,30;
H, 4,37; N, 5,28; uanmeso: C,
54,31; H, 4,34; N, 5,31.
235 S-umaHo 2,2,2- T.mn. 176-178°C. MC (ACPI): m/e
TpudTOPITUN 374,0 (M+1). AHanus nona
Cy0H;9C1F3N;30: BHuMcneHo: C, 58,61;
H, 4,67; N, 10,25; uanmeHo: C,
58,52; H, 4,61; N, 10,17
(BHOENIEHO B BUIOE I'MOPOXJIOpPUAA) .
236 5~ 2,2,2- T.mm. 193-195°C. MC (ACPI): m/e
MeTUIICYNbY TPUGTOPS TUI 429,9 (M+l). AHanus ans
OHMI C4H5F3N,04S: BmumMcneHo: C, 53,13;
H, 4,64; N, 5,16; HanmeHo: C,
53,12; H, 4,58; N, 5,20.
237 S-umano 3,3,3- T.nn. 150-154°C. MC (ACPI): m/e
TPUQTOPNPONMI 387,9 (M+1l). Anammuz nna
Ca5H24F3N30s: BruMcneHo: C, 59,64;
H, 4,80; N, 8,35; unamgeno: C,
59,55; H, 4,77; N, 8,38.
238 5- 3,3,3- T.nn. 178-181°C. MC (ACPI): m/e
MEeTUNCYJb TprGTOPNPONNI 440,9 (M+1l). AHanmsa ans
OHMI Cy5Hz7F3N,0,S: BmumcneHo: C, 53,95;
H, 4,89; N, 5,03; naneno: C,
53,87; H, 4,86; N, 5,04.
239 4-prop 2,2,2- T.mn. 199-202°C. MC (ACPI): m/e
TPHQTOPI TUN 367,2 (M+1). AHaums3 ana
C19H19C1lF4N,O: BruMcHeHO: C, 56, 65;
H, 4,75; N, 6,95; HammeHo: C,
56,82; H, 4,65; N, 6,84 (BuOeneHoO
B Buie rugpoxJjiopuza).
240 4-drop 2,2,3,3,3- T.nn. 118-121°C. MC (ACPI): m/e
rneHrapropnponuMa | 417,2 (M+1). AHamms ons
C4H22F¢N2Os: BHUMcneHo: C, 54,14;
H, 4,16; N, 5,26; HahnmeHo: C,
54,39; H, 4,25; N, 5,30.
241 4-prop 2,2,3,3- T.mn. 188-191°C. MC (ACPI): m/e
TeTpapropnpormn | 399,0 (M+1l). AHammus OnA

C20H29C1FsN,0: BrumcneHo: C, 55,24;
H, 4,64; N, 6,44; wuangeHo: C,
55,03; H, 4,53; N, 6,34 (BuHOeseH
B BMUIOEe IMIpPOXJopuna) .

i
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242 T-pTop 2,2,2- T.mn. 157-160°C. MC (ACPI): m/e
TPUYTOPITUN 367,2 (M+1). AHanmus Onus
C23H.2F4N;0s: Briumcrneno: C, 57,26;
H, 4,60; N, 5,81; HainpeHo: C,
57,34; H, 4,39; N, 6,11.
243 7-¢Top 2,2,3,3,3- T.ma. 166-168°C. MC (ACPI): m/e
neHrapropnponun | 417,2 (M+1l). Ananus Ons
Cp4HypFgNyOs: BrIUMCHIEHO: C, 54,14;
H, 4,16; N, 5,26; HaltpmeHo: C,
53,90; H, 3,98; N, 5,61.
244 T-¢Top 2,2,3,3- T.on. 170-173°C. MC (ACPI): m/e
Terpadropnponun | 399,2 (M+1l). AHanu3 Ond
Cp4Hy4FsN;O5: BRIUMCNiEeHO: C, 56,03;
H, 4,51; N, 5,45; HameHo: C,
55,73; H, 4,30; N, 5,66.
245 S-ammrno 3,3,3- T.rut. 143-147°C. MC (ACPI): m/e
TpudTOPNPONMIT | 406,1 (M+1). AHammz nns
C21H2pF3N30,: BHUMcHeHo: C, 62,22;
H, 5,47; N, 10,36; HaneHo: C,
61,96; H, 5,42; N, 10,13
(BHImEeNIeHO B BuUOEe OCHOBAaHuA) .
246 S5-ammnpo 2,2,2- T.rur. 125-130°C. MC (ACPI): m/e
TPUPTOPS THI 392,1 (M+1l). AHammu3 nOns
Co0Hz1F3N30,: Bmumcneno: C, 56,15;
H, 4,95; N, 9,82; Haupexo: C,
55,80; H, 4,93; N, 9,71 (BHOeneHO
B Buie I'UMIOPOXJIOpuAaa)
247 6-dennn 2,2,2- T.nm. 117-120°C. MC (ACPI): m/e
TPUPTOPITUN 425,1 (M+1). AHanus gnnsa
Co6H23F3N,0: BrumcnexHo: C, 70,74;
H, 5,46; N, 6,60; HaineHo: C,
70,75; H, 5,42; N, 6,66 (BHOeJIeHO
B BuOe OCHOBAHMA)
248 6-MeTun 2,2,3,3,3- T.nn. 168-170°C. MC (ACPI): m/e
neHrapropnponma | 413,2 (M+1). AHanmus monsa
Cz1H22FsN,0: BrmumcnieHo: C, 56,82;
H, 4,77; N, 5,30; HaitpeHo: C,
57,21; H, 4,46; N, 5,33
249 6-denun 2,2,3,3,3- T.om. 110,5-113,5°C. MC (ACPI):
nedrapropnponmsl | m/e 475,1 (M+1). Anamm3 Ons
Cz6H23FsN,0: BHUmMcneHo: C, 65,82;
H, 4,89; N, 5,90; namnpeHo: C,
65,70; H, 4,84; N, 5,93 (BrOeNEHO
B BUOEe OCHOBAaHMA)
250 6-dennn 2,2,3,3- T.nn. 94-98°C. MC (ACPI): m/e
TeTpadropnponun | 457,1 (M+1l). Axanmu3 nOns
Ca6H24F4N,0: BRHIUMCIIEHO: C, 68,41;
H, 5,30; N, 6,14; nanmeHo: C,
68,18; H, 5,28; N, 6,06 (BuneneHo
B BuUOEe OCHOBAaHMA)
251 6-MeTun 2,2,2- T.nm. 176-178°C. MC (ACPI): m/e
TPUGTOPI TUI 363,1 (M+l). Ananu3a onas

Cz0H2;C1F3N,0: BrumcneHo: C, 60,23;
H, 5,56; N, 7,02; nHanpeHo: C,
60,16; H, 5,43; N, 6,98 (BHOeneHoO
B BuOe TI'MApoxJiopuina)
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252 6-me TN 2,2,3,3- T.mn. 156-158°C. MC (ACPI): m/e
rerpadropnponma | 35,1 (M+1). AxanmM3 aons
C21H23C1FyN,O: BeuUMcneHo: C, 58,54;
H, 5,38; N, 6,50; HamigeHo: C,
58,60; H, 5,32; N, 6,55 (BuBmeneHo
B BMIE TIUIPOXJIOPMAA)
253 6- 2,2,3,3- T.mn. 166-168°C. MC (ACPI): m/e
3TOKCHKAPO | Terpadropnponui | 453,1 (M+1l). AxHanus nng
OHMII C23H,sC1F4N,05: BRIWMcneno: C, 56,50;
' H, 5,15; N, 5,73; Haimeso: C,
56,18; H, 5,00; N, 5,66 (BuOeseHO
B BUIE IUIPOXJOopMIna) )
254 6- 2,2,2- T.on. 169,5-171,5°C. MC (ACPI):
3TOKCHKApPO TPUOTOPI TII m/e 421,2 (M+1l). AHanus nna
OHMJI CoeH27F3N,07: BriuMcHieHO: C, 58, 21;
H, 5,07; N, 5,22; nHangeHo: C,
58,43; H, 4,85; N, 5,27
255 6-LUMaHo 2,2,2- T.rnn. 175-177°C. MC (ACPI): m/e
TPUPTOPI T 374,1 (M+1). Ananus nns
Cy4H22F3N30s: BHUMCIHIEHO: C, 58,90;
H, 4,53; N, 8,69; HaugmeHo: C,
58,62; H, 4,48; N, 8,50
256 6-LMaHo 2,2,3,3- T.mn. 167-169°C. MC (ACPI): m/e
TeTpadTopnponmMa | 406,1 (M+l). AHanms ona
CpsH23F4N30s: BrIUMcHeHo: C, 57,58;
H, 4,45; N, 8,06; HanipmeHO: C,
57,31; H, 4,35; N, 8,08
257 6-ammno 2,2,2- T.mnm. 102°C. MC (ACPI): m/e 392,2
TpudTOPI TN (M+1) . Anamma OnA CaoHaoF3N3O0;:
BuumcneHo: C, 61,68; H, 5,15; N,
10,74; Hanneno: C, 61,68; H,
5,11; N, 10,65 (BuneneHO B BMUIE
OCHOBaHuA)
258 6-ammuo 2,2,3,3- T.nn. 120°C. MC (ACPI): m/e 424,3
TeTpa¢ropnponui | (M+1). AHamm3 A CpiHz F4N30s:
BuumcyeHo: C, 59,57; H, 5,00; N,
9,92; nanpmeno: C, 59,33; H, 4,82;
N, 9,79 (BuOeneHO B BuIe
OCHOBaHMA)
259 6- 2,2,3,3- T.nm. 132-134°C. MC (ACPI): m/e
TpupTopMeT | TeTpadTOopnpommMa | 465,1 (M+1). Anamm3 nna
OKCH C21H20C1F4N,0,: BHuUMcneno: C, 50,36;
H, 4,03; N, 5,59; HanmeHo: C,
50,25; H, 3,96; N, 5,58 (BupeneHo
B BMIe TI'MOPOXJopuna)
260 6- 2,2,2- T.nn. 160-164°C. MC (ACPI): m/e
TpupTOopMeT TPUOGTOPI T 433,1 (M+1). Ananus ona
OKCH Ca0H1sC1F¢N,0,: BRHIUMCNEHO: C, 51,24;
H, 4,08; N, 5,98; HanpgeHo: C,
51,26; H, 3,99; N, 5,96 (BHAesEHO
B BuOe TMUOPOXJOpMOA)
260 7-xy0p 2,2,3,3- T.m1. 153,6-154,4°C. MC (ACPI):
A TeTpadpropnponmi | m/e 415,1 (M+1l). AHaj. BHUKMCIEHO
ansa C20H19C1F4N2001,OHC1: C, 53,23;
H, 4,47; N, 6,21; HanneHo: C,
52,89; H, 4,40; N, 6,18 (BHOeneHO
B BUIE IuUIpoxJjopuna)
260 T-xy0p 2,2,2- T.nn. 193,4-194,9°C. Macc(ES+):
B TPUGTOPI T m/z 383,17 (M+1l). AHan. BHYMCIIEHO
aJia C19H13C1F3N20.1,0HC11 C, 54, 43;
H, 4,57; N, 6,68; HaimeHo: C,
54,66; H, 4,39; N, 6,66 (BrOeleHO

B BUIE I'MOPOXJIOPMIOA)
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pumep 261. T'umpoxnopun N-(2-(7-prop- 1 H-urmon-3-wn)stin)-3-(2,2,3,3-teTpad TOpIIpOIIOKCH ) OCH3 I
aMMHa.

Anernnxiopun (2,4 mi, 33,8 MMOJIb) 100aBIIIOT IO KAaIUISIM K 6e3BoqHOMY 3TaHOoIy (50 M) M cMech Tie-
pememmuBaOT B TeueHne 10 MUH IpH TemIepatype OKpYXamomei cpeasl M Jo0aBisiioT K pactBopy N-(2-(7-
¢rop-1H-unnon-3-nm)arun)-3-(2,2,3,3-rerpadroprnponokcu)oensmiamuna (12,0 r, 30,1 MMonb) B aTHIIaneTare.
O0pa3oBaBLIMICS PACTBOP KOHIEHTPUPYIOT IPU MOHWKEHHOM JIaBJICHHH, MOJIy4asi XKEJITOe TBEPIIOE BELIECTBO.
XKenroe TBepaOE BEIIECTBO MEPEKPUCTAIIIM30BBIBAIOT U3 CMECH 3THIIALIETAT/3TaHON/ IUATHIOBBIN 3(hHp, NOTydas
yKa3aHHOE B 3aroyioBke coenuHeHue: T.wi 142-143°C. MC(m/e): 399 (M+1), 397 (M-1). Beraucieno auns
C,oH9FsN,O-HCI. Beruucneno: C 55,24; H 4,64; N 6,44; naiineno: C 55,44; H 4,66; N 6,46.

Mpumep 262. L(+)-Taprpar runpoxmnopuna N-(2-(7-drop-1H-unnon-3-um)armn)-3-(2,2,3,3-rerpadrop-
MIPOTIOKCH ) OCH3MIIaMIHA.

Ho6asmsror L-(+)-surAYI0 Kucnoty (49 mr, 0,33 MMois) u MeTaHoI K pactBopy N-(2-(7-¢Top-1H-unmon-
3-un)atnn)-3-(2,2,3,3-rerpadropnponokcu)oensmiamuna (130 mr, 0,33 MMonb) B aTHianerare. PactBopurens
BBIIIAPUBAIOT, NOJTy4ast cMoiy. CMOJIy NMepeKpHCTAIM30BEIBAIOT M3 CMECH AMITHIOBBIA 3()Up/3THIIALETAT, 110~
Jy4ast yKa3aHHOE B 3aroJIOBKe coequHeHue: T.IuL. 192-194°C.

[Mpumep 263. I'unpoxnopun N-(2-(7-prop-1H-ungon-3-umn)atuin)-3-(2,2,2-TpudTopaTOKCH )OS H3UITaMHHA.

Auerunxiopun (2,3 mi, 32,4 MMoJib) T00ABNISIOT MO KaIsiM K Oe3BomHOMY 3TaHoiy (50 Mi1) U pacTBOp
nepeMelIMBaiT B TedeHne 10 MUH Ipu TemIeparype OKpy»Karolied cpelpl u 100aBisitoT K pactBopy N-(2-(7-
¢rop-1H-nnnon-3-nm)atun)-3-(2,2,2-rpudroparoxcn)densunamuna (10,7 r, 29,2 MMoIp) B AM3THIIOBOM 3(upe.
O0pazoBaBLIMICS pacTBOP KOHLEHTPUPYIOT IIPU IIOHMKEHHOM JaBJICHUH, MOJIydasl >KeITOe TBEPAOE BEIIECTBO
[Nepexpucraniam3aiys >KeaToro TBEPAOTO BENIECTBA N3 CMECH THIIALCTaT/METaHOJI 1aeT yKa3aHHOE B 3aroJIOBKE
coenuHenue: T.IWL 163-164°C; MC(m/e): 367 (M+1); 365 (M-1). Beraucneno mns CoH;sF4N,O-HCI. Beraucie-
Ho: C, 56,65; H, 4,75; N, 6,95; naiineno: C, 56,45; H, 4,54; N, 6,90.

pumep 264. L-(+)-Taptpat N-(2-(7-prop-1H-urnon-3-mwr)stun)-3-(2,2,2-tpu TOp3TOKCH ) OCH3UIIaMHHA.

L-(+)-Bunnyro xucnory (295 mr, 1,96 mmoinp) B MetaHone no0aBisioT kK pactBopy N-(2-(7-¢rop-1H-
WHAO0N-3-W1)3TrN )-3-(2,2,2-TpudTopaTokcn)oen3mwiamMunaa (720 mr, 1,96 mmone) B sTrianerare. O6pa3oBas-
muiics pacTBOp KOHLEHTPUPYIOT MPH MOHIKCHHOM JaBJICHHH, NOJydas Ipo3padHoe OeciseTHoe Macio. Kpu-
CTaJUIM3alMsl Maclia W3 JTUAITHIOBOrO 3(upa MaeT yKa3aHHOE B 3arojioBke coeauHeHwe: T.wr. 118-119°C;
MC(m/e): 367 (M+1); 365 (M-1). Boruucneno mis CyoH gF4sN,O-C4H¢Og. Boruucneno: C 53,49; H 4,68; N 5,42;
Haiigeno: C 53,21; H4,55; N 5,41.

IMpumep 270. I'nnpoxmnopun N-(2-(5-prop-1H-unnomn-3-um)3tui)-3-nponokcudeH3niiaMmHa.

F
Q]/vﬁv@ox\/
N
H

CwmenmBaroT 3-npornokcubenzanpaerusn (2,96 r, 18,0 MMos), rumpoxiopun S-proprpunramuna (2,58 r,
12,0 mouib), TpusTiiamun (1,15 r) u Monekyssipubie cuta 3 A (2,27 r) B stanone (200 mi). PeakuuonHyro cmech
NepeMEIINBalOT IIPH KUIIEHUH ¢ OOpaTHBIM XOJOAWIBHUKOM B TeueHne 4 4. CMech QUIBTPYIOT VISl YAaICHHS
MOJIEKYJISIDHBIX CHT W 3aTeM K (QHIbTpaTy MeIJIeHHO no0aBisiror Ooprunpua Harpus (1,36 r, 36,0 MmMoinb) u
CMecCh IIepeMEIINBAlOT IIPU TEMIIepaType OKpyskaromei cpeasl. Uepes 15 4 peakMOHHYIO cMeCh KOHLIEHTPHPY-
10T 70 00pa30BaHUs OocTaTKa, 0cTaToK pacTBopsioT B IN NaOH u pacTBop 3KCTparupyroT auxiopmeranom. Op-
TaHUYECKHE IKCTPAKTHI OOBEANHSIOT, IPOMBIBAIOT HACKHIIIEHHBIM PAaCTBOPOM COJIH, cymaT Ha Na,SO,4 1 KOHIeH-
TPUPYIOT 10 0Opa3oBaHus ocratka. OcTaTok XpoMaTorpagupyoT Ha CUIIMKArene Iy 3IIOUPOBAHNUY dTUIIALETa-
toM, noiyyast 3,31 r macna. Cons ¢ HCI nonyuator B aiuatunoBom adupe: T.11. 197-199°C; MC (ACPI): (m/e)
327,2 (M+]). Anamu3z g CyoHyCIFN,O. Berauciieno: C 66,20; H 6,67; N 7,72; naiineno: C 66,06; H 6,63; N
7,76.

ITo criocoOy npumepa 270 noiyyaroT ciienylone COeANHEHNs, BbIJCJICHHbIE B BUJIE Majieara, 3a UCKIIIO-

YEHUEM OTMCYCHHBIX Cﬂy‘laeBZ
Z' II

Tz
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Ne

ZII
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HaHHEIE

27

5-pTop

3TN

T.rin. 196-198°C. MC (ACPI): m/e
313,1 (M+1). AHamm3 ansg
Cy9H2,C1FN,0: BHUMCHEHO: C,
65,42; H, 6,36; N, 8,03;
HampeHo: C, 65,48; H, 6,30; N,
8,04 (BumeneH B BUIE
TuOpoxjopuna)

272

5-
TprudTOPME T

3TUn

T.nn. 156-160°C. MC (ACPI): m/e
363,1 (M+1l). AHanmu3 nns
Cy4Hz5F3N205: BmumcyeHo: C, 60,25;
H, 5,27; N, 5,85; HammeHo: C,
60,47; H, 5,26; N, 5,79

273

5-
TpudTOpME TINT

nponun

T.nn. 169-172°C. MC (ACPI): m/e
377,1 (M+1l). AHanusa nonsa
CysHp7F3N20s: BruMcnieHo: C, 60,97;
H, 5,53; N, 5,69; Hangerno: C,
60,95; H, 5,54; N, 5,70

274

5-
TpudTOopMeTHUN

2,2,2-rpupToparun

T.nn. 180-184°C. MC (ACPI): m/e
417,1 (M+1l). AHanmus3 pnsa
Cp4HpFNoOs: BrumciaeHo: C, 54,14;
H, 4,16; N, 5,26; HaipeHo: C,
53,99; H, 4,07; N, 5,61

275

5_
TpudTOpMe THIT

3,3,3-
TpudTOPIPONMIT

T.nn. 158-161°C. MC (ACPI): m/e
431,1 (M+1l). Ananmus gnsa
Cps5H,4FgN20s: BoumcneHo: C, 54,95;
H, 4,43; N, 5,13; HanmeHo: C,
54,84; H, 4,46; N, 5,03
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276

4-MeTOKCHU

2,2,3,3-
TeTpadTopnpornmi

T.nn. 144-147°C. MC (ACPI): m/e
411,1 (M+1). AHamm3 nng
CzsHosFyN,Og: BruMcHeHo: C, 57,03;
H, 4,98; N, 5,32; HangeHo: C,
56,84; H, 4,94; N, 5,34.

2717

5-umaHo

2,2,3,3-
TeTpabTopnponun

T.nn. 172-174°C. MC (ACPI): m/e
406,2 (M+1). AHammusa nns
CasH23F4N30s: Brumcieno: C, 57,58;
H, 4,45; N, 8,06; HammeHo: C,
57,91; H, 4,13; N, 8,34.

278

S-umaHo

2,2,3,3,3-
NnedTadToOPNpPoOnoOKCH

T.nn. 168-170°C. MC (ACPI): m/e
424,1 (M+1l). AHamu3 nnsa
CysHo2FsN3Os: BRIUMCIIEHO: C, 55,66;
H, 4,11; N, 7,79; HangeHo: C,
55,54; H, 4,16; N, 7,71

279

5-(4-
bropdenmi)

2,2,3,3-
TerpadTopnponmun

T.rn. 161-165°C. MC (ACPI): m/e
475,1 (M+1l). AxHanu3 gonsa
C,y6H24C1lFsN,0: BmumcineHo: C,
61,12; H, 4,73; N, 5,48;
HangeHo: C, ©61,18; H, 4,64; N,
5,50 (BEIOENIEHO B BUIE
TUOpoXJiopnaa)

280

5-(4-
dropdennn)

2,2,3,3,3-
neHTadTOpPNpoOnoKcu

T.on. 168-171°C. MC (ACPI): m/e
493,1 (M+1l). AHanmus nnuas
C,y6H23C1F¢N,0: BRUMCNEHO: C,
59,04; H, 4,38; N, 5,30;
HanneHo: C, 59,15; H, 4,28; N,
5,30 (BrOoesneHo B BMUIOE
TUOPOXJIOPUIA)

281

5-¢peHun

2,2,3,3-
TeTpapTopnponma

T.roa. 148-151°C. MC (ACPI): m/e
457,1 (M+1). AHanmm3 OnAa
Cy6H25C1lFyN,0O: BrHuMcCIieHo: C,
63,35; H, 5,11; N, 5,68;
HanneHo: C, 63,16; H, 4,99, N,
5,67 (BuOesleHO B Buue
TMIpoxJopuna)

282

S-deHun

2,2,3,3,3-
rneHTadToOpPrnpoOnoKcu

T.na. 65-70°C, paz3n. MC (ACPI):
m/e 475,1 (M+1). AHammu3 mnsd
C26H24C1lFsN,O: BrIUMCHEHO: C,
61,12; H, 4,73; N, 5,48;
Hapgedo: C, 60,98; H, 4,66; N,
5,41 (BHOeseHO B Bune
THMOpoxJjopuna)

283

5-(4-
bropdbennn)

2,2,2-tpupTopaTun

T.nn. 214-216°C. MC (ACPI): m/e
443,1 (M+1). AnHanus3 gnsa
CysHy3C1FyN,O: BruMcneHo: C,
62,70; H, 4,84; N, 5,85;
HanpeHo: C, 62,47; H, 4,71; N,
5,79 (BupeneHo B Buue
TUOPOXJIopnIa)

284

S-benun

2,2,2-TpUdTOPITUI

T.nn. 171-174°C, pasn. MC
(ACPI): m/e 425,1 (M+1l). AHamus
ana CysHyyClF3N,0: BeumMcneHo: C,
65,15; H, 5,25; N, 6,08;
HanneHo: C, 65,46; H, 5,17; N,
6,10 (BHOesieHO B BuIe
ruapoxaopuna)
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285 4-dpeHun 2,2,3,3,3- T.m. 55°C, pa3n. MC (ACPI):
nexragropnponmn m/e 475,1 (M+l). AHanmMs Ins
C,6H24C1lFsN,0: BEIYMCNIEHO: C,
61,12; H, 4,73; N, 5,48;
”HampgeHo: C, 61,11; H, 4,83; N,
5,40 (BuOeneHo B Buue
TUIOPOXJIOPUAA )

286 4-penmnt | 2,2,2-7pudTOPSTUIN | T.nn. 60°C, pasm. MC (ACPI):
m/e 425,1 (M+1l).. AHanus nmasa
C2sH24C1F;3N,0: BhuMcneHo: C,
65,15; H, 5,25; N, 6,08;
HanmpeHo: C, 65,08; H, 5,42; N,
5,93 (BumeneHo B BuOe
IUOPOXJIOPMIA)

287 4-QpeHun ' 2,2,3,3- T.mn. 56°C, pas3a. MC (ACPI):
TeTpadropnpommit | m/e 457,1 (M+1). AHammu3 1A
Cy¢H2sC1FyN,0: BEuUMcaeHo: C,
63,35; H, 5,11; N, 5,68;
HanneHo: C, 63,60; H, 5,35; N,
5,48 (BHOENEHO B BuUIe

ruIpoxyopuna)

288 T-prop nupno-4-mun T.mn. 212-214°C. MC (ACPI): m/e
362,2 (M+1l) (BEHOeneHO B BuIOe
okcanara) .

289 T-¢Top nmupuo-3-un T.on. 167-169°C. MC (ACPI): m/e
362,3 (M+1l) (BHOeNleHO B BuOe
okcaJiara) .

299 T-deHun 2,2,2-rpudTop3TIN | T.nn. 116-120°C. MC (ACPI): m/e

425,3 (M+1). AHanu3 nns
Ca9H27F3N,05: BHUMCIIEHO: C, 64,44;
H, 5,03; N, 5,18; HampmeHo: C,
64,47; H, 4,96; N, 5,24.

300 7-denun 2,2,3,3- T.nnm. 108-111°C. MC (ACPI): m/e
TeTpabTopnponma | 457,3 (M+1l). AHanus NS
C30H28F4N;0s: BrumcaeHo: C, 62,93;
H, 4,93; N, 4,89; Hamnneno: C,
63,02; H, 4,91; N, 4,96.

ITpumep 301. Manear N-(2-(6-xnop-1H-unmon-3-un)stin)-N-metun-3-(2,2,3,3-terpadToprpornokc )oeH-

3UJIaMHHA
A
Cl F
N O/Y‘

N
H

3-(2,2,3,3-Terpadroprnponokcn)denzansaerusa (232,6 mr, 0,98 mmois) nobasisiioT K pactBopy N-(2-(6-
xiop-1H-urnon-3-un)atnn)-N-merunamuna (205,6 mr, 0,98 mmons) n tpuanerokcubopruapuna Harpus (305,3
mr, 1,37 mmors) B muxiiopatade (50 mur). CMech MepeMeInBaroT MPH TEMIIEpaType OKpyKaromiel cpeasl. Yepes
24 49 cMech ymapuBaioT 10 00pa30BaHUS OcTaTKa M ocTaTok pacTBopsroT B 1N NaOH, 3aTeM sKcTparupyror Iu-
xjopMeTaHoM. OpraHu4ecKre SKCTPaKThl OOBEIUHSIOT, IPOMBIBAIOT HACHIICHHBIM PACTBOPOM COJIH, CYIIAT
(NayS0O,), unspTpyroT U ymapuBarmT A0 oOpa3oBaHMs ocTarka. OcTaTok XpoMmaTorpadupyroT Ha CHIIMKAreie
IPH JIIOMPOBAHMH 3THIIALIETATOM, [TOJIy4ast yKa3aHHOE B 3ar0JIOBKE cOeAnHEHHe. MaeaTHyIo coilb [OTy4aloT B
quaTHIIoBoM ddupe: T.m1. 125-128°C. MC (ACPI): m/e 429,3 (M+]). Ananuz mis C,sHysCIF4N,Os: BBIUHCIIEHO:
C 55,10; H4,62; N 5,14; natineno: C 55,13; H 4,59; N 5,09.

ITo crioco0y npumepa 301 MOAYYarOT CIEAYIONINE COCIMHCHIS:

i | \/©\
N OIR‘

Lz
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Ne YA R4 IaHHEIE
302 | 5-meTOKCH 2,2,2- T.mn. 144-147°C. MC (ACPI): m/e
TPMQTOPSTI’{H 393,1 (M+1l). AHanmua onsa C,3H,5F3N,06:

BuuMcnieHo: C, 57,26; H, 5,22; N,
5,81; nHampeHo: C, 56,89; H, 5,16;
N, 5,82 (BupgeyleH B BUOe OKcajnaTa)
303 | 4-meToxCH 2,2,3,3- T.nn. 104-109°C. MC (ACPI): m/e
TeTPpadTOPNPOIMI | 425,2 (M+1). AHammMs Ona CiyuHyeF4N,Og:
Buyucneno: C, 56,03; H, 5,09; N,
5,45; unampgeno: C, 55,85; H, 5,05;
N, 5,43 (BumeneH B BuIe oKcajaTa)
304 4-¢prop 2,2,2- T.rut. 192-202°C. MC (ACPI): m/e
TPUOTOPITUI 367,2 (M+1). Anammusz mnsa CjoH;9F¢N,0:
BuumcyeHo: C, 56,65; H, 4,75; N,
6,95; wnanipeno: C, 56,82; H, 4,65;
N, 6,84 (BupeneH B BuOe
TUOPOXJIOPUAA )

305 6-dpennn 2,2,3,3- T.nn. 94-98°C. MC (ACPI): m/e 457,1
TeTpadTopnponun | (M+1). AHamm3 OnA CyeHagFyN,0:
BHlUMcyieHo: C, 68,41; H, 5,30; N,
6,14; HanpeHo: C, 68,18; H, 5,28;
N, 6,06 (puneneH B BMOE OCHOBAaHMUA)

Ipumep 306. N-(2-(6-Kapboxcn- 1 H-urmon-3-mn)stin)-3-(2,2,3,3-reTpad TOpIporoKCcH ) OeH3WIIaMHyH.

) L
HOWN o
FF
N
H

CMelurBaT N-(2-(6-3Tokcukapoonmi- 1 H-uamosn-3-mn)atmn)-N-(2,2,3,3-reTpad TOpIpornoKCHOCH3 L )
amuH (1,09 1, 2,4 mmons) u 2N NaOH (4,8 mur) B aTanone (4,8 mir). CMech KHIATAT ¢ 0OpaTHBIM XOJIOUIIbHU-
koM. Yepes 2 4 cMeCh OXJIAXKIAIOT 10 TEMIIEPATyPhl OKPYKAIOIISH Cpelbl, YIIAPUBAIOT B BAKYyMe JUIS YIAJICHUS
sta”ona u 3ateM Herrpamusyor SN HCI (1,92 mi), momydast TBepoe BemecTBO. TBep1oe BEMECTBO OTHMIBT-
POBEIBAIOT M CYIIAT B BaKyyMe, IOJydas yKa3aHHOE B 3arOJIOBKE COCOMHEHHE B BHAE mopomka: T.iwi. 186°C,
pasi., MC (ACPI) : m/e 425,1 (M+1) .

ITpumep 307. N-(2-(6-Kapookcu- 1 H-uanomn-3-mm)atun)-3-(2,2,2-1pudTopITOKCH )OS H3UITAMHH.

3 11;II\/©\ F

HO ) 0
e FF
H

ITo cniocoby mpumepa 306 moyTydaroT yka3aHHOE B 3arojioBke coeauHeHue: 1.1t 232-235°C. MC (APCI):
m/e 393,2 (M+1).

ITpumep 310. 5-denokcu-1H-unpomn.

CwmemmBarot ruapokcun kanus (3 T, 0,054 mons) u denoin (15 T, 0,16 mons) u Harpesarot x0 110°C no Tex
0P, MOKa TMAPOKCUA Kalus He pacTBOpHUTCs. CMeCh OXJIaKAAIOT 0 KOMHATHOHN TeMIepaTypsl U 100aBIsIoT 5-
¢rop-2-autpotonyon (7,75 r, 0,05 Moap) B BuIE ofHOW mopnuu. PeaknnonHyro cMech HarpesaroT a0 130°C B
Teuerne 30 MUH, OXJIQXKAAIOT 10 KOMHATHOW TeMIiepaTypsl U 3ateM BoutnBaroT B 10% NaOH (200 mir). Boxmsrit
pactBop akcTparupytot adupom (2 x 100 min), opranuueckue ciion o0beanHsIOT U pombiBatoT 10% NaOH (2 x
100 mu), Bomoii (2 x 100 mu), cymar Hag Na,SO4 1 KOHIEHTPUPYIOT B Bakyyme. KoHueHTpar xpomarorpadu-
PYIOT Ha CHJIMKareljie Ipu 3JIIOUPOBAHMH CMECBIO TeKCAHBI/ATUIIALIETAT, OJIydas 2-HUTPO-5-(EHOKCHTOIYON B
BUJIE TBEPJIOTO BEIIECTBA: 'H-sIMP (300 MTI'1;, CDCl): 2,59 (¢, 3H), 6,81-6,85 (M, 2H), 7,06-7,09 (M, 2H), 7,22-
7,26 (m, 1H), 7,40-7,45 (m, 2H), 8,03-8,06 (M, 1H).

B 10 mut 6e3B0THOTO TOJIyOJIa CMEMIMBAIOT 2-HUTPO-S-henokcuronyou (1,15 r, 5,0 mmoiis) u Tpuc (aume-
tunamuHo) mMetad (0,87 r, 6,0 MMOJIB) U KUITATST C 0OpaTHBIM XOJIOJUIBHUKOM B aTMocdepe a3orTa.

Uepes 2 4 peakIMOHHYIO CMECh OXJIAKAAIOT 10 KOMHATHOM TeMIepaTyphsl U TOJIyOJI BEIIAPUBAIOT IIPH MO-
HIDKEHHOM JIaBJIeHHH ¢ oOpasoBaHueM octarka. OctaTok pactBopsitoT B 15 mu EtOAc, cmemmBator ¢ Pd/C
(10%, 100 mr), nepeMemInBarOT NpU KOMHATHOM TEMIIEpaType Mpu AaBIeHUH Bogopoaa 1 atmocdepa B TedeHue
1,5 mueit. Katamuzatop oTpmibTpOBEIBAIOT W (QIIBTPAT KOHIEHTPHPYIOT. OCTaTOK XpoMaTorpadupyroT - Ha
CHJIMKArese IpH IIOUPOBaHUH cMechlo rekcanbl/EtOAc, momyyas yka3aHHOE B 3ar0JIOBKE COSIUHEHHE B BHIE
TBepsoro Bemectsa: 'H-SIMP (300MI't, CDCl3) 6,49-6,50 (m, 1H), 6,93-7,03 (m, 4H), 7,22-7,27 (m, SH), 8,15
(mp., 1H).
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ITo crrocoby mpumepa 310 MoTy9aroT CIEAYIONIHe COCIMHEHIS:

a) 4-(m-Tommaoken)-2-MetmianTpodenson: 'H-SIMP (300 MI'n, CDCly) 2,35 (¢, 3H), 2,57 (¢, 3H), 6,77-
6,80 (M, 2H), 6,93-7,03 (M, 2H), 7,18-7,24 (M, 2H), 8,00-8,03 (M, 1H);

b) 5-n-ronunokcu-1H-unmom: '"H-IMP (300 MI'u, CDCl) 2,31 (c, 3H), 6,48-6,49 (M, 1H), 6,87-6,96 (M,
3H), 7,07-7,10 (m, 2H), 7,20-7,35 (M, 3H), 8,15 (mmp., 1H);

¢) 4-(o-Tomunokcu)-2-MetunanTpobenson: 'H-SIMP (400 MI'u, CDCly) 2,16 (c, 3H), 2,57 (c, 3H), 6,50-
6,78 (m, 2H), 6,93-7,03 (m, 3H), 7,18-7,35 (M, 1H), 8,00-8,03 (M, 1H);

d) 5-o-tommnokcu-1H-uanomn: 'H-sIMP (400 MTI'i, CDCL;) 2,31 (¢, 3H), 6,45-6,46 (M, 1H), 6,78-6,80 (M,
1H), 6,90-6,00 (m, 2H), 7,01-7,10 (m, 2H), 7,13-7,24 (m, 2H), 7,32-7,34 (M, 1H), 8,11 (mmp., 1H);

€) 4-(M-TOIMIIOKCH )-2-METHITHUTPOOCH30I: 'H-sIMP (300 MI', CDCly) 2,37 (c, 3H), 2,60 (c, 3H), 6,80-
6,88 (m, 4H), 7,03-7,06 (m, 1H), 7,27-7,32 (M, 1H), 8,03-8,06 (M, 1H);

f) 5-m-Tormunokcu- 1 H-ungon: nomyuero 6,0 T (54%) (kpacuoe macio) 'H-SIMP (300 MI', CDCl;) 2,25 (c,
3H), 6,51-6,52 (M, 1H), 6,76-6,98 (m, 4H), 7,14-7,39 (M, 4H), 8,17 (mmp., 1H);

g) 4-(4-dpropdenoxcu)-2-meTunuautpobenszon: 'H-SIMP (300 MI'i, CDCls) 2,60 (c, 3H), 6,80-6,82 (M, 2H),
7,03-7,12 (m, 4H), 8,03-8,06 (m, 1H); n

h) 5-(4-dbropdenokcu)-1H-urgom: momydeno 2,68 r (26%)(kpactoe macio). 'H-SIMP (300 MI'u, CDCls)
6,50-6,52 (m, 1H), 6,91-7,01 (m, SH), 7,24-7,38 (M, 3H), 8,18 (mmp., 1H).

IMpumep 311. 2-Okco-(5-dpenokcu- 1 H-unmon-3-mn)aneTHiaxiopu.

CwmemmBaror S-¢penoxcununon (1,57 r, 7,5 Mmmoins) u 6e3BoaHbIN 3dup (35 M) ¥ K cMecH 100aBISIOT OK-
camxopu (1,07 T, 8,25 mmons) B 8 Mit adupa. OOpaszyercs ocaok. PeakiimoHHYI0 cMech IIepEMEITUBAIOT Ha
npoTsukeHnH Houn. Ocajiok OTIENSIOT, CYIIAT B BaKyyMe, IOydas YKa3aHHOE B 3arojioBKe coeauHenme: 'H-
SAMP (300MI'n, AMCO-dg) 6,99-7,15 (m, 4H), 7,37-7,42 (m, 2H), 7,60 (n, 1H, J=8,7 I'n), 7,75 (n, 1H, J=2,4 '),
8,47 (n, 1H, J=3,2T'n), 12,4 9, (mmp., 1H).

ITo crrocoOy mpumepa 311 moay9aroT CIeAyIONIHe COCIMHEHIS:

a) 2-okco-(5-n-Tommnokcu- 1 H-uamgo1-3-uim)ane Thiaxaopu;

b) 2-okco-(5-o-tommnokcu- 1 H-uumon-3-nwn)anerunxnopun: 'H-SIMP (300 MI'u, CDCls) 2,83 (c, 3H), 6,86-
6,89 (m, 1H), 7,03-7,16 (m, 5H), 7,26-7,27 (M, 1H), 7,40-7,44 (m, 1H), 7,87 (M, 1H), §,20-8,32 (M, 2H), 8,90
(mmp., 1H);

¢) 2-okco-(5-M-rommnokcu- 1 H-uHmo-3-1i)ane THIXJI0puI 1

d) 2-oxco-((4-dbTopdenokcu)- 1 H-unmos-3 -1 )ane THIXIOPHI.

[Mpumep 312. 2-Okco-2-(5-henokcu- 1 H-unnon-3-mn)aneramua.

CwmemmBarot 2-okco-(5-penokcu-1H-unnon-3-mn)anermwixinopun (2,15 r, 7,18 MMoib) U THAPOKCHA aMm-
moHwus (28-30%, 32 mu1, 680 MMOIIB) M CMECh IIEPEMEIINBAIOT B TeUeHUE 2 4. PeaknnoHHYIO0 CMECh BBUIMBAIOT B
10% (Bomusrit) HCI, skcTparupytoT JUXJIOPMETAaHOM, OPTaHUYECKHE CIOM O0BEeIMHSIOT U cymaT Hax NaySOy,
PACTBOPHTENH BHIIAPUBAIOT B BaKyyMe, Toiyudast 1,94 r (96%) yka3aHHOro B 3arojioBke coeunenus: 'H-SIMP
(300MI'y, CDCl3) 4,87 (c, 2H), 7,51-7,91 (m, 7H), 8,13-8,24 (m, 3H).

ITo criocoOy mpumepa 312 momay9aroT CIeayIONe COSIMHEHS:

a) 2-okco-2-(5-n-tonunokcu- | H-unnon-3-m)aneramu;

b) 2-okco-2-(5-o-Tonunokcu- 1 H-unomn-3-mn)arneraMmun u

¢) 2-okco-2-(5-M-Tonunokcu- 1 H-ungon-3-un)aneramui.

[Mpumep 314. Okcanat 5-heHOKCUTPUNITAMHIHA.

2-Oxco-2-(5-penoken-1H-unnon-3-un)aneramun (1,9 r, 6,86 mmons) B TT'® (60 mur) go0aBisioT 1O Karl-
1M K pactBopy LiAIH,-TT'® (1,0 M, 41 ma, 41,0 mmous) B TT'® npu koMHaTHO# TemrniepaTtype. PeakiinoHnyro
CMECh KHISTAT ¢ 0OpaTHBIM XOJOAWIEHHKOM B T€UEHHE 4 4 M OXJIAKAAIOT 10 KOMHATHOW TemriepaTypsl. Peak-
IMUOHHYIO CMeCh TacsT Bogou (6 M), 3ateMm NaOH (2 N, 3 mi1). Ocamok oTHUIBTPOBEIBAIOT U MIPOMBIBAIOT d(PH-
pom (3 x 50 mu). @unbrpar cymar Ha Na,SO,, KOHIEHTPUPYIOT B BaKyyMe, OCTaTOK OYHWIIAIOT (hidmi-
xpomarorpadueii (muxiaopmeran/MeOH/NH,OH), momygas 1,0 r (59%) cBoGoxHOTO aMyHa yKa3aHHOTO B 3aro-
noBke coequHeHus. CoNb MIaBeIeBOM KUCIOTHI YKA3aHHOTO B 3ar0jIOBKE COSAMHEHHS MMeeT: T.Iul. 156-157°C;
'H-SIMP (300MT'i, IMCO-dg) 2,94 (1, 2H, J=7,3 T'm), 3,00 (r, 2H, J=7,3 I'm), 5,00 (ump., 2H), 6,83-7,04 (m,
4H), 7,26-7,41 (m, 5H), 11,05 (mmp., 1H); MC (anekrpopacnsuienue), m/e: 341,1 (M-1). Anan. Berauci. as
CsHsN,Os: C, 63,15; H, 5,30; N, 8,18; naiineno: C, 62,97; H, 5,25; N, 8,20.

ITo criocoby mpumepa 314 moyd4aroT CICHYIOIIUE COCAMHEHHUS W BBIICISIFOT B BHJC OKcajaTa, €Ciid He
yKa3aHO WHaye:

a) 5-TII-TOMMIIOKCUTPHUIITAMHH '"H-SIMP (300MTI 1, CDCly) 2,31 (¢, 3H), 2,83 (1, 2H, J=6,4 '), 2,98 (T, 2H,
J=6,3 T'm), 6,86-6,96 (M, 3H), 7,07-7,10 (M, 3H), 7,24-7,33 (m, 2H), 8,02 (urup., 1H) (BbIIENCHO B BUIE OCHOBA-
HUA);

b) 5-o-tomunokcutpuntamuH: T.IU1. 187-188°C. 'H-SIMP (300 MI'n, IMCO-dg) 2,27 (c, 3H), 2,90-3,05
(M, 4H), 6,66-6,68 (M, 1H), 6,76-6,79 (m, 1H), 6,93-6,98 (m, 1H), 7,06-7,16 (M, 2H), 7,24-7,39 (m, 3H), 7,66
(mmp., 2H), 11,05 (mmp., 1H); MC (snekrpopacmsiicane), m/e: 265,1 (M-1-C,H,0,); Anan. Beraucn. mis
C9H»uN,Os: C, 64,04; H, 5,66; N, 7,86; naiineno: C, 63,90; H, 5,72; N, 7,83 u

- 60 -



007493

€) 5-M-TONMIOKCHTPHNTAMHH: T.I01. 164-165°C; 'H-SIMP (250 MI't, JIMCO-dg) 2,26 (c, 3H), 2,89-3,07
(M, 4H), 4,52 (mmp., 2H), 6,68-6,72 (M, 2H), 6,82-6,86 (M, 2H), 7,17-7,42 (m, 4H), 11,06 (tmmp., 1H); MC (3mek-
TpopacmsiicHue), m/e: 265,1 (M-1-C,H,0,) .

IIpumep 315. 6-Xiop-7-dprop-1H-urmgo.

CwmemmBarot Tpubpomua 6opa (36,0 mit, 1,0M pactBop B rentane, 36 MModb) U 1,2-guxnopartan (40 min) u
oxnaxnaarot 10 5°C. Ilo kamsimM 100aBisioT pacTBop 2-(rop-3-xaopanuwiuHa (4,36 r, 30,0 mmosnb) B 20 mi 1,2-
JIUXJIOpITaHa. PeakimoHHYI0 cMeCh HarpeBaloT O KOMHATHON TeMIEpaTyphbl U MepeMenuBaT B TeueHue 30
muH. K peaknmonHO# cMmecn n00aBisttoT xmoparerorutpui (2,71 r, 36,0 mmoins), 3atem TiCly (6,83 T, 3,84 mur,
36,0 MMoJIb). PeakIMoHHY 0 CMECh KHUIISTAT C 00paTHBIM XOJIOAMIFHUKOM Ha IPOTSHDKEHUH HOYM. PeakioHHyro
CMECh OXJIAKAAIOT 10 KOMHATHOH Temneparypsl, nooasisitor 55,0 mu 2,5N HCl, narpesatot 1o 85°C B Teuenue
30 muH. CMech OXJTaKAAIOT O KOMHATHOW TeMIepaTyphl, SKCTParupyroT TuxjopMeraHoM (3 x 25 mir), opraHu-
YEeCKHE CIIOW OOBEANHSIOT, IIPOMBIBAIOT HACBHIIICHHBIM PAaCTBOPOM coud, cymat Hag Na,SO,, KOHIEHTPUPYIOT B
BaKyyMme, noyyas 5,1 v 1-(2-amMun0-2-¢rop-3-xnopdenun)-2-xnopstanona: ' H-SIMP (300MI'u, CDCls) 4,63 (c,
2H), 6,49 (mump., 2H), 6,62-6,69 (M, 1H), 7,36-7,39 (M, 1H).

1-(2-AmuH0-2-Pprop-3-x10pdennn)-2-xaopatanoH pactBopsaor B 50 mu (10% Boma B 1,4-mmokcane,
00./00.) 1 mpu KOMHATHOM TemmepaType octopoxkHo mobaristor NaBH, (0,86 r, 22,8 mmonb). Peakunonnyro
CMECh KUIISTSAT ¢ OOPaTHBIM XOJIOAWIBHAKOM B TCUCHHUE 4 U, OXJIAXKIAIOT 10 KOMHATHOW TeMiepatypbl. Jlo6aB-
ss1t0T 35 M1 IN HCl u cMech niepeMeniBaroT B TCUCHUE TOJTyYaca, SKCTParupyoT auxiopmeranom (20 mi x 3),
OpTraHUYecKue CIOM O0BEeAMHSIOT U npombiBaoT HyO 1 HachIIEHHBIM pacTBOpoM coum, cymat Hag Na,SO4 u
KOHLICHTPUPYIOT B BaKyyme. XpomaTtorpadusi Ha cHiIMKarese IpH 3onpoBaHun cMecbio EtOAc/rekcansl naet
yKa3zaHHOE B 3arojioBke coequnenue, 0,94 r (24%). 'H-sIMP (300MTI';, CDCl3) 6,55-6,58 (M, 1H), 7,04-7,10 (M,
1H), 7,22-7,33 (M, 2H), 8,38 (ummp., 1H).

[To criocoby mpumepa 315 moMy9aroT CIEAYIONIHe COCIMHEHIS:

a) 5,7-mudrop-1H-urmomn: '"H-aMP (300MTI';, CDCl3) 6,55-6,56 (m, 1H), 6,71-6,78 (M, 1H), 7,01-7,11 (m,
1H), 7,26-7,28 (M, 1H), 8,34 (uup., 1H);

b) 6,7-nudrop-1H-unrnom: 'H-SIMP (300MI'n, CDCl;) 6,53-6,56 (M, 1H), 6,90-6,99 (M, 1H), 7,22-7,31 (M,
2H), 8,39 (mmp., 1H);

¢) 5,6,7-tpudprop-1H-ungon: 'H-SIMP (300MI't, CDCL3) 6,52-6,55 (m, 1H), 7,13-7,20 (m, 1H), 7,26-7,27
(m, 1H), 8,35 (ump., 1H);

d) 4,5,7-tpudrop-1H-unnomn: 'H-sIMP (300MTI', AMCO-dy) 6,68-6,71 (M, 1H), 7,20-7,29 (m, 1H), 7,57-
7,59 (m, 1H), 12,07 (mp., 1H); MC (anexrpopacnsuienne) m/e: 170,0 (M-1);

e) 4,7-mudrop-1H-urnomn: 'H-SIMP (400MTI 1y, JIMCO-dg) : 11,91 (mmp.c, 1H), 7,44 (1, 1H, J=2,8 I'm),
6,84-6,90 (M, 1H), 6,69-6,74 (M, 1H), 6,54-6,56 (M, 1H); MC (ES-): m/e 152,0 (M-1).

pumep 316. 3-Oopmmi-6-xmop-7-prop- 1 H-urmom.

Oxkcuxnopun ¢ocdopa (0,94 r, 6,16 mmonp) nodassrotr k JJMD (12 mii, oxmaxkaeH Ha JIeJTHOH OaHe) IMpH
SHEPrHUYHOM IepemMernBanun. [Ipubnmsurensao depe3 10 MuH mobaBisiroT 6-xmop-7-propunmon (0,93 r, 5,6
MMOJIb) B 6e3BoiHOM JIM® (4 Mn), cMech nepemermmBaroT nmpu 0°C B TedeHue 1 4, HarpeBaroT A0 KOMHATHON
TEeMIepaTyphl U IIePEeMEIINBaOT Ha MPOTSHKEHUH HOYM IPH KOMHATHOH Temmepartype (~16 1). Cmech oOpabaTsl-
BatoT 14,0 ma 2N NaOH (4 3kB.) npu 3HepruuHOM NepeMeInBaHiy. PeakiimoHHyio cmeck Harpepatot a0 80°C B
TEUeHHE IO0JIydaca, 3aTeM OXJIaXJaloT. PeakIMOHHYI0 CMECh BBUIMBAIOT B XOJIOJHYIO BOJAY NPU SHEPTUYHOM
nepeMeIMBanuu, 1mojrydas TBEpA0€ BCUICCTBO. TBepﬂoe BCILICCTBO OTq)l/IJ'II)TpOB])IBaIOT 1 CyliaT Ha NPOTSKCHUN
HOYM B BAKYYMHOM CYIIMJIBHOM IIKady Py KOMHATHOHM TeMIeparype, Mojiaydasi yKazaHHOE B 3ar0JIOBKE COE/IU-
menue: 'H-SIMP (300MI'i, CD;COCDs/CDCls) 7,09 (r, 1H, J=7,7 I'n), 7,83-7,86 (M, 2H), 9,89 (c, 1H).

[To criocoOy mpumepa 316 MOAYYaroT CIEAYIONIHE COCIMHCHIS:

a) 3-popmun-5,7-mudrop-1H-uamomn: '"H-aMP (300 MI', CD3;COCDs) 6,98-7,06 (m, 1H), 7,71-7,75 (™,
1H), 8,35 (c, 1H), 10,04 (c, 1H);

b) 3-popmun-6,7-mudTop-1H-unmomn: '"H-IMP (300 MI'i, CDCly) 7,10-7,19 (m, 1H), 7,86-7,88 (m, 1H),
7,98-8,03 (m, 1H), 8,95 (mmp., 1H), 10,06 (c, 1H);

¢) 3-dopmuin-5,6,7-tpudrop-1H-nugom: 'H-SIMP (300 MI', CD;COCD;): 7,87-7,93 (v, 1H), 8,42 (c,
1H), 10,07 (¢, 1H);

d) 3-bopmuin-4,5,7-tpudrop-1H-unmomn: 'H-sIMP (300 MI'u, IMCO-d¢) 7,46-7,55 (M, 1H), 8,49 (c, 1H),
10,02 (n, 1H, J=3,7 I'n), 13,19 (muup., 1H);

e) 3-bopmui-4,7-madrop-1H-urmom: "H-SIMP (400 MI'ti, IMCO-de): & 13,03 (mmp.c, 1H), 10,00 (z, 1H,
J=3,2Tn), 8,36 (c, 1H), 7,07-7,13 (m, 1H), 6,94-7,00 (M, 1H); MC (APCI): m/e 182,0 (M+1);

f) 3-popmun-4,5,6,7-rerpadrop-1H-urmon: 'H-SIMP (400 M, IMCO-dy): 8 13,33 (mmp.c, 1H), 9,94 (x,
1H, J=4,4 Tn), 8,49 (c, 1H); MC (ES-): m/e 216,0 (M-1).

[Mpumep 317. 3-(2-Hurposunuin)-6-xiop-7-prop-1 H-ungom.

CwmemmBarot 3-¢popmui-6-xmop-7-¢prop-1H-ungon (1,00 r, 5,06 mmons), anerar ammonus (292 wmr, 3,8
MMOJb, 0,75 9KkB.) (BeICyIIEH 00paOOTKOM TOIYOJIOM W yOaJIeHHEM TOyoja B Bakyyme) u HuTpoMmeTaH (6,17 T,
101,2 mmous, 20 3kB.). CMmech HarpesatoT a0 65°C. Iocne 3aBepmenust peaknun (mo TCX) mo0aBisrOT cunKa-
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refib ¥ HAITPOMETaH yAAISIOT B BakyyMe. CHIIMKArenpb 3arpyKaiT Ha BEPX KOPOTKOM KOJIOHKH C CHIIMKArejIeM U
AMIOUPYIOT 25% aleTOHOM B reKCaHax, Moy4ast, Toclie yapuBaHusl, YKa3aHHOE B 3ar0JIOBKE COe/IMHEHHE.

ITo criocoOy mpumepa 317 moTy9aroT CIEAYIONINE COSIMHEHS:

a) 3-(2-autpoBunmn)-5,7-mudrop-1H-urgom: 'H-SIMP (300 MI', CDCls) 6,68-6,81 (m, 1H), 7,16-7,21 (m,
1H), 7,60 (n, 1H, J=13,5 '), 7,73 (n, 1H, J=2,7 T'), 8,18 (1, 1H, J=13,5 I'y), 10,95 (mp., 1H);

b) 3-(2-uutpoBunm)-6,7-nudrop-1H-unmon: 'H-sIMP (300 MTI'y, CDCl3) 6,93-7,00 (M, 1H), 7,30-7,35 (M,
1H), 7,58 (n, 1H, J=13,5 T'n), 7,69 (1, 1H, J=2,9 T'n), 8,10 (n, 1H, J=13,5 '), 11,18 (ump., 1H): MC (anexrpo-
pacmsuienue) m/e: 225 (M+1), 223 (M-1);

¢) 3-(2-autpoBunmN)-5,6,7-TpudTOp-1 H-nHm01T;

d) 3-(2-aurpoBunmN)-4,5,7-TpUdTOp-1H-MH107T;

e) 3-(2-aurpoBunun)-4,7-mudpTop-1H-uamgomn: MC (ES-) : m/e 223,0 (M-1);

f) 3-(2-aurpoBuHmIN)-4,5,6,7-Terpadrop-1H-urnon: MC (ES-): m/e 259,0 (M-1).

ITpumep 318. 6-Xiop-7-propTpuntamuH.

3-(2-Hurtposunwmn)-6-x510p-7-prop- 1 H-urmon (1,20 r, 5,06 mmois) B 6e3BogroM TI'® 100aBAsIOT 10 Kall-
JM K pactBopy Tutniamomunuiiruapuaa (30,0 v, 30,0 mmons, 1,0 M pactBop B TI'®). Cmeck KHIIATAT C 00-
pPaTHBIM XOJIONWJIBHUKOM B TEYCHHE 2 U UM 3aTEM OXJIXKIAIOT O KOMHATHOH Temmeparypbl. CMeCh TacsiT 0CTO-
poxubiM pobaBiieHneM 1N NaOH, nmomyuas cycrnensuro. CycrneH3uo GpuiIbTpyOT 4epe3 LENUT U MPOMBIBAIOT
HECKOJIbKO pa3 a¢upom. OuibTpar ynapubarwT B BaKyyMme, Mmojrydast ocTarok. OCTaTok XpoMarorpadupyroT Ha
CUJIMKAareJie MPH SIIOUPOBAHUHU JTUXJIOPMETAHOM, METAaHOJIOM M ruapokcuaoM ammonus (10:1:0,1), momydas,
MocJie ynapuBaHUs, YKa3aHHOE B 3ar0JIOBKE COEIUHEHUE: 'H-SIMP (300MTI', CDCl;) 2,87 (T, 2H, J=6,6 T'n),
3,02 (1, 2H, J=6,7 I'n), 7,03-7,08 (M, 2H), 7,26-7,29 (M, 1H), 8,51 (mmp., 1H).

ITo criocoby mpumepa 318 moay9aroT CIeayIONe COCIMHEHIS:

a) 5,7-nudroprpuntamus: 'H-SIMP (300 MI'n, CDCls) 2,46 (t, 2H, J=6,5 T'u), 3,01 (1, 2H, J=6,4 I'n),
6,69-6,77 (m, 1H), 7,0.3-7,11 (m, 2H), 8,29 (mmp., 1H);

b) 6,7-mudTopTpUnTaMUH: 'H-aMmP (300 MI', CDCl): 2,87 (1, 2H, J=6,6 T'm), 3,02 (1, 2H, J=6,7 I'n),
6,88-6,97 (m, 1H), 7,04 (m, 1H), 7,20-7,25 (M, 1H), 8,64 (ump., 1H);

¢) 5,6,7-tpudroprpuntamus: 'H-SIMP (300 MI', CDCls) 2,83 (1, 2H, J=6,6 I'ny), 3,00 (, 2H, J=6,7 T'n),
7,08-7,14 (M, 2H), 8,71 (tump., 1H); MC (anekTpopacnbuieHue), m/e: 215,0 (M+1);

d) 4,5,7-tpudTopTpUnTaMHUH: 'H-SIMP (300 MI', CDCl3): 2,93 (T, 2H, J=6,6 I'nm), 3,03 (1, 2H, J=6,4 T'w),
6,73-6,82 (M, 1H), 7,02 (c, 1H), 8,58 (tmp., 1H); MC (anekrpopacnsuieHue), m/e: 215,0 (M+1), 213,0 (M-1);

f) 4,7-nudroprpuntamun: 'H-SIMP (400 MI't, IMCO-de): 11,57 (ump.c, 1H), 7,19 (c, 1H), 6,80-6,85 (m,
1H), 6,61-6,67 (M, 1H), 2,79 (c, 4H), MC (ES+): m/e 197,0 (M+1) 180,0 (M-NH,);

g) 4,5,6,7-terpadroprpuntamun: 'H-SIMP (400 M, IMCO-dq) :8 7,31 (c, 1H), 2,78 (c, 4H); MC (ES+):
m/e 233,0 (M+1) 216,0 (M-16).

pumep 319. N-(2-(5-Denoxcu- 1 H-unmon-3-wmn)3tin)-3-peHoKCHOSH3NIIaMIH.

CwmemmBarot S-¢peHokcutpuntamud (0,400 r, 1,59 mmomns), 3-denoxcubenzampperun (0,377 r, 1,90
MMOJIb) ¥ MONeKyJIsipHble cuta 4 A (0,40 r) B MeTanone (15 M) u cMech epeMeIIMBaioT B Tedenue 4 4. More-
KyJISIpHbIE CHTa OT(UIBTPOBBIBAIOT U MPOMBIBAIOT Heckoibko pa3 MeOH. K ¢uibTpary 1o yactsim 1006aBisitoT
NaBH, (61,5 mr, 1,59 MMonp) U cMech nmepeMeInBaloT Ipyu KOMHATHON Temmeparype B TeueHue 1 4. MeOH
YHQISIOT B BaKyyMe, MOJIydas OCTaTOK, OCTAaTOK Pa30aBIISIIOT CMECHIO AUXJIOPMETaH/BOJA, CIIOW Pa3AeisioT,
BOJHBIH CJIOH AKCTPAarupyIOT JUXJIOPMETAHOM, OPIraHUYECKHE CJION 00beInHIOT U cymar Hag Na,SO,. KoHuen-
TPHUPYIOT B BAKyyMe U XpoMaTorpadupyroT Ha CHIIUKAreie, SIINPYs YKa3aHHOE B 3aT0JIOBKE COCIUHCHUE CMe-
ceto auxiopmeran/MeOH. Ilomy4aroT okcajgaTHYIO COJIb yKa3aHHOTO B 3arojlOBKE COEIMHEeHus: T.ul. 196-
198°C; 'H-SIMP (300MI'w, IMCO-de) 2,95-3,15 (v, 4H), 4,15 (c, 2H), 6,85-7,46 (v, 18H), 11,06 (mmp., 1H);
MC (anextpopacuburenue) m/e: 435,3 (M+1); HRMS (ES+) serancineno mms CyyHpsN,O, (M+H) 435,2084,
Haigeno 435,2073.

ITo cocoOy mpumepa 319 momy4aroT clieAyIomre COSTUHEHNS, BEIICIICHHBIE B BU/IE OKCajara, 3a HCKITIO-

YCHUEM OTMEYCHHBIX CJIy4acB:
Z'
H
~_N o Re

oot
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N

A4

R4

TJaHHEIE

320

S5-n-TONMNoOKCHU

benmn

T.nx. 204-206°C. 'H-SIMP (250MIwu,
OMCO-dg) 2,25 (¢, 3H), 2,97-3,12
(M, 4H), 4,01 (ump., 2H), 4,16
(c, 2H), 6,78-6,84 (M, 3H),
7,00-7,10 (m, 10H), 7,13-7,43
(M, 4H), 11,05 (ump., 1lH); MC
(anekrpopacneuieHne) m/e: 449,1
(M+1-C,H,0,) ; AHaaM3. BHUYKUCIEHO
nns CipH3eN,0¢: C, 71,36; H, 5,61;
N, 5,20; HaipeHo: C, 71,22; H,
5,59; N, 5,28.

321

5-0~TONMMIIOKCH

beHun

T.on. 191-192°C; 'H-AMP (300MIw,
IMCO-dg) 2,28 (c, 3H), 2,99-3,15
(M, QH), 4117 (CI ZH), 6,63—6,66
(M, 1H), 6,75-6,79 (M, 1lH),
6,92-7,42 (M, 15H), 9,50 (ump.,
2H), 11,05 (ump., 1H);

MC (anekTpopacnemenune) m/e: 449,1
(M+1-C,H,04) ; AHan. BHYMCIN. ONA
CapH3oN,0g: C, 71,36; H, 5,61; N,
5,20. HampeHo: C, 71,11; H,
5,59; N, 5,18

322

5-M-TONUIIOKCH

beHun

T.nn. 174-175°C. 'H-IMP (250MI'wu,
IoMCO-d¢) 2,51 (¢, 3H), 3,00-3,13
(m, 4H), 4,15 (¢, 2H), 6,81-7,03
(m, 7H), 7,11-7,42 (M, 11H),
11,05 (wmp., 1H): MC
(3nekTpopacneenme) m/e: 449,1
(M+1-C,H,0,)

323

6-xJop-T7-¢TOop

2,2,2-

TPUOTOPITUIT

T.mn. 186-187°C, 'H-fIMP (300MI'y,
IOMCO-d¢) 3,13 (c, 4H), 4,15 ¢,
2H), 4,78 (xB, 2H, J=8,7 Tu),
7,07-7,12 (M, 2H), 7,21-7,24 (Mm,
1H), 7,37-7,45 (M, 4H), 9,44
(ump., 1H), 11,72 (ump., 1H): MC
(s3nexrpopacneuienue) m/e: 401,2
(M+1-HCl), 399,2 (M-1-HC1l):
AHas. BREUYKCIT. OJA
C19H17C1F4N20'HC1: C, 52, 19,‘ H,
4,15; N, 6,41. HammeHo: C,
52,15; H, 4,14; N, 6,38
(BHOENeHO B BuUOe I'MApOXJiopuna)

324

6-xJyiop-7-¢pTop

2,2,3,3-

T.nn. 155-156°C; ‘H-AMP (300MIw,

rerpad¢ropnponua | IMCO-dg¢) 3,13 (c, 4H), 4,16 (c,

24), 4,61 (v, 2H, J=13,5 Tu),
6,70 (rr, 1H, J=51,9 Tu, J=5,5
Ty), 7,08-7,10 (M, 2H), 7,11-
7,12 (M, 1H), 7,21-7,45 (M, 4H),
9,41 (wmp., 1H), 11,72 (ump.,
1H) ; MC (asexTpopacneexHne) m/e:
433,2 (M+1-HCl), 431,2 (M-1-
HCl); AHan. BHYMCI. IONA
CpoH13C1FsN,0-HCl: C, 51,19; H,
4,08; N, 5,97. HanneHo: C,
51,27; H, 4,10; N, 6,07
(BHOEJEHO B BUAE IMAPOXJIOPMAA)

325

5, 7-oundrop

2,2,2-
TpudTopaTUN

T.nn. 179-180°C; 'H-AMP (300MTu,
oMco-d¢) 3,11 (c, 4H), 4,16 (c,
2H), 4,77 (xB, 2H, J=8,7 Tu),
6,93-6,97 (M, 1H), 7,00-7,14 (M,
1H), 7,21-7,43 (M, 5H), 9,41
(wmp., 1H), 11,61 (wmp., 1H); MC
(anexkTpopacnunenue) m/e: 385,2
(M+1-HCl), 383,0 (M-1-HCl);
AHaN. BBHYMUCIH. OnA

Cy9H17FsN,O HC1- 0, leO: c, 54; 00;
H, 4,34; N, 6,63. HanngeHo: C,
53,71; H, 4,24; N, 6,70
ALipwneneHo B _BuUIe TMIpOXJopuna)
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326

5, 7T-ondpTop

2,2,3,3-

TeTpadpTopnponmn

.o, 109-110°C; 'H-sAMP (300MIw,
OMCO-dg) 2,71-2,84 (M, 4H), 3,71
(c, 2H), 4,53 (v, 2H, J=13,5
ru), 6,67 (rr, 1H, J=51,9 Tu,
J=5,5 T'u), 6,87-7,02 (M, 4H),
7,12-7,28 (M, 3H), 11,40 (ump.,
1H); MC (anexTpopacrnwuieHne) m/e:
417,0 (M+1), 415,0 (M-1); Anan.

| Berumcyst. gna CyoHigFeN,0-0, 1H,0: C,

57,45; H, 4,39; N, 6,70. )
HanpeHo: C, 57,24; H, 4,08; N,
6,68

327

6, 7T-onpTop

2,2,2-

TpudTOopITHUN

T.on. 164-165°C; 'H-gMP (300MTu,
IMCO-dg) 3,13 (c, 4H), 4,16 (c,
2H), 4,77 (xB, 2H, J=9,1 Tu),
7,00-7,13 (M, 2H), 7,20-7,23 (M,
1H), 7,33-7,43 (M, 4H), 9,36
(mmp., 1H), 11,57 (wmp., 1H); MC
(anexTpopacneuieHre) m/e: 385,2
(M+1-HCl), 383,3 (M-1-HC1l);
AHan. BHUMcCH. B C,gH;;FsN,O-HCl:
C, 54,23; H, 4,31; N, 6,66.
Hanneno: C, 53,86; H, 4,28; N,
6,58 (BEIDEJIEHO B Bune
ruapoxaopuna)

328

6, 7T-oudTop

2,2,3,3~

TeTpadTOPNPONMI

T.nn. 214-215°C; 'H-AMP (300MIu,
IOMCO-dg¢) 3,02-3,17 (M, 4H), 4,16
(c, 2H), 4,59 (r, 2H, J=13,5
Tu), 6,68 (rr, 1H, J=51,9 Tu,
J=5,5 I'm), 7,00-7,17 (M, 5H),
7,21-7,42 (M, 4H), 11,65 (uup.,
1H) ; MC (amexTpopacnuieHue) m/e:
417,0 (M+l—C4H404), 415,0 (M"l_
C4H404) ; AHaAN. BHYMCII. IONA
C20H1gF N0 C4H4O4 - O, 9H201 c,

52,54; H, 4,37; N, 5,11.
Hamnneno: C, 52,14; H, 3,95; N,
5,49 (BHOeJieHO B Buie majeara)

329

5,6, 7-TpudTop

2,2,2-

TpuPTOPI3THUII

T.mn. 111-112°C; 'H-sAMP (300MIw,
OMCO-d¢) 2,72-2,81 (M, 4H), 3,71
(c, 2H), 4,68 (xB, 2H, J=8,8
T'u), 6,87-7,00 (M, 3H), 7,22-
7,40 (M, 3H), 11,58 (ump., 1lH);
MC (anexTpopacmnsuienue) m/e:
403,1 (M+1), 401,2 (M-1), AHnau.
BHUMCII. ana CigH 6FeN.0: C, 56,72;
H, 4,01; N, 6,96. HamnneHo: C,
56,61; H, 3,92; N, 6,96
(BEIOENIEHO B BMIOE OCHOBaHMA)
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330

5,6, 7-TpudpTop

2,2,3,3-
TeTpadTopnponmI

'H-AMP (300MTwu,
4H), 4,15 (c,
J=13,5 Tu),
J=5,5

7,19-
(m, 3H),

T.mu. 223-224°C;
IOMCO-dg) 3,11 (c,
2H), 4,61 (v, 2H,
6,70 (rr, 1H, J=51,9 Tru,
ru), 7,08-7,12 (M, 1lH),
7,25 (m, 1H), 7,36-7,43
7,52-7,58 (M, 1H), 9,50 (ump.,
1H), 11,78 (ump., 1H); MC
(3nexrpopacnunexmne) m/e: 435,1
(M+1-HCl), 433,1 (M-1-HCl);
AHAN, BRYMCJ. ONA
ConlngNzo *HC1-0 P ngOZ c,
H, 3,88; N, 5,93. HarpeHo:
50,60; H, 3,74; N, 6,07
(BEIIEJIEHO B BUIE TI'MIAPOXJIOpUIA)

50,83;
C,”

331

4,5, 7-Tpudrop

2,2,2-
TPUOTOPITUN

T.mn. 243-244°C; 'H-AMP (300Mlu,
IMCO-dg) 3,16-3,21 (M, 4H), 4,18
(c, 2H), 4,75 (xB, 2H, J=8,8
ru), 7,11-7,25 (M, 3H), 7,39-
7,45 (M, 3H), 9,37 (mmp., 1lH),
11,90 (uwmp., 1H); MC
(anexTpopacnsuienve) m/e: 403,1
(M+1-HCl), 401,0 (M-1-HC1l);
AHasn. BHuYMCH. Ona CjoHp6FgN,O-HCL:
c, 52,00; H, 3,91; N, 6,38.
Harmpgeno: C, 51,83; H, 3,62;
6,55 (BHOesIeHO B BuUIe
rmagpoxJjiopmaoa)

N,

332

4,5, 7-rpudTop

2,2,3,3-
TeTpadTopnpPOnMII

T.na. 261-262°C; 'H-AMP (300MIu,
IOMCO-dg) 3,18 (c, 4H), 4,17 (c,
2H), 4,61 (r, 2H, J=13,5 Tu),
6,69 (rr, 1H, J=51,9 I'u, J=5,5
ru), 7,09-7,13 (M, 1H), 7,17~
7,26 (M, 2H), 7,32-7,42 (M, 3H),
9,37 (uwmp., 1H), 11,92 (ump.,
1H); MC (snekTpopacmneuieHme) m/e:
435,1 (M+1-HCl), 433,1 (M-1-
HCl); AHajn. BBIYMUCI. OIS
ConnF'}NzO'Hcl, C, 51,02,'
3,85; N, 5,95. HanhneHo:
50,62; H, 3,79; N, 6,00
(BEIOEJIEHO B BUIE I'MIOPOXJjopuina)

H,
C,

333

7-umMaHo

2,2,2-
TpruPTOPITUI

r.ma. 241-242°C; 'H-AIMP (300MI'wu,
IMCO-d¢) 3,15 (c, 4H), 4,17 (c,
2H), 4,78 (xB, 2H, J=8,7 Tu),
7,10-7,22 (m, 3H), 7,33-7,43
3H), 7,60~7,62 (M, 1H), 7,95-
7,97 (M, 1H), 9,29 (ump., 2H),
11,90 (mmp., 1lH); MC
(anexTpopacnuneHue) m/e: 374,2
(M+1-HCl), 372,0 (M-1-HCl);
AHan. BHYMCI. Ijd
C20H13F3N3O *HC1-0 ’ 2H20: c,
H, 4,73; N, 10,16. HammeHO:
57,91; H, 4,56; N, 10,08.

(M,

58,10;
C,

334

7-umnaHo

2,2,3,3-
TeTpadTopaTUn

T.nn. 212-213°C; 'H-5IMP (300MIu,
IOMCO-d¢) 3,16 (c, 4H), 4,16 (c,
2H), 4,61 (tr, 2H, J=13,6 Tu),
6,69 (rr, 1lH, J=51,9 Tu, J=5,5
ru), 7,09-7,22 (m, 3H), 7,33-
7,43 (M, 3H), 7,60-7,63 (M, 1H),
7,96-7,98 (M, 1H), 9,34 (ump.,
2H), 11,92 (ump., 1H); MC
(anexTpopacneuieHne) m/e: 406,2
(M+1-HCl), 404,0 (M~-1-HC1l);
AHas. BruMcI. #na CpHigF¢N3O-HCl:
c, 57,08; H, 4,56; N, 9,51,
Hamgeno: C, 57,12; H, 4,61;
9,53.

N,
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Ipumep 335. 2-D1op-3-heHokcnbeH3a b IeT U .

PactBop 2,2,6,6-TeTpamermmunepununa (5,1 mi, 30,0 mmons) B TT'® (40 M) oxnaxkaaroT a0 -78°C. Jlo-
6aBisroT Mo KarwisaM H-OyTiumTuit (18,7 mi, 30,0 Mmons, 1,6M B rekcaHax) ¥ CMeCh IEPEMEIINBAIOT B TEUCHUE
10 mun npu -78°C. Jlo6aistroT mo Karmism 2-prophermndernnosoiit a¢up (4,7 r, 25,0 MMOITB), CMECh TIEpEME-
mmBaT B TeueHue 10 mun mpu -78°C. J[00aBnsioT mo KamisM Ha npoTspkeHuu 15 mun N,N-mumerwni-
dbopmamun (2,3 mit, 30,0 Mmosb). OOpa30oBaBIIYIOCS CMECh TIEPEMEITHBAIOT B TedeHue 3 4 npu -78°C u ocTaB-
JISIIOT HAarpeBaThes 10 TEMIIEPATYPhl OKPYXKAIOIIEH cpefibl Ha MPOTsbKeHUU 16 4. PeakiimoHHY10 CMeCh TacsT BO-
no# (50 M), SKCTparupyroT TmiIaneraroM, cymar Hajx Na,SO,, QUiIbTpyroT U KOHIEHTPUPYIOT IPH HOHIKEH-
HOM JIaBJICHHH, IOJIy4as Macio. Macjo KpUCTAIM3YIOT M3 T'eKCaHOB C 0Opa3oBaHMEM TBEPAOrO BEIECTBa,
TBEPZOE BEIECTBO BBLACIAIOT U MEPEKPHUCTAIUIM30BBIBAIOT U3 CMECH I'€KCaHBI/3THIIAETaT/METHIIEHXJIOPH I, TO-
TMy4asi yKazaHHOE€ B 3arojioBke coemuHeHue: T.mt. 75-77°C; MC(m/e): 216 (M"); Beruuen. s C3HoFO,: BHI-
gucneno: C 72,22; H 4,20; naiineno: C 72,41; H 4,23. OuncTka MaTOYHBIX JKHIKOCTEH XpoMaTorpaduei Ha CH-
nukaresie (2-3% STuianerar/rekcaHbl) JaeT JOMOJIHUTEIbHOE KOJMYECTBO YKa3aHHOTO B 3arojiOBKE COEIMHE-
uus: MC (m/e): 216(M”).

ITo crnocoby mpumepa 335 nonyuaroT cieayolee coeanHenue: a) 6-¢prop-3-penokcudenzanpaerua: MC
(m/e): 216(M").

[Mpumep 336. 3-OTokcuOEH3IBACT U,

Cwmenmparor B JIMCO (25 min) 3-rumpokcubensanpaerun (5,6 v, 46 mmonb) u 1-uomsran (10,7 r, 69
MMoutb) ¥ HarpesatoT 10 80°C. CMech 00padaThiBaloT nmopuusMu kapoonata uesus (22,4 r, 69 mmous). Bo Bpe-
Ms 100aBJIEHUs TeMIlepaTypa HaunHAET MOBBIIIATHCS, OATOMY OaHIO yOMparoT. PeakunoHHyto cMech nepeme-
muBaioT rpu 86°C B TedeHue 1 4, BouiuBatoT B 200 MJI HACBIILIEHHOT'O PacTBOpa COJIM U AKCTPArupyroT JBa pas3a
150 Mt muaTHIIOBOTO 3dHpa. OOBETMHEHHBIE YKCTPAKTHI MIPOMBIBAIOT MBAXKIBI 200 MJI HACHIIIEHHOTO PacTBOpa
comy, cymar Hax MgSO4 u KOHIICHTPHPYIOT B BakyyMe, moiydast Macio. OdmcTka mMaciia Xxpomarorpadueit
(Si04; 2,5 EtOACc B rekcanax) gaet 5,73 r (38 mmob, 83%) yka3aHHOTO B 3aTOJIOBKE COSIMHEHHS B BUIE Macla:
'H-SIMP (CDCl;5) 9,94 (c, 1H), 7,42-7,41 (m, 2H), 7,36-7,35 (M, 1H),7,16-7,13 (m, 1H), 4,10-4,04 (x8, 2H), 1,64-
1,40 (1, 3H).

o crocoby mpuMepa 336 TOTydalOT Cledyloliee COeIMHEHHe: a) 3-Tpornokcubensanbaerun: H-SIMP
(CDCly) : 9,95 (¢, 1H), 7,43-7,41 (m, 2H), 7,37-7,36 (M, 1H), 7,17-7,14 (m, 1H), 9,98-3,95 (1, 2H), 1,84-1,79 (™,
2H), 1,05-1,02 (t, 3H).

Ipumep 337. [1-Tonyon-3- (2,2,3,3-TeTpad TOPIIPOIOKCH ) TO3UIIAT.

B kpyrnogonnyo kondy (5 1), cHaOKEHHYI0O MEXaHMYECKOW MEIakoW, B MHEPTHOH atmocdepe no6as-
nsot mupuauH (1,9 1) (BBICYIIEH HaJl MONEKY/ISpHBIMU cutamu 4 A) u 3atem mo6asnstor 2,2,3,3-Terpadrop-1-
nponanoin (604,5 r, 4,58 monp). Cmech oxnaxgaroT 1o 0°C Ha nensHoi OaHe. K peakimoHHO# cMecH Ha TIPOTS-
skernd 20 MUH 4 OpIUSME J00aBIIOT N-Tormyoncynshormxiopur (960 r, 5,04 momns). [Tocne oxmakaeHus B
teueHne 20 MUH Ha JIeAsTHOM OaHe oOpa3yeTrcst 0caoK. PeakImoHHYI0 cMech IMepeMEINBAlOT B TeUEHUE | 1 mpH
0°C u 2 9 mpu 20°C. PeaknnoHHYIO CMeCh NP NEPEMEIINBAaHNN BBUIMBAIOT Ha cMech Jen-soaa (1,44 i) u oc-
TaBJsA0T HA HOYb (18 1) mpu 20°C. HeounmeHHOE TO3MIIATHOE MMPOU3BOTHOE OTAEISIOT OT BOJHOW CMECH B BUJIC
macistauctoro Bemectsa (1,34 kr), cogeprkaiero 14 mac./mac.% nupuanHa, 4to cooTBeTcTBYeT 1,15 Kr TO3MIa-
Ta (87,8%). HeounnieHHOE BEIIECTBO MCIONB3YIOT HA CIAEAYIOUIEH CTAIUK peakuu 0e3 JAOMOJHUTEILHON OUH-
crxu: 'H-SIMP COOTBETCTBYET (hOpMYJIie COCUHEHNSI.

Ipumep 338. 3-(2,2,3,3,3-IlenTadropnponokc )OeH3aIbICTHI.

B peaxrope Ha 4 11 ¢ IBOHHBIMH CTEHKAaMH, CHa0>)KEHHOM OOpaTHBIM XOJIOJMJIBHUKOM M MEXaHHMYECKOH
MEIIANIKOH, CMemuBarT 3-ruapokcubensampaerun (137,6 r, 1,127 mmons), m-tomyon-3-(2,2,3,3,3-meHTa-
¢roprponiokcu)Tozunar (243 r, 0,799 mons), kapbonar kanus (220 r, 1,597 mons) u qumeTtuindopmamun (2451
min) 1 HarpeBaroT ipu 110°C B Teuenue 45,5 4 B aTMocdepe aproHa. PeakIiMOHHYIO CMECh OXJIAXKJAIOT 10 KOM-
HATHOH Temmeparypbl U QuIbTpyroT depe3 cioir 400 T cumukarens. Ciod CHIMKarens SMoupyoT 2,451 mi
stunarerata. OObeJMHEHHBIE OPTaHUYECKHE CIIOM BBUIMBAIOT Ha 7,3 1 cMecH yen-soxa. K mamHo# cMmecu mo-
6asmstor 10N ruapokena Hatpus (500 mir) u mepememmBaroT B TeueHue 1 4. Boxuyro ¢asy oTaensioT u skcrpa-
rupytoT tunanerarom (1000 mur). Opranndeckue (aszbl 00BEIUHSIOT, MPOMbIBatOT BoJoi (1000 M) u Hackl-
IIEHHBIM pacTBopoM codiu (750 mur). BeimapuBaHue opraHMuecKAX PacTBOPHUTENEH MPH MOHKEHHOM JIaBIICHUU
naet 159,79 r KOpUUHEBOTO MACISIHUCTOIO BEIECTBA, COACPIKALIETO HEOUHIIEHHOE YKA3aHHOE B 3arojIOBKE CO-
enuHenue. OuncTka ppaKIMOHHON ITePEroHKOH (ABa MOCIEI0BATENbHBIX IMKJIA) IPH HOHKEHHOM JIaBJIeHHH (2
MM Hg) ¢ ncrnonp3oBanneM AUCTHIULIIMOHHOIO anmnapara, CHa0kKeHHOro aanadaTHYecko KOJIOHKOW aiuHoH 30
cM, maet ¢paknuio 52,4 T oxunaemMoro npoaykra (96,2% miomanu mo BOXKX).

Ipumep 339. 3-(3,3,3-TpudTopuporokcr )0eH3aIbACT U],

B Tpexropnoit kpyriaogoHHOH Koibe, CHa0KEHHOH OOpaTHBIM XOJOIMIFHIKOM M MEXaHWYECKOH Meman-
Kol, cmemmBaroT 3-ruapokcudensanbaerun (130,2 r, 1,066 mons), 3,3,3-tpudropnponokcutosmwiar (143 T,
0,533 momp), kapbonar kamus (147,35 1, 1,066 mons) u abcomroTHEIH 3TaHoN (1430 MIT) M CMeCh KUIISTAT € 00-
PaTHBIM XOJIOAMJIFHHKOM B TedeHHe 4 4 B aTMocdepe aproHa. PeakimoHHy10 cMech KOHIIEHTPUPYIOT IIPH TIOHH-
JKCHHOM JIaBIICHUH.

KonnentpupoBanHyio cmech BeUIHBAOT Ha IN ruapokcun Hatpus (2145 mur), mepeMemnBaioT B TCUCHHE
30 MUH U 3KCTparupyror auxiopMmeraHoM (2145 mur). OpraHudeckuil ciaoit JeKaHTUPYIOT, TpoMbIBatoT 1N rua-
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pokcunoM Hatpus (2145 mi). [Tocie pa3geneHus cI0eB OPraHUIECKUH CIIOH MPOMBIBAIOT MTOCIIEIOBATEIBHO IBa
pa3za 1 n Boxsl (pH Bognoii dasel = 7), cymar nag 30 r cynbdara Mar{usi, OpraHM4ecKuid cJaoi AUXJIOpMeTaHa
YIapuBaloT 10CyXa IMPU HOHWKEHHOM JaBJIECHHUH, Mody4das 55,4 T yKa3aHHOTO B 3ar0JIOBKE COEAMHEHHUE (BBIXOJ
0,254 monb, 47,6%) B BUJE CBETIIO-XKEJITOTO MACISHUCTOTO BEIECTRA.

[Mpumep 340. N-(2-(6-Drop-1H-unmon-3-nn)atuin)-2-¢prop-3-PpeHokcudeH3nIaMuH.

F H
N
] O
N F
H

B abcomrorHoM 3tanose (6 M) cMmemmBaroT 6-¢proprpuntamuH (419 wmr, 2,35 mmons) u 2-¢Top-3-
¢enokcubenzanpaerny (610 mr, 2,82 mmons). CMmech HarpeBatoT a0 65°C, mosrydas roMoreHHblid pactBop. K
cMecH J00aBISIOT MoJIeKyapHble cuta 3 A (400 r) u HArpeBaroOT 10 TEMIEPATyphl JedierManun pacTBOpPUTENs
B TeueHHe 5 4. PeakMoHHYI0 cMech OXJIaKAAI0T A0 TEMIEpaTyphl OKpY>Karomed cpeapl U J0OaBIAIOT OOPrH-
pun Hatpus (267 mr, 7,1 Mmons). CMech mepeMenBaloT B TeUSHHUE 18 1 mpu Temreparype OKpy’Karomien cpe-
Jbl. PeakIMoHHYI0 CMeCh OXJTaXIar0T Ha BOSHOW OaHe, racAT alleTOHOM, pa30aBIIsIOT 3TaHOJIOM U alleTOHOM U
MOJICKYJIIPHBIE CUTA OT(QUIBTPOBBIBAIOT. PUIBTPAT KOHLEHTPUPYIOT PH MOHIKEHHOM JaBJICHHH, Pa30aBiIaioT
IN NaOH, »kcTparupyoT >STHIANETaTOM, MPOMBIBAIOT HACBHIIMIEHHBIM pacTBOpoM coiyid, cymar (Na,SO,),
(UIBTPYIOT ¥ KOHLIEHTPUPYIOT IIPH MOHMKEHHOM JAaBjieHuH, nonyyas 1,0 r macia. Xpomarorpadus Ha CHIHKa-
resne npu daroupoanuu 1%, 4% 2N aMMuaka B CMECH METaHOJ/METHIICHXJIOPU]T JaeT MPo3pavyHoe OeCIBETHOE
macio. O6pa3zoBaHe THIPOXJIOPHIHON COJM MPOBOISAT B CMECH JTHJIALIETAT/METAHOJ, MOIydasi THAPOXIOPUA
YKa3aHHOTO B 3arojioBke coeaumHenus: T.aul. 173-174,5°C; MC(m/e): 379 (M+1), 377 (M-1); Beraucneno ans
Cy3H,0F,N,O-HCI: Beiuncieno: C, 66,59; H, 5,10; N, 6,75; naitneno: C, 66,50; H, 5,09; N, 6,73.

[pumep 341. N-(2-(6-Drop-1H-urm0m1-3-111)31101) - 6-hTOP-3-heHOKCHOCH3MITaMHUH.

LG

[To criocoby mpumepa 340 moy4aroT TMAPOXJIOPHI YKa3aHHOTO B 3aroJIOBKE COelMHEHMs: T.aul. 183,5-
185,5°C; MC(m/e): 379 (M+1), 377 (M-1); Beruucneno mis Cy;HpgF,N,O-HCL: Beraucneno C 66,59; H 5,10; N
6,75; natineno: C 66,54; H 5,11; N 6,68.

ITo crocoOy mpumepa 340 mosydaroT cieayloliue COSIUHEHHS, BBIACICHHBIC B BHAE THIPOXJIOPHIA, 32

HCKIIFOYCHUEM OTMECYCHHBIX CITydacB:
z
H
N O/R‘

N
H
Ne zZ’ Ry LaHHHEe
342 | S-MeTOKCHK 3TUN ISMS 325 (M+1); Ananus mnda

C20HzsC1N;0,+ 0, 2EtOH 0, 1H,0: BHYMCI.
c, 65,88; H, 7,16; N, 9,53;
HammeHo: C, 65,90; H, 6,97; N,
7,16. 'H-AMP (300MIu, IMCO-ds)
10,85 (¢, 1H), 9,43 (umup.c, 2H),
7,42-7,22 (M, 4H), 7,18-7,10 (M,
2H),7,05-7,0 (M, 1H), 6,32-6,15 (M,
1H), 4,3-4,15 (M, 2H), 4,15-4,05
(x, 2H), 3,85 (c, 3H), 3,15 (c,
4R), 1,45-1,35 (T, 3H)

343 | 5-meTokCcHu nponmi ISMS 339 (M+1); Ananus nns
C,1H;7C1N,0,: BrHuUMcn.: C, 67,28; H,
7,23; N, 7,47; wuanneno: C, 67,28;
H, 7,30; N, 7,13; 'H-AMP (IMCO-d¢)
10,85 (¢, 1H), 9,43 (ump.c, 2H),
7,35-7,15 (M, 4H), 7,1-7,05 (M,
2H),7,0-6,92 (M, 1H), 6,7-6,6 (M,
1H), 4,3-4,16 (M, 1H), 4,15-4,05
(kB, 2H), 3,85 (c, 3H), 3,15 (c,
4H), 1,45-1,35 (T, 3H)

344 5-¢Top 2,2,2- ISMS 367 (M+1l); AHanmus ona
TPpUPTOPITHI C1gH19C1FyN,0: Bmumcn.: C, 56,65; H,
4,75; N, 6,95; nammeno: C, 56,37;
H, 4,83; N, 6,81 (ocHoBaHmue)

345 | 5-meTokCHu 2,2,2- AHanm3a Ons CyH22ClF3N,0,: BRUMCH. @
TPUPTOPITUI c, 57,91; H, 5,34; N, 6,75;
HanigeHo: C, 57,72; H, 5,17; N,
6,61; ISMS 379 (M+1)

346 | 5-pTop 2,2,3,3,3- ISMS 417 (M+1); AHanmu3 ansa
neHradropnponmn | CpoHygFgN,0 C,H,04: Bmumca.: C, 51,18;
H, 3,98; N, 5,53; HammeHo: C,
51,18; H, 3,91; N, 5,51 (BmnmesieHo B
BUIEe oKcaJjsara)
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347 S5-MeTokcHu 2,2,3,3,3- ISMS 429 (M+1); AHammu3 nns
nedHrapropnpomms | CyHy FsN,02+ 1, 2C,H,04 0, 8H,0:
Buuucn.: C, 51,02; H, 4,57; N,
5,09; HampeHo: C, 50,64; H, 4,23;
N, 5,15 (BuOeneHo B BuIe OKcanaTa)
348 | S-mMeTokcu 2,2,3,3~ ISMS 411 (M+1) AHanm3 nns
TeTpadTopnpPOmMI | Cy HypFyNy0p * CoHp04+ 0, 1H,0: BEIUMCH. :
Cc, 55,0; H, 4,86; N, 5,58; HaiOeHo:
C, 54,74; H, 4,74; N, 5,58
(BEHIDEJIEHO B BMAe OKcCajaTa)
349 .| 5-meTokCHU 3,3,3~ Axamu3 nnsa CyHy3FaN,0,-HCLl: BRUMCH. :
TPUGTOPIPONMUI Cc, 58,81; H, 5,64; N, 6,53;
Hanmeno: C, 58,42; H, 5,44; N,
6,51; ISMS 393 (M+1)
350 | 5-dTop 2,2,3,3- AHamm3 nns CyeHoF4N,O+HCl: BHUMCI. :
Terpabropnponun | C, 57,63; H, 5,08; N, 6,72;
HanneHo: C, 57,49; H, 5,04; N,
6,76; ISMS 381 (M+1)
351 | 4-xnop-5- 2,2,2- AHamm3 nnsa CyoHoClF;3N,0,HCL1:
METOKCU TprdTOPITUI Berdmca.: C, 53,47; H, 4,71; N,
6,24; unampeHo: C, 53,33; H, 4,65;
N, 6,21; ISMS 413 (M+1)
352 | 4-xnop-5- 2,2,3,3- AHamm3 ana CyHyC1F4N,0,-HC1:
METOKCHU Terpapropnponmn | seumcn.: C, 52,40; H, 4,61; N,
5,82; nanneHo: C, 52,25; H, 4,50;
N, 5,80; ISMS 445 (M+1)
353 4-xjyi0p-5- 3,3,3- Anamm3 nnsa CpHppClF;3N,0,+HCL:
MEeTOKCHU TpudTOopnponMN BHuMcn.: C, 54,4; H, 5,00; N, 6,05;
Hanneso: C, 54,18; H, 4,86; N,
6,06; ISMS 427 (M+1)

[To cnoco6y mpumepa 340 mosrydaroT ClIeAyIOUINe COSAWHEHHS, BBIACICHHBIC B BUAC THAPOXJIOPUAA, 3a

i L
N o R

HCKIIFIOUYCHUEM OTMEYCHHBIX CIIy4YacB:

200

Ne VA Rq IaHHHEe
360 3-xJj0p 2,2,2- ISMS 344 (M+1); AHammus ansa
TpudTOPITUIN C17H13C1lF3NO: Brumcn. C, 53,70; H,
4,77; N, 3,68; nageno: C, 53,61;
H, 4,96; N, 3,66.
361 3- 2,2,2~- ISMS 378 (M+1l); AHanuz nons
TpudTOpME TIIT TPUGTOPITUI C20H19F¢NOs: BmMUMcy.: C, 51,40; H,
4,10; N, 3,0; naigeno: C, 51,26;
H, 4,06; N, 3,07 (BumejyieH B BMIe
okKcaJnara)
362 3~-xJy0p 2,2,3,3,3- ISMS 394 (M+1l); Ananus nnsa
neHrapropnponmn | CigH15C12FsNO: BruMcn.: C, 50,25; H,
4,22; N, 3,26; HaigeHo: C, 50,38;
H, 4,03; N, 3,45
363 3- 2,2,3,3,3- ISMS 428 (M+1l); AHanmms nnsa
TpudpTopMeTn | neHradpTopnponui | CigH17FgNO C,H,04: BHWMCH.: C,
48,75; H, 3,70; N, 2,70; HamOoeHo:
Cc, 48,76; H, 3,67; N, 2,79
(BLImeJIeH B BMOE okcajara)
364 3—Xﬂop 2,2,3,3- AHanmm3 ninsa CigH3C1F4NO C,H,04:
TerpadTopnponun | Beuuca.: C, 51,57; H, 4,33; N,
3,01; HanmmeHno: C, 51,92; H, 4,29;
N, 3,08; ISMS 376 (M+1)
365 3- 2 ’ 2, 3,3- AHammu3 gna CyoHigF7NO C,H,04:
TpudTOopMeTHI | TeTpadTopnponua | Beumcn.: C, 50,51; H, 4,04; N, -
2,81; wnHanpeno: C, 50,48; H, 4,02;
N, 2,85; ISMS 410 (M+1l) (BupmeJieH
B BuUOe OKcanara)
366 3- 3,3,3- A”Hanmu3 gna CioH19F¢NO HCl: BrYMCH. :
TP TOPME THUIT TPUPTOPNPONNII Cc, 53,34; H, 4,71; N, 3,27;
wamnpgeHo: C, 53,23; H, 4,73; N,
3,28; ISMS 392 (M+1)
367 3-xnop 3,3,3- AHanm3 pna CygHysClF3NO HCL:
TpudTopnponmun | Buumcna.: C, 54,84; H, 5,11; N,
3,55; HanmeHo: C, 54,74; H, 5,02;
N, 3,11; ISMS 358 (M+l)
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pumep 370. N-(2-(6-Drop-1H-urn07-3-m1)atem)-(2,2,2-Tpru TOPITOKCH ) OCH3UITAMHUH.

ﬁ\/’i)\o/\KF

N
H

B EtOH (30 mi) cmemmBaroT okcanar 6-¢proprpuntamuna (350 mr, 1,3 mmonb), N,N-auusonpornui-
stunamuH (506 mr, 3,9 mmons), 3-(2,2,2-tpudropatokcu)oenzanpaerus (266 mr, 1,3 MMOIIb) U MOJIEKYJISIPHBIC
cuta 4 A (4 T) ¥ KuMIATAT ¢ OGPATHBIM XOJIOIMIBLHUKOM B TedeHue 7 4. KUIKOCTh JIEKaHTHPYIOT B OTAENbHYIO
Kon0y u obpabatsiBaror NaBH, (148 mr, 3,9 Mmmonp). CMmech nepemenmuBaioT | 4, KOHIEHTPUPYIOT B BaKyyMe,
moiy4ast octatok. OcraTok pacmupenersaror Mmexmy 25 mi SN NaOH u 25 mn quxiopmerana. BonHsIi cinoit skc-
TParupyroT 25 MJ IUXJIOpMETaHa, OPraHHYECKHEe CIIOW OOBeIUHAIOT, cymar Hajgy MgSO, M KOHIEHTPUPYIOT
npudIM3nTeNbHO 10 00bema 20 M. XpomaTorpadueil ocraTka Ha cmkarene npu smonposannn 1% MeOH B
CHCl;, cmemianabiM ¢ koHl. NH4OH, mony4aroT ykazaHHOE B 3arojioBKE COeMHEHHE. PacTBOp yka3aHHOTO B
3aroyioBke coequHenns B EtOAcC cMemuBaroT ¢ pacCTBOPOM OJHOTO SKBUBAJICHTA IaBeieBoi KUCIOTH B EtOAC,
HoJTy4asi TBEPAOE BEIECTBO, KOTOPoe QUIBTPYIOT U CYIIAT B BaKyyMe € IOJy4eHHeM OKCAJIaTHOH COJM yKa3aH-
HOro B 3arojioBke coeauuenus: ISMS 367 (M+l); Anamus mis CioH 9CIF4N,O: Borumci.: C 55,27; H 4,42; N
6,14; natineno: C 55,17; H 4,38; N 6,09.

ITo criocoOy mpumepa 370 monyyaroT cieylollue COeIUHEHHs, BhIIEJICHHbIE B BUE THIPOXJIOPHIA, 32
MCKIIIOYEHHEM OTMEYEHHBIX CIIy4acB:

N o Re

l

N
H
N Z’ R4 JaHHEIE
372 5-pTop 2,2,3,3- ISMS 399 (M+1l); AHanus nnda

Terpadroprnponun | CioHy7FgNO C,H,Q4 HyO: BrHUMCI.: C,
53,51; H, 4,41; N, 5,67; HaOeHo:
C, 53,12; H, 4,21; N, 5,63 (BumeneH
B BMIE oKcaJjlara).

373 6-dTop 2,2,3,3,3— AHammz gnsa CyoH1FeN,O HCLl: Buumca. :
nedrapropnporan | C, 53,05; H, 4,23; N, 6,19;
HannmeHo: C, 52,88; H, 4,05; N,
6,12; ISMS 417 (M+1)

374 | 6-xnop~5- 2,2,2- AHamm3 ansa CyoHzoClF3N,0, HCLl:
METOKCH TpUGTOPI TN seiypcn.: C, 53,47; H, 4,71; N,
6,24; HammeHo: C, 53,65; H, 4,85;
N, 6,45; ISMS 413 (M+1)

(Cone nonyuawnr B 50 mn 50/50
TI'®/EtOH C MCroJb30BaHMEM
IUOPOXJIOPUAA MOJUBUHUINIUPUINHA) .
375 | 6-xJyop-5- 2,2,3,3- Axamm3 mona CpHp;C1FyN,0, HC1:
METOXCH rerpadropnponun | Baumcn.: C, 52,40; H, 4,61; N,
5,82; nampeno: C, 52,15; H, 4,51;
N, 5,69; ISMS 445 (M+1)

376 6-XJI0p 2,2,3,3- AHamm3 gna CyoHy9FsN,O HCl: BruYMCIH. :
rerpadropnporan | C, 55,24; H, 4,64; N, 6,44;
HanneHo: C, 55,06; H, 4,63; N,
6,44; ISMS 399 (M+1)

377 6-xJI0p 3,3,3- AHanu3 Ona CypHzoFy4N,O HCl: BHuMCI. :
TpudTOPNPONMI c, 54,83; H, 5,11; N, 3,55;
nanneHo: C, 54,74; H, 5,02; N,
3,11; ISMS 381 (M+1)

378 | S~TpudTop- 2,2,3,3,3- AHamm3 nnsa Cpy HigFgN,0, HCl: BHYMCIH. :
METOKCH neunradropnponun | C, 48,62; H, 3,69; N, 5,40;
HanpneHo: C, 48,55; H, 3,48; N,
5,33; ISMS 483 (M+1)

379 | S-rpudprop- 2,2,3,3- AHann3 nnas CpHigF7N,0, HCl: BrIYUMCI. :
MeTOKCH rerpapropnpornmn | C, 50,36; H, 4,02; N, 5,59;
HanneHo: C, 50,27; H, 3,92; N,
5,63; ISMS 465 (M+1)

380 | S-Tpudrop- 2,2,2- AHamm3 mna CyoH;gFeN,0, HCl: BHUMCIH. :
MEeTOKCH TpudTopaTUN c, 51,24; H, 4,08; N, 5,98;
Hanpeno: C, 51,33; H, 4,09; N,
6,26; ISMS 433 (M+l)

[Mpumep 381. N-tper-byrokcukapoonmn-2-(5-m-ronunokcu- 1 H-unnon-3-un)stnnamus.

VKka3aHHOE B 3ar0JIOBKE COEIMHEHHE MOTyUaloT 1o crnocoby mpumepa 20: 'H-SIMP (300MI'w, CDCls) 1,41
(c, 9H), 2,30 (c, 3H), 2,89 (1, 2H, J=6,7 T'n), 3,41 (M, 2H), 6,74-6,85 (M, 3H), 6,93-6,99 (M, 1H), 7,07-7,35 (M,
4H), 8,05 (tump., 1H).

[Mpumep 382. N-Metuin-2-(5-M-TOJIWI) TPUIITAMHH.
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YkazaHHOE B 3ar0JIOBKE COCAMHEHHE MOIYYAlOT Mo crocody mpuMepa 20 u 3aTeM MOy4yaroT ero OKcaiar-
HYIO collb: T.1. 182-183°C; "H-SIMP (250MTI'1i, IMCO-de) 2,26 (c, 3H), 2,59 (c, 3H), 2,98-3,18 (m, 4H), 6,68-
6,72 (M, 2H), 6,82-6,86 (M, 2H), 7,17-7,22 (m, 1H), 7,29-7,42 (m, 3H), 11,06 (tunp., 1H); MC (amexTpopacnsiie-
uue) m/e: 281,2 (M+1-C,H,0,); Anan. Berauci. ast C,H,,N,Os: C 64,85; H 5,99; N 7,56; naiineno: C 65,01; H
5,74; N 7,71.
Ipumep 383. N-Metmin-N-(2-(5-m-Tonunokcu- 1 H-urn01-3-m1)3 i ) -3-heHOKCHOCH3UTaM K H.
N

OO

ITo cmocoby mpumepa 301 monydaroT yka3aHHOE B 3aTOJIOBKE COSAMHEHHE W 3aTEM IIOyYalOT ero OKca-
JATHYIO CONb: T.IUL 142-144°C; '"H-aMP (250MTI', AMCO-dg) 2,24 (c, 3H), 2,634 (c, 3H), 3,01-3,12 (M, 4H),
3,92 (ump., 2H), 4,16 (c, 2H), 6,65-6,70 (M, 2H), 6,81-6,84 (m, 2H), 6,99-7,03 (m, 3H), 7,12-7,26 (M, 6H), 7,34-
7,43 (m, 4H), 11,00 (mmp., 1H); MC (anekrpopacubuieane) m/e: 463,4 (M+1-C,H,0,4); AHai. BeIYMCI. IS
C33H3,N,06: C, 71,72; H, 5,84; N, 5,07; naiineno: C, 71,44; H, 5,89; N, 4,99.

[Tpumep 384. S-HurporpuntamuH.

Cwmech S-nutponngona (10 r, 62 mmoins) u 200 M JiestHOM YKCYCHOM KHCa0Thl HarpeBatoT 10 70°C u 06-
pabaThiBarOT coibio Dmieamo3epa (12 r, 65 mmous). [lociie 1 4 peakiuu cMech KOHIICHTPUPYIOT B BaKyyMe JI0-
cyxa. Octarok cMemmuBatoT ¢ 200 M ToTyoJsia, KOHIIEHTPUPYIOT JOCyXa, 3aTeM pacnpeaenstor Mexay 200 mi
KOHILIEHTpUpoBaHHOro ruapokcua ammonus u 200 ma EtOAc. Korga Bece TBepable BelecTBa pacTBOPSITCS, CIOU
pasznensiorT U BoAHBIA cioi skcTparupytor 200 mu EtOAc. OObeiMHEHHBI OpraHMYecKuil CIIoi CymaT Hajx
MgSO,4 1 KOHIIEHTPUPYIOT, nosryyast N,N-TuMeTu1-5-HUTpOTPUNTaMHH B BUJIE€ TBEPIOrO BEIECTBA.

[omyuennsnit Boime N,N-TUMEeTHI-5-HUTPOTpUNITaMIH pacTBopsioT B 200 M 6e3BomHOr0 JIMCO, 06pa-
OartpiBaroT moameraHoM (7,7 mur, 17,5 r, 124 MMoIB) U IepeMenBaOT B TeUeHHE | 4 pu TeMmepaType OKpy-
saromeit cpensl. JJobasisror KCN (40 1, 621 mmomns) u 18-kpayH-6 (0,5 T). PeakimoHHyI0 cMech HarpeBaroT 110
110°C B Teuenne 45 MuH, OXJTaXAAIOT, BRUIMBAIOT Ha Jief, 3aTeM HachimaioT NaCl. [NamenHyro peakmoHHyIo
cMmech 3KcTparupyioT EtOAc, SKCTpakThl OOBEAMHSIOT W MPOMBIBAIOT 3 pa3a HACHIIIEHHBIM PACTBOPOM COJIH.
Cymiat Hat MgSO4 M KOHLEHTPUPYIOT B BaKyyMe, OCTaTOK XpOMaTorpadupyioT Ha CHIIMKarese Ipy 3JII0UpoBa-
Huu 1% MeOH B CHCl;, mony4as (5-autpo-1H-unmon-3-mn)aueroHutpun B Buze TBepaoro Berectsa: FDMS
201 (M+); Ananus ais CoH;N;30,: Berunci. C 59,70; H 3,51; N 20,89; naiineno: C 59,32; H 3,52; N 20,56.

(5-Hutpo-1H-unnon-3-un)aneronntpuin (9 r, 44,7 mmons) pactBopsitoT B 250 miu 6e3sognoro TI'® u 06-
pabatsBator 90 Mt 1M BH; B TT'® npu temmnepatype okpyskaromiei cpensl. CMech nepeMennBaioT Ha IIpoTsi-
JKEHUH HOYH U PEaKIMIO OCTOPOKHO racsT podasieHreM 1o kamsiM 10 mit Bogsl. CMech KOHIEHTPHUPYIOT JOCY-
xa B BakyyMe U ocTtatok pacnpenensaror Mmexay SN HCl u EtOAc. Boxusrit cnoit skcrparupyotr EtOAc u axc-
TPaKT OOBEIUHSIOT C TIepBOHaYaNbHBIM cioeM EtOAc. Bomgnslit cioit oOpabateBator SN NaOH u akcrparupy-
10T 3 paza 10% MeOH B EtOAc. DKCTpaKThl OUHIIAIOT MPOITyCKaHHEM 3KCTPAKTOB dyepe3 noaymky 100 r noHo-
obmennoit cmonbl SCX, npoMbiBaareM noaymku 2 1 MeOH, 3atem npoaykt npomsiBanusi MeOH BeIrpyxaror,
amonpyoT 2M NH; B MeOH n KOHIEHTpUPYIOT C MOTyYSHHEM YKa3aHHOTO B 3arojIOBKE COCIMHEHHS B BUIC
TeMHOTO TBepaoro BemectBa: ISMS 206 (M+1); Anamu3 mist CyoH sF¢N,O, 0,3H,0 0,1C;Hg: Bbumca.: C,
57,34; H, 5,74; N, 19,29; naiineno: C, 57,30; H, 5,38; N, 19,08; "H-SIMP (JIMCO-dg) 11,9-11,2 (mmp.c, 1H),
8,50-8,49 (n, 1H), 7,95-7,92 (m, 1H), 7,47-7,45 (m, 1H), 7,38 (c, 1H), 2,79 (c, 4H), 2,2-1,3 (uup.c, 2H).

ITpumep 385. 6-Hutporpunramus.

[To criocoOy npumepa 384 nmonyuvatot (6-uHnuTpo-1H-nHnon-3-m1) aneronurpwit: ISMS 200 (M-1); Ananusz
st CioH7N30, 0,1H,0: Boruncn.: C 59,17; H 3,58; N 20,70; naitneno: C 59,04; H 3,28; N 20,39, u3 xoToporo
MOJIy4YaroT YKa3aHHOE B 3arojioBke coenuHenue: [ISMS 206 (M+1); 'H-sIMP (AMCO-d¢) 11,5 (mmp.c, 2H), 8,26
(c, 1H), 7,84-7,81 (M, 1H), 7,68-7,66 (M, 1H), 7,57 (¢, 1H), 2,80-74 (M, 4H) (N-H nngona He HabtomaeTcs).

pumep 390. N-(2-(5-Hurpo-1H-urn0n-3-m)sten)-3-heHoKCHOeH3nIaMuH.

ON
Qj/\/ﬁ\/g\ O/@
N
H

ITo cnocoGy mpumepa 340 moaydaroT yKa3aHHOE B 3arojIOBKE COSAMHEHHE, 00pa30BaHNE COJIM OCYIIECTB-
nsirot B 10 mut EtOH ¢ 0,25 mut SN HCl1 u 40 mut Tosyona, 3aTeM CMeCh KOHICHTPUPYIOT, IOJy4ast THAPOXJIOPH]
YKa3aHHOTO B 3arojioBke coemunenus: Ananu3 misi Cp3Hy N3Oz HCI 0,2 EtOH: Beruucn.: C 64,62; H 5,17; N
9,75; naiineno: C 64,89; H 5,40; N 9,75; ISMS 388 (M+1).

ITo criocoOy mpumepa 390 nonyyaroT cieylollue COeIUHEHHs, BhIIEJICHHbIE B BUE THIPOXJIOPHIA, 32
MCKIIIOYEHHEM OTMEYEHHBIX CIIy4acB:

l

-70 -



007493

z
H
N O/R'

}

N
H

N Z' Ry LlaHHHE

391 | 5-HuTpo 2,2,2-tpudpTopaTHn ISMS 444 (M+1l); AHanus nnsa
C0H20C1lF4N305°0,1 H;O0: BmHumca. C,
52,87; H, 4,48; N, 9,74;
HamneHo: C, 52,63; H, 4,34; N,

9,67.
392 | 5-Hurpo 2,2,3,3- ISMS 444 (M+1); AHanmm3 OJjs
TerpadTopnponmu Cy0H20C1F4¢N30O3: Bmumca.: C, 52,01;

H, 4,36; N, 9,10; HanpgeHo: C,
51,94; H, 4,19; N, 8,93.

393 [ 6-HuTpo 2,2,2-TpudTOP3TII ISMS 394 (M+1); 'H-IMP (CDCls;-
ceobonHoe ocHoBaHue): 8,47
(ump.c, 1H), 8,31-8,30 (M, 1H),
8,01-7,98 (M, 1H), 7,63-7,61 (M,
1H), 7,32-7,31 (M, 1H), 7,24-
7,21 (M, 1H), 6,94-6,92 (M, 1H)
6,88 (c, 1H), 6,80-6,77 (M, 1lH)
4,33-4,26 (M, 2H), 3,79 (c, 2H)
3,00-2,93 (M, 4H), 1,54 (c, 1H)
394 | 6-HUTpPO 2,2,3,3- ISMS 426 (M+1); AHanus gnga
TerpadTopnponu Cy0H19F4N303: BrHuUMcn.: C, 52,01; H,
4,36; N, 9,10; namnneno: C,
51,96; H, 4,16; N, 8,76

395 | 6-HuTpO 2,2,3,3,3- ISMS 444 (M+1); AHanus Ous
neHTadTopPIpPONMi CyoH1gFsN303: BrIUMcH.: C, 50,06; H,
3,99; N, 8,76; namngeHo: C,

49,76; H, 3,86; N, 8,67

IMpumep 396. N-(2-(5-Amuno-1H-unnon-3-mm)stuin)-3-peHokcnOeH3nIaMuH.

szQ:stﬁO@

CwmemmBarot rugpoxiopun N-(2-(5-autpo- 1 H-unnon-3-wmn)stin)-3-penokcudbensmnamuna (250 mr, 0,64
mmodnb) 1 NiCl-6H,0 (460 mr, 1,9 mmois) B 30 Mt MeOH u cmeck oOpabateiBator NaBH, (73 mr, 1,9 mmoms).
Uepes 1 1 cMech KOHICHTPHUPYIOT J0CyXa, pactpenessitor Mexny EtOAc u konnentpupoBanasiM NH,OH. Bon-
HBIN coit 3kcTparupyoT EtOAc, opranndeckue cion 00beqUHAIOT, cymaT Hax MgSO, ¥ KOHIIGHTPHUPYIOT T10-
cyxa. Xpomarorpadus Ha CHIHMKareje Npu 3JIIOMPOBAHMHU CTYNEHYATHIM rpaaueHTtoM cmechio 20/75/5 TI'd/
rekcanbl/Et;N, 3atem cmecbto 40/55/5 TI'®/rekcanbl/Et;N gaeT yka3aHHOE B 3aroJioBKe COEJIMHEHHE B BHUJIE
Macia. JlonojgHuTenbHas Xxpomarorpadust Ha cuukaresne npu smoupoBanud 1% MeOH B CHCl;, cMerranHbIM
¢ xoui. NH,OH, naet ykazanHoe B 3arojioBke coenuHeHne B Buje Macia. O0pabotkoii coenuuenus 0,25 mia SN
HCI B 10 M1 EtOH u 40 mu1 Tostyosia u 3aTeM KOHIICHTPUPOBAHKEM IOJYYar0T YKa3aHHOE B 3ar0jI0BKE COCTUHE-
Hue B Buje runpoxiopuna: Anamus it Cy;HpN;O 2,6 HC1 0,6 EtOH: Beruucn.: C 59,66; H 5,83; N 9,07; Haii-
neno: C 59,30; H 5,48; N 8,82; ISMS 358 (M+]).

ITo cnocoOy mpumepa 396 MONYYaAIOT CIEAYIONINE COSAWHCHHS, BBIICICHHBIC B BUAC THAPOXJIOPUAA, 32
UCKITFOUYEHHEM OTMEYCHHBIX CITyJaeB:

H
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Lz

-71 -



007493

N Z' Ry JaHHue

397 5-aMMHO 2,2,2-tpudpropaTun | AHammz ansa CygHygF3N30 2HCL 0,2
CHC1; 0,3 CH3OH: Bmumcn. C, 49,85;
H 5,02; N, 8,94; Hampeno C,
50,05; H, 4,99; N, 8,73; ISMS 364
(M+1) .

398 | 5-ammHo 2,2,3,3- 'H-aMP (OMCO-de) 11,3 (mmp.c, 1H),
TeTpadroprnponui 10,25 (wmp.c, 3H), 9,6 (ump.c,
24), 7,6 (¢, 1H), 7,5-7,35 (M,
4H), 7,3-7,2 (M, 1H), 7,2-7,0 (M,
2H), 6,9-6,5 (n, 1H), 4,65-4,5
(v, 2H), 4,25 (¢, 2H), 3,3 (c,
4H) ; AHammu3 ansa C,oH, FyN3;O 2HCL:
Buuucn.: C, 51,29; H, 4,95; N,
8,97; HanmmeHo: C, 51,26; H, 4,98;
N, 8,26

399 | 6-ammHO | 2,2,2-TpudTopaTisl | ISMS 363 (M+); CisHpCl,F3N;0°0, 4
H,0: BeuMca.: C, 51,45; H, 5,18;
N, 9,48; nanpgeHno: C, 51,45; H,
5,10; N, 9,63

400 | 6-ammHO 2,2,3,3- ISMS 393 (M+); CpoH23C1l,F4N30:0,2
Terpadpropnpormn | H,0: Bwumca.: C, 50,90; H, 5,00;
N, 8,90; HanimeHo: C, 50,73; H,
4,82; N, 8,65

ITpumep 401. 6-DPTopTpUNITAMUH.

Cwmenmparor 6-dropungon (108 r, 0,8 monp) u quxiaopmerad (324 mia). CMech OXJIaXKAAIOT HA JICASHOM
6ane. Ha nmpoTspKeHnM HECKOJIBKUX MUHYT JI00aBISIOT TpUPTOPYKCycHYI0 KucioTy (308 mir) (peakims 3K30Tep-
muueckas). B teuenne 40 muH, mojguepxusas Temneparypy npuonusurensHo npu 0-5°C, no6aBisioT pacTBop
Z-1-numetunamuno-2-HuTpodTiiieHa (94,7 T, 0,816 Monb) B guxmopmerane (600 mim). Coycts 45 MuH cMmech
HarpeBaroT npubamurensHo 10 20°C. Yepes 2 4 ee BRUIMBAIOT Ha 1,2 J1 IensHOW BOJABI M MEPEMEIINBAIOT Ha
MPOTSHKEHUH HOYM C BHECCHNEM 3aTPaBKH, MOydasi TBEPIOE BEIIECTBO. TBEpIOE BEIECTBO OT()MUIBTPOBHIBAIOT,
nmpoMbIBatoT cHavana 100 M cMecn muxiopMeraH-nukiorekcad, 1/1, 3atem 750 M Boasl u cymar npu 40°C,
nosty4asi 3-(2-HUTPOBUHMI )-6-PTOPHUHIOIL.

CwmenmBaror LiAlH, (48,8 1, 1,286 moinb, 5 9kB.) u TT'® (848 mu1) 1 cMech OXJIaIaroT Ha OaHe Jiea-BOa,
umeromedl mpubimsurensHo 6°C, mojmepkuBas Temmeparypy Hmke 32°C. JloGaBnstoT pactBop 3-(2-
HUTpOBUHWIN)-6-pTopunmona (53 r, 0,257 monb, 1 5kB.) B TT'® (694 M), nonnepxusas Temiieparypy npuoIu-
3utenbHo HIke 31°C. CMech OCTaBIISIOT MEPEMEININBATLCS MPU TEMIIEpaType OoKpykawmen cpeasl. Criycts 2,5
4 peakuio racar cMmecbto 49 mit Boabl U 49 mu TI'®, 3arem 49 mn 15% NaOH wu, nakoneu, 49 min Boxbl. Bo
BpeMs ralleHus MOoAIepKUBatoT Temrnepatypy ~32°C. Cmech nepeMemmBaioT B Tedenue 1,5 4, GuibTpyroT ue-
pe3 uemut u npomseiBaroT TT'®. Cmech ynapuBaroT [0 MOMYYEHUs OCTaTKa, OCTATOK pacTBOPSIOT B 750 mu au-
STHIIOBOTO 3Hpa U OXJIAXKIAIOT Ha OaHe Jen-soga. Jodasmstor pactBop HCl/muatumnossrit a¢up ¢ odpasoBaHu-
eM TBeporo BemecTsa. CMech MepeMenInBaloT B TeUeHHe | d, TBepoe BEHIECTBO OT(MIBTPOBBIBAIOT, IIPOMBI-
BAIOT IMATHJIOBEIM 3(HPOM H CyIIaT MPU HOHWKEHHOM AaBieHuH mpu 45°C ¢ momyyeHneM ruIpoxiIopuaa yka-
3aHHOT'O B 3ar0JIOBKE COEIMHEHHUSL.

ITpumep 402. N-(2-(6-DTop-1H-unmon-3-un)stun)-3-(2,2,3,3-rerpadTopnponokcn ) 0eH3NITaMUH

"

N F F

H

CwmenmmBarot ruapoxiopua 6-gproprpunramuna (90 r, 0,419 moms) u Boxy (900 min). Jo6aBisOT BOAHBIM
pactBop NaOH (2 N, 230 mu) u guxsnopmetan (900 ). Cryctst 1 4 opraHHYECKUil CJIOW OTICISIOT, BOIHBIM
CJION DKCTPArupyroT AUXJIOPMETAHOM, OpPraHHUYECKHE CJION 00BEIUHAIOT, IPOMBIBAIOT BOJIOH, cymar Hajgy MgSO,
W yIapHuBaroT 10 o0pa3oBaHMs ocrarka. OcTaToK CMEMUBAIOT ¢ ToxyosoM (200 Mir) 1 cMech yIapHuBaloT, MOJy-
yast 78,45 r kopuuHeBOro mMaciua. 78,45 r ykazaHHOrO BbILIE Maciia CMEUIMBAIOT ¢ Apyroi, 41,4 r nopuuei, no-
nydast 6-proprpuntamuH. CmemuBaioT 6-pToprpunramus (119,85 1) u sranoxn (3,325 m), nobasnstor 2,2,3,3-
terpadropnponunbensansaerun (176 , 0,745 mons, 1,2 5k8.) u 150 r Monekyasapubix cut 3 A. Cmech KumsTsT
¢ 00paTHBIM XONOIMIEHIKOM. Uepes 2 9 0XITaKJaroT 10 KOMHATHON Temriepatypsl 1 nobdasisror NaBH, (35,2 T,
0,93 Mo, 1,5 3kB.). Uepes 1 u cmech GuibTpyroT dyepe3 nenut u npoMbiBatoT 500 mit sraHona. duisTpar yma-
PHUBAIOT NIPH TOHIKEHHOM JAaBIICHHUH, OTydast MACISTHACTBIN ocTaTOK. OCTaTOK pacHpeAesssioT MEeKIy BOJOH H
JquxyiopmeranoM. Ciiou pa3fensitoT, BOJHbIH CIIOW SKCTPAarupyroT JUXJIOPMETAaHOM, OPTaHUYECKHe CIION 00beIun-
HSIOT, [IPOMBIBAIOT HACHILIEHHBIM PAacTBOPOM cojiu M cymar Haa MgSO,. OunbTpoBaHue M yNapHBaHUE MPH
MOHIDKEHHOM JIaBJICHHUH JIaeT YKa3aHHOE B 3aroJjIOBKE COCJMHEHHE.

Conp HCI monmywarot creayrommm oopazom. CmemmBaroT N-(2-(6-dTop-1H-unmon-3-wmw)stmn)-3-(2,2,3,3-
terpadroprnponokcu)oensmiamut (387 r, 0,97 Monb) 1 qUATHIOBBIN 3¢dup (3,95 1) Npy KOMHATHOI Temrepary-
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pe. Ha mpotspkernn 15 muH mo xammiM gobasisttor pactBop HCI/Et,O (298 mur) mpubnmsurensao g0 pH 3 ¢
o0pazoBaHHEM TBepJOro BemiecTBa. CMeCh NMEPEMENIMBAIOT B TEUCHHWE | U M TBEPAOE BEILIECTBO BBIACISIOT,
MIPOMBIBAIOT 3(UPOM U CyIIaT IPH MOHMKEHHOM AaBieHnH npu 40°C, momydast yKa3aHHOE B 3ar0JIOBKE COCIH-
HEHUE B BUJIE THAPOXJIOPHIA.

ITpumep 410. (5-bpom-1H-unm01-3-11)alle TOHUTPIUIL.

ITo cnoco0y npumepa 384 ¢ ucroab30BaHHEM 5-0pOMUHIONA MTOJYYAIOT YKa3aHHOE B 3arojOBKE COEIUHE-
nue: ISMS 234 (M-1); Ananu3z gt C,oH,BrN, 0,1H,0: Beruuca. : C 50,70; H 3,06; N 11,83; naiineno: C 50,69;
H 2,90; N, 11,64; "H-IMP (CDCl;): 8,22 (c, 1H), 7,70-7,69 (M, 1H), 7,33-7,31 (M, 1H), 7,24 (c, 1H), 7,23-7,22
(m, 1H), 3,78-3,77 (M, 4H).

IIpumep 411. 5S-bpomTpuntamuH.

5-bpom-1H-urn0n-3-kap6orutpmn (9,5 r, 40,4 mmons) pacteopstoT 200 mi 6e3Bogaoro TI'® u 06pabda-
teiBatoT 80 mu1 1M BH; B TI'® npu Temneparype okpyxatouieit cpebl. PeakIIMOHHYI0 CMeCh EPEMEIINBAIOT HA
MPOTSHKEHUH HOYM U OCTOPOKHO TacsT JOOaBIEHHEM MO KaiuisiM 5 mil BoAbl. CMech KOHIIEHTPHPYIOT I0CyXa
MIPY TIOHIDKEHHOM JIaBIeHUH U ocTaTok pacnpenenaor mexay 1N HCI u EtOAc. Opranndeckuii cioit 3xcTpa-
rupyrot 1N HCl, cnoit HCl 00beuHSIOT ¢ IepBOHAYaIBHEIM BOJHBIM ciioeM. BoaHbli cioii obpabdaTtsiBatoT SN
NaOH u skctparupyiot EtOAc.

Cnoit Haceiator NaCl u cHoBa skctparupytor EtOAc. DKkcTpakTel 00beqUHAIOT, cymar Haa MgSO, u
KOHIEHTPUPYIOT focyXa, monyuas 4,72 r (19,7 mmons, 49%) macia, koTopoe kpucramuzyercs. [IpeBpaiienue B
OKCaJIaTHYIO COJIb OCYLIECTBIISIIOT 00paboTKOI pacTBopa coenunennst B EtOAc pacTBOpOM OfHOTO SKBHBAJIEHTA
ImaBesieBoi KuciaoTel. OOpa3oBaBIeecs: TBEPOE BEIECTBO OTQHUIBTPOBBIBAIOT U CyIIAaT B BaKyyMe: AHAIIU3 JUIs
CoH;BrN, C,H,0, H,0: Beruuca. : C 43,08; H 4,10; N 8,37; natimeno: C 43,26; H 3,91; N 8,20; ISMS 240
(M+1).

Ipumep 413. 5-Mertokcukap6ormi- 1 H-uanom.

CwmemmBarot 5-kapookcunanon (7,2 t, 44,7 mmons) B 400 mn quximopmerana u 100 M1 MeOH u o6paba-
ThIBaIOT 1o KarisaM 35 mur 2M TMC-aua3zomerana B rekcaHax. CMech NEpeMenInBaloT Ha MPOTSHKEHUH HOYH
IpU TeMIlepaType OKpysKaromierd cpeasl. KOHLEHTpUPOBAaHHEM B BaKyyMe IOJIy4ar0T YKa3aHHOE B 3arOJIOBKE
coenmHeHUe B Bue TBepaoro BemectBa. AHamm3 it CioHoNO,-0,1H,O: Beruucn.: C 67,86; H 5,24; N 7,91;
Haitneno: C 68,03; H 5,15; N 7,98; 'H-IMP (CDCl;) 8,44 (mmp.c, 1H), 8,412-8,409 (m, 1H), 7,91-7,88 (m, 1H),
7,46-7,38 (m, 1H), 7,26-7,24 (m, 1H), 6,64-6,63 (M, 1H), 3,92 (c, 3H); ISMS 176 (M+1).

[pumep 414. 3-dopmui-5-merokcukapoonmi-1 H-unmoi.

Bespoansrit JIM® (25 mut) momemaroT B kKoJi0y B atMocdepe a3ora, oxnaxaaroT a0 10°C u o6padaTbiBaroT
no karsiM POCl; (8,22 1, 54 MMoib), noanepskuBas temnepatypy Hwke 15°C. [Mopuusmu 100aBisifoT pacTBOp
5-merokcukapoonmi-1H-unnona B 30 mn IM®, nognepxkusas temnepatypy Hipke 20°C. Oxnaxgaronyto 0aHro
yOMparoT ¥ cMech MepeMEeNInBalOT IIPH TeMIlepaType OKpy»XKalolel cpeipl B TeueHne 1 4, 3aTeM BBUIMBAIOT HA
nen. Jo6asmenue 50 mu SN NaOH BBI3BIBaeT OCaKACHHE TBEPIOTO BEIIECTBA, KOTOPOe (GMIBTPYIOT W IPOMEI-
BatoT Bozioit m EtOAc, momyuast ykazaHHOe B 3aronoske coefunenne: 'H-SIMP (IMCO-dq) 9,95 (c, 1H), 8,76 (c,
1H), 8,4 (¢, 1H), 7,9-7,8 (m, 1H), 7,5-7,7 (a, 1H), 3,85 (¢, 3H), 1,7 (c, 1H); ISMS 204 (M+1).

ITpumep 415. 3-(2-Hutpoatnin)-5-merTokcukapoonmi- 1 H-urmou.

o crocoby mpumepa 317 monmyuaioT ykasaHHOe B 3arojoBke coemmnenme: 'H-SIMP (JIMCO-de) 12,5
(ummp.c, 1H), 8,38-8,37 (m, 1H), 8,37-8,34 (M, 1H), 8,23 (c, 1H), 7,87-7,84 (m, 1H), 7,80-7,77 (m, 1H), 7,57-7,55
(n, 1H), 3,85 (c, 3H); ISMS 246 (M+1).

[Mpumep 416. 3-(2-Hurpoatin)-5-merokcukapoonmi- 1 H-unmoi.

PactBop 3-(2-HUTpOBHHWI)-5-MeToKcHKapOoHmMI- 1 H-urnona (57 mr, 0,23 mmons) B 9 mu TI'® u 2 mu
MeOH o6pabarsiBator NaBH, (2 6 mr, 0,69 Mmounp). CMech nepeMeIInBaioT NPy TEMIIEpaType OKpYKaromiei
Cpesbl Ha MPOTSDKEHUH HOYM, KOHIEHTPHPYIOT JlocyXa M pacnpenenstor Mexay konn. NH,OH (10 mn) u au-
XJIOpMETaHOM. BOIHBIN CIIOW 3KCTParupyroT JUXJIOPMETaHOM, TOAKUCIIOT KOHI. HCI 1 skcTparupyror nBax-
Ibl AuxsopMeTaHoM. OpraHUYecKue ClIoN 0ObeANHSIOT, KOHIIEHTPUPYIOT U XpoMaTorpagupyroT Ha CHIIMKarese
npu amonpoBanun 1% MeOH B CHCI;, nmomydvast ykazaHHOE B 3ar0JIOBKE COEAMHEHUE B BU/IE€ TBEPJIOTO BEIECT-
Ba: 'H-SIMP (CDCls) 8,35 (mmp.c, 1H), 8,32 (c, 1H), 7,92-7,90 (m, 1H), 7,38-7,36 (n, 1H), 7,12-7,11 (m, 1H),
4,69-4,65 (T, 2H), 3,93 (c, 3H), 3,51-3,48 (1, 2H); ISMS 248 (M+).

ITpumep 417. 5-MeTokcHKapOOHUITPUTITAMHH.

CwmemmBarot 3-(2-HuTpoaThi)-5-merokcukapoonmwi-1H-unnon (280 mr, 1,1 mmons), PtO, (200 mr) u 15
w1 MeOH u cMmech TWAPHPYIOT NMpH aTMOC(EPHOM JABJICHWH Ha NMPOTSDKEHWH HOYM. PeakIMOHHYI0 CMech
GUIBTPYIOT uYepe3 MOAYIIKY LENUTa, (GUIBTPAT KOHILEHTPUPYIOT M XpOMAaTOTrpadUpyIOT Ha CHIIMKAreie IMpH
anroupoBanuu 5% MeOH B CHCI;, cmemmaraoMm ¢ koI, NH,OH, mony4ast ykazaHHOE B 3ar0JIOBKE COSIMHCHHE
B Bue Macia: ISMS 219 (M+1); 'H-SIMP (CDCls): 9,01 (c, 1H), 8,36 (c, 1H), 7,88-7,85 (m, 1H), 7,32-7,24 (M,
1H), 7,05 (c, 1H), 3,91 (c, 3H), 3,05-3,01 (M, 2H), 2,93-2,89 (M, 2H), 1,22 (muup.c, 2H).

pumep 418. 2-(2-(5-bensunokcu- 1 H-uanon-3-mi)stan)u3onnnon-1,3-guon. B 25 mn 6e3BoxHOrO IIHpH-
IUHA CMEIIMBAIOT THAPOXIIOpUA S-OeH3mnokcutpuntamuna (1 r, 3,3 mmons), granessrii anruapun (56 r, 4,0
MMoJb) U N,N-muu3onponmwnTmiamud (0,86 T, 6,6 MMOITB) W KUTISTAT ¢ OOpaTHBIM XOJOAMIFHIKOM B Te4eHHe |
4, OXJTAKIAI0T JJ0 KOMHATHOH TeMmepaTypsl 1 06pabaThiBatoT 4 T MosieKynsapHbIx cut 3 A. Kunsuenue ¢ o6pat-
HBIM XOJIOIMJIBHUKOM MPOJOIDKAIOT B TeueHne 60 4, 3ateM cMech puiabTpyroT. KoHIIeHTpupoBaHUEe B BaKyyMe
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JaeT OCTaTOK, KoTopeid cMemmBaioT ¢ 25 mu CHCl; n duipTpyror, moxydas TBepmoe BemiecTBo. OducTka
¢dunpTpara xpomarorpadueii Ha cuinkarene npu smouposannu 1% MeOH B CHCIl; naet nonosHUTEeNIbHOE KO-
JIMYECTBO YKa3aHHOTO B 3arosioBke coequaeHus: ISMS 397 (M+1); Anamms s CysHpoN,O;5 0,3H,0 C;Hg: BEI-
guci.: C, 75,09; H, 5,25; N, 6,82; naiineno: C, 75,00; H, 5,22; N, 6,96.

ITo cmocobOy mpumepa 418 mnomywaror cieayroniee coeauHeHue: a) 2-(2-(5-ruppoxcu-1H-unmomn-3-
HI)ITHT)H30uH0I- 1, 3-110H (4,5 MMoIb, 95%): "H-SIMP (IMCO-dg) 10,47 (¢, 1H), 8,59 (ump.c, 1H), 7,84-
7,78 (m, 4H), 7,09-7,06 (n, 1H), 7,03-7,02 (n, 1H), 6,85-6,84 (1, 1H), 6,56-6,54 (m, 1H), 3,79-3,75 (T, 2H), 2,91-
2,87 (m, 2H).

[Mpumep 419. 2-(2-(5-I'mapokcu-1-rpunzonponwicuinanui- 1 H-nanon-3-mn)3tun)nzonnnon- 1,3-11oH.

[Mopumsimu cmemmBatoT cMeck MacisiHoi mucriepcun KH (40%, 1 1) B 30 M 6e3BoxHoro TI'® u cycnen-
3uto 2-(2-(5-6ensmnokcu- 1 H-unmon-3-un) atrn) uzonnaon-1,3-auona (1,2 r, 3 mmons) B 30 M TI'®. Cmech
MepEeMEIINBAIOT B TEUEHHUE | 9 mpu TeMIiepaType OKpyKaromen cpeabl, oxnaxnaioT 1o 0°C, mo0aBisitoT TpUH-
sonpornuicuararpudropmerancynbponar (1,85 r, 6 MMOIIb) U IEPEMENINBAIOT JAOMOIHUTENBHO | 4 TIpH TeMIie-
patype OKpy’Kamomei cpeapl. PeakmoHHYI0 cMech BBUIMBAIOT B MHTEHCHBHO NEpEMEIINBAeMbIil pacTBOp Ha-
cerierHoro NaHCO; u skctparupyroT 2 x 50 mit EtOAc. Oprannueckue ciou 00bequHsA0T, cymaT Hag MgSOy,
KOHLEHTPUPYIOT J0CyXa M XpoMaTorpagupyroT Ha cuitikaresne rnpu iaonpoBanuu 1% MeOH B CHCl;, nonyyas
2-(2-(5-6en3unokcu- 1 -rpunzonponmicuianmi- | H-unnon-3-nn)atuin)u3onnnon-1,3-110H B Bujie Macia.

CwmenmBarot 2-(2-(5-6eH3miokcu- 1 -rpunsonponuwicuianmi- | H-unmon-3-wn)stun)usonsaon-1,3-1108  u
EtOAc (40 M) 1 cMech THAPHUPYIOT Ha NMpoTsHkeHun HouH ¢ 1 r 5% Pd/C npu armocdeprom nasnennu. Cmech
(UIBTPYIOT uyepe3 LEINT, KOHIEHTPUPYIOT JOCyXa M XpOoMaTorpadupyloT Ha CHJIMKAreie IpU CTyNEeHYaToOM
3MIOUPOBaHUM ¢ rpagueHToM oT 10% EtOAc B rexcanax no 30% EtOAc B rekcanax, nonaydasi yka3aHHOE B 3aro-
JIOBKE COeTMHEHHNE B BUE TBepaoro BemecTBa: FDMS 462 (M+1) Anamus mis Cy;H4N,03S1 H,O: Bemumc. : C,
69,55; H, 7,44; N, 6,01; naitneno: C, 69,44; H, 7,17; N, 6,00.

Ipumep 420. 2-(2-(5-IIpomokcu- 1 -Tpunzonponmincunanmi- | H-uHmo57-3-11)3 T ) 130uHA0I- 1,3 - AHOoH.

B IM® cmemmBarot (25 mi) 2-(2-(5-rumpokcu-1-tpunsonponricuinanui- | H-uamon-3-wuin)3tun ) u3ouH-
noi-1,3-mmon (0,7 T, 1,5 MMonb), kapooHaT 1ie3us (1 r, 3 MMmonb) u 1-unoanponad (4 T, 2,3 MMOJIb) U TIEpEMEIITH-
BAalOT NIPH TEMIIEPAaType OKPYKAIOMIeH cpenbl Ha MPOTSDKEHHHM HOYM. PeakIMOHHYI0 cMech BBUIMBAIOT B 50%
EtOAc B rexcaHax ¥ ImpOMBIBAIOT TPH pa3a HACBIIIEHHBIM PAacTBOpPOM coiir. OpraHUYecKuidl ClIOi cymiaT HaJ
MgSO,4 1 KOHLEHTPHUPYIOT B BaKyyMme, MoJydas Macio. Xpomarorpadus Macia Ha CHIIMKareie IpH dIII0MpOoBa-
Hin 5% EtOAc B reKcaHax JaeT yKazaHHOE B 3arofoBke coexuuenue: ISMS 505 (M+1); 'H-SIMP (CDCl;) 7,80-
7,78 (M, 2H), 7,67-7,65 (m, 2H), 7,30-7,27 (n, 1H), 7,12-7,11 (1, 1H), 7,02 (¢, 1H), 6,77-6,74 (m, 1H), 4,01-3,96
(m, 4H), 3,12-3,08 (M, 2H), 1,86-1,81 (M, 2H), 1,64-1,57 (M, 3H), 1,08-1,04 (m, 21H).

[pumep 421. 5-ITponokcu- 1 -TprUH30TIP ONUICHIAHIITPUIITAMHUH.

CwmemmBaT 2-(2-(5-mponokcu- 1-rpumsonponmicmiadmi- | H-uagon-3-w)atwn)nzonanon- 1,3-muon (416
mr, 0,8 mmois) B 20 Mt EtOH u 1 M1 runpasuaTrapata. CMech KUIATAT ¢ OOpaTHBIM XOJIOAWIHPHUKOM B TEUe-
HUe 3 4, QUIBTPYIOT Yepe3 LeNUT U KOHIIEHTPUPYIOT 10 oOpa3oBaHus octaTtka. OctaTok pacTBOpsitoT B 10 mu
MeOH wu 3arpyxaroT Ha HOHOOOMeHHBIH KapTpumk SCX 12 r u mpomsIBatoT nocienoBarensHo MeOH, [IM®,
3areM MeOH. Ilponykr smonpyror 2M NH; B MeOH, monyuast yka3aHHOe B 3arojIOBKE COEIWHEHHE B BUIC
macma: ISMS 375 (M+1); 'H-IMP (CDCls) 7,34-7,32 (n, 1H), 7,02 (¢, 1H), 7,00-6,99 (x, 1H), 6,80-6,77 (m,
1H), 3,97-3,94 (m, 2H), 3,01-2,98 (m, 2H), 2,86-2,83 (M, 2H), 1,88-1,76 (m 2H), 1,70-1,58 (m, 3H), 1,3 (mwp.c,
2H), 1,14-1,08 (m, 18H), 1,06-1,02 (t, 3H).

IIpumep 422. 6-beH3UNOKCUTPUNTAMUH.

K cmecu LAH (6,2 1, 163,1 mmoms) 1 300 mut 6e3BogHOr0 TT'® nobasnsirotr pactBop 3-(2-HUTPOBHHWII)-6-
oensminokcn- 1 H-uamona (9 r, 30,6 mmorns) B 200 mur TT'D. Cmech KHIATAT ¢ 00paTHBIM XOJOIMIBHHKOM Ha
MPOTsDKEHIH HOYM U 3aTeM oxiaxaaroT a0 0°C u racsaT mocienoBareibHO 6,2 Ml Bomsl, 6,2 M 15% BogHOTO
NaOH u 18,6 Bogsl. [Tocie mepememmBanus B TedeHNE 2 9 CMeCh QMIBTPYIOT Yepe3 HENUT U KOHIIEHTPUPYIOT,
nonydas 7,9 r (96%) yKa3aHHOTO B 3aroJ0OBKe COEIMHEHHs B Buae Macna: 'H-SIMP (CDCly) 8,06 (mmp.c, 1H),
7,47-7,43 (m, 3H), 7,38-7,35 (M, 2H), 7,32-7,28 (M, 1H), 6,88-6,84 (M, 3H), 5,08 (c, 2H), 3,01-2,97 (M, 2H),
2,87-2,83 (M, 2H), 1,6 (mup.c, 2H).

[Ipumep 423. N-tpet-byTokcukapoonmi-2-(6-6ensmnokcu- | H-uanon-3-wmm)3tiiaMuH.

VKa3aHHOE B 3ar0JI0BKE COSIMHEHHE MOMy4aroT 1o crocoby mpumepa 20: 'H-SIMP (CDCly) : 7,84 (muwp.c,
1H), 9,36 (c, 2H), 8,91 (c, 1H), 7,38-7,33 (m, 2H), 7,28-7,26 (m, 1H), 7,20-7,18 (m, 1H), 7,09-7,07 (M, 1H), 6,94-
6,93 (m, 1H), 6,68-6,67 (M, 1H), 6,50-6,47 (M, 1H), 4,79-4,72 (M, 2H), 4,13 (c, 2H), 3,05-3,02 (M, 4H).

[Mpumep 425. N-tper-byrokcukapbonmi-2-(6-ruapokcu- 1 H-unnomn-3-mim)strnamuH.

Yka3aHHOE B 3ar0JIOBKE COEAMHEHHUE MOIYYaloT 1o crioco0y npumepa 471.

[pumep 428. 2-(2-(5-Otokcu-1H-uamon-3-un)3tin)u3ouHa071- 1,3-11oH.

CwmemmBarot 2-(2-(5-runpokcu-1H-urnon-3-mn)atun)uzonanon-1,3-muon (900 mr, 2,9 mmons), kapooHAT
ne3ust (960 mr, 2,9 mmons) u 1-nomsTtan (920 mr, 5,9 MMoip) B N-METHITUPPOIUINHOHE (5 MII) U TIEpeMEIH-
BaIOT P TEMIIEpaType OKPY’KaIoIIeH cpesl B TeUeHNE 4 4, BEUTMBAIOT B HACBIIIICHHBIA PACTBOP COJIM U 3KCTpa-
rupyioT EtOAc. O6bennHeHHbBIE SKCTPAKTHI IPOMBIBAIOT TPH pa3a HACHIIICHHBIM PACTBOPOM COJIH, CyIIAT HaJ
MgSO, 1 KOHLIEHTPUPYIOT B BaKyyMe C IMOJIydYeHHeM Maciia. Xpomarorpadus Maciia Ha CUIIMKArele MpH JIH0H-
poBannu 20% EtOAc B rekcaHax JaeT yka3aHHOE B 3ar0JIOBKE COEIMHEHHE B BUE OEJIOro TBEPIOro BEIECTBA!
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ISMS 335 (M+1); Aramu3 g CooH; gN,Os: Beramcn.: C 71,84; H 5,43; N 8,38; natineno: C 71,97; H 5,47; N
8,36.

[To criocoOy mpumMepa 428 MOTy9aroT CIEAYIONINE COSIMHEHS:

a) 2-(2-(5-msonpomnokcu- 1 H-uumon-3-wr)stin)msonanon-1,3-gmon: ISMS 348 (M+) 'H-SIMP (CDCls)
7,94 (mwp.c, 1H), 7,82-7,80 (m, 2H), 7,70-7,67 (m, 2H), 7,21-7,19 (1, 1H), 7,18 (c, 1H), 7,05-7,04 (1, 1H), 6,82-
6,79 (m, 1H), 4,55-4,49 (m, 1H), 3,99-3,95 (m, 2H), 3,11-3,07 (M, 2H), 1,64-1,33 (1, 6H);

b) 2-(2-(5-(2,2,2-tpudroparokcn)-1 H-unnon-3-un)stun)uzonnnon-1,3-guon: ISMS 389 (M+1); Ananus
s CyoHsF3N,Os: Beramci.: C 61,86; H 3,89; N 7,21; naiineno: C 61,77; H 3,83; N 7,20;

¢) 2-(2-(5-6yroxcu-1H-nnnon-3-mn)arun)uzonnnon-1,3-muon: ISMS 363 (M+1); Ananuz st C,pHp,N,O5:
sranci.: C 72,91; H 6,11; N 7,73; naiineno: C 72,76; H 6,09; N 7,42; 'H-SIMP (CDCl3) 7,86-7,81 (M, 3H), 7,72-
7,68 (m, 2H), 7,23-7,20 (m, 1H), 7,16-7,15 (m, 1H), 7,08-7,07 (M, 1H), 6,85-6,84 (M, 1H), 4,02-3,98 (M, 4H),
3,13-3,09 (m, 2H), 1,83-1,76 (m, 2H), 1,56-1,48 (m, 2H), 1,01-0,98 (1, 3H);

d) 2-(2-(5-autpo-1H-urmon-3-un)stun)uzonuaon-1,3-guon: ISMS 334 (M-1); Anamuz mus CigH3N304
0,1H,0: Berumcin.: C 64,13; H 3,95; N 12,47; naiineno: C 64,05; H 3,82; N 12,27.

ITo criocoOy mpumepa 421 MoTy9aroT CIEAYIONINE COSIMHEHS:

a) 5-Otokcurpuntamun: ISMS 205 (M+1); Ananuz mis C,HsN,O H,O: Beuucna.: C 69,33; H 7,95; N
13,48; naiineno: C 69,62; H 7,75; N 13,30;

b) 5-msonponokcutpunramus: ISMS 219 (M+1); 'H-SIMP (CDCLy) 8,57 (mmp.c, 1H), 7,20-7,18 (x, 1H),
7,08-7,07 (1, 1H), 6,95 (¢, 1H), 6,84-6,82 (m, 1H), 4,54-4,48 (M, 1H), 3,01-2,98 (M, 2H), 2,86-2,83 (M, 2H), 1,38
(ummp.c, 2H), 1,35-1,33 (1, 6H);

¢) 5-(2,2,2-tpudpropstokcu)rpuntamus: ISMS 258 (M+); 'H-SIMP (CDCl;) 8,33 (mmp.c, 1H), 7,26-7,24
(z, 1H), 7,09-7,08 (n, 1H), 7,03-7,02 (M, 1H), 6,90-6,87 (m, 1H), 4,40-4,34 (m, 2H), 3,03-3,00 (M, 2H), 2,87-2,84
(M, 2H), 1,44 (mup.c, 2H);

d) 5-6yrunoxcurpunrtamus: 'H-SIMP (CDCls) 8,08 (uwmp.c, 1H), 7,23-7,21 (n, 1H), 7,03-7,02 (z, 1H),
7,03-7,02 (M, 1H), 6,98-6,83 (M, 1H), 4,01-3,98 (M, 2H), 3,02-2,99 (m, 2H), 2,87-2,84 (M, 2H), 1,82-1,74 (M,
2H), 1,56-1,50 (m, 2H), 1,32 (ump.c, 2H), 1,00-0,96 (1, 3H).

[pumep 429. 5-benzoncynbhonuin-1H-unmnos.

IMomemiarot 35% macnsHyto nucnepcuro KH (6 1) B kon0y B atmocdepe asora, mpombiBaroT S0 M1 rekca-
HOB U cymiaT B BakyyMe. CycneH3uto TBepaoro Bemecrsa B 100 mi 6e3Boanoro IM® oxnaxaator no 0°C. [o-
0aBJSIIOT 1O KarmisiM Ha npotrspkeHun 10 muH pactBop S-Opommupona (10,3 1, 52,5 mmomnsb) B 25 mn JJMO.
Cwmecp nepememmBatoT | 4 npu 0°C, 3ateM 00padaThiBalOT TPUU3OIPONMICHIMATPH(TOPMETAHCYIB(OHATOM
(32,2 1, 105,1 Mmoip). Oxnakaarontyro 0aHi0 yOUpaloT ¥ peakIMOHHYIO CMECh IIEPEMEINBAIOT 72 4 Iepe]] Bbl-
mmBaareM B 500 mi Boabl U skcTpakiueit EtOAc. O0beanHEeHHBIE SKCTPAKTHI pa30aBIsSIOT TeKCAaHAMH, TIPOMEI-
BAIOT HACHIILICHHBIM PACTBOPOM COJIH, 3aTeM cymaT Hax MgSO,. KoHnieHTpupoBanue B BakyyMe U XpoMaTorpa-
¢ust Ha cuimmkarene npu amouposaHun 1% EtOAc B rekcanax paror 5-Opom-1-tpumsonponmicunanni-1H-
MHIOJ B BHje 6ecupeTHOro macia: H-SIMP (CDCLy) 7,73-7,72 (n, 1H), 7,36-7,34 (n, 1H), 7,24-7,23 (u, 1H),
7,21-7,19 (m, 1H), 6,55-6,54 (m, 1H), 1,72-1,61 (m, 3H), 1,13-1,10 (M, 18H).

PactBop 5-Opom-1-tpumnsonponwmicuianni- 1 H-uamona (9 r, 25,5 mmons) B 550 mi 6e3Bomnoro TI'® ox-
naxaart 1o -75°C B atmocdepe aprona u obpadareiBarot 1,7M Tper-Oyrrimtutrem (33 i, 56,2 MMOJIb), TOJ-
nepxuBas Temiepatypy Hmwke -60°C. [locne m00aBiIeHUs PEaKIIMOHHYIO CMECh CHOBA OXJIAXKIAIOT MPUOIU3U-
TenbHO 70 -73°C mepen mobarieHueM pactsopa (enwicynshonmndropuna (4,6 r, 28,7 mmons) B 30 M TT'D.
Peakuunonnyto cmeck nepememuBaior npu -78°C B Teuenue 1 4, 3areM racst HacbliieHHBIM NaHCO; u 3atem
HaCBIIIEHHBIM pacTBOPOM couti. Clion paszessiioT U BOJHBIN cioif skcTparupytoT EtOAc. OObenuHeHHbIe opra-
HH4eckue cion obpabareiBatoT 1M dropunom Terpadyrnnammonus (35 mi) B TI'® B teuenne | 4 npu temrie-
paType OKpy’Karolle cpelpbl, 3aTeM KOHIEHTPUPYIOT mocyxa. Octartok oOwvemuusioT ¢ EtOAc, mpoMeiBaioT
meaxasl 1N HCI, cymatr Hag MgSO,4 1 KOHIIGHTpHPYIOT 0 00pa3oBaHus Macia. Xpomarorpadus Maciia Ha CH-
JMKareie co cryneHdarsiM smouposanneM 50% CHCI; B rekcanax, 3atrem 50% CHCl; B MeOH maer macnsHu-
CTOe TBEpJOE BemmecTBo. Pactupanue macisHucroro tBepaoro Bemectsa ¢ CHCl; naer yka3aHHOE B 3aroyioBke
coenrHeHue B Buae TBepaoro BemectBa: AHamus s Ci4HNO,S H,O: Berumcn.: C 64,89; H 4,36; N 5,41;
Haiaeno: C 64,76; H 4,45; N 5,33; ISMS 257 (M+).

[pumep 430. 2-(2-(5-Amuno-1H-unnon-3-mn)atuin)u3o0usaom-1,3-11oH.

CwmemmBator 2-(2-(5-uutpo-1H-unnon-3-nn)arun)uzonnaon-1,3-nmuon (1,8 r, 5,4 mmons), PtO, (500 mr),
100 M1 MeOH u 100 ma TI'® u ruapupytoT npu aTMoc(epHOM JaBJIEHUH Ha MPOTSHKEHHH HOYH. PeaklIMoHHYTO
cMech QUIBTPYIOT Yepe3 MOYIIKY LEJIUTa U KOHIEHTPUPYIOT Jocyxa. OctaTtok cHoBa pacTBopsitoT B 50/50 cme-
cH XJIOpO(OpM/IMXIIOPMETaH ¥ CHOBa (GHILTPYIOT Yepe3 MOIYyUIKy 1einTa. KoHIeHTpupoBaHue B BaKyyMe AaeT
yKazaHHOE B 3aroJIOBKE COCIMHEHHE B BHIE TEMHOro TBepaoro BemectBa: ISMS 306 (M+1); Anamu3 mis
Ci3H13N;04 0,1C7Hg 0,2 muxmopmeran: Berauci.: C 68,70; H 4,89; N 12,58; naitneno: C 69,08; H 4,75; N 12,69;
'H-SIMP (CDCl;) 7,9-7,8 (M, 3H), 7,75-7,65 (m, 2H), 7,2-7,1 (m, 1H), 7,05-7,0 (M, 2H), 6,7-6,6 (M, 1H), 4,0-3,9
(m, 2H), 3,4 (mmp.c, 2H), 3,1-3,0 (M, 2H).

ITpumep 431. 2-(2-(5-benzonnamuno- 1 H-uHm01-3-11)3THn ) u30uHA0- 1,3 - T1OH.

CmemmBaotr  2-(2-(5-amuHo- 1 H-ungon-3-wn)stwn)uzoungon-1,3-qmon (0,5 1, 1,64 Mmonp) um 4-
qumetunamuHonupuauH (0,3 T, 2,5 MMmoib) U pactBopatoT B 30 M quxinopMerana u oxiaxaarot 1o 0°C. Peak-
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IMUOHHYI0 cMech 00pabaThIBaroT OeH30mIXIopuaoM (276 mr, 1,96 MMOIB) M TIepEeMEIIUBAIOT Ha MPOTSHKCHUN
HOYH, B TEUEHHE TOT0 BPEMEHH CMECH IAal0T BO3MOXKHOCTh HAarpeThcs A0 KOMHATHOH TeMmepaTypsl. OcTaTok
KOHLIEHTPUPYIOT U XpoMarorpapupyroT Ha cuiikarene npu smouposanunu 0,5% MeOH B CHCl;, nonyuas yka-
3aHHOE B 3aT0JIOBKE COCIMHEHHE B BUJE TBEpOro Bemecta: ISMS 410 (M+1); 'H-IMP (CDCl;) 7,86-7,85 (M,
2H), 7,79 (c, 1H), 7,72-7,68 (m, 2H), 7,60-7,57 (m, 2H), 7,46-7,42 (m, 1H), 7,4-7,36 (m, 3H), 7,13-7,11 (1, 1H),
6,89-6,88 (M, 1H), 3,88-3,84 (1, 2H), 3,00-2,97 (T, 2H).

ITo criocoOy npumepa 431 MOAyYarOT CIEAYIONINE COCIMHCHIS:

a) 2-(2-(5-merancynbhonunamuno- | H-unnomn-3-mn)arun)usonsnon-1,3-guon: ISMS 384 (M+1); 'H-SIMP
(CDCly) 10,84 (c, 1H), 9,21 (¢, 1H), 7,83-7,76 (m, 4H), 7,39-7,38 (m, 1H), 7,27-7,24 (m, 1H), 7,17-7,16 (m, 1H),
6,96-6,93 (m, 1H), 3,83-3,80 (m, 2H), 2,98-2,94 (M, 2H), 2,79 (¢, 3H), 3,88-3,84 (T, 2H), 3,00-2,97 (T, 2H);

ITo criocoby mpumepa 421 MOTYIarOT CIEAYIONIHE COCIMHEHIS:

a) 5-6ensommamusoTpunTamus: 'H-SIMP (CD;0D) 7,94-7,92 (m, 2H), 7,85 (¢, 1H), 7,54-7,47 (m, 3H),
7,34-7,29 (M, 2H), 7,08 (c, 1H), 4,86 (c, 2H), 3,33 (c, 2H), 2,95-2,86 (M, 4H);

b) 5-merancynbdonnnamMuroTpunTamMus: ISMS 253 (M+); 'H-IMP (CD;0D) 7,46-7,45 (1, 1H), 7,31-7,28
(m, 1H), 7,08 (c, 1H), 7,04-7,01 (m, 1H), 4,86 (c, 4H), 2,89-2,83 (M, 7H).

[Mpumep 432. 5-Orokcukapoonui-1 H-ungom.

CwmemmBator 5-kapookcuuunon (4,8 r, 29,8 mmons) B 150 Mt TT'® u kapbonmmamumuaason (9,7 r, 59,6
MMOJIb) U MEPEMEIINBAIOT Ha MPOTSHKEHWH HOYHM IIPH TEMIIepaType OKpYyKarolleil cpenbl. PeakiimoHHy0 cMech
obpabatsiBaror 25 mi EtOAc u 1,2 1 (29,8 Mmmonb) 60% macnsHoit nucriepcun NaH 1 nepemenmBaioT B Tede-
Hue 2 4. KoHIleHTpupoBaHueM B BakyyMe Moiy4aroT ocTarok. OcraTok pacnpeaenstor mexay 150 ma EtOAc u
100 mu1 HackIeHHOTO pacTBopa coiu. Cllou pa3leNnsioT, OpraHudeckuii cinoit cymar Hajg MgSO,, GuIbTpyIOT U
KOHIICHTPUPYIOT 10 oOpa3oBaHUs Macia. Macio xpomarorpadupyioT Ha CHJIMKArele IpH SITIOUpPoBaHUU 1%
MeOH B CHCl;, mony4as 7,2 T Macima. Maciio KpUCTaUTU3YIOT U3 TONYOJIa C IMONydeHHEM YKa3aHHOTO B 3aro-
noBke coequnenus: Ananus st C; HNO,: Berumci. : C 69,83; H 5,86; N 7,40; naitneno: C 69,82; H 5,90; N
7,38; ISMS 190 (M+1).

[pumep 433. 5-(N-byrunamuno)-1H-unmom.

5-Kapookcuuumon (5 1, 31 mmoss) pacteopstoT B 150 mut TT'® 1 06pabaTsiBatoT KapOOHUIIHUMHIA30I0M
(5 1, 31 MMO7IB) U IEpEMENINBAIOT HAa NPOTHKEHUN HOYM NPH TeMIepaType OKpysKaroliel cpeasl. PeakninoHHyo
cMech 00padaThiBaroT 4,5 T (62 MMOJIB) H-OyTHIaMUHA U KUIIATAT C OOPaTHBIM XOJIOAWIBHUKOM B Te4eHue 1 .
KoHueHTprupoBaHUe B BaKyyMe JaeT OCTaToK, KOTOpbli pactBopsioT B EtOAc. PacTBop nmpoMbIBatoT mnocienosa-
tensHO SN HCI, SN NaOH u 3areM HacblIIEeHHBIM pacTBOpOM cosid. Opranndeckuii cioi cymat Hag MgSO4 n
KOHI[EHTPHUPYIOT, MOydasi YKa3aHHOE B 3arojoBKe coeluHeHHe B Buae Macia: 'H-SIMP (CDCls) 8,54 (wmp.c,
1H), 8,07-8,06 (M, 1H), 7,63-7,61 (M, 1H), 7,39-7,37 (M, 1H), 7,26-7,24 (M, 1H), 6,60-6,59 (M, 1H), 6,14 (mmp.c,
1H), 3,5-3,45 (M, 2H), 1,64-1,57 (M, 2H), 1,47-1,37 (M, 2H), 0,97-0,93 (M, 3H); EIMS 217 (M+1).

pumep 434. 5-(N-ITponmmamuo)-1H-urmom.

VKa3aHHOE B 3arojI0BKE COSIMHEHHE HONyYaroT 1o crocody npumepa 433: 'H-SIMP (CDCls) 8,07 (munp.c,
1H), 8,07 (c, 1H), 7,63-7,60 (m, 1H), 7,38-7,36 (M, 1H), 7,25-7,24 (M, 1H), 6,59-6,58 (M, 1H), 6,21, (mmup.c, 1H),
3,46-3,41 (m, 2H), 1,69-1,60 (M, 2H), 1,00-0,96 (M, 3H); EIMS 203 (M+1).

ITo criocoOy npumepa 414 moayvaroT CIEAYIONMe COCIMHEHS

a) 3-¢popmun-5-6emsoncymbdonmi-1H-uagom: ISMS 286 (M+1); 'H-SIMP (IMCO-ds) 9,83 (c, 1H), 8,55
(c, 1H), 7,89-7,86 (M, 2H), 7,61 (c, 2H), 7,59-7,52 (M, 3H), 1,70 (c, 3H);

b) 3-bopmuin-5-aToxcukapoonmn- 1 H-uamon: Anamus mis CpH NOs: Beramcn.: C 66,35; H 5,10; N 6,45;
HaiineHo: C 65,97; H 5,17; N 6,46; ISMS 218 (M+1);

¢) 3-popmun-N-Oyrunamuno- 1 H-uamon: Anamms gns Ci4H¢N,O, 0,1H,0: Berumci.: C 68,33; H 6,64; N
11,38; naiineno: C 68,35; H 6,24; N 11,30; ISMS 245 (M+1);

d) 3-popmmi-5-(N-mpormunamuno)- 1 H-uamon: Amamm3 g Ci3H14N,O,: Beraumcn.: C 67,81; H 6,13; N
12,16; naiineno: C 67,42; H 6,04; N 12,10; 'H-IMP (JIMCO-dg) 9,95 (c, 1H), 8,6 (¢, 1H), 8,48-8,45 (1, 1H),
8,36-8,35 (m, 1H), 7,76-7,73 (m, 1H), 7,52-7,50 (n, 1H), 3,32 (mup.c, 1H), 3,24-3,19 (m, 2H), 1,58-1,48 (M, 2H),
0,90-0,86 (M, 3H); EIMS 230 (M+);

e) 3-dopmui-6-6ersmnokcu-1H-uamom: "H-SIMP (IMCO-dg) 11,93 (c, 1H), 9,83 (c, 1H), 8,12-8,11 (M,
1H), 7,92-7,90 (m, 1H), 7,45-7,27 (m, SH), 7,04-7,03 (m, 1H), 6,92-6,89 (M, 1H), 5,11 (c, 2H).

ITo criocoOy npumepa 415 MoayvaroT CIEAYIONME COCIMHCHIS

a) 5-6enzoncynbponmi-3-(2-aurposunmn)-1H-uanon: Anamus mis C¢HpN,O4S 0,1H,0: Bbrumen.: C
58,42; H 3,83; N 8,31; naiineno: C 58,63; H 3,52; N 8,02; ISMS 229 (M+1);

b) 3-(2-mHuTpoBHHMN)-5-3TOKCHKapOoHWI- | H-uamon: Anamm3 mns CigHpN,O4S 0,1H,O: Beramen.: C
58,42; H 3,83; N 8,31; naiinmeno: C 58,63; H 3,52; N §8,02; ISMS 229 (M+1);

¢) 3-(2-autpoBunmi)-N-Oytmnamuno- | H-uanon: Anamms mis CsH 7N3;Os: Beraucn.: C 62,71; H 5,96; N
14,62; naiineno: C 62,46; H 5,81; N 14,38; ISMS 288 (M+1);

d) 3-(2-auTpoBuHmN)-N-npormaamuo- 1 H-urmor: ISMS 273 M(+1); 'H-SIMP (IMCO-de) 12,38 (c, 1H),
8,62-8,59 (1, 1H), 8,43-8,39 (n, 1H), 8,37 (c, 1H), 8,31-8,30 (n, 1H), 8,18-8,15 (1, 1H), 7,84-7,82 (M, 1H), 7,55-
7,53 (m, 1H), 3,31-3,24 (M, 2H), 1,61-1,52 (M, 2H), 0,92-0,89 (1, 3H); Anamu3 gt Ci4H;sN;O; 0,1H,0: BBI-
yuci.: C 61,12; H 5,57; N 15,28; natineno: C 61,06; H 5,38; N 15,05;
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e) 3-(2-rutpoBuHmN)-6-6en3unokcu-1H-nnon: 'H-SIMP (IMCO-dg) 11,85 (uwmp.c, 1H), 8,32-8,29 (m,
1H), 8,09 (c, 1H), 7,94-7,91 (m, 1H), 7,83-7,81 (m, 1H), 7,45-7,43 (m, 2H), 7,38-7,31 (M, 2H), 7,29-7,27 (M, 1H),
7,05-7,04 (m, 1H), 6,92-6,89 (M, 1H), 5,13 (c, 2H).

ITo criocoOy mpumepa 416 MoTy9aroT CIEAYIONINE COSIMHEHS:

a) 5-0ensoncynbdonmi-3-(2-autpoatun)- | H-unnon: Ananus mis Ci¢H14N,04S 0,1H,0: Berumci.: C 57,85;
H4,31; N 8,43; naiineno: C 57,72; H 4,22; N 8,25; ISMS 329 (M-1);

b) 3-(2-HuTpO3TII)-5-3TOKCHKApOOHII- | H-Hmon: Ananu3 mis Ci3H4N,Oy: Berunci.: C 59,54; H 5,38; N
10,68; maiineno: C 59,23; H 5,25; N 10,53; ISMS 263 (M+1);

¢) 3-(2-autpoaTin)-N-Oyrunamuno- | H-uamon: Aramus it CisHjoN;O;: Beramen.: C 62,27; H 6,62; N
14,52; naiineno: C 61,98; H 6,39; N 14,42: ISMS 290 (M+1); u

d) 3-(2-aurpostin)-N-nporunamuo- 1 H-urgon: 'H-SIMP (CDCls) 8,52 (mmp.c, 1H), 8,06 (c, 1H), 7,58-
7,55 (m, 1H), 7,35-7,33 (M, 1H), 7,10-7,09 (M, 1H), 6,23 (mup.c, 1H), 4,65-4,61 (1, 2H), 3,48-3,43 (M, 4H), 1,71-
1,62 (M, 2H), 1,01-0,98 (1, 3H); Ananu3 mis C4H7;N30; 0,1H,0: Berumca.: C 60,68; H 6,26; N 15,16; HaiineHo:
C 60,88; H 6,05; N 15,07.

ITo criocoOy mpumepa 421 moTy9aroT CIEAYIONINE COSIMHEHIS:

a) 5-6ensoncybpormarpuntamus: ISMS 301 (M+1); 'H-SIMP (HCI-IMCO-dg) (¢, 1H), 8,3 (¢, 1H), 8,2
(urmp.c, 2H), 8,0-8,9 (m, 2H), 7,4-7,2 (m, SH), 7,1-7,0 (M, 1H), 3,2-3,0 (c, 4H);

b) 5-3TOKCHKapOOHUATPUNITAMUH (BBIIEICH B BUAE OoKcaigaTtHoU comu): Anamu3 maiast Ci3HgN,O, Co,H,04:
Beruucl. : C 55,90; H 5,63; N 8,69; naiineno: C 56,07; H 5,54; N 8,29; ISMS 233 (M+1);

¢) 5-N-Ooyrmnamunorpunramus: Anamu3 gt CisHy N3O 0,3H,0: Berumen.: C 68,05; H 8,22; N 15,87,
HaiineHo: C 68,36; H 8,11; N 15,49; ISMS 260 (M+1); u

d) 5-N-mpommnamMunoTpunTaMiH (BBIACTICH B BHIE okcamaTHOi comu): Anamm3 mis Ci4HoN;O C,H,04
0,1EtOAc: Beruncn.: C 57,23; H 6,38; N 12,21; natigeno: C 57,48; H 6,53; N 12,12; 'H-IMP (IMCO-d¢) 11,2
(c, 1H), 8,4 (1, 1H), 8,2 (c, 1H), 7,75-7,65 (m, 1H), 7,6 (mmp.c, 4H), 7,4-7,35 (m, 1H), 7,3-7,25 (x, 1H), 3,3-3,2
(M, 2H), 3,15-3,0 (M, 4H), 1,6-1,45 (m, 2H), 0,9-0,8 (1, 3H); ISMS 246 (M+1).

IIpumep 435. N-tpet-byTokcukapooumin-2-(6-0yrokcu- | H-unmon-3-wmm)3TiiaMuH.

CwmenmBaroT N-TpeT-0yTokcukapooHmI-2-(6-ruapokcu- 1 H-uanon-3-mwr) stunamus (250 mr, 0,9 Mmmons),
kapOoHar nesus (295 mr, 0,9 mmous), 1-nondyran (200 mr, 1,1 mmons) 1 N-metunnupponunuaon (10 i),
CMECh MEPEMEIUBAIOT MIPH TeMIIEpaType OKpPYKaroIIel Cpeibl B TeUEHUE 2 4 U BBUTMBAIOT B 75 MJI HACBIIIIEHHO-
ro pactBopa conu. CMech 1Bax bl dkcTparupytot 25 mit EtOAc. OO0beinHEHHBIC 3KCTPAKTHI POMBIBAIOT 2 X 50
MJI HACBIIICHHOTO PacTBOpa coiik, cymar Hagx MgSO, U KOHIIGHTPUPYIOT B BaKyyMe, MOJy4as Macio. Macio
xpoMatorpadupyroT Ha cuiikaresne rnpu smouposannn 30% EtOAc B rekcanax, noirydast yka3aHHOE B 3ar0JI0OB-
Ke coenHeHNne B Buae TBepaoro BemecTa: ISMS 333 (M+1); Aramms s Ci9H,sN,03: Berumen.: C 68,65; H
8,49; N 8,43; naiineno: C 68,83; H 8,18; N 8,33.

ITo crocoby mpumepa 435 moirydaroT clieayromee coequaeHne: a) N-TpeT-0yToKkcukapOoHMI-2-(6-3TOKCH-
1H-unnon-3-uwn)stmwiamud: ISMS 305 (M+1); Anamz ans C7H,4N,05: Beramcn.: C 67,08; H 7,95; N 9,20; naii-
neno: C 66,85; H7,79; N 9,14.

[Ipumep 436. 6-byTokcuTpunTamMuH.

CwmemmBator N-Tper-0OyTokcukapOonmi-2-(6-0yrokcu-1H-nanon-3-mn)arunamus (430 mr, 1,3 mmons), 1
MJI aHHM30J1a ¥ 5 MJ TpU(TOPYKCYCHOM KUCIIOTHI M TIEPEMEIIMBAIOT TIPH KOMHATHOM TeMIiepaType B TedeHue 2 u.
PeakiimoHHy10 cMech KOHIIEHTPUPYIOT A0CyXa B Bakyyme, cMemuBatot ¢ 10 mi konunentpupoBanHoro NH,OH u
SKcTparupyoT 20 M AuxjopMeraHa. DKCTpakT cymar Haa MgSO4 u KOHLEHTpupyroT 10 nonydeHus 300 mr
Mmacna (1,3 mmois, 100%).

Mo ciocoOy npumepa 436 noy4aroT cieayrolee COeANHEHHUE:

a) 6-arokcurpunramuH: ISMS 305 (M+1); Anamuz qsa Ci7Hp4N,O3: Berumcn.: C 67,08; H 7,95; N 9,20;
Haigeno: C 66,85; H 7,79; N 9,14.

[pumep 437. N-tpet-byTokcukapoonun-2-(6-permncynshonar- 1 H-uan0m-3-m1)sTunamMus.

CwmenmBaroT N-tper-6yTokcukapOoHmi-2-(6-ruapoxcu- 1 H-uanon-3-wn)stunamud (750 mr, 2,7 MMonb) u
mupuanH (430 mr, 5,4 mmons) B auxiopmerane (30 min), oxnaxgarot g0 0°C u o6pabaTeiBaroT 6€H30ICYIB(O-
HuxsopuaoMm (480 mr, 2,7 Mmois). PeakiimoHHOH cMecH JaroT HarpeThes 1O KOMHATHOW TEMIIEpaTyphl U Iepe-
MCIIUBAIOT HA NPOTSXKECHUN HOYU. CMeC]) KOHICHTPUPYIOT JO0CYyXa B BaAKyyME, CMCIINUBAIOT C JUXJIOPMETAHOM U
xpomarorpadupyroT Ha cwiukarene mnpu SaroupoBanun 30% EtOAc B rekcaHax, mnoiydas N-TpeT-
6yToKCHKap6OHMI-2-(6-henmncynbdonar- 1 H-nunon-3-wi)sTunamus B Buge Macia: ISMS 415 (M-1); 'H-sIMP
(CDCly) 8,14 (mump.c, 1H), 7,66-7,62 (m, 2H), 7,51-7,47 (M, 1H), 7,40-7,38 (m, 2H), 7,10 (c, 1H), 7,04-7,03 (M,
2H), 6,59-6,57 (m, 1H), 4,57 (mump.c, 1H), 3,40-3,80 (m, 2H), 2,89-2,86 (M, 2H), 1,41 (c, 9H).

N-tper-bByrokcukapbonmi-2-(6-henmicynpdonar- 1 H-unmon-3-mn)stunamus (0,5 T, 1,2 MMOJIB) IoMeIIa-
IOT B KOJIOY, 4epe3 KOTOPYIo MpoiryckaroT Np, HarpeBaroT n0 200°C Ha MPOTSHKEHHH HOYHM M OXJIAXKIAIOT 0
KOMHATHOW TemmepaTypbl. OCTaTOK pacTBOPSIOT B IUXJIOPMETaHE M XpoMmaTorpadupyioT Ha CHIIMKareie Hpu
smronpoBanuu 2% MeOH B CHCl;-NH4OH, monmyyast ykazaHHOE B 3ar0JIOBKE COCTUHEHHE B BHJIE MacIa.

ITo ciocoby mpumepa 425 TOTy4aoT CIEAYIONINE COSNNHEHNS U BBIICISIIOT B BUAE THAPOXIOPHUIA, 32 UC-
KITIOYEHHEM OTMEUYCHHBIX CITy4JacB:
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438 S5-nponokcu denmn [ ISMS 401 (M+1);Ananms nna CyoHigN,03 0, 1H,0:

: ' Beumcna.: C, 71,17; H, 6,71; N, 6,38;
HaimeHo: C, 71,02; H, 6,54; N, 6,33; 'H-AMP
(cBoBogHoe ocHoBaHme-CDCl;) 7,93 (ump.c,
1H), 7,34-7,30 (M, 2H), 7,35-7,28 (M, 2H),
7,12-7,07 (M, '1H), 7,06-6,96 (M, 6H), 6,89-
6,84 (M, 2H), 3,97-3,94 (M, 2H), 3,79 (c,
2H), 2,97-2,94 (M, 4H), 1,89-1,7 (M, 2H),
1,51 (wmp.c, 1H), 1,07-1,04 (T, 3H)

[Mpumep 440. N-(2-(5-ITponokcu-1H-unnon-3-un)stnn)-3-(2,2,3,3-rerpad Toprporokcn ) OeH3niaMiuH

CmemmBaoT 2-(5-npomnokcu- 1-tpunsonponwicunanwmi)tpuntamud (138 mr, 0,37 mwmons), 3-(2,2,3,3-
teTpadroprponokcu)bensanpaerus (87 mr, 1,8 Mmons) u 1 r MonekynspHeix cut 3 A B 25 ma EtOH u kunsrsr
¢ 00paTHBIM XOJIOAMIBHUKOM Ha MPOTSHKEHHH HOYH. JKHUAKOCTh JIEKAHTHPYIOT B OTJEIBHYIO KOJIOY, OXJIaXKAAI0T
1o 0°C u obpabatsiBarot 42 mr (1,1 Mmmons) NaBH,. PeakunoHHylo cMech nmepeMemuBaroT IpH TeMIieparype
OKpyXaromiel cpeabl B TeueHue 1 4, oopadarsBator 0,74 Mmous ¢ropuna tetpabyTHiIaMMOHHUSI U JIOTIOJHU-
TEJIFHO TIEPEeMEINBAIOT B TeUeHUe Yaca. CMech KOHIIEHTPHPYIOT B BaKyyMe, Mojydasi ocraTok. OcraTok xpoma-
TorpadupyloT Ha cuinkareie npu smonpoBannd 10% MeOH B CHCI;, monyyast ykazaHHOE B 3ar0JIOBKE COEIH-
HeHHe. YKa3aHHOE B 3arojioBke coemuHeHne odOpadareBaror 10 mur EtOH, 0,25 mum SN HCl u 40 ma tomyona,
3aTeM KOHLEHTPUPYIOT, MOJydasi FHAPOXJIOPH] YKa3aHHOIO B 3arofioBke coeamHeHms: ISMS 439 (M+1); 'H-
SAMP (cBobomuoe ocHoBarne-CDCl;) 7,89 (mmp.c, 1H), 7,23-7,21 (M, 1H), 7,03-7,02 (x, 1H), 6,99-6,98 (x, 1H),
6,94-6,92 (M, 1H), 6,89-6,83 (M, 2H), 6,78-6,75 (m, 1H), 6,18-5,90 (m, 1H), 4,29-4,23 (M, 2H), 3,95-3,91 (M,
2H), 3,78 (c, 2H), 2,95 (c, 4H), 1,85-1,75 (M, 2H), 1,51 (mmp.c, 1H), 1,06-1,03 (T, 3H).

ITo ciocoby mpumepa 440 TOTy9arOT CIEAYIONINE COSNNHEHNS U BBIACISIIOT B BUAE THAPOXIIOPHU/IA, 32 UC-
KIIFOYCHUEM OTMCUCHHBIX CJIYy4YacB:
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44

S=H-
NPpONMIaMUIO

2,2,2-
TpUOTOPITUI

ISMS 434 (M+1);

C23H26F3N302 *HCl- 0, 8H20 N 0, 1C7H3 M

BuuucneHo: C, 57,67; H, 6,00;

N, 8,51; Hammeno: C, 57,55; H,
5,77; N, 8,43.

442

5~
3TOKCUKAPOOHUN

2,2,3,3-
TerTpadropnponmn

ISMS 453 (M+1):

C,3H27C1lF3N30,: BruMcneHo: C,
56,50; H, 5,15:; N, 5,73;
HanneHo: C, 56,26; H, 5,04; N,
5,76

443

5~
3TOKCUKAPOOHUN

beHun

ISMS 415 (M+1);
C25H27C1N203 -0 ’ leOZ
Cc, 68,97; H, 6,06; N,
HangeHo: C, 68,78; H,
6,19

BEIUMCJIIEHO ¢
6,19;
5,87; N,

445

5-peHOKCH

2,2,3,3-
TeTpadpTOopnpONMN

ISMS 473 (M+1):
Co6H2sCLlF4N,0,° 0, 5H,0: BHYMUCIEHO:
c, 60,29; H, 5,06; N, 5,41;
HamgeHo: C, 60,27; H, 4,81; N,
5,33 (BuimeneH B BuLe
OCHOBAHUA)

456

2,2,2-
TPUOTOPITUN

ISMS 349 (M+1);
Cy9H20C1lF3N,0, 0, 2H,0: BHUMCIIEHO:
C, 58,75; H, 5,29; N, 7,21;
HanneHo: C, 58,62; H, 5,04; N,
7,08

457

2,2,3,3,3-
rnneHradpropnponmn

ISMS 385 (M+1):
C19H13C1F5N20 -0, 2H20:
C, 53,77; H, 4,37; N,
HangeHo: C, 53,81; H,
N, 6,59

BHIUMCIIEHO :
6,60;
4,19;

458

S5~-dpeHun

denun

AHanu3 aOns C29H25N200 *HC1-0 , 2H,0:
BHUMcneHo: C, 75,95; H, 6,02;
N,6,11; HaltgoeHo: C, 76,01 ;H,
5,92; N,5,97; ISMS 419 (M+1)

459

5~ (4-
dTopdennn)

benunn

AHanua nons

ngstFNzO *HCl- 0, 2H202
BHUMcyeHo: C, 73,08; H, 5,58;
N, 5,88; Hammeno: C, 72,99; H,
5,38; N, 5,83; ISMS 437 (M+1)
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460

S5-(N-
Sy TunamMmio)

2,2,2-
TpudTOopa TN

AHanM3 niada

Cp4H2gF3N30O5 * HC1-0 ’ 7H201
BrlyMcJieHo.: C, 58,05; H, 6,17;
N, 8,46; uwanmeno: C, 57,86; H,
5,98; N, 8,39; ISMS 448 (M+1)

461

S-rMopokcu

2,2,2-
TpudTOPI TN

ISMS 365 (M+1) 'H-AMP (IOMCO-d¢)
10,6 (ump.c, 1H), 9,4 (ump.c,
2H), 8,75 (¢, 1H), 7,45-6,6
(M, 7H), 4,9-4,7 (M, 2H), 4,2
(mmp.c, 2H), 3,2-2,9 (M, 4H).

462

5-BeH3uokCcH

2,2,3,3,3-
rneHradToprnponmmn

AHamm3 nna Cy7HysFsN,0,<HC1:
BuuucneHo: C, 58,87; H, 4,95;
N, 5,09; wnanneso: C, 59,02; H,
4,76; N, 5,1; ISMS 505 (M+1)

463

6—-0eH3UIIOKCH

2,2,2-
TpudTOPITUN

ISMS 455 (M+1) 'H-8IMP (CDC1l;-
ceobonHoe ocHoBaHme) 7,88
(up.c, 1H), 7,48-7,45 (M,
3H), 7,41-7,34 (m, 2H), 7,35-
7,30 (M, 1H), 7,25-7,23 (M,
1H), 6,95-6,93 (m, 1lH), 6,91-
6,90 (M, 2H), 6,88-6,86 (M,
2H), 6,81-6,79 (M, 1lH), 5,10
(c, 2H), 4,31-4,25 (M, 2H),
3,79 (¢, 2H), 2,96 (c, 4H),
1,65 (ump.c, 1H)

464

6~-0EH3UIIOKCHU

2,2,3,3-
TeTpadTopnponmn

ISMS 487 (M+1l) AHamm3 mns
Cy7H29F4N20, - HC1l: BmumcneHo: C,
62,01; H, 5,20; N, 5,36;
HanpeHo: C, 61,69; H, 5,07; N,
5,33

465

6-ByTUIOKCHU

2,2,2-
TPUPTOPITUI

Iy-amp
OCHOBAaHue)
7,45-7,43
(M, 1H),

6,89-6,88
(M, 4H),

3,99-3,96
2H), 2,94

(CDCli;-cBoBonHoe
7,86 (ump.c, 1lH),
(m, 1H), 7,23-7,19
6,94-6,92 (M, 1lH),
(M, 1H), 6,84-6,75
4,29-4,23 (M, 2H),
(m, 2H), 3,78 (c,
(c, 4H), 1,81-1,74
(M, 2H), 1,55-1,45 (M, 3H),
0,99-0,595 (M, 3H); AHamu3 gns
Cz3H27F3N;0,+HCl: BmumcnenHo: C,
60,46; H, 6,18; N, 6,13;
”HanneHo: C, 60,23; H, 5,99; N,
6,01

466

5-6yTuUnokcu

2,2,3,3~
Terpabroprnponun

AHanmm3 nnsa CyeHyeFyN,0,-HCL:
BuumcyeHo: C, 58,96; H, 5,98;
N, 5,73; HanpgeHo: C, 58,62; H,
5,96; N, 5,77; ISMS 453 (M+1)

467

6-3TOKCM

2,2,2-
TprndTOPITUI

ISMS 393 (M+1); AxHanus Oons
C,;H23F3N,0, HCl: BruUMcneHo: C,
58,81; H, 5,64; N, 6,53;
HanpmeHo: C, 58,94; H, 5,58; N,
6,55

468

6_
benuncynsdoHaT

2,2,2-
TpudTOPITIN

ISMS 505 (M+1);
C25H23F3N204S HC1:
55,51; H, 4,47;
HanneHo: C, 55,27; H,
5,15

AHann3 Ona
BHYUMCneHo: C,
N, 5,18;

4,41; N,
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469 6- 2,2,3,3- ISMS 536 (M+1); Ananus nisA
¢enuncynspoHar | rerpadpropnponun | CeHy4FyN,04S HCLl: BruMcneHo: C,
54,50; H, 4,40; N, 4,89;
HanneHo: C, 54,63; H, 4,41; N,
4,86

470 6-deHnn denmn ISMS 419 (M+1l); AnHamu3 nnsa
CygH24F4N,04S HC1 O, 3H203
BuumcneHo: C, 75,65; H, 6,04;
N, 6,08; wnammeHo: C, 75,63; H,
5,89; N, 6,07

470A 6~0yTHIoKCH 2,2,3,3- BAHamm3 nna Cy3Hy7F3N,0,-HC1-HCL:
Terpad¢Topnponmn | emumucieHo: C, 58,52; H, 6,02;
N, 5,69; unanmeno: C, 58,15; H,
5,64; N, 5,58.

pumep 471. N-(2-(5-I'mapoxcn- | H-uamon-3-mui)stin)-3-(2,2,2-Tpu Top3 TOKCH ) OCH3HITaMHIH
HO

CwmemnmBart ruapoxiopun N-(2-(5-6ensmnokcn- 1 H-uamon-3-mn)atimn)-3-(2,2,2-TpudTopITOKCH ) OCH3 I
amuHa (295 wr, 0,6 mmoib) u 25 ma EtOH, o6pabarteBatot 0,3 M1 SN HCl 1 300 mr 5% Pd/C u runpupytot npu
aTMOC(epHOM [aBIICHUU HA MPOTSHKEHHHM HOYH. PeakIMOHHYIO cMeCh (PHIBTPYIOT 4Yepe3 MOAYUIKY LEIUTa U
KOHLIEHTPUPYIOT JJOCYXa, 3aTeM XPOMATOrpapupyIOT Ha CHIMKArese, nojiydasl yKa3aHHOE B 3aroJIOBKE COCIHHE-
uue: ISMS 365 (M+1); 'H-SIMP (AIMCO-d) 10,6 (mmp.c, 1H), 9,4 (mmp.c, 2H), 8,75 (c, 1H), 7,45-6,6 (m, 7TH),
4,9-4,7 (m, 2H), 4,2 (ump.c, 2H), 3,2-2,9 (M, 4H).

Mo crocoby npumepa 471 moay4aroT CleayoIIne COSTUHEHHS U BBIICISIOT B BUJE THIPOXJIOPHUIA, 33 HC-

KIIDYCHUEM OTMCUYCHHBIX CﬂyllaeB .
: \D\
N R,
;ti:;>:zr/’\\/’ o~
N
H
Ry

Ne zZ’ HaHHEe

472 | 5~-runpokcu 2,2,3,3- ISMS 397 (M+1); AHanus nnsa
Terpadropnpormn | CyoHzoFyN,0, HC1 H,0: BrumcnesHo: C,
53,28; H, 5,14; N, 6,21; HaipeHO:
C, 53,31; H, 4,91; N, 6,33.

473 | 6-ruOpoxcu 2,2,2- ISMS 487 (M+1); 'H-sAMP (IOMCO-d¢)d
TPUPTOPI TII 10,52 (uwmp.c, 1H), 9,36 (c, 2H),
8,91 (¢, 1H), 7,38-7,33 (M, 2H),
7,28-7,26 (M, 1H), 7,20-7,18 (M,
1H), 7,09-7,07 (M, 1H), 6,94-6,93
(M, 1H), 6,68-6,67 (M, 1lH), 6,50-
| 6,47 (M, 1H), 4,79-4,72 (M, 2H),
4,13 (¢, 2H), 3,05-3,02 (M, 4H)
474 | 6-rumpokcu 2,2,3,3- ISMS 397 (M+1); AHanus nons
TerpadTopnponnit | CyoHyoF4N,O, HC1 H,O0: BeMCHIEHO: C,
53,28; H, 5,14; N, 6,21; HaineHo:
C, 53,33; H, 4,76; N, 6,12

IIpumep 475. N-(2-(5-Kapookcu- 1 H-uanon-3-mm)atun)-3-(2,2,2-1pudTopITOKCH )OS H3UITAMHH.

o]
HO /
n\/@ F
o
I FF
N
CMemmBarT N-(2-(5-merokcukapooumi- | H-uumomn-3-um)atun)-3-(2,2,2-tpudTopITOKCH )OS H3nIaMUH

(200 wmr, 0,5 mmoip) B 50 M TT'® u 1 ma 3N NaOH. Cmech KUIATAT ¢ 00paTHBIM XOJOIMIBHUKOM Ha MPOTSI-
JKeHnd HouH, oOpabareiBaroT 0,7 mi SN HCl u koHneHTpHpyIot nocyxa. KonueHnrpat xpomaTtorpapupyror, mo-
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nmyd4asi yKazaHHOe B 3aronoBke coeamHeHue: ISMS 393 (M+1); Anamu3 g C,0HoF;N,0; CF;COOH 1,2C;Hg
2,1H,0: Beruncneno: C 55,76; H 5,20; N 4,28; naiigeno: C 55,51, H 5,47; N 4,50.

ITpumep 480. 3-(3-Dropnponokcn)OeH3ATbIETH]I.

CwmenmBat 1-6pom-3-droprpoman (10,0 r, 77,1 mmons) u 3-ruapokcubensampaerun (10,4 r, 92,5
MMOJIb) B aumeruiipopmamue (220 M) ¥ mepeMerBaoT Ipyd KOMHaTHOH Temneparype. OOpabaTbiBaloT mnop-
uusiMu kapoOonata kanus (21,3 r, 144,2 mmons). Peakumonnyro cmech HarpeBarotT npu 100°C B Teuenue 36 u,
3aTeM BBUIMBAIOT B cMech 1:1 sieassHOl BOJbI M quxiiopMeTana. Pas3bl pa3aeisior ¥ BoAHYIO (a3y J0HOIHUTEINb-
HO 3KCTparupyror JuxjiopMeraHoM. OObeTMHEHHbIE OpPraHUYECKHe SKCTPAKThl MPOMBIBAIOT IIOCIIEI0BATEIHHO
1,0N ruznpokcuioM HaTpusi, HachIIIEHHBIM OMKapOOHATOM HATPHsl, HACHIILICHHBIM PacTBOPOM COJIM U 3aTEM CY-
maTt Haj cyibgaroM Hatpus. CMech QUIBTPYIOT M paCTBOPHUTEINL YIASIOT B BaKyyMe, Noiydasi octatok. Ocra-
TOK XpoMaTorpaupyroT Ha CHIMKareyie npu smornpoBannn 40% >THameTaToM B reKcaHax, IMorydasi yKa3aHHOe
B 3arOJIOBKE COEJMHEHHUE B BUJE HKeaToro macia: 'H-SIMP (400 MI'u, CDCls) 9,98 (c, 1H), 7,50-7,42 (m, 2H),
7,42-7,38 (M, 1H), 7,22-7,16 (M, 1H), 4,66 (at, 2H, J=46,8, 5,8 I'ny), 4,17 (1, 2H, J=6,0 I'r), 2,19 (1 kBUHTYIIET,
2H, J=26,0, 6,0 T'u); MC (APCI): m/e 183,1 (M+1).

[Tpumep 481. 2,2-IudTopaTHATO3HUIIAT.

CwmemmBarot n-toinyosncynbhonunxiopus (12,9 r, 67,4 mmouns) v nupuauH (15 M) mpu KOMHATHOH TeM-
nepatype U o0padareiBatOT 1o KamsM 2,2-audropatanonom (5,0 T, 60,9 MMoib) mobaBieHUEM Yepe3 IIITPHIL.
PeakiimoHHy0 cMeCh IepeMEeNIBaOT B aTMocdepe a3oTa B TeUCHUE 72 U, PaclpeaesaioT MeXIy Boo# (20 i)
u auxaopmeradoM (20 mut). Bopnyto a3y oTaensroT 1 JONONHUTENEHO SKCTParupyloT auxiopmMeraHoMm (2 x 40
wut). OpraHuuecKre 3KCTPAKThl 00BEANHSIOT U MIPOMBIBAIOT HOCHIe10BaTeNIbHO 1N XJIOpHCTOBOIOPOAHON KUCIIO-
To# (2 x 50 mur), ObukapOoHaTroM Hatpus (2 X 50 M) M HacBILEHHBIM pacTBOpoM cou (2 x 50 mur). Oprannye-
CKUH cIIOW CcymiaTr Hajl cynb(aToM HATPHs U KOHLEHTPUPYIOT B BaKyyMe, IONydas yKa3aHHOE B 3ar0JIOBKE CO-
e/IMHEHUE B BHJIE XKenToBaroro macua: 'H-SIMP (300 MI'u, CDCly) 7,82 (m, 2H, J=9,0 '), 7,40 (a1, 2H, J=9,0
I'm), 5,92 (171, 1H, J=55,0, 0,4 I'y), 4,19 (tx, 2H, J=12,6, 4,0 I'n), 2,48 (c, 3H).

Ipumep 482. 3-(2,2-AuhTOpITOKCH )OCH3IBACT U,

VYkazaHHOE B 3ar0JIOBKE COCIMHEHHE IOJIYYalOT B BHAE JKENTOr0 Macia o croco0y mpumepa 480. 'H-
SIMP (400 MTI'u, CDCly) 9,97 (c, 1H), 7,56-7,44 (M, 2H), 7,41-7,37 (m, 1H), 7,21 (ana, 1H, J=8,0, 2,8, 1,2 T'n),
6,11 (1, 1H, J=55,0, 4,0 I'ny), 4,24 (T, 2H, J=12,6, 4,0 I'n).

Ipumep 483. N-(2-(6-Xiop-1H-unn071-3-mm)31in)-3-(3-GpToprnponokcu ) 0eH3uIaMuH.

C'\Q]/\/N\/@\(/\/\F

B sranone (150 mir) cmemmBarot 6-xnoprpuntamuH (1,4 r, 7,2 mmons), 3-(3-droprnponokcu)oeH3anbaerua
(1,3 1, 7,2 MMOJIb) M MOJIEKYJISIpHBIE CHTa W HarpesaioT npu 78°C Ha NPOTSDKEHWH HOUM. PeakIMOHHYIO cMech
¢ueTpyIOT Yepe3 npoOKy Lenura, oOpazosasmmiicst GuiibTpar oOpadaTeiBatoT Ooprunpuaom Harpus (817 wr,
21,6 MMOIB) B TIEPEMEIINBAIOT Ha MPOTSDKEHUH HOYH TIPH KOMHATHOM TeMIiepaType. PacTBopuTens BhIIapuBa-
10T B BaKyyMe, Ioiry4ast ocTaToK. OCTaTOK XpoMaTorpadupyroT Ha CHiIMKarese mpu 3IIOUPOBAHIH cMechio 9:1
muxjopmerana U IN aMMOHHS B METaHOJIE, Imorydas octatok. OcraTok xpomarorpadupyioT Ha komorke SCX
10 r (KOJOHKY IIPOMBIBAIOT METAHOJIOM, 3aT€M 3TIOMPYIOT 1N aMMHakoM B METaHOJIE) H KOHIIEHTPUPYIOT B Ba-
KyyMe, MOJIydasi CBETIIO-)KENITOe Macao. Maciio pacTBOPSIFOT B METaHONIE U 00pabaThIBAalOT PaCTBOPOM XJIOpHIA
ammoHus B Metanone (112 mr, 2,1 mmons). O6pa3zoBaBIIyrocst cMech 00pa0daThIBAIOT yABTPA3BYKOM B T€UCHHE
10 MuH, pacTBOPUTEIIb YAAISIOT B BAKyyMe M 0Opa30BaBIIMICS OCTATOK PACTHPAIOT ¢ 3(QUPOM, COACPIKAIIUM
HECKOJIbKO Karellb alleTOHUTPHIIA, MOoJydasi TBEPJOe BELIECTBO. TBEpA0E BEIIECTBO OT(UILTPOBBIBAIOT, MOJY-
Yasi yKa3aHHOE B 3aroJIoOBKe COEIWHEHHE B BHUjAE Tuapoxiopuaa: T.ui. 177,8-178,9°C; 'H-sIMP (400 MTI,
JIMCO-d¢) 11,15 (ump.c, 1H), 9,41 (mwmp.c, 2H), 7,57 (g, 1H, J=8,0 I'n), 7,39 (n, 1H, J=2,0 T'w), 7,32 (1, 1H,
=78 T'n), 7,26 (n, 1H, J=2,4 I'n), 7,25-7,21 (m, 1H), 7,11 (n, 1H, J=8,0 I'n), 7,01 (mn, 1H, J=8,8, 2,0 I'r), 6,97
(nn, 1H, J=8,0, 2,0 'm), 4,60 (ut, 2H, J=47,6, 6,0 T'), 4,13 (wmp.c, 2H), 4,08 (1, 2H, J=6,4 T'n), 3,10 (mmp.c,
4H), 2,11 (a xBuntymier, 2H, J=26,0, 6,0 I'n); MC (ES+) : m/e 361,3 (M+1); CHN (aust CyH,,CIFN,O-HCI)
Beruncieno: C 60,46, H 5,83, N 7,05; naiineno: C 60,48, H 5,86, N 7,16.

[To cmocoby mpumepa 483 TOTy9alOT CISAYIONINE COSNUHEHUS U BBIICISIIOT B BUIE THAPOXIIOPU/IA, 32 UC-
KJIFOUCHUEM OTMEUCHHBIX CIIy4acB:

z
H
N I j\ R
P
0

Iz
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N A4 Ry " JlaHHBE

48 6-¢Top 2-¢propnpormms | T.on. 174,8-176°C; ‘H-SMP (400
MI'u, IOMCO-ds) 11,03 (ump.c, 1H),
9,35 (wmmp.c, 2H), 7,52 (mm, 1H,
J=8,8, 5,2 ru), 7,30 (r, 1lH,
J=7,8 Tu), 7,22-7,17 (M, 2H),
'7,13-7,06 (M, 2H), 6,95 (mm, 1lH,
J=1,8, 2,2 Tu), 6,83 (mmm, 1H,
J=9,6, 8,8, 2,4 Tu), 4,58 (aT,
2H, J=47,2, 5,8 Tu), 4,11 (c,
2H), 4,06 (v, 2H, J=6,2 TI'u), 3,08
(ump.c, 4H), 2,08 (O KBMHTYyMJIeT,
2H, J=26,0, 6,0 I'u); MC (ES+):
m/e 345,3 (M+1l); CHN (mnsa
Ca0H22F;N,0 HCl) BrumMcneHo: C
63,07, H 6,09, N 7,36; uamneHo: C
62,82, H 6,13, N 7,57.

485 6~-dTop 2,2-mupTopatun | T.nn. 165,0-166,5°C, ‘H-AMP (400
MI'u, AOMCO-d¢): 11,08 (mmp.c, 1H),
7,56 (mm, 1lH, J=8,7, 5,2 Tu),
7,39-7,31 (m, 2H), 7,21 (m, 1lH,:;
J=2,0 ru), 7,18 (m, 1H, J=6,9
ru), 7,12 (mn, 1H, J=10,4, 1,7
Tu), 7,04 (om, 1H, J=8,7, 1,7
ru), 6,89-6,81 (M, 1H), 6,42 (rT,
1H, J=53,9, 3,5 Tu), 4,32 (r&,
2H, J=11,3, 3,2 Tuy), 4,14 (c,
2H), 3,20-3,00 (M, 4H); MC:
(ES+): m/e 349,0 (M+1)

486 6~xJ0p 2,2-pudropaTun | T.nn. 131,6-133°C; 'H-AMP (400
MI'u, IOMCO-dg): 11,15 (ump.c, 1H),
9,50 (ump.c, 2H), 7,57 (m, 1H,
J=8,8 Tru), 7,39 (@, 1lH, J=2,0
r'u), 7,36 (r, 1H, J=8,2 Tu), 7,32
(ump.c, 1H), 7,26 (m, 1H, J=2,0
ru), 7,17 (&, 1H, J=7,6 Tu), 7,04
(am, 1H, J=7,8, 2,2 Tu), 7,01
(om, 1H, J=8,4, 2,0 Tu), 6,41
(rr, 1H, J=54,4, 3,4 Tu), 4,32
(rm, 2H, J=14,8, 3,6 Tu), 4,14
(ump.c, 2H), 3,11 (ump.c, 4H); MC
(ES+): m/e 365,3 (M+1l); CHN (mnsa
ClgﬂlngclNzO *HC1-0 ’ 3H20)

BHUMcsieHo: C 56,11; H 5,11; N
6,89; HampeHo: C 56,03; H 4,95; N
7,18

487 6-xJ50p 2,2,3,3,3- T.mn. 199,8-201,1°C; H-9MP (400
neHrapropnponma | MT'y, OMCO-de¢) : 11,15 (mwmp.c, 1H),
9,35 (ump.c, 2H), 7,57 (m, 1H,
J=8,4 Tu), 7,44-7,32 (M, 3H),
7,26 (&, 1H, J=2,0 ru), 7,22 (&,
14, J=8,0 I'u), 7,10 (mm, 1H,
J=8,4, 2,0 Tu), 7,00 (mm, 1H,
J=8,6, 1,8 Tu), 4,85 (v, 2H,
J=13,2 Tu), 4,13 (c, 2H), 3,10
(mmp.c, 4H); MC (ES+): m/e 433,0
; (M+1); CHN (mns

C20H1sC1FsN,0+ 0, 97HCL) BrumMcneHo: C
51,31, H 4,08, N 5,98; HaitpeHo: C
51,61, H 4,07, N 6,00

488 S-uszonpommn 2,2,3,3,3- T.nn. 168,5-171,0°C; MC (ES+):
nenrapropnporma | m/e 441,1 (M+1); CHN (mnsa
C23H25FsN,0+HC1 - 0, 3H,0) BEYMCIEHO: C
57,28, H 5,56, N 5,81; HammeHo: C
57,10, H 5,21, N 6,03

489 S-uzonponun 2,2,3,3- T.nn. 167,0-168,2°C; 14-aMP (400
rTerpadropnponmn | M'u, IOMCO-dg): 10,72 (ump.c, 1H),
7,44 (v, 1H, J=7,8 Tu), 7,34
(ump.c, 1H), 7,22-7,15 (M, 2H),
7,14 (ump.c, 1H Tu), 7,06 (m, 1H,
J=1,6 T'u), 7,01 (mm, 1H, J=8,4,
1,6 Tu), 6,69 (rr, 1H, J=51,6,
516 Fu)l 5186 (Cr lH)/ 4170-4150
(M, 2H), 3,50-3,25 (M, 4H,
nepexpuBaoumiica ¢ H,0), 3,17-3,05
(m, 1H), 3,05-2,91 (M, 2H), 1,24
(m, 6H, J=6,8 T'u); MC (ES+): m/e
1422,1 (M+1)
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[pumep 490. N-(2-(6-Ximop-1H-urn0:m-3-mm)atmn)-N-MeTin-3-(2,2-tudTopITOKCH )OS H3MITaMUH.

Ci

N

CH,

N F
o/\|/

F

!
H

CwmemmBaor  N-(2-(6-xsop-1H-unnon-3-um)atmn)-3-(2,2-qudropsTokcn)oensmnamua - (276 wmr, 0,76
MMOJIb) U hopmanibaerun (55,5 mxin 38% BogHoro pactBopa, 0,76 MMoib) B muxiopatade (15 mir) u nepemeniu-
BAaIOT [IPU KOMHATHOW TeMIiiepaType B TeueHue 10 MuH, 3aTeM JT00aBJSIFOT IBYMsI TIOPHUAMHU Ha HpoTshkeHuu 10
MUH Tpuanerokcubopruapua vatpus (321 mr, 1,51 MMonb). PeakimoHHyto cMech nepeMenBaoT Ipy KOMHAT-
HOHM TemIiepaType Ha MPOTSHKEHHH HO4YM, pa30aBiisiroT MeranosoM (10 mir) u racsaT oJHOHN Karuiei JieassHoH yK-
CYCHOI KHCIIOTHI. PacTBOpUTEND YAAISIOT B BaKyyMe, MOJIy4asi OCTaTOK, HEOUHMIIEHHBI OCTaTOK CHOBA PacTBO-
PSIOT B METAaHOJIE W HEMOCPEICTBEHHO 3arpykatT Ha KomoHKy SCX 10 r. [locne TmaTeasHOTO TMPOMBIBAHHS
KOJIOHKH METaHOJIOM JITIONPYIOT 2N aMMHaKoM B METaHOJIE. DJI0aT KOHIICHTPUPYIOT B BAaKyyMe C MOIyUCHUEM
YKa3aHHOTO B 3arOJIOBKE COCIMHEHUs B BHIE Macia. Macio (239 mr, 0,64 MMoib) pacTBOpstoT B MeTaHoie (20
MJI) 1 00pabaThIBAIOT pacTBOPOM Xjopuaa ammonus (36 mr, 0,67 Mmoib) B MeTanode (5 mi). Cmech oOpabaThi-
BAaIOT yJBTPa3ByKOM B TeueHHe 10 MUH mepern yIaJeHHeM pacTBOPUTENS B BaKyyMe, IOTydasi yKa3aHHOE B 3aro-
JIOBKE COCIUHEHHE B BUJE TUApoxiopuaHon comu. Comb pactBopstoT B 10 mir cMecu 1:1 ameToHUTpUII-BOaA U
JTHOQUIM3YIOT Ha MPOTSHKEHUH HOYM, MOJyYasl MyLIHCTOe Oenoe TBepJoe BEIeCTBO. TBepI0e BEIIECTBO PACTH-
patot ¢ AudTUIIOBBIM 3¢upoM (10 mit) 1 areToHUTpHIIOM (2 Karum), GUIBTPYIOT U CyIIaT, 1MoJly4as yKa3aHHOE B
3aroJIOBKE COEJMHEHHE B BUJE TUAPOXJIOPUIHON comu: T.mi. 63,8-65,8°C; 'H-sIMP (400 MI', IMCO-dy):
11,10 (mmp.c, 1H), 7,52 (n, 1H, J=8,4 I'm) 7,36 (n, 1H, J=2,0 I'n), 7,40-7,26 (M, 2H), 7,22 (n, 1H, J=2,4 T'n),
7,20-7,11 (M, 1H), 7,04 (mup.n, 1H, J=7,6 I'n), 6,96 (an, 1H, J=8,6, 1,4 I'n), 6,38 (t1, 1H, J=54,4, 3,6, I'ny), 4,50-
4,02 (mmp.m, 2H), 4,30 (ta, 2H, J=14,4, 3,2 T'n), 3,15 (mmp.c, 4H), 2,68 (mmp.c, 3H); MC (ES+): m/e 378,9
(M+1).

[To criocoby mpumepa 490 TOTy9arOT CIEAYIONINE COSNUHEHNS U BBIICISIIOT B BUIE THAPOXIIOPUIA, 32 UC-
KITFOYEHHEM OTMEUYCHHBIX CITy4JacB:

z (l;Hi/@
N R
o

N
H

Ne zZ' Ry
491 | 6-drTop 2,2-ondropaTun

JaHHEEe
T.nn. 70,8-73,0°C; 'H-IMP
CDC1l3): 9,01 (wmp.c, 1H), 7,40-7,35
1H), 7,35 (mm, 1H, J=8,8, 5,6 Tu),
7,31-7,25 (M, 1H), 7,10-7,02 (M, 2H),
6,97-6,91 (M, 2H), 6,77 (rm, 1H, J=9,2,
2,0 I'u), 6,05 (rr, 1H, J=54,8, 4,0 Tu),
4,21 (tm, 2H, J=13,0, 4,0 Tu), 4,08
(ump.c, 2H), 3,30-3,18 (M, 2H), 3,18-
3,05 (M, 2H), 2,66 (c, 3H); MC
(APCI) :m/e 363,1 (M+1)

(400 MI'u,
(M,
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492

6-dpTop

3-dpTopnponmn

T.mn.: 66,4-69,3°C; 'H-AMP (300 MTu,
IOMCO-d¢) : 11,04 (c, 1H), 11,20-10,70
(omp.c, 1H), 7,52 (om, 1H, J=8,8, 5,5
ru), 7,34 (v, 1H, J=7,9 Tu), 7,30-7,20
(M, 1H), 7,20 (m, 1H, J=2,2 Tu), 7,12
(ABCIr 2Hl JAB=214 Pur A JAB-= 918 Pu)l
7,00 (wmp.n, 1H, J=8,4 Tu), 6,84 (oox,
14, J=9,9, 8,8, 2,2 Tu), 4,61 (ar, 2H,
J=47,2, 5,9 Tu), 4,44-4,03 (umup.M, 2H),
4,08 (v, 2H, J=6,4 Iru), 3,17 (ump.c,
4H), 2,68 (ump.c, 3H), 2,11 (&m
KkBUHTYNer, 2H, J=25,6, 6,1 Tu); MC
(ES+): m/e 358,9 (M+1)

493

6—-XJI0p

3-Topnponun

T.t.: 61,4-63,4°C; H-AMP (400 MIu,
IOMCO-d¢): 11,14 (c, 1H), 7,54 (m, 1H,
J=8,4 T'u), 7,40 (m, 1H, J=2,4 Tu), 7,35
(v, 1H, J=7,2 Tu), 7,32-7,23 (M, 2H),
7,13 (uwmp.mn, 1H, J=7,2 Tu), 7,07-7,00
(M, 1H), 6,99 (om, 1H, J=8,6, 1,8 Tu),
4,60 (mr, 24, J=46,8, 5,8 Tu), 4,50-
4,15 (ump.Mm, 2H), 4,08 (T, 2H, J=6,4
r'u), 3,18 (ump.c, 4H), 2,72 (ump.c,
3H), 2,11 (m xBuHTynner, 2H, J=26,0,
6,4 Tu); MC (APCI): m/e 375,1 (M+1)

494

6-XJIOp

2,2,3,3,3-
nexdToprponmn

r.nn. 206,6-207,5°C; 'H-AMP (400 MIu,
MeTaHon-d4): 7,97 (m, 1H, J=8,0 Tu
7,93-7,85 (M, 2H), 7,75-7,68 (M, 2H),
7,65 (wmp.m, 1H, J=7,2 Tu), 7,58
(ump.n, 1H, J=8,0 T'u), 7,47 (ump.m, 1H,
J=9,2 T'u), 5,21 (v, 2H, J=13,0 Tu),
4,60 (wmp.c, 2H), 3,61 (ump.c, 4H),
3,14 (ump.c, 3H); MC (ES+): m/e 447,1
(M+1); CHN (mns C,;HoClFsN,0-HC1)
BuuucyeHo: C 52,19; H 4,38; N 5,80;
HangeHo: C 52,16; H 4,29; N 5,82

Mpumep 495. N-(2-(6-Xnop-1H-numon-3-mm)stin)-N-uzonpomnmi-3-(2,2,3,3,3-nearag ropnponokc )oeH-

3UJIaMHH

CwmemmBaotr N-(2-(6-xmop-1H-unnon-3-nm)atmn)-3-(2,2,3,3,3-nmearadropnpornokcn) OeH3mmamua (254
mr, 0,59 mmoinp) ¢ 20 M cMmecu 95:5 MeTaHON-yKCycHast KHCIOTa, oOpabaThiBaroT aretoHoM (441 mki, 5,9
MMOJIB), 3aT€M MOPIUAMH J00aBISIOT IMaHoOopruapua Hatpus (148 mr, 2,3 MMons). Peakunonnyro cmech 1e-
pememmuBaroT mpu 50°C Ha IPOTSHKEHUN HOYH, 3aTeM IIPH KOMHATHON TeMIlepaType B TedeHue 2 THeH. Y masroT
pacTBOpHUTENDb, MOJIy4ast octaToK. OctaTok XpomarorpadupyroT Ha CHIIMKareie rnpu anoupoBanuu 4% MeTaHo-
JIOM B JIMXJIOPMETaHE C MOJyYeHHEeM YKa3aHHOT'O B 3ar0JIOBKE COeIMHEHUs B BHJE OecuBeTHOro macia. Macio
(237 wmr, 0,49 MMoJIB) pacTBOPSIOT B MeTaHoe (15 mMi1) 1 00pabaThIBalOT PACTBOPOM XJIOpHUIA aMMOHUs (27 MT,
0,49 mMoib) B MetaHoue (5 mir). O6paboTKa cMecH yIbTpa3ByKoM B TedeHue 10 MUH Iiepesi KOHIIEHTPUPOBaHHU-
€M JaeT Kielkoe Oenoe TBepaoe BemecTBo. Kielikoe TBepoe BemecTBo pacTBopsoT B 10 Mt cmecu 1:1 amero-
HUTPWI-BOJA U JTHODMIN3YIOT, oayydas 241 mr (96%) yka3aHHOTO B 3aroJIOBKE COEIMHEHHS B BHJIE THAPOXJIIO-
puna: T.mn. 77,0-80,2°C; "H-amp (400 MI'i, metanon-d,) 7,31 (mmp.t, 1H, J=7,8 T'm), 7,26-7,21 (M, 1H), 7,16
(urup.n, 1H, J=8.4 T'n), 7,15-7,07 (m, 2H), 7,05-6,95 (m, 2H), 6,83 (ma, 1H, J=8,0, 2,0 I'n), 4,52 (t, 2H, J=12,8
I'm), 4,12 (ump.c, 2H), 3,53 (wup.c, 1H), 3,11 (mmp.c, 2H), 2,89 (mmp.c, 2H), 1,27 (mmp.c, 6H); MC (APCI) :
m/e 475,1 (M+1).

N
H

[To criocoOy mpumepa 495 cnemyromnye COSIMHEHHS MTOTyJaloT U BRIACIAIOT B BHJIE Majleara:

Zt

Iz

1

N
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N 7’ R IaHHue
496 | 6-xnop | npommi | T.nn. 92,4-94,6°C; Macc(ES+): m/z 475,0 (M+1),
JJIEeMEeHTHEM aHaNlu3. BuYMCIEeHO Ons
C23H24C1F5N20'1,OC4H404'O,SHzo: c, 53,30,’ H, 4, 93;
N, 4,57; HanpmeHo: C, 53,00; H, 4,55; N, 4,86.
497 | 6-xmop stun | T.nn. 101,0-104,0°C. Macc(ES+): m/z 461,0
(M+1) .

[pumep 500. N-(2-(6-Xmop-5-meroxcu- 1 H-urmon-3-wmm)stin)-3-(2,2,3,3-reTpad TOpIpOIIOKCH ) OCH3 I -
aMHH

/

o}

LD

) <.

zX

N
H

CwmemmBaror 5-merokcu-6-xyoprpuntamMud (0,2 Mmonp) B amxiopmerane (1 mm) n 3-(2,2,3,3-
teTpadToprponokcn)oenzansaeruy (0,32 mmons) B auxmnopmetane (1 M) u nepememuBatoT. CrycTs 2 9 J10-
Oasisttot 6oprunpun Hatpus (37,83 mr, 1,0 MMoIb) B BHIE ICXOJHOTO pacTBopa B nuxiopmerane (1 m). [Tocie
MepeMeIINBaHus Ha NMPOTSHKCHUM HOYM PEaKIHMOHHYIO CMECh pa3z0aBisiioT | M MeTaHona W 0Opa30BaBLIMKCS
pacTBOp BBOAAT HemocpeAcTBeHHO B KOMOHKY SCX 2 r. KonoHKy TIIaTensHO MPOMBIBAIOT METAHOJIOM, 3JIOH-
pytoT 2M pacTBOPOM aMMHaK-METaHOJ ¥ KOHIIEHTPHUPYIOT 0 oOpa3oBaHms octatka. Ecim qaraeie TCX amoaTta
MOKAa3bIBAIOT, YTO PEAKIHs He 3aBepIleHa, OCTATOK pa30aBisAtoT auxjopmeTanoM (1 mi) m 100aBisOT BTOPOH
UCXOJHBIH pacTBOp Oopruapuna Harpus (37,83 mr, 1,0 Mmmoins) B 1-mermn-2-nupponuanHone (1 mi). Tlocne
NepeMelINBaHus B TEYCHUE 2 4 PEaKkIMOHHYIO0 CMeCh pa30aBisiioT 1 MJI MeTaHosa 1 00pa30BaBILUICS pacTBOP
BBOAAT IpsAMO K KoMOHKY SCX 2 r. KonoHKY TIIAaTenbsHO MPOMBIBAIOT METAHOJIOM, 3IMIOUPYIOT 2M pacTBOpoM
aMMHaK-METaHOJ U JII0AT KOHIEHTPUPYIOT JI0 00pa3oBaHMs ocTaTKa. JlambHEHIyi0 OYHCTKY NMPOBOASAT Ha KO-
noHke Sl. DmronpoBaHME MPOBOAAT cpasy sTwianeraroM. CoelMHEHHs XapaKTepH3yIOT, MCHONB3Ys crocol 1
i 2 KX, KXMC R¢2,749 mun nipu 254 1w, 2,800 mun npu 220 HM; m/e 445 (M+1).

Ob6mme criocoos! JKX.

Croco6 1: (Shimadzu QP8000)10 - 90 3a 4,5 mun. PactBopurens A: Boga-0,1% TpudropykcycHO# KHCIIO-
TBI, pacTBOpuTENb B: aneronutpuin-0,1% tpudropykcycHoit kucnorsl. Kononka: C18 Metachem, monoxpowm, 3
MHUKpOHa, 2,5 X 25.

Crioco6 2: (Shimadzu)10 - 80 3a 9 mun. PactBoputens A: Boaa-0,1% TpudTopykCycHO# KHCIOTHI, pac-
tBOpuTeNb B: aneronutpun-0,08% tpudropykcychoit kuciaotel. Kononka: C18 Metachem, moHoxpom, 5 Muk-
pos, 4,6 x 50.

Crnenyromuye CoeIMHEHHs MOTYYaloT 10 croco0y, aHanoruyHo npumepy 500, 1 BBIIEISIOT B BUjIE OCHOBA-
HUS, €CJIM HE YKa3aHO MHaye:

AN O/R‘
/

Ne zZ' R4 HaHHeIe

50 3-CF; 2,2,2~ Cnioco6 2: XX Rf 3,90 mmu npu 220
TpudTOPITUN HM, 3,908 mmH npm 264 HM.
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502 | 3, 5-ouMeTOoKCH 2,2,2- Crioco6 2: XX Rf 3,620 MuH npu
TPUOTOPITUN 254 uM, 3,62 muH npu 220 HM, m/e
367 (M+1).
503 3-xJI0p 2,2,3,3- Crioco6 1: XXMC Rf 2,800 mMMH npu
TerpadpTopnponun | 220 HM, m/e 376 (M+1).
504 3-CF; 2,2,3,3- Cnioco6 1: XXMC Rf 2,885 MmH npu
rerpadropnponust | 254 HM, m/e 410 (M+1).
506 3-xJop 2-pTopaTun Crioco6 2: XX Rf 3,420 MuH npu
254 uMm, 3,42 Mmua npum 220 HM.
507 © 3= 2-propaTHa Cnocob 2: XX Rf 3,580 mmu npu
TPprOTOPME T 254 uM, 3,58 mux npu 220 HM.
508 | 3, 5S-ouMeTOKCHU 2-propaTun Crioco®6 2: XX Rf 3,212 MuH npu
254 uMm, 3,22 MmH npu 220 HM.
509 3- ‘nponun Crtoco® 2: XX Rf 3,892 mMuH npu
TPUPTOPME TUI 254 nuM, 3,89 MumH npu 220 HM.
510 2-XJI0P beHun Cnoco6 1: XXMC Rf 2,479 Muu npu
254 UM, m/e 338 (M+1).
511 3- bennn Crioco6 1: XXMC Rf 2,969 MuH npu
TpudTOpPME T 254 uMm, m/e 372 (M+1).
z
! N o
H
Ne Z’ Ry JaHHEEe
512 | 5-MmeToxcu- 2,2,2- Crnioco6 1: XXMC Rf 2,651 mmu npm 220
6-xJ0p TpubTOP3 THUI HM, m/e 413 (M+1).
513 6-dTop 2,2,2- Cnoco® 1l: XXMC Rf 2,618 mmu npmu 254
TpUdTOPITUIN HM, 2,700 MuH npm 220 HM, m/e 367
(M+1) .
514 4-xn0p-5- 2,2,2- Crioco® 1: XXMC Rf 2,683 muu npu 254
METOKCH TpUdTOPS TUN HM, 2,661 MuH npm 220 HM, m/e 399
(M+1) .
515 | 5-meTokcu- 2,2,3,3- Cnoco6 1: XXMC Rf 2,749 mmu npu 254
6-xJyop Terpadpropnpornuia | HM, 2,800 muu npm 220 HM, m/e 445
(M+1) .
516 6-dTop 2,2,3,3- Crioco® 1: XXMC Rf 2,683 mmu npu 254
TeTpadropnponmi | HM, 2,661 MuH npu 220 HM, m/e 399
(M+1) .
517 4-xnop-5- 2,2,3,3- Crioco® 1: XXMC Rf 2,682 mmuH npm 254
METOKCH Terpadropnponmn | uM, 2,663 MuH npu 220 HM, m/e 445
(M+1) .
522 5-MeTOKCH 2-pTopaTun Crioco® 2: XX Rf 3,19 mmu npu 220
HM.

[pumep 523. N-(2-(6-Tpudropmerun- 1 H-urnomn-3-m1)s1en)-3-heHoKkcnOeH3nIaMuH.

FF
PYWNE
F N
0O

Y |
H
CwmemmBarot S-tpudropmermnrpuntamud (0,1 Mmmons) B meranone (1 mi) u 3-penokcudenzampaerun (0,2
MMOJB) B MeTaHoje (1 M) u nepememuBaroT. Crycts 3 4 gobasnstoT 6oprunpun Hatpus (18 mr, 0,5 mMons) B
BHJIE UCXOTHOTO pacTBopa B 1-meTuin-2-nupponuauHone (0,5 mi). ITocne mepemMemmBanus Ha IPOTSHKEHUHA HO-
Y PEaKIMOHHYIO CMECh pa30aBisroT | M1 MeTaHoIa, 00pa30BaBIIHUIICS PACTBOP Cpasy BBOIAT B KOJIOHKY SCX 2
r. KoJIOHKY THIaTesIbHO POMBIBAIOT METAHOJIOM U JJIIOUPYIOT pacTBOpoM 2M aMMMak-METaHOJ M 3JI0aT KOH-
HeHTpupyoT. JlanpHeinas ouncTka Ha KoJoHKe SI mpu 2IoMpoBaHUM ATUIIALIETATOM JaeT TpedyeMoe coeiu-
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HeHne. [lomydeHne XapakTepUCTHK COCTUHEHUS NOCTHTAIOT, HCmoib3ys crmocod 1. XKKXMC Ry 2,954 mun npu
254 um, 2,954 mun nipu 220 aM, m/e 411 (M+1).

Croco6 XKX.

Crioco6 1: (Shimadzu QP8000)10 - 90 3a 4,5 mun. PactBopurens A: Bona-0,1% tpudTopykcycHol KUCIo-
ThI, pacTBOpUTENb B: aneronutpun-0,1% tpudropykcycHoit kucnorsl. Kononka: C18 Metachem, moHoxpowm, 3
MHKpOHa, 2,5 x 25.

Crnenyromiuye CoeJMHEHNs OTyYatoT 110 aHaJOrMYHON METOJMKe, IpuMepa 523, U BBIJCISAIOT B BUJIE OCHO-

BaHUs, €CJIM HE YKAa3aHO MHAYC!
z \/©\
Y R
Pl
(o]

N
H
N 2’ R4 HaHHHE
524 6- bdennn | Cnoco6 1: XXMC Rf 2,954 mmu npu 254 HuM,
TpudTOopME THUI 2,954 Muu npu 220 HM, m/e 411 (M+1).
525 6-dTop benun Cnoco® 1l: XXMC Rf 2,712 mmH npu 254 HM,

2,712 mud npu 220 HM, m/e 361 (M+1).
526 | 5~MeTokCU~-6~ benun Crioco® 1: XXMC Rf 2,757 MmH npu 254 HM,

XJI0p 2,757 mmH npy 220 HM, m/e 407 (M+1l).

527 4-xnop-5- nponmn | Cnoco® 1: XXMC Rf 2,578 MuH npu 254 HM,
MEeTOKCH 2,577 M npu 220 HM, m/e 373 (M+F).

528 6- nponma | Cnoco6 1: XXMC Rf 2,850 mmu npm 254 HM,
TpudpTOpPMeE TUT 2,849 mmH npm 220 HM, m/e 377 (M+1).

529 6-dTop nponun | Crnoco® 1: XXMC Rf 2,576 MmuH npu 254 HM,

2,576 mmH npm 220 HM, m/e 327 (M+1).
530 | 5-mMeToxcu-6- | nponun | Cnoco® 1: XXMC Rf 2,637 mumu npu 220 HM,

XJI0p m/e 373 (M+1).
IMpumep 531. N-(2-(4-Cynbpdonamunodennn)atuin)-3-(2,2,3,3,3-neHrap Topnpornokcn ) OeH3niIaMuH
[ j F
N
o F
C)\\ /©/\/ ' FF
S
-
H,N \\o

CwmemmBat 4-cynpponamunodenmmTunamul (0,2 mMons) B Meranone (1 mm) m 3-(2,2,3,3,3-nenra-
¢dropupomnokcn)oerzanpaerun (0,32 mmons) B meradone (1 mim) u mepemermmBarot. Yepes 1 1 mobasisror 60p-
runpun Hatpust (18 mr, 1,0 MMoITB) B BHIIE MCXOTHOTO pacTBopa B 1-metmi-2-muppomugunaore (1 mo). Iocie
MEepEeMEIINBaHNS Ha NMPOTSHKEHUM HOYM PEAKIHMOHHYIO CMECh pa3z0aBisitoT | M MeTaHona M 00pa30BaBLIMKHCS
pacTBOpP HEMOCPEACTBEHHO BBOIAT B KOJIOHKY SCX 2 r. Ilocie TIaTeapHOro MPOMBIBAHHUSA METAHOIOM KOJIOHKY
3MOUpPYIOT 2M pacTBOPOM aMMHAK-METAHOJI M 3JIH0AaT KOHIEHTPUPYIOT N0 00pa3oBaHMs ocTaTKa. JlanpHeimas
OuHuCTKa mpenapaTtuBHOi cuctemoit Gilson UV nmaeT TpebyemMoe COeMHEHUE, COCTUHCHUE XapaKTEePU3YIOT, HC-
nonb3ys cnocod 1. JKXMC Ry 2,345 mun npu 254 uwm, 2,347 mun npu 220 uM, m/e 439 (M+1), 461 (M+22).

Croco6 XKX.

Croco6 1: (Shimadzu QP8000) 10-90 3a 4,5 mun. PactBopurens A: Bona-0,1% TtpudropykcycHoit kucio-
TBI, pacTBOpuUTENb B: aneronutpuin-0,1% tpudropykcycHoit kucnorsl. Kononka: C18 Metachem, monoxpowm, 3
MUKpOHa, 2,5 x 25.

Crnenyromue COeIMHEHHS TIOJIy4aroT, UCIIONb3Ys aHAJOTMYHYI0 METOAMKY MpuMepa 531, U BBIICISIOT B

BHUAC OCHOBAHUA, €CJIN HE yKa3aH0 HMHA4e:
z nv©\ R,
E: AN o

N Z' R4 JlaHHEIE
53 2,5- 2,2,3,3,3- Crnioco6 1: XXMC Rf 2,816 MmH npu
OINMMEeTOKCHU neHradpropnponun | 254 uM, 2,815 MmuH npm 220 HM,
m/e 420 (M+1).
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533 3,4- 2,2,3,3,3- Crioco6 1: XXMC Rf 2,634 Muu npu
OMMETOKCH neHradropnponmn | 254 HM, 2,637 MmH npu 220 HM,
m/e 420 (M+1).
534 4- 2,2,3,3- Cnoco®6 1: XXMC Rf 2,155 mmu npwu
cynebponammn | rerpadropnponun | 254 HM, 2,156 MmuH npu 220 HM,
m/e 421 (M+1).
535 4- . 3-dTopnponun Croco6 1: XXMC Rf 1,816 mM npu
cynsdoHamMmn ) 254 uMm, 1,818 Mmu npm 220 HM,
m/e 367 (M+1), 389 (M+22).
537 4- 2-pTopaTUn Crioco® 1: XXMC Rf 1,606 mmH npm
cynbdoHammg 254 uMm, 1,606 muH npu 220 HM,
m/e 375 (M+22).
538 3,4~ benun Cnoco6 1: XXMC Rf 2,511 mmu npm
IOMMETOKCHU 254 uMm, 2,511 MuH npm 220 HM,
m/e 364 (M+1).
539 4- 2,2-ondTopaTun Crioco® 1: XXMC Rf 1,782 mMuH npu
cynsdoHammng 254 uMm, 1,782 muu npu 220 HM,
m/e 371 (M+1), 393 (M+22).
540 2,5~ 2,2-oudTopaTun Cnnoco6 1: XXMC Rf 2,359 MmH mnpu
OMMETOKCH 254 uM, m/e 352 (M+1).
541 3,4- 2,2~-oundropaTun Cnoco6 1: XXMC Rf 2,085 mMmuH ripu
OVMETOKCHU 254 uM, 2,070 mmH npm 220 HM,
m/e 335 (M+1), 352 (M+22).
542 4- 2,2-ondpropaTmn | Cnocod 1: XXMC Rf 1,816 mMmH npu
cynbdoHaMm 254 uM, 1,818 MmmH npu 220 HM,
m/e 367 (M+1), 389 (M+22).
543 2,5~ 3-¢ropnponun Crioco6 1: XXMC Rf 2,387 MmuH npu
OMMEeTOKCHU 254 uM, 2,381 mmH npu 220 HM,
m/e 348 (M+1).

[Mpumep 545. N-(2-(6-Metokcu- 1 H-unnon-3-m)atmn)-3-(2,2,3,3,3-neHrad Topiporiokcn ) OeH3WIaMHH.

-~ H F
H,C N
I o F

N FF
H
Cwmenmsarot amuH (0,2 MMonp) B 1-MeTun-2-nupponuanHore (1 mi) u anpaerun (0,32 MMOJIb) B AUXJIOP-
mertane (1 mu) u nepememmBatoT. Yepes 1 u nobasistror 6oprunpua Hatpus (18 mr, 1,0 MMous) B Buie ucxon-
HOro pacTtBopa B 1-merun-2-nupponuauaone (1 mi). [locine nepemenmmBaHyus Ha NPOTSDKEHUH HOYH PEAKIIMOH-
Hyl0 cMech pasbasisitor 1 mu 10% pacTBopa yKCyCHasi KHCIIOTa/METaHOJ W 0Opa3oBaBLIMKCS PacTBOpP HENO-
CPEeICTBEHHO BBOIAT B KOJOHKY SCX 2 r. [locie TiaTensHOro NpOMbBIBaHHS METAHOJIOM, KOJIOHKY JJIOUPYIOT
2M pacTBOpOM aMMHAK-METAHOII M AIII0AT KOHIEHTPUPYIOT 0 00pa30BaHMs OCTaTKa, KOTOPHIH Jlajiee OUUILAI0T
npemnapatuBHoi cucremoit Gilson UV. CoennHeHHne XapaKTepH3yIOT, Uconb3ys crmocod 1. XKXMC Ry 3,752
MuH Tipu 254 5Mm, 3,753 muH npu 220 HM, m/e 429 (M+1).
Croco6 XKX:
Crioco6 1: (Shimadzu QP8000)10 - 90 3a 4,5 mun. PactBopurens A: Bona-0,1% tpudTopykcycHol KUCIo-
ThI, pacTBOpuTENb B: aneronutpuin-0,1% tpudropykcycHoit kucnorsl. Kononka: C18 Metachem, moHoxpowm, 3
MHUKpOHa, 2,5 x 25.
Crenyromue COeMHEeHNS TT0JTy4YaloT, UCIIOJIb3Yysl METOUKY IpuMepa 545:

z

N o

Iz
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Ne A R4 JaHHue
546 4-xJ0p 2,2,3,3,3- Crnioco® 1: XXMC Rf 3,873 MumH npu
neHtadropnponua | 254 HM, 3,877 muH npu 220 HM, m/e
433 (M+1).
547 4-MeTOKCHK 2,2,3,3,3- Crioco® 1: XXMC Rf 3,828 MuH npu
neHradpropnponma | 254 M, 3,833 MmmH nmpu 220 HM, m/e
429 (M+1).
548 | 5-MeTOKCU- 2,2,3,3,3- Crioco6 1: XXMC Rf 3,802 mMmH npu
2-MeTun nenradpropnpommn | 254 M, 3,805 Muu npu 220 HM, m/e
433 (M+1).
549 7-MeTOKCH 2,2,3,3,3- Crioco6 1: XXMC Rf 3,800 mMumH npwu
neHTadropnponma | 254 uM, 3,806 muH npm 220 HM, m/e
429 (M+1).
550 6-xJI0p 2,2,3,3,3- Crioco® 1: XXMC Rf 3,947 MuH npu
neHrapTopnponmna | 254 HM, 3,952 MuH npu 220 HM, m/e
433 (M+1),
551 4-MEeTOKCH 2,2,3,3- Crioco® 1: XXMC Rf 3,695 MuH npu
TerpadpTopnponua | 254 HM, 3,695 Mun npu 220 HM, m/e
411 (M+1).
552 S5-MeTOKCH- 2,2,3,3- Cnioco® 1l: XXMC Rf 3,654 Mmu npum
2-MeTun TerpadpTopnponms | 254 uM, 3,654 mmH npu 220 HM, m/e
425 (M+1).
553 7~MeTOKCHU 2,2,3,3- Crioco6 1: XXMC Rf 3,659 MmH npu
TerpadpTopnpormmun | 254 uM, 3,661 mMumH npm 220 HM, m/e
411 (M+1).
554 6—-xXJI0p 2,2,3,3- Cnioco® 1: XXMC Rf 3,821 MmH npu
rerpadropnporma | 254 uM, 3,821 mmH npm 220 HM, m/e
415 (M+1).
555 6-MeTOKCH 2-dpToparTun Crnioco6 1: XXMC Rf 3,169 mMmH npu
254 um, 3,169 Muu npu 220 BHM, m/e
345 (M+1).
556 4-x510pP 2-pTopaTun Crnioco® 1: XXMC Rf 3,411 MuH npm
254 uMm, 3,412 muH npu 220 HM, m/e
347 (M+1).
557 4-MeTOKCH 2-pTopaTun Crioco6 1: XXMC Rf 3,303 MmH npu
254 uM, 3,304 muu npu 220 M, m/e
343 (M+1).
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558 | 5-MeToxcu- 2-propaTHUN CriocoB 1: XXMC Rf 3,236 MuxH npu
2-MeTun 254 uM, 3,236 MuH npm 220 HM, m/e
357 (M+1).
559 7-MeTOKCHU 2-pTopaTuUn Cnnoco®6 1: XXMC Rf 3,263 MuH npu
254 nM, 3,264 Mud npu 220 HM, m/e
343 (M+1).
560 6-xJI0p 2-propaTHn Crnioco6 1: XXMC Rf 3,465 Muu npu
254 umMm, 3,466 My npu 220 HM, m/e
347 (M+1).
561 6-MeTOKCHU 2,2-pupTopaTun | Cnoco® 1l: XXMC Rf 3,190 MuH npu
' 254 uM, 3,190 muu npu 220 uM.
562 6—-XJIOp beHUn Cnnoco6 1: XXMC Rf 3,795 MuH npu
254 numMm, 3,795 MmH npm 220 HM, m/e
o 377 (M+1).
563 6-dTop 2-pTopaTun Cnoco® 1: XXMC Rf 3,305 mMuH npu
254 uMm, 3,306 mmu npu 220 HM, m/e
331 (M+1).
571 4-xs0p Mnponmi Crioco6 1: XXMC Rf 3,668 MuH npu
254 uM, 3,668 mun npu 220 HM, m/e
343 (M+1).
572 4-MeTOKCH nponmn Crnioco6 1: XXMC Rf 3,581 MmH npm
254 uMm, 3,582 Muu npu 220 uM, m/e
339 (M+1).
573 | 5-mMeToxcu~ ponmmn Cnoco® 1: XXMC Rf 3,524 mmH npu
2-MeTun 254 uM, 3,524 mmH npu 220 HM, m/e
353 (M+1).
574 7-MeTOKCH nponmi CniocoB 1: XXMC Rf 3,553 MuH npu
254 HM, 3,554 muH npm 220 uM, m/e
339 (M+1).
575 6-xnop rponui Crioco®6 1: XXMC Rf 3,736 MuH npu
254 HM, 3,736 MmH npu 220 HM, m/e
343 (M+1).
576 4,6~ denun CnocofB 1: XXMC Rf 3,830 MumuH npu
oupTop-5- 254 uM, 3,832 MuH npu 220 uMm, m/e
METOKCU 423 (M+1).
577 6-MEeTOKCHU benun Crnioco® 1: XXMC Rf 3,527 MuH nipm
254 uMm, 3,531 MumH npu 220 HM, m/e
373 (M+1).
578 4-xs0p beHnn Cnoco® 1: XXMC Rf 3,749 MuH npu
254 uMm, 3,749 MmuH npm 220 HM, m/e
377 (M+1).
579 4-MeToOKCHU benun Crioco6 1: XXMC Rf 3,657 MuH npu
254 uMm, 3,658 Muu npm 220 M, m/e
373 (M+1).
580 | 5-mMeTokCHU- beHmn Cnoco6 1: XXMC Rf 3,609 mMuH npu
2-MeTun 254 HM, 3,609 MuH npu 220 HM, m/e
387 (M+1).
581 7-MeTOKCH beHun Crnioco6 1: XXMC Rf 3,622 MMH npm
254 HMm, 3,622 Mud npm 220 HM, m/e
373 (M+1).
582 6—-xJI0p dbeHnn Crioco®6 1: XXMC Rf 3,795 MuH npu
254 uM, 3,795 Muu npm 220 HM, m/e
377 (M+1).
583 4,6~ 2,2-nudTopaTun Crioco® 1: XXMC Rf 3,514 MmuH npu
onbrop-5- 254 HM, 3,519 muu npm 220 HM, m/e
METOKCU 411 (M+1).
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585 4-xmop 2,2-gndTopa TN Crnioco6 1: XXMC Rf 3,418 MmMH npu
254 umM, 3,419 MumH npm 220 HM, m/e
365 (M+1).
586 4-MeTOKCH 2,2-gndTopa TN Cnoco6 1: XXMC Rf 3,301 mMmH npu
254 uMm, 3,305 muu npum 220 HM, m/e
361 (M+1).
587 S5-MeToKCHU- 2,2-oudropaTun Cnoco6 1: XXMC Rf 3,269 Muu npu
2-MeTun : 254 uM, 3,269 MuH npu 220 HM, m/e
375 (M+1).
588 7-MeTOoKCH 2,2-gnproparmn | Cnoco® 1l: XKXMC Rf 3,265 muu npwu
' 254 uM, 3,271 muu npm 220 HM, m/e
361 (M+1).
589 6-xJI0p 2,2-gpnpToparmn | Cnnocob 1: XXMC Rf 3,476 MuH npu
254 umM, 3,476 mmH npu 220 HM, m/e
365 (M+1).
590 6-pTOp 2,2-oupropaTun | Cnocob 1: XXMC Rf 3,326 MuH npu
254 umMm, 3,326 muu npu 220 HM, m/e
349 (M+1).
592 6-MeTOKCH 3-bTopnponun Crnoco6 1: XXMC Rf 3,170 MuH npu
254 uM, 3,176 Muu npu 220 M, m/e
357 (M+1).
593 4-xm0p 3-dpropnponun Crioco6 1: XXMC Rf 3,400 mMuu npu
254 uM, 3,407 muH npu 220 HM, m/e
361 (M+1).
594 4-MeTOKCH 3-dToprnpornun Cnoco® 1: XXMC Rf 3,326 MmH npu
254 uM, 3,327 muu npu 220 M, m/e
357 (M+1).
595 | 5-MeTOoKCHU- 3-¢pTopnponun Cnoco® 1: XXMC Rf 3,277 MuH npu
2~-Me T 254 uM, 3,277 MuH npu 220 HM, m/e
371 (M+1).
596 7-MeTOKCHU 3-dpTopnponuin Crnnoco® 1: XXMC Rf 3,290 mmH npu
254 uMm, 3,291 Muu npm 220 uM, m/e
357 (M+1).
597 6-xJI0p 3~-pTopnponui Cnocot 1: XXMC Rf 3,498 mmH npu
254 uM, 3,499 muu npu 220 HM, m/e
361 (M+1).
598 6-dTop 3-dpTopnponm Cnoco® 1: XXMC Rf 3,329 muu npwu
254 uMm, 3,330 Muu npu 220 HM, m/e
345 (M+1).
600 6-MEeTOKCH 2,2,2- Cnoco® 1l: XXMC Rf 3,288 MuH npu
TpubTOpP3 TUN 254 uMm, 3,228 mud npu 220 HM, m/e
379 (M+1).
601 4-xnop 2,2,2- Crioco6 1: XXMC Rf 3,518 MuH npu
TpudTOPI TUN 254 uMm, 3,518 mumH npm 220 HM, m/e
383 (M+1).
602 4-MeTOKCHU 2,2,2- Crioco® 1: XXMC Rf 3,427 MuH npu
TpudTOPITUN 254 uM, 3,428 MuH npu 220 HM, m/e
379 (M+1).
603 | 5-meToKCU~- 2,2,2~- Crioco6 1: XXMC Rf 3,378 MumH npu
2-MeTnn TPUPTOPITUN 254 uM, 3,378 mmH npu 220 HM, m/e
393 (M+1).
604 7-MeToOKCH 2,2,2- Crioco6 1: XXMC Rf 3,234 MuH npu
TprudTOPITUI 254 um, 3,255 muH npu 220 uM, m/e
379 (M+1).
605 6-xJ0p 2,2,2- Crniocot 1: XXMC Rf 3,587 mMuH npu
TpudTOPITUIN 254 um, 3,587 muH rnpu 220 HM, m/e
383 (M+1).
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Crnenyromue COeIMHEHNS OIYYaroT 0 aHAJIOTHYHON METOINKe pumepa 545:

z
R R
I o/ 4
N
H,C A
N A Ry IJaHHEE
60 6-MeTOKCH 2,2- Crioco6 1: XXMC Rf 3,190 MmH npu
INPTOpPITUN 254 uM, 3,190 muu npu 220 HM.
607 4-prop-5- 3- Crnioco® 1: XXMC Rf 3,390 muu npu
MEeTOKCH-6-pTOp bTopnponmt 254 wum, 3,395 mua nopu 220 HM, m/e
401 (M+1).
608 | 4-pTop-6-pTOpP- 2,2,2- Crioco6 1: XXMC Rf 3,442 MuH npu
5-MeTOKCHU TpubTopaTHn | 254 HM, 3,453 MuH npm 220 HM, m/e
429 (M+1).
pumep 620. N-(2-(5-Merokcu- 1 H-unnon-3-wmn)3tmn)-3-(2,2,3,3,3-nieHTad TOPIPOIOKCH ) OCH3HIIaMUH
H,C—O

Lk

H
CwmemmBarot amuH (0,2 mmons) B quxsopmerane (0,5 mi) u anpaerun (0,4 MMoib) B quxiopmeTane (1 mur)

u nepemenuBaroT. Yepes 1 4 100aBIsIOT TpHalieTOKCHOopriapu Harpus (82 mr, 0,8 MMOJIB) B BHIC HCXOTHOTO
pactBopa B 1-MeTmin-2-nupponunuHone (1 mi) u cMech nepeMmemuBaiot. [locne nepememmBanus Ha MPOTSKe-
HUM HOYM PEaKUHMOHHYIO CMECh pa30aBiisiioT 1 M1 MeTaHoja U cpasy BBOIAT B kooHKy SCX 2 r. Ilocne Ta-
TEJIFHOTO TIPOMBIBAHHSI METAHOJIOM KOJIOHKY JJIIOMPYIOT 2M pacTBOpOM aMMMaK-METaHOJ U 3JIH0aT KOHLIEHTPH-
PYIOT 10 00pa3oBaHUs OCTaTKa, KOTOPBIM Jaiee OUYHINAIOT npenapaTtuBHoi cuctemoit Gilson UV. Coenunenue
XapakTepusyroT, ucnons3ys crnocod 3. XKKXMC R¢ 4,823 mun npu 254 uwm, 4,823 mun npu 220 HM, m/e 443
(M+1).

Crioco6 XKX.

Croco6 3: (Shimadzu QP8000) 5 - 90 3a 4,5 mun. PactBopurens A: Boaa-0,1% tpudropykcycHoi Kucio-
ThI, pacTBOpuTesb B: anieronutpuin-0,1% tpudropykcycHoit kucnorsl. Kononka: C18 Metachem, moHoxpowm, 3
MHUKpOHa, 2,5%25.

Crenyromye CoOeTMHEHHS TOIY4aloT, UCTIONb3Ysl aHAJOTHYHYI0 METOUKY npumepa 620:

H,C—Q
T%
N R,
) ”
N
H
N R? IlaHHEE
62 2,2,3,3~- Crioco6 3: XXMC Rf 4,681 mmH npm 254 HM, 4,692
rerpadropnponmn | MuH npu 220 HM, m/e 425 (M+1)
623 2,2,2- Crioco86 3: XXMC Rf 4,639 mmu npu 254 HM, 4,643
TPUGTOPSTUI MuH npu 220 HM, m/e 393 (M+1).

[pumep 624. N-(2-(6-Drop-1-merun-1 H-unnomn-3-um)3tui)-N-MeTHII-3-TponoKCHOSH3NITaMKH.

22 USYe\
N
\Qj/\/ 0 S
N
/
HC

CwmemmBaror N-metmin-N-2-(6-¢top-1-metnin-1H-unnon-3-wn)atunamun (0,2 mmons) B 1-mermi-2-
muppoyuguaoHe (0,5 mr) u 3-nponmnokcuden3anpaerun (0,32 MMons) B auxiopMeTane (1 MiT) U cMech mepe-
MemmBaioT. [locne mepeMemuBaHus Ha MPOTSHKEHUH HOYHM J00aBIisttoT Ooprunpun Hatpus (1,0 MMoms) B BUzIE
HCXOIHOTO pacTBopa B |-meTun-2-nupponunuHone (0,5 M) U cMeck nepemMemuBaroT. [locne nmepeMermmBanus B
TeueHue 3 4 peakMOHHYI0 cMech pasdaBistor 1 mu 10% pacTBopa yKCycHasi KUCIIOTa/METaHON 1 00pa3oBaB-
IMKCs pacTBOp cpasy BBOIAT B KOOHKY SCX 2 r. Iocie TmaTensHOrO HMPOMBIBAHHS METAHOJIOM KOJIOHKY
AMIOUPYIOT 2M pacTBOpPOM aMMHAK-METaHON M 3JI0aT KOHLIEHTPUPYIOT 0 00pa30BaHMs OCTAaTKa, KOTOPHIM Ja-
Jiee OUMINAIOT MpernapaTuBHoii cucremoit Gilson UV,
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Crioco6 XKX:

Cmioco6 1: (Shimadzu QP8000) 10-90 3a 4,5 mun. PactBoputens A: Bona-0,1% tpudropykcycHoit kucio-
ThI, pacTBOpuTesb B: anieronutpuin-0,1% tpudropykcycHoit kucnorsl. Kononka: C18 Metachem, moHoxpowm, 3
MHUKpOHa, 2,5 X 25.

Crnenyrolye COeMHCHUS MOAYYar0T, UCIIOJIB3YSI METOIUKY MTpUMEpPa

Ry
' H
b4 N O/R‘
AR R;3 ) R4 JaHHbIe
625 3- 4-CH; Nnponui Cnoco® 1: XXMC Rf
TpudTOPME TUIT- 3,214 muu npu 254 HM,
4-dprop 3,213 MuH npu 220 HM,
m/e 371 (M+1). '
626 3- H 3,3,3- Cnoco6 1l: XXMC Rf
TpupTOPME TIUIT- TPpUPTOPIPONNII 3,042 muH npu 254 HM,
4-pTop 3,042 vmuu npu 220 HM,
m/e 410 (M+1).
627 3- H 2,2-oupTopaTun | Cnocob 1l: XXMC Rf
TpudTopMe TUII- 2,828 mmuH npu 254 HM,
4-dprop 2,828 muu npu 220 HM,
m/e 378 (M+1).
628 3- H 2,2,3,3,3- Cnoco6 1: XXMC Rf
TpudTOPME THIT- nenrapropnponmn | 3,196 mMmH npu 254 HM,
4-drop 3,196 mMmuH npu 220 HM,
m/e 446 (M+1).
629 3- H 2,2,2- Crnioco6 1: XXMC Rf
TpudTOopME TUIT- TPUGTOPI TUI 2,984 muu npu 254 HM,
4-prop 2,984 MuH npu 220 HM,
m/e 396 (M+1).
630 3- H 3-dropnponun Cnoco6 1: XXMC Rf
TpudTOPME TUIT— 2,855 MuH npu 254 HM,
4-dprop 2,855 muH npu 220 HM,
m/e 374 (M+1).

Zl
H Ry
N R

|

N
H
Ne A4 Rj Ry HaHHEEe
632 | 5-drop- 4- nponui Crioco® 1: XXMC Rf 3,141 mmuH npm
6-XJIOp | MeTun 254 uM, 3,140 mumH npm 220 HM,
m/e 375 (M+1).
633 6- H 3,3,3- Crioco6 1: XXMC Rf 3,065 mMmH npu
TpudpTop Tpudropnponma 254 uM, 3,,066 MuuH npm 220 HM,
Me T m/e 431 (M+1).
634 | 5-¢dTop- H 3,3,3- Crioco6 1: XXMC Rf 2,977 MuH npu
6-xXJI0p TpudTOpNPONIMN 254 uMm, 2,977 MuH npm 220 HM,
m/e 415 (M+1).
635 5,6- H 3,3,3- Crioco6 1: XXMC Rf 2,871 MuH npu
omdTop TpupTOopPNpPONMI 254 umMm, 2,872 mud npu 220 HM,
m/e 399 (M+1).
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636 6 H 3,3,3~ Crnioco® 1: XXMC Rf 3,065 MmH npu
TpudTop TpudpTOPIPONMI 254 uM, 3,066 Muu npu 220 HM,
MeTumn m/e 431 (M+1).
637 | S-bTop- H 2,2~oudTopaTIn Crioco® 1: XXMC Rf 2,782 mmH npu
6~-xJIOp 254 uMm, 2,782 MmH npu 220 HM,
m/e 383 (M+1).
638 5,6- H 2,2~gudTopaTun Crioco6 1: XXMC Rf 2,655 MuH npu
aupTop 254 uMm, 2,655 MmH npu 220 HM,
m/e 367 (M+1).
639 6- H 2,2~mnproparun | Crnocob 1l: XXMC Rf 2,876 MuH Irpun
TpubTOP. - 254 um, 2,875 mmH npu 220 HM,
Me T m/e 399 (M+1).
640 6- - H 2,2,2- Crioco6 1: XXMC Rf 3,009 MmH npwu
TpudTop TPUPTOPS TUJ 254 uMm, 3,009 mmH npm 220 HM,
Me T m/e 417 (M+1). :
641 | S-drop- H 2,2,3,3,3- Crioco6 1: XXMC Rf 3,135 MmH npwu
6—-xJ0p neHradpropnponun | 254 uM, 3,135 MmH npm 220 HM,
m/e 451 (M+1).
642 5,6~ H 2,2,3,3,3- Crioco6 1: XXMC Rf 3,027 MmH npu
ondpTop neHradpropnponma | 254 HMm, 3,027 MmmH npm 220 HM,
m/e 435 (M+1).
643 6- H 2,2,3,3,3- Crioco6 1: XXMC Rf 3,202 MmH npu
TpudTop neHradropnponun | 254 uMm, 3,202 mmH npm 220 HM,
Me T m/e 467 (M+1).
645 5,6~ H 2,2,2- Cnoco® 1: XXMC Rf 2,982 MuH npmu
oudTop TPpUdTOPITUINL 254 uMm, 2,982 mmu npm 220 HM,
m/e 396 (M+1).
646 6- H 2,2,2- Crioco6 1: XXMC Rf 3,009 mMmH npu
TpudTOpP TPUPTOPITUI 254 uMm, 3,009 mmu npm 220 HM,
MEe T m/e 417 (M+1).
647 | S-drop- H 3-¢propnponun Cnoco6 1l: XXMC Rf 2,796 Mmuu npu
6-xJ0p 254 uMm, 2,796 MmH npm 220 HM,
m/e 379 (M+1).
648 5,6- H 3-dTopnponun Cnioco® 1: XXMC Rf 2,644 MmuH npu
nndTop 254 uMm, 2,646 MuH npu 220 HM,
m/e 363 (M+1).
649 6- H 3-dTopnponun Criocot6 1: XXMC Rf 2,900 mmH npu
A | TrpudpTop 254 uMm, 2,900 mMmH npm 220 HM,
MeTum m/e 395 (M+1).
z
PSP
l o/ 4
N
/
H,C
Ne zZ' Rs3 Ry JaHHBIE
631 6-dTop 4-mMeTuUn nponmi Cnoco6 1: XXMC Rf 3,152 mmH
npu 220 HM, m/e 355 (M+1).
633A | 6-dTop H 3,3,3- CriocoB 1: XXMC Rf 2,949 muH
TpudTOopIIpONMI npn 254 HM, 2,953 MuH npu
220 UM, m/e 395 (M+1).
640A 6-dTop H 2,2,3,3,3- Crioco6 1: XXMC Rf 3,112 MuH
neHradropnponun | npu 254 HM, 3,117 MuH npu
220 uM, m/e 431 (M+1).
649 6-dTop H 2,2,2- Crioco® 1: XXMC Rf 2,895 mun
TPUGTOPITUN npm 254 uM, 2,898 MuH npu
220 HM, m/e 381 (M+1).
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pumep 650. N-(2-(3-Xmopdernn )sTuin)-3-ruipoKCHOCH3MIIaMUH.

H
N
. OH

o]}

CwmenmBarot 2-(3-xnopdenwn)stunamun (1,866 r, 15,28 mmonb) u 3-ruapokcubensansaerun (1,567 r,
10,07 mMomnp) B 40 M1 MeTaHONIA M CMECh NEPEMEIINBAIOT NP KOMHATHOH TemmnepaType B TeueHue 20 MUH U
oOpabateiBaroT Oopruapuaom Hatpus (0,950 r; 25,1 MMoib) B Buie 0HOH nopimu. CMech MepeMEIInBaOT PU
KOMHaTHOW Temneparype. Uepes 15 1 nobasmstor Boay (10 mi1) ¥ METaHON yAAIAIOT OTTOHKOM Ha POTOPHOM
ucnaputene. K nanHoit cycnensuun no6asisor Boxy (25 min) u auxiopmerad (50 mit), clou paslensioT U BOJ-
HBIN CIIOH 3KCTparupyroT quxiaopmeradoM (50 mi). O0beIMHEHHBIE OPTaHMYECKHIE CJION MPOMBIBAIOT HACKIIICH-
HBIM pacTBOpoM coia (3x), cymar Hag MgSO, 1 KOHIEHTPUPYIOT, TOTyYas yKa3aHHOE B 3ar0JIOBKE COCTUHE-
HHE.

[Mpumep 650A. N-tper-Byrokcukapoonui-N-(2-(3-xmopheHun )3T )-3-ruipoKCHOeH3MITaAMHH.

CwmemuBarot N-(2-(3-Xnopdenun)atui)-3-rugpokcuben3nnamut, quxiopmerad (40 mut), au-Tper-0yTui-
mukap6onat (1,556 r, 7,131 mmons) u TpudyTHnamuH (1,0 M1, 7,2 Mmmons). CiycTst 18 4 cMech BEUIMBAIOT B BOLY
(50 mu), criou pa3AessIFOT M BOJHBIN CIIOH SKCTPArkupyroT quxiopmeraHoM. OObeIMHCHHBIC OPTaHUYCCKHUE CIIOU
MPOMBIBAIOT BOMOH, cymatr Hag MgSO, u koHIeHTpupytoT. KOHIIGHTpaT XxpoMarorpadupyroT Ha CHUJIMKArelie
NPY 2ITIOUPOBaHUM 5% ITUIIAIETATOM B TeKCaHaX, MMoJly4asi yKa3aHHOE B 3arojOBKE COCMHEHHE.

IMpumep 651. N-tper-byrokcukapoornin-N-(2-(3-xa0phernn)aTui)-3-npornoKcuOeH3NIaMHH.

PactBop 50% runpokcuna Harpus B Bozge (0,8 mir) nobaBisirotT K pactBopy N-Tper-0yToKcHKkapOOoHHI-N-
(2-(3-xmopenun)atmn)-3-ruapokcuden3mwiamuna (46,7 mr, 0,129 mmons), H-npormmmoauna (0,17 r, 1,00
MMOJIB) U Opomuna terpadytminammonus (18 mr, 0,057 Mmmons) B Toxyore (1 mir). CMmeck mepeMennBaT Ipu
1200 06./MuH n HarpeBaroT mipu 50-54°C. Cmycrs 64,5 9 cMech BBUIMBAIOT B 5 MIJI BOABI, (Pa3bl pa3messoT U
BOJIHYIO (ha3y IBa)Ibl KCTPATHPYIOT AuxiopMeTraHoM. Oprarmdeckne (a3pl 0OBEIUHSIIOT U MPOMBIBAIOT Ha-
CBIIIICHHBIM PAacTBOPOM OWMKapOOHATa HATPHS U 3aT€M HACBHIIIEHHBIM pacTBOpoM coii, cymart (MgSO,4) u koH-
LEHTPUPYIOT [0 MoydeHus: octarka. OcTtaTok XxpomarorpadupyroT Ha CHIIMKAresie, nojaydas yKa3aHHOE B 3aro-
noBke coequHenne: MC (ES +): m/e (M+1) 404, TCX (20% EtOAc B rekcanax, Ry 0,54).

Ipumep 652. N-(2-(3-XmopdeHun )3T )-3-npornokCuOCH3WIaMUH.

H
"\/@\ e
Ci

MertancynspoHoByt0 kuciaoTy (70 M) mobaBisror K pacTBopy N-TpeT-OyTokcmkapOoHmn-N-(2-(3-
XJIOp(HEHMIT)ITII)-3-TIPOTIOKCHOSH3MIIAMIHA B TUXJIOpPMETaHe (4 MJI) M CMECh IEepPEeMEIINBAOT B TEUEHHE 3 U
npu KoMHaTHOH Temmepatype. obasmsaroT 10% Boxusiil Nay,CO, (2 Mir), cI0u pa3femnsioT U OpraHudecKuil cion
KOHLICHTPUPYIOT B TOKE a30Ta 0 MOIy4eHHs octaTtka. OCTaTOK pacTBOPSIOT B 4 Mi1 5% yKCyCHOW KHCIOTHI B
METaHOJIe ¥ IPOITyCKaroT uepe3 KoJaoHKy SCX | r npu smonpoBannu 1M aMMuakoMm B MeTaHOJIE, ITOTydas yKa-
3aHHOE B 3aronoBke coequHenue: MC (ES+): m/e (M+1). BOXXX (10-90% cmech Boja/aieTOHUTPUIT HA MIPOTS-
skenuu 7,5 muH, Tr=4,490 mun).

Crnenyromue coeIMHeHNs OIyYaloT [0 aHAJIOTHYHON MEeTOAuKe puMepoB 651 u 652:

H
cl N\/©\ R,
O i
Ne Ry LaHHEE
654 3TUN Cnoco6 1: XXMC Rf 4,223 MumH npm 254/220 HMm;
M/e 298,9 (M+1)
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655 Oy T Cnioco®6 1: XXMC Rf 4,715 muu npu 254/220 HM;
m/e 317,9 (M+1)

656 TeKCu Cnoco6 1: XXMC Rf 5,137 Mumu npu 254/220 HM;
m/e 345,9 (M+1)

658 LI Crioco® 1: XXMC Rf 4,373 MmH npu 254/220 HM;

m/e 301, 9(M+1)
660 | mupuouH-2- | CriocoB 1: XXMC Rf 3,547 muu npm 254/220 HM;

JIME TUII m/e 352,9 (M+1)

661 | mupuomuH-3- | Crnocot 1: XXMC Rf 3,487 mMuu npm 254/220 Hm;
WVJIME TIII m/e 352,9 (M+1) . :

662 | mupuouu-4- | Cnoco® 1: XXMC Rf 3,455 MmH npm 254/220 Hwm;
MJIME TUJT m/e 352,9 (M+1) ]

[pumep 665. N-(2-(5-Mertoxkcu- 1 -3tun-1 H-uamon-3-mn)atin)-N-3Tui-3-peHHIT0KCHO eH3MITaM I H.
N

LD

Aneramsaerun (0,080 mir; 0,77 MMoib) 100aBISIFIOT K pacTBOpy N-(2-(5-merokcu-1H-unmon-3-mm)3tmn)-3-
(henmmoxcubeH3mIamMHa (cBoO0OIHOE OcHOBaHUe, 55,5 mr, 0,149 MMoie) B muximopmerane (1 mir) ¢ mocienyro-
MM 100aBICHNEM CyCIIEH3MH TpHareTokcuboprunpuaa Hatpus (64 mr; 0,30 mmons) B quxmnopmerane (1 mi).
ITocne 44 1 cmeck TacsaT nodaBnenuem meranona (0,5 MiT) M KOHIIEHTPUPYIOT B TOKE a30Ta [0 MOIYYESHUS OCTaT-
ka. OcTtaTtok pacTBOpsAIOT B 4 M1 5% yKCYCHOW KHCIIOTHI B METaHOJIE M YaCTHYHO OYMIIIAIOT IPOITyCKAHUEM Ye-
pe3 koioHKy SCX 1 r mpu amronpoBannu 1M aMMuakoM B MeTaHoJe, oyrydast octaTok. OcTaTok XpoMaTorpa-
¢dupyror npenapatuHoii BOXKX (kononka C-18, ckopocts noroka 20 mii/muH, 5-90% cMmech Bojia/alle TOHUTPHUI
Ha MPOTSHKEHUHM 12 MHH) ¢ NOJydeHHeM yKa3zaHHoro B 3arojioBke coexmHenus: MC (ES + ) : m/e (M+1);
BDXX: (10-90% cmech Bopa-aneToHUTpHII Ha TpoTspkeHnu 10 muH, Tr=5,25 Mun).

Crienyronye COeUHEHMsI MOIyYaroT 10 aHAJIOTUYHOW METOJIMKe rpumepa 665:

aw@wwlﬂ

Ne Ry HaHHue
666 | MeTun |Crnoco6 XX 2: Rf 5,12 mmuu mpm 254/220 uMm; m/e 351,9
(M+1)
667 aTrun | Cnoco® XX 2: Rf 5,25 vuH npm 254/220 uM; m/e 365,9
(M+1)
MeO
RZ
OO
J
N .
H
Ne R4 HaHHEEe

668 atun | Crnocod XX 2: Rf 4,98 mmH npm 254/220 HM; m/e
401,09 (M+1)

[pumep 670. 3-IIponokcnbeH3aIbIeT .

B 2-6yranone (100 mm) cmemmBarotr 3-ruapokcubensansaerun (7,50 r; 61,4 MMomb), H-TIPOIMINOIU
(17,3 1; 102 mmonp) u kapOonat kanus (16,90 r; 122 MMOIB) U KHIIATAT ¢ 00OpaTHBIM XOJIOAMIBHUKOM. CIrycTs
17 4 cMecH JaroT BO3MOXKHOCT OXJIAZUTHCS 10 KOMHATHOHM TeMIepaTyphl, paCTBOP ACKAaHTUPYIOT M KOHIICHTPH-
PYIOT Ha poTOpHOM Hcmapurene. OCTaTOK paclpeiessIFoT MEKIY TUAITWIOBBIM 3dupom (150 mur) u Bogoi (150
MJI), CJIOW Pa3leliiOT U BOIHBII CIIOW 3KCTParupyroT Au3THIOBEIM 3dupoM (2 x 100 mir). OpraHuueckue ciou
o0beauHsIOT U ipombiBatoT Bofor, 1N NaOH u 3atem Bojo#, cymar Hax MgSO4 ¥ KOHUEHTPUPYIOT A0 TOY-
yeHus octaTka. OCTaToK NMEperoHsIoT, NoTydasl yKa3aHHOE B 3aroJIOBKe coeanHeHue: T.kurl. 122-125°C (15 mm);
TCX (10% Et,0O/rekcansr; Rs 0,35).

pumep 671. 3-(3,3,3-TpudTopIporiokcr )0eH3aIbACT U],

Cwumecs Tomyoncynshormmxinopuna (7,43 r; 39,0 mmons) u mupununa (50 mi) oxmaxnaiot go 0°C, mobas-
nstoT 3,3,3-Tpudropnponanon (2,23 t; 19,5 mmons) u cmechk BeigepskuBatoT mpu 3°C. Cryctst 48 4 peakImoH-
HYIO CMECh BBUIMBAIOT B 350 MII JIEASTHOM BOABI M SKCTPArHPYIOT AUATIIOBEIM 3¢pupom (3 x 125 mir). Oprannde-
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ckue crmon oOsenuHsAIOT U npombiBatoT SN HCL, Bomoii, HaCHIIIIEHHBIM pacTBOpOM OWKapOOHATa HATPUSA W Ha-
CBIIIEHHBIM PAacTBOpPOM coiid, cymar Hax MgSO4 U KOHUEHTPUPYIOT, Honyyast 3,3,3-TpuTOpIponuiITo3uiar.
CoennHeHHE UCTIONB3YIOT Ha CIEAYIOMmEeH cTaauy 6€3 OUNCTKH.

B IM® (80 mu) cmemmBator 3,3,3-tpudropnponmiarosmwiar (4,057 r; 15,12 mmoinb), 3-ruapokcu-
oenzanpaerun (1,85 r; 15,12 mmons) u K,CO; (4,15 1; 30,0 Mmmouts) 1 cmech HarpeBarot 10 100°C. Coycts 18 u
CMECh OXJIAXK/IAIOT JO KOMHATHOW TeMIeparypbl, pa30aBisitoT Boxon (200 Mi1) ¥ SKCTParupyroT TUXJIOPMETAHOM
(2 x 200 mu1). Opranuyeckue SKCTPAKThl OOBEANHSIOT U IPOMBIBAIOT MOCeaA0oBaTeNibHO Bojow (100 mu), 0,1M
NaOH (2 x 100 mu), HaceimeHHbIM Oukap6onaTom Hatpus (100 mir) 1 HackleHHBIM pacTBopoM coiu (100 mir),
cymat (MgSO,) n koHueHTpHupytoT. Octarok xpomarorpadupyroT Ha cuiukarene (0-20% sTuanerar B rekca-
He), 1oJTy4asi YKa3aHHBIH B 3ar0JIOBKE ITPOIYKT.

pumep 672. 3-(2-DTopaTOKCH )OCH3ATBACTHI.

B 2-6yranome (100 wmum) cmemmBator 1-O6pom-2-propstan (4,575 1; 36,0 MMomp), 3-THAPOKCH-
6enzanpaerun (4,103 r; 33,60 mmons) u K,CO5 (7,05 13 51,0 MMOJTB) M KHIISITAT C OOpAaTHBIM XOJIOAMIEHUKOM.
Coyctst 18 4 peakIMOHHYIO CMECh OXJIAKAAIOT A0 TEeMIIEPaTypbl OKPY>KAIOIIEH Cpenbl, KOHLIEHTPUPYIOT U pac-
npenensioT Mexay 100 mi Boxsr u 100 M auxstopmerana. Ciiou pa3faesnsioT U BOTHBIN CIIOH SKCTParupyoT TH-
xjopMeTaHoM (2 x 75 mi) . Opranudeckue ciou OOBEAUHSIIOT U MPOMBIBAIOT MOCIIE0BATEILHO HACKHIIIEHHBIM
pactBopoMm conu (2 x 150 mi), IM NaOH (2 x 100 M), NaHCO; (naceienssiif, 100 Mi1) 1 HaCBILIIEHHBIM pac-
tBOpoM coutr (150 mi), cymat (MgSQO,), KOHIICHTPUPYIOT U XpoMaTorpapupyroT Ha cuiukaresne (0-25% nuatu-
JI0BOTO 3(hMpa B reKcaHax), Mojlydasl yKazaHHOE B 3aroJI0BKE COEMHEHHE.

[Mpumep 673. N-(2-(5-Prop- 1 H-unnon-3-ni)atuin)-3-npornokcnoeH3mIaMuH.

F
N

H
N\/@\o/\/
H

B meranone (2 mi) cmemmBaroT 3-nponokcuben3anpaerua (29,6 mr; 0,18 mmons) u S-dTopTpuntamMuH
(14,2 mr; 0,080 mmons). Jlo6aBisroT pactBop 6opruapuna HaTpus B guraume (1 mu 0,5 pactBopa; 0,50 MMOJIB)
U cMech nepememnBaroT. Uepes 63 1 cMech KOHIEHTPUPYIOT IPU KOMHATHOW TeMIiepaType B Toke a3ota. Ocra-
TOK PacTBOPSIIOT B METAHOJIE U PacTBOp N00aBisiIOT B KoyIoHKy SCX 1 T, npeiBapuTeIbHO NPOMBITYIO 5% yK-
CYyCHOHM KHUCTIOTOH B MeTaHoJje. [IpoaykT anonpytoT u3 kojgoHku SCX 1M aMMuakoM B METaHOJIE, MOJTydas yKa-
3aHHOE B 3arojioBke coequnenue: MC (ES+): m/e (M+1); BOXKX 10-90% pactBop BOjJa/alieTOHUTPUII Ha TIPO-
Tspkeruu 10 muH, Tr=4,08 muH.

Ob6mume criocobs! XKX:

Croco6 1: (BOXKX Shimadzu Class VP u )KX Micromass Platform c cucremoii )KX HP1100) 10-90 3a 7,5
muH. PactBoputens A: Boma-0,1% tpudropykcycHoit kucnotsl, pactBopurens B: aneronntpun-0,1% tpudTo-
pykcycHoit kucnotsl. Konmonka: C18 Metachem, moHOXpOM, 3 MKM, 2,5 X 25.

Crnoco6 2: (BOXX Shimadzu Class VP u )KX Micromass Platform ¢ cucremoii KX HP1100) 10 - 90 3a 10
muH. PactBoputens A: Boaa-0,1% tpudropykcycHoi kuciotsl, pactBopurens B: aneronntpuin-0,1% tpudTo-
pykcycHo#t kucnotel. Kononka: C18 Metachem, monoxpom, 3 MkM, 2,5 x 25.

Crioco6 3: (BOXX Waters Millennium u KX Micromass Platform ¢ cucremoii 2KX HP1100) 10 - 100 3a
10 mun. PactBoputens A: Boma-0,1% tpudropyKkcycHON KHCIOTHI, pacTBopuTes B: areronutpui-0,1% tpud-
TopykcycHo# kuciotel. Konmonka: YMC, 5 MM, 2,5 x 25.

Crioco6 4: (Shimadzu QP8000) 10 - 90 3a 4,5 mun. PactBoputens A: Bona-0,1% tpudropykcycHoii ku-
cioThl, pactBopurens B: aneronutpui-0,1% tpudropykcycroii kuciorsl. Kononka: C18 Metachem, moHo-
XpoM, 3 MUKpoOHa, 2,5 x 25.

Crnenyromue COeIMHEHHS MOMYYaroT [0 METOAMNKE mpuMepa 673:

zmnﬁy@

l

Ne z! HaHHEEe

675 2-pTop Cnoco6 XX 3: Rf 4,18 mmu npm 254/220 HM; M/e
322,0 (M+1)

676 3-pTop Cnoco6 XX 3: Rf 4,23 muH npm 254/220 uM; m/e
322,0 (M+1)

677 4-xJ0p Crioco6 XX 3: Rf 4,48 muu npm 254/220 HM; m/e
337,9 (M+1)
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678 | 4-rumpoxcu | Cnoco® XX 3: Rf 3,62 mmH npm 254/220 HM; m/e
320,0 (M+1)
679 | 2-meroxcu |Cnocot XX 3: Rf 4,30 mmu npm 254/220 HM; m/e
334,0 (M+1)
680 | 4-6pomM-3- |Cnocod XX 3: Rf 4,50 mmH npu 254/220 HM; m/e
MEeTOKCH 411,9 (M+1)
681 4-prop - |[CnocoB XX 3: Rf 4,22 muu npu 254/220 uM; m/e
322,0 (M+1)
682 2-xXJ0pP Cnoco6 XX 3: Rf 4,36 muH npu 254/220 HM; m/e
338,0 (M+1)
683 4-Bpom Cnoco® XX 3: Rf 4,55 mmu npm 254/220 HM; m/e
383,91 (M+1)
684 4-MeTwnnn Cnoco® XX 3: Rf 4,42 muu npm 254/220 uM; m/e
318,0 (M+1)
685 3-MeTokcu | Cnocot XX 3: Rf 4,19 mmu npu 254/220 HM; m/e
334,0 (M+1)
686 4-meTokcr | Cnoco6 XX 3: Rf 4,15 mmH npu 254/220 uMm; m/e
334,0 (M+1)
687 2-3TOKCHU Crioco6 XX 3: Rf 4,55 MuH npm 254/220 HM; m/e
348,0 (M+1)
688 4-370KCHU Cnoco® XX 3: Rf 4,43 mumu npu 254/220 BHM; m/e
348,0 (M+1)
689 4-penoxkcu | CrniocoB XX 3: Rf 5,00 mmH npm 254/220 HM; m/e
396,0 (M+1)
690 4- Criocod XX 3: Rf 3,46 muH npm 254/220 HM; m/e
cynsbonammn | 383,0 (M+1)
691 | 3,4-muxnop | Crnioco® XX 3: Rf 4,74 mmd npm 254/220 HM; m/e
372,0 (M+1)
692 | 2,5-guxnop |Cnoco® XX 3: Rf 4,74 mud npu 254/220 uM; m/e
372,0 (M+1)
693 | 2,6-muxyop | Cnoco® XX 3: Rf 4,51 mud npm 254/220 HM; m/e
372,0 (M+1)
694 2,5- Crioco® XX 3: Rf 4,31 MmH npm 254/220 HM; m/e
OVMETOKCHU 364,0 (M+1)
695 2,3- Crioco® XX 3: Rf 4,24 mud npu 254/220 HM; m/e
OMMEeTOKCHU 364,0 (M+1)
696 3,5- Crioco® XX 3: Rf 4,26 mmH npu 254/220 HM; m/e
nomMeToxkcu | 364,0 (M+1)
697 | 3-arokcu-4- | Cnoco® XX 3: Rf 4,14 mmH npu 254/220 HM; m/e
METOKCH 378,0 (M+1)
Crienyromye CoeTuHEHMs nonzyqafoT 110 METOAMKE TpuMepa 673
N
o
|
N
N zZ' IaHHBIE
698 | 5-meTun |Crnioco® XX 4: Rf 2,852 mmu npm 254/220 HM; m/e
357 (M+1)
699 5-xnop Cnoco6 XX 4: Rf 2,893 MmH npm 254/220 HM; m/e
377 (M+1)

o~
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JaHHEIE

Ne z’
70 2-dTop Cnoco®6 XX 3: Rf 3,90 MuH nmpm 254/220 HM; m/e
288,0 (M+1) .
701 3-pTop Crioco6 XX 3: Rf 3,95 mun npu 254/220 HM; m/e
. 288,0 (M+1)
702 4-prTop Crioco6 XX 3: Rf 3,96 muH npu 254/220 HM; m/e
288,0 (M+1)
703 2-xnop Crnioco® XX 3: Rf 4,23 mmu npm 254/220 HM; m/e
303,9 (M+1)
704 4-xJ0p CriocoB XX 3: Rf 4,12 Mun npm 254/220 HM; m/e
303,9 (M+1)
705 4-Bpom Cnocot XX 3: Rf 4,33 mun npu 254/220 HM; m/e
347,9 (M+1)
706 4 -meTum Cnoco6 XX 3: Rf 4,17 mmuu npu 254/220 HM; m/e
284,0 (M+1)
707 4-rumpokcu | Cnoco® XX 3: Rf 3,26 MuH npm 254/220 uM; m/e
286,0 (M+1)
708 2-meTokcu | Criocot XX 3: Rf 4,03 muu npm 254/220 HM; m/e
300,0 (M+1)
709 3-merokcu | Crnioco® XX 3: Rf 3,91 muu npm 254/220 uM; m/e
300,0 (M+1)
710 4-merokcu | Crioco6 XX 3: Rf 3,91 muu npm 254/220 uM; m/e
. 300,0 (M+1)
711 3-3TOKCH Crioco® XX 3: Rf 4,31 Mux npm 254/220 HM; m/e
314,0 (M+1)
712 4-3TOKCH Cnoco® XX 3: Rf 4,14 muu npmu 254/220 HM; m/e
314,0 (M+1)
713 4-peHokcu | Croco6 XX 3: Rf 4,77 mmH npm 254/220 HM; m/e
362,0 (M+1)
714 4- Cnoco® XX 3: Rf 3,06 mMuH npm 254/220 HM; m/e
cynbpoHammn | 349,0 (M+1)
715 3,4-mguxnop | Cnocot XX 3: Rf 4,52 Muu npu 254/220 HM; m/e
337,9 (M+1)
716 | 2,5-ouxyop | Criocot XX 3: Rf 4,51 mun npm 254/220 HM; m/e
337,9 (M+1)
717 2, 6-guxnop | Cnoco6 XX 3: Rf 4,28 muu npm 254/220 HM; m/e
337,9 (M+1)
718 3,4- Crioco6 XX 3: Rf 3,59 muu npm 254/220 HM; m/e
mmMmeTokem | 330,0 (M+1)
719 2,5- Crioco®6 XX 3: Rf 4,04 muH npm 254/220 HM; m/e
OVMETOKCHU 330,0 (M+1)
720 2,3- Cnoco® XX 3: REf 3,96 mud npm 254/220 uMm; m/e
omMeToxkey | 330,0 (M+1)
721 3,5- Cnoco6 XX 3: Rf 3,99 mmu npmu 254/220 uM; m/e
ouMeToxkcu | 330,0 (M+1)
722 3-6pom—-4- |Cnoco6 XX 3: Rf 4,22 muu npum 254/220 um; m/e
MEeTOKCHU 379,9 (M+1)
723 | 4-3TOoKCK~3~ | CnocoB XX 3: Rf 3,88 muH npu 254/220 HM; m/e
MeTOKCU 344,0 (M+1)
724 | 3-3Tokcu-4- | Cnoco® XX 3: Rf 3,84 mmH npm 254/220 uM; m/e
METOKCHU 344,0 (M+1)

Crnenyromue cCoeIMHEHNS OTYYaroT 0 METOANKe ipuMepa 673
: ﬁ\/©\ ' CH
R(/N\V/ O/”\V/ 3
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Ne Ry IaHHEIE
725 | nmupnaonH-2-mia | Cnoco® XX 3: Rf 2,38 mmH npu 254/220 HM;
m/e 271,0 (M+1)
726 | nupmauH-3-un | Crnoco® XX 3: Rf 2,25 Muu npm 254/220 HM;
m/e 271,0 (M+1)
727 | nupuouH-4-un | Cnoco® XX 3: Rf 2,21 muu npm 254/220 HM;
m/e 271,0 (M+1)
729 7-meTtun-1H- | Cnoco6 XX 3: Rf 4,19 Muu npm 254/220 HM;
MHIOOJI-3 -1 m/e 323,0 (M+1)
730 | 6-MeTokcu-1H- | Cnoco6 XX 3: Rf 3,90 mmu npm 254/220 HM;
MHOO— 3 -1 m/e 339,0 (M+1)
731 TodeH~-3-un Crioco6 XX 3: Rf 3,70 mmu npm 254/220 HM;
m/e 275,9 (M+1)
732 S5-MeTun-1H- Cnoco® XX 4: Rf 2,680 muH npu 254/220 HM;
MHOOJI-3-1n m/e 323 (M+1)
733 S-xyop-1H- Crnioco® XX 4: Rf 4,019 mmu npu 254/220 uMm;
MHIOON-3-1na m/e 344 (M+1)

Crnenyromue COeINHEHNS MOTYYaroT [0 METOAMUKE MmpuMepa 673:

z
/ i o
N
Ne A4 Ry IaHHEIE

734 5-MeTmn 2-pTopaTHUn Crioco6 XX 4: Rf 2,381 mmH npu
254/220 uMm; m/e 327 (M+1)

735 5-¢Top 2-dpropaTn Crioco6 XX 4: Rf 2,300 MmH npn
254/220 uM; m/e 331 (M+1)

736 5-MmeTun 2,2-onbTopaTun | Cnoco6 XX 4: Rf 2,520 MuH npu
254/220 uMm; m/e 345 (M+1)

737 5-dpTop 2,2-gudpropatun | Crnoco® XX 4: Rf 2,445 muH npu
254/220 uMm; m/e 349 (M+1)

738 S5-xJop 2,2-oudpropatun | Crnocot XX 4: Rf 2,598 mmuH npu
254/220 uM; m/e 365 (M+1)

739 5-dTop 4,4,4- Cnoco®6 XX 4: Rf 3,017 mmH npu
TpUGTOPOY T 254/220 uM; m/e 395 (M+1)
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740 5-drop 2,2,2- Cnoco®6 XX 4: Rf 2,787 MuH npu
TPUYTOPI TUN 254/220 uM; m/e 367 (M+1)
741 | 5-MeTOKCHU 2,2,2- Crioco® XX 4: Rf 2,681 MuH npwu
TPUOTOPD TIII 254/220 uM; m/e 379 (M+1)
742 5-xnop 4,4,4- Cnoco® XX 4: Rf 3,151 MmH npu
TpudTOPOY T 254/220 uM; m/e 411 (M+1)
743 5-dpTop 3-dTopnponmn Cnioco6 XX 4: Rf 2,475 MuH npu
254/220 um; m/e 345 (M+1)
744 | 5-mMeTOKCHU 3,3,3- Cnoco6 XX 4: Rf 2,889 Muu npu
TPpUPTOPNPOIINII 254/220 HM; m/e 393 (M+1)
745 5-xnop 3-¢Topnponmn Cnoco® XX 4: Rf 2,628 muH npu
254/220 uM; m/e 361 (M+1)
746 5-9Top 2,2,3,3- Criocot XX 4: Rf 2,680 MuH npu
Terpadroprnpormi | 254/220 HM; m/e 399 (M+1)
747 S5-MmeTun 2,2,3,3- Croco6 XX 4: Rf 2,756 MmuH npwu
TerpadTopnponuin | 254/220 uM; m/e 397 (M+1)
748 5-xsop 2,2,3,3- Croco6 XX 4: Rf 2,820 MmH npu
Terpadropnponun | 254/220 uM; m/e 417 (M+1)
750 S5—-dTop 2,2,3,3,3- Crnioco6 XX 4: Rf 2,833 MuH npu
neHrapropnponun | 254/220 HM; m/e 417 (M+1)
751 5-MeTun 2,2,3,3,3- Crioco® XX 4: Rf 2,908 MmH npu
neHTadropnponui | 254/220 HM; m/e 415 (M+1)
752 5-xJ0p 2,2,3,3,3- Crnoco6 XX 4: Rf 2,784 MuH npu
neHTadropnpommi | 254/220 HM; m/e 433 (M+l)
754 5-MerTun 3-¢ropnponmn Cnoco6 XX 4: Rf 2,457 MmH npu
254/220 uMm; m/e 341 (M+1)
755 S5-MeTOKCHU 4,4,4- Crioco® XX 4: Rf 2,931 MuMH npu
TPUPTOPOY TIII 254/220 uM; m/e 406 (M+1)
756 | 5-mMeTokcu 2,2,3,3- Crioco® XX 4: Rf 2,795 MmuH npwu
Terpadpropnpormia | 254/220 HM; m/e 411 (M+1)
757 5-xJyop 2-dropsTa Cnoco® XX 4: Rf 2,477 mmuH npu
254/220 uM; m/e 347 (M+1) B
Crienyroliye CoOeTMHEHH OIy4aroT 0 METOIMKe mpumepa 673:
Z
N N
Ne z’ Ry JaHHEIe
758 3- 2,2,3,3- Crioco® XX 4: Rf 2,650 mmH
rpudTopmernn | rerpadbropnponmn | npu 254/220 uMm; m/e 410
(M+1)
759 3- 4,4,4- Crioco® XX 4: Rf 2,761 MmH
TpudTOPME T TpudpTOPOY TUI npu 254/220 uM; m/e 406
(M+1)

[Mpumep 760. 3-TpudropmerokcrupeHEeTHIaAMUH.

CwmemmBarotr murpomeran (1,8 v, 30 mmons), stanon (4 mor) m 10N NaOH (0,1 mm). JoGammstor 3-
tpudropmeTokcudenzanpaeruy (5,0 T, 28,6 MMons) u cMech nepememmBaroT. Yepes 20 4 cMech BBUIMBAIOT B
STHIIAIETAT, IPOMBIBAIOT BOJOH, cymaT Hag Na,SO4, GUIBTPYIOT M KOHIEHTPHUPYIOT, IMoIydas octatok. Ocra-
TOK XpoMaTorpa(upyroT Ha CHIHKAreie ¢ moydeHneM 2-HUTpo-1-(3-tpudropstokcudennn)stanonra: MC (M-
1) 250; 'H-SIMP (CDCl3) 7,45 (1H, T, J=8,4 T'n), 7,36-7,30 (2 H, m), 7,24-7,20 (1H, m), 5,51 (1H, ar, J=8,8 u 4,0

Im), 4,62-4,51 (2H, m).

B auxsopmerane (50 mi) cMemuBarT 2-HUTPO-1-(3-pudropatokcudernn)stanon (6,1 r, 24,2 MMOIb) u
MeTaHCyIbGoHmIXIIOpU (2,02 MIT) U OXJIAXKIAIOT Ha JIeAsHOMN OaHe. JI00aBIIsAIOT MO KaIwisiM TpuATHIaMuH (7,28
MJI), nojjepxkuBas Temmneparypy okosio 0°C. Uepe3 2 4 cMech BBUIMBAIOT B OTHJIALIETAT, POMBIBAIOT BOIOH,
cymat Na,SO,, GUIBTPYIOT U 3aTEM KOHLEHTPUPYIOT A0 octaTka. OcTaToK XpoMmarorpagupyroT Ha CUIIMKarese,
nosyuas 3-(2-HuTpoBuHmN)- 1 -TpudTopsToKcHbenzon: MC (MH") 234; 'H-SIMP (CDCly) 7,97 (1H, n, J=13.6

Tu), 7,57 (1H, 1, J=13,6 T'w), 7,53-7,48 (2H, m), 7,40-7,35 (2H, m).

CwmemmBarot 3-(2-HuTpoBUHNN)- 1 -TpHdTOopaToKCcHOeH301 (3,0 T, 12,88 MMOIB), MeTaron (50 M) U KOH-
nerTpuposannyro HCI (5 mir) m cMeck THOPUPYIOT TIPH TEMITEpaType OKpyx)aromei cpeasl u 50 GpyHT/KB. TroiM
(340 xITa) B mpucyrctBuu PtO, (0,6 r). Criycts 5 4 karanm3atop oTQHUIBTPOBEIBAIOT, (priibTpar pa3zdoaBisioT 1N
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HCI (50 M) m mpomeiBaroT sTHnaneratoM. BogHyro a3y otaensroT, HelitpammsyoT 2N NaOH (100 mur), skcT-
parupyioT 3¢upom, cymat Na,SO4, GUIBTPYIOT U 3aT€M KOHLEHTPUPYIOT, OJy4asi yKa3aHHOE B 3ar0JI0BKe CO-
eIMHEHHE, KOTOPOEe MOYKHO HCIIONBb30BaTh 03 AOMOMHATENbHOM ounctkn. MC (MH+) 206; "H-SIMP (CDCl5)
7,32 (1H, T, J=7,6 'n), 7,18-7,06 (3H, m), 2,98 (2H, T, J=7,2 I'n), 2,77 (2H, T, J=7,2 T'n).

[Mpumep 761. N-(2-(3-Tpudropmeroxcudenun)atmn)-3- (2,2,2-rpuTopITHI)0EH3UIAMHUH.

B oranone (30 wmn) cmemmBaioT TpudTOpMeToKcupeHetmiamuH (400 wr, 1,95 wmmois), 3-(2-
tpudTopsTOKCcH)6en3anbaerua (596 mr, 2,92 MMonb) 1 MoleKynspHble cuta 4 A (4,0 T) M KUIATAT ¢ 0OpaTHBIM
XOJOIMITBFHUKOM. Uepes 4,5 9 )KUAKOCTh AeKaHTHPYIOT u odpadaTsiBatoT NaBH, (221 mr, 5,85 mMons). Uepes |
9 CMeCh ymapuBawT U pacnpenessioT Mexay SN NaOH u muxmopmeraHoM. OpraHHYECKWid CIIOW OTHEISIOT,
cymar Hag Na,SOy,, GUIBTPYIOT M KOHLEHTPUPYIOT 0 MOJyYeHHs OcTaTka. Xpomarorpadus ocratka BOXKX
JaeT ykazaHHoOe B 3arojoBke coenuHeHne. HCl conb yka3aHHOTO B 3arojIoBKE COEIMHEHHMS MIPEACTABISIET COO0M
6emoe TBepaoe BemecTso: MC (MH') 394; '"H-IMP (IMCO-d¢) 9,48 (2H, mmp.c), 7,48 (1H, 1, J=7,6 I'm), 7,40
(1H, 1, J=8,0 T'n), 7,34 (1H, c), 7,32-7,21 (4H, m), 7,11 (1H, nn, J=8,4 u 2,8 I'n), 4,79 (2H, kB8, J=8,8 '), 4,15
(2H, ¢), 3,22-3,12 (2H, m), 3,11-3,04 (2H, m).

[Mpumep 762. N-(2-(3-Tpudropmeroxcudenun)atun)-3-(2,2,3,3-rerpadTopnpornn)0eH3nIaMuH.

FF

o
I

VYka3aHHOE B 3aroJIOBKE COEJUHEHHE MOIy4aroT 1o crocody mpumepa 761. HCI conp ykazaHHoro B 3aro-
JIOBKE COEIMHEHMs TPEJICTaBIseT coboii Genoe TBeproe Bemecto: MC (MH") 426; 'H-SIMP (JIMCO-dg) 9,42
(2H, mmp.c), 7,48 (1H, T, J=7,6 T'm), 7,40 (1H, 1, J=7,6 I'n), 7,32-7,26 (3H, m), 7,20 (1H, x, J=7,2 I'n), 7,11 (1H,
o, J=8,4mn 2,8 I'm), 6,70 (1H, 171, J=52 5,2 I'y), 4,62 (2H, T, J=13,6 I'ny), 4,15 (2H, ¢), 3,22-3,12 (2H, m), 3,10-
3,02 (2H, M).

Ipumep 763. N-(2-(4,7-Audrop-1H-unm0m-3-mm)atun)-3-(2,2,2-tprudTOpITOKCH )OS H3HIAMHUH.

F
O
) N O/\l-F
F f-{ F

CwmemmBator 2-(4,7-audrop-1H-unnon-3-nn)arunamus (483 mr, 2,46 MMouib) u 3tanoin (45 mi) U cMech
nepemermnuBaioT. Yepes 10 Mmun cmech oOpabathiBatoT 3-(2,2,2-TpudropsTokcu)oen3anpaeruaom (502 mr, 2,46
MMOJIb) U 0e3BoJHBIM cyibdaTom Hatpus (3,5 r) u mepememBaroT B atMocdepe BoAOpoJia U HarpeBatoT MpH
70°C. CrycTst 2 9 peakIMOHHYIO CMECh OXJIaXJIAIOT, (PUIBTPYIOT HAa BaKyyMHOM (QUIBTPE JUIS YAAICHHS CYJb-
(bara HaTpus u oOpabateiBatoT OopruapuaoM Hatpus (279 mr, 7,38 MMOIIb) B KpyriioloHHOH Kojbe Ha 500 mu,
CcHa0XCHHOW MarHUTHOHM MeIIaikod. PacTBOp OCTaBISIOT IS MEpEeMEIIMBAHIS B TeUeHHE 2 4 MPH KOMHATHOU
TEMIIEpaType ¥ 3aTeM OCTOPOXKHO 00pabaThIBAIOT TPeMs KaIUISIMU JIEISTHOW YKCYCHOW KHCIOTBHI JUIS TalleHUs
M30BITOYHOTO THIpHAA. PacTBOpHUTEND YAAISIOT B BAKyyMe M HEOUHIIIEHHOE BEIIECTBO CHOBA PACTBOPSIOT B Me-
tanosie. Ounctka Ha kooHke SCX 10 r TmareapHONW MPOMBIBKOM METaHOJIOM, dtonpoBanrie 2N aMMHaKoM B
METaHOJIC U KOHIIGHTPHPOBAaHHUE B BaKyyMe JIA0T YKa3aHHOE B 3ar0JIOBKE COCIMHEHHE B BUJE Maclla COJIOMEH-
HOTO 1IBeTa. [ HApOXIOPHUIHYIO COJIb MONyYaroT pacTBOpeHneM cBobomHoro ocHoBanus (800 mr, 2,08 MMois) B
mertaHoue (15 mir) 1 06paboTKOM pacTBopa pacTBopoM xyopuiaa ammonus (111 mr, 2,08 mMonb) B metanone (5
mut). O6paboTka cMecH yIbTpa3ByKoM B TedeHue 10 MUH mepej; KOHIEHTPUPOBaHHEM B BaKyyme Haer Oenoe
TBEpZOe BelecTBO. JlaHHOE BEIECTBO MEPEKPUCTAJUIM30BBIBAIOT M3 ATHIIALETATa, MOJy4as MHIPOXJIOPHIHYIO
COJIb YKa3aHHOTO B 3arojioBke coenuHenus: T.mi. 208,5-210,0°C; 'H-SIMP (400 MTI't;, AMCO-dg) 11,79 (ummp.c,
1H), 9,21 (mwup.c, 2H), 7,39 (1, 1H, J=7,8 I'n), 7,32 (a, 1H, J=2,0 I'n), 7,30 (c, 1H), 7,18 (a, 1H, J=8,0 I'n), 7,11
(mm, 1H, J=2,6, 8,2 I'n), 6,85-6,91 (m, 1H), 6,67-6,73 (m, 1H), 4,77 (xB, 2H, J=8,8 I'n), 4,16 (c, 4H), 3,12-3,16
(M, 4H); MC (APCI): m/e 385,1 (M+1); CHN (mnsa C,9H;;FsN,O-HCI) Boruncneno: C 54,23, H 4,31, N 6,66;
Haigeno: C 54,20, H 4,30, N 6,66.

[pumep 764. N-(2-(4,5,6,7-Terpadtop- 1 H-urmon-3-wmm)stin)-3- (2,2,2-tpu TopaTOKCH ) OCH3MIIaMHH.
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ITo cmocoby, ananormyHO mpumMepy 763, ¢ ucnonp3oBanuem 2-(4,5,6,7-trerpadrop-1H-mHnon-3-m)sTrmn-
amuHa (484 mr, 2,08 MMonb), ataHona (45 mi), 3-(2,2,2-tpudTopatoxcu)oernsanpaeruaa (425 mr, 2,08 MMoIIB),
6e3BosiHOrO cynbdara Hatpus (3,5 r), boprugpuna Hatpus (236 mr, 6,24 MMOJIb) TIOJTy4arOT CBOOOAHOE OCHOBA-
HHE YKa3aHHOI'O B 3ar0JIOBKE COEAMHEHUs B BHJE TBEPAOTO BEILIECTBA COIOMEHHOTO IBeTa. Ilepexpucrammsa-
IMell U3 METHICHXJIOPH/IA TOy4ai0T YKa3aHHOE B 3ar0NOBKe coepuHenue: T.mi 107,2-108,2°C. "H-SIMP (400
MTI'u, AMCO-de) 11,92 (mmp.c, 1H), 7,32 (c, 2H), 6,95-6,99 (M, 2H), 6,87 (an, 1H, J=2,4, 8,0 I'r) 4,68 (kB, 2H,
J=8,8 '), 3,70 (c, 2H), 2,88 (t, 2H, J=7,2 I'n) 2,75 (1, 2H, J=7,2 T'n). MC (ES+): m/e 421,1 (M+1). CHN (ans
Cy9H;5F;N,0-1HCI-0,20H,0) Brruncneno: C 53,83, H 3,66, N 6,61; naiineno: C 53,75, H 3,33, N 6.

[Tpumep 765. 5-TpudTopMeTUNTPUNITAMHUH.

B 2 n kpyrmonoHHoit xoibe B armocgepe asora cMemmBaroT 4-tpudropmerwianmwivnH (32,2 r, 199,8
MMOJb) B auxiopmerad (600 mi) u oxiaxkmaror g0 -70°C. JIo0aBIsSIOT TPET-OYTHITHIIOXIOPHT (3AIMUIIECH OT
cBera) (22,8 r, 210 mmous) B auxiopmerane (150 mir) n cMech epeMeInBaioT B TedeHne 45 MUH IIpH TemIiepa-
Type TpuOIM3uTeNbHO 0T -65 mo -70°C. Uepe3 35 MuH H00aBIAIOT PacTBOpP MUMETHIIALIETAsl METHIITHOAIIE-
tanpaeruaa (30 r, 220,2 mmonp) B nuxiopmerade (150 mu). Yepes 45 mun npu -70°C 1o6aBIsSIOT pacTBOp TPH-
stmnamuHa (31,2 M, 22,78 1, 225,1 MmMons) B muxiopmerade (80 mur). PeakmmoHHYIO0 cMeCh OXJIaXAaloT 10
KOMHATHOW TeMIiepaTypsl. [[poMbIBarOT BO/IOH 1 yIIapHUBalOT I0CyXa, MOIydas 72 T Macia.

Macmo pactBopsioT B Toiyose (600 mi) u gobasnsioT TpudTiamMuH (60 mir). PactBop xumarsart ¢ obGpar-
HBIM XOJOIWIBHUKOM. CrycTst 24 4 pacTBOpUTENb BBIIIAPHUBAIOT M OCTAaTOK CyIIAT B BaKyyMe, Iojy4ast 7 T oc-
tatka. CMEUMBaIOT 0CTaToOK, NUATHIOBBIN 3dup (600 M) u 2N HCI (500 mit) u cMmech nepemMeninBaioT 24 4 npu
KOMHATHOU TeMmueparype. BogHblil €10l OTAENAI0T U OPraHUYECKUI CIIOM IIPOMBIBAIOT IIOCIIEN0BATENIBHO BOAOU
n HackimieHHbIM NaHCOs, cymat Hag MgSO,, QUIBTPYIOT M yIapuBaroT 10 TMOJYyYEHHUs] OCTaTKa. XpoMmarorpa-
(ust Ha cuITMKarele MpH IIIOMPOBAHUN CMECHIO IUKIIOreKcaH-THiIanerart (8/2, 06./00.), o0benuHeHne Gppaximi,
COJIEprKaIlNX 0XKUAaeMOe COEANHEHNE, 1 BhIlTapuBaHue JarT 33,8 T 2-metuntro-S-tpudropmerui- 1 H-unnomna.

CwmemmBarT BIaxHeld HUKeNb Penes (330 r), 2-mermntuo-S-tpudtopmermn- 1 H-urmon (33,8 1, 146,2
MMOJIB) 1 abcomroTHEI 3¢up (850 M) 1 cMech nepememuBaroT. Yepes 1,5 9 cmech QUIBTPYIOT Yepe3 LENUuT U
HENUT TMPOMBIBAIOT dTaHonoM (500 mir). OuibTpar ynapuBaroT Aocyxa, HobOaBisror Tomyon (20 mir) m cMmech
yIapuBaloOT U CyIIAT, Mojy4as S-rpudTopMeTiinHa0N: T.1.=55-60°C.

5-Tpudropmermmuumosn (24 r, 130 MMOJIB) pacTBOPSIIOT B 0€3BOAHOM AMATHIOBOM 3dupe (288 M) u ox-
naxnaarot 10 10°C u mo xarmisiM Ha npoTsokeHuu 10 MuH 100aBISIFOT okcamuixiaopua (12 M) (3k30TepMudecKast
peakusi) ¥ CMeCh MepeMEeNIMBaOT P KOMHATHOW TeMmreparype B TedeHue 4 4. J00aBIsSIOT AOTOJIHUTEILHOE
KOJIMYECTBO OKCATMIIXJIOpUAa (3 MIT) ¥ CMECh IIEPEMEIINBAIOT HA MPOTSHKEHHH HOYM NPU KOMHATHOW TemIiepa-
Type C HOJIyYeHHEM TBEPJOTO BElIeCTBa. TBepIoe BEIIECTBO BBIJEISIOT, IPOMBIBAIOT OE3BOAHBIM JHITHIOBBIM
a¢upom (20 M) u cymat, nomyyas 2-(5-(tpudropmeruin)- 1 H-unmoin-3-mi)-2-0KcoaneTHIXIOPHUI.

CwmemmBarot 2-(5-(tpudropmern)-1H-unnomn-3-mn)-2-okcoanermixiaopua 1 1IN NH,OH (700 mi) u cyc-
NIEH3MI0 HWHTEHCHBHO ImepememmBaioT. Yepes 3 u cobuparor 2-(5-(tpudropmerun)-1H-unnon-3-un)-2-
OKCOaLeTaMH L.

Ho6asmsror LiAlH, (37,95 1, 1,00 monp) k TT'® (650 M) mpu oxnaxkneHnn Ha nensiHor OaHe. [Ipuroras-
nuBatoT pactBop AICI; (50 T, 375 mmodb) B TT'® (600 mut) u no karuisim 1o0aBisiioT kK pactBopy LiAlH, Ha npo-
TsoxeHnu 45 muH npu 5-10°C. IMogmepxxuBas temneparypy npubmmsutensHo 5°C, mobaBnsioT pactBop 2-(5-
(tpudropmerun)-1 H-unmon-3-mn) -2-okcoarneramuzaa (21,4 r, 83,5 mmonp) 8 TT'® (600 mit) 1 cMeCh IepeMertn-
BAIOT Ha NPOTSDKEHUH HOYM NPU HarpeBaHMWU JI0 TEMIIEPaTyphbl OKpyxatoued cpeapl. CMech OXJIaxIaroT Jies-
HOW Bojor 1 oOpadareiBaoT 30% NaOH (100 mu), moanepxuBas TEMIIEPATypy, IO MEHBINEH Mepe, HUKE YeM
npubnusutensHo 30°C. Ilocne nmepemeninBanus B TedeHHe NMPpHOIM3UTENbHO 30 MUH cMech (DUIBTPYIOT, TIPO-
mbiBatoT TI'® (2 1) n dpuieTpar ynapusarot, mosrydas ykaszaHHoe B 3arojoBke coeanHenue. Conp HCI momyya-
10T PaCTBOPEHHEM YKa3aHHOTO B 3arojIOBKE COEAMHEHUS B AMATIIOBOM 3dupe u nodasienueM pactsopa HCI B
JVSTHIIOBOM 3¢upe (1o Kucioit peakiun). TBepaoe BemecTBO OTQHUIBTPOBBIBAIOT, IPOMBIBAIOT JHITHIOBBIM
3¢HpOM U cymaT Npu MOHWKEHHOM JaBJICHHUH, MOIydas THAPOXJIOPHUIHYIO COJb YKa3aHHOTO B 3arOJIOBKE CO-
€INHCHUSL.

VYka3aHHOE B 3arOJIOBKE COEIMHEHHE MOXKHO JOTIOJHUTENILHO OYHUCTUTH SKCTPAKLUEH STHIIAETaTOM THI-
POXJIOPUAHON CONMM B OCHOBHOM cpejie, BoicymuBanueM Hax MgSOy, punbTpoBaHueM u yrapuBaHUEM JOCYXa C
HOCIEeNYIOIM 00pa30BaHUEM THAPOXIOPUIHON CONM B TUITUIOBOM dpHpe.

[Tpumep 766. 3-IIponokcubeH3anbaeTus.

CwmenmBaror 3-ruapokcuden3anpaerus (790 r), K,CO; (1627 r) u IM® (8 ). JobasnsioTr 1-uoamnponan
(1000 r), cmech HarpesatoT 10 105°C u nepemenuBaroT B TeueHue 4 4. CMech OXJIaXJal0T NPUOIH3UTEIBHO 10
50°C u poGasisitor Boay (15 1), oxylakaeHHe MPOAOIDKAIOT MPHOIN3UTENBHO 10 KOMHATHOW TEeMIepaTypbl U
no6asistror Tomyout (10 ). Opranudeckuil c10il OTIENSIOT U BOJHYIO a3y 3KCTparupyor toiyosiom (2 x 10 i),
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opraanveckne (pazpl 00venuHAIOT U npomeBaloT 1IN NaOH (2 x 5,8 m), oObequHEHHBIE OpraHUYECKUEe CIIOU
KOHIIGHTPUPYIOT B BaKyyMe, IIOJTydasi yKa3aHHOE B 3aTOJIOBKE COEINHEHHE.

Ipumep 777. N-(2-(5-Merokcu- 1 H-uHmo1-3-11)3THIT)-3-IPONOKCHOCH3 MIIAMHKH.

CwmemmBarot 3-nponokcubensanpaerus (14,05 r, 0,0856 monp) u S-metokcurpuntamus (13,64 1, 0,0717
MoJib) B 390 Mt abcomotHoro EtOH. Jlo6aBnsitoT MonekyisipHble cuta (19,2 T) u CycneH3uro KUMsTsT ¢ oopar-
HBIM XOJIOMMILHUKOM. CIyCTsI 4 4 CMECh OXJIAXKIAIOT 0 KOMHATHOM TeMIepaTypbl U TPEMs MOPLHUSIMH 100aB-
nsitor NaBHy (37,32 1, 0,2146 monp). CMmech mepeMemmBaOT B TeyeHHe | 4 Mpu KOMHATHOW TeMIieparype,
¢unpTpyIOT, PUIBTPAT YHapHBaloT 10 Macchl npubnmnTensHo 100 T, nobaBisioT Bogy U auxiopMmerad. [locie
pasznenenus a3z BoxHyl0 a3y HNPOMBIBAIOT IUXJIOPMETAHOM, OPraHMYECKHE CIIOM OOBEIMHSIOT, CyIIaT Hajl
MgSO,, punbTpyroT, pacTBOPUTEIH BHIIAPHUBAIOT B BaKyyMe, OJIy4asi yKa3aHHOE B 3ar0JIOBKE COEANHEHHE.

CMemmBaT yKa3aHHOE B 3arOJIOBKE COSAWHEHHE M M30mporaHol (250 MiI) M K cMecH MEIJICHHO T00aB-
nstoT pactBop HCI B EtOH (33 mi, 2,5 1). CMech KATATAT ¢ 0OpaTHBIM XOJMOIMIEHUKOM U TIEPEMEIINBAIOT B
teuerne 30 MuH. CMech OXJIQXK/IAIOT 10 KOMHATHOM TEMIIepaTypbl U MePEeMEIINBAIOT B TeueHue 2 4 ¢ 00pa3oBa-
HHEM TBEPJOTO BEIIecTBa. TBepJoe BEMIECTBO OT(HMIBTPOBBIBAIOT, IPOMBIBAIOT W30IPOINAHOIOM H CyIIaT, IMo-
Jy4asti THIPOXJIOPUIHYIO COJIb YKa3aHHOTO B 3aT0JIOBKE COSTNHEHHS.

Ipumep 778. 2,2,3,3,3-IleHTad TOPIPOITUIITO3HIAT.

CwmemmuBator 2,2,3,3,3-nenradropnponan-1-omn (9,7 mi) u nupunud. CMech OXJIQXKAAIOT 70 TEMIIEPATYPbI
Mexay 0°C u 10°C, 100aBIsIOT HOPHUSAMHU H-TOIYONICYIbGOHMIXIOPU (6,2 T) U MEePEMEIINBAIOT IPU HArpeBa-
HHEM JI0 KOMHaTHOW TemriepaTypsl. [locie nepemernmBanus B TeueHne 3 4 MpU KOMHATHOW TeMIlepaType peak-
IIMOHHYIO CMECh BBUIMBAIOT B JIEASHYIO BOJY W IEepeMelnBaioT B TeueHne 30 MUH ¢ 00pa3oBaHHEM TBEPIOTO
BelecTBa. TBep/oe BemeCTBO OT(GMILTPOBBIBAIOT, IPOMBIBAIOT BOOI M CYyIIAT, IOJy4as yKa3aHHOE B 3aroJIoB-
Ke COCIMHEHUE.

pumep 779. 3,3,3-Tpudropnponmiaro3nnar.

CwmemmBarot 3,3,3-TpudTopnpomnan-1-omx (61,8 M) u mupumud (224 mir). CMech 0XITaXIal0T 1O TeMIepa-
Typsl Mexay 0°C u 10°C u no6aBnsioT mopusmMu n-toiryoncynbhormixiopun (147 ). CMecu naroT BO3MOXK-
HOCTB HarpeThes J0 TEMIIepaTyphl OKPY’KaIOMIeH Cpebl U MepPeMEIInBalOT Ha MPOoTshkeHnd Houu. K cmecn mo-
6asmstror 0,5N HCI (1,6 1), 3KCTparupyroT 3TUIIALIETATOM, OPraHUYECKHE CIIOU 00BEIUHSIOT, cymiat Hag MgSOy,
(UIBTPYIOT M YNApHBAIOT, OJIy4asi yKa3aHHOE B 3ar0JIOBKE COEJANHEHUE.

ITpumep 780. 6-DdTopTpUNITAMUH.

422 mut IeASTHOM YKCYCHOM KHCIIOTHI J00aBISIOT 1Mo KarmiiM kK 40% BoaHoMy nuMerwiamuny (408 mi) Ha
npotsbkeHnH 40 MHH, ToAJep)KuBas Temieparypy Hwke npuommsurensHo 15°C. Cvech oxnaxkpator o 0°C.
[ocne nepememmBanus B Teuenne 20 mun npu 0°C memieHHo nobasinstor 37% BoaHblil Gopmanbaerng (289
ML, 1,3 9KB.) Ha IPOTSHKEHUH MPHOIH3UTENEHO 15 MUH. YeTHIpbMs MOPIUSMH Ha TPOTSHKCHUH TTPUOIH3UTEIHHO
15 mun nobasmsrot 6-propurmon (400 r, 2,96 monb, 1 3kB.). Uepes 30 MUH peakKIMOHHYIO CMECh Pa3/IeisIIOT Ha
nBe moprun. Oy mopiwro B koimmdectse 1149 r (75% oOmieit Maccel) MeIUIeHHO, Ha MPOTshkeHu: 30 MUH 10-
6asnsioT k 3 1 10% NaOH u cmech nepemernmBaioT nmpu KOMHaTHOH Temmieparype. Crycts 18 u obpa3oasiiee-
CSl TBEPAOE BEUIECTBO OTAEIAIOT, IPOMBIBAIOT TpH pa3a 200 MiI BOABI, CyIIaT OTCACBIBAHHEM, TOTy4as HEOUH-
mieHHbId 3-(N,N-1umeTriIaMuHOMEeTHII)-6-(pTOPHHIOIL.

Hpyryto nopuuto peakioHHoi cmecu (383 r, 25% o0miei Maccsl) paszbasisitor BoaasiM NaOH 1o moctu-
xerus pH 12-13 ¢ momydenuem TBepjoro BemiectBa. Yepe3 30 MuH TBEpaOE BEIIECTBO OT(HUIHTPOBHIBAOT,
NPOMBIBAIOT BOZOH, cymar npu 50°C Ha mnporsokeHun Houw, mnoiy4das 3-(N,N-aumernnamuHOMeETHI)-6-
¢drTopuHION.

Cwmenmparor KCN (50,8 1, 0,78 moinb), 3-(N,N-qumermnamunomeTwn )-6-dgropunamon (100 r, 0,52 moins),
JAM® (400 mun) 1 Bogy (200 mur). CMech KHIATST C 0OpAaTHBIM XOJIOAMIBHUKOM.

Brinenenne raza HaunHaercs npubamsurensHo npu 70°C. KumsraeHne ¢ 0OpaTHBIM XOJNOAWIHHAKOM TIPO-
JOJDKAIOT B TedeHHe 4 4. PeakImoHHY0 CMeCh OXJIaXKIAar0T 10 KOMHATHOW TeMIIEpaTyphl, pa30aBisIOT BOIOW H
TOITyOJIOM U TlepeMemuBaioT B Teuerne 10 muH. OpraHudeckuii ol JeKaHTUPYIOT U IIPOMBIBAIOT ITOCIIEA0BA-
TEJILHO HACHIIIEHHBIM BOJIHBIM OWKapOOHATOM HATpus W 2M BOIHOM XJOPHUCTO-BOMOPOAHON KmcioToi. Opra-
HUYECKUH CJI0i KOHLIEHTPUPYIOT A0CyXa, mojy4as 2-(6-¢prop-1H-uHn051-3-1in)aneToHuTpuiI.

CwmemmBarot 2-(6-prop-1H-urmon-3-mn)anerorutpua (165 r, 0,925 mons) u TI'D (1,32 x1). Mennenno
nobarisitor 1M pactBop BH; (2,042 1, 1,832 xr, 0,131 mMosp) B TT'® Ha npoTskeHnd npudIu3uTeabHo 40 MUH.
Korna nob6asieHue 3aBepuiaercs, CMECh KUISTAT ¢ OOpAaTHBIM XOJIOAWIIBHUKOM Ha rpoTshkenuu 1 4. [locie 1 u
KUIISIYEHUS! ¢ OOpaTHBIM XOJIOJMJIBHUKOM CMECh OXJIQXXJAl0T JO KOMHAaTHOW TEMITEpaTypbl M PEaKLIHOHHYIO
CMECh Ha NPOTSDKEHUH NPUOIM3NUTENBHO 25 MHH J00aBISIOT K XOPOIIO repememnBaeMomy 15% BogHoMy pac-
tBOopy NaOH (1,9 1, 9,5 monb). [Tocie noGaBnenns: cMech MeJUIEHHO U nocTenenHo HarpesatoT 10 50°C. Crycers
1 g marpeBatoT 0 60°C. Uepes 30 MUH KATIATAT ¢ OOPATHBIM XOJOIIFHIKOM B TedeHne 1 4. CMech 0XIaKAatoT
JI0 KOMHATHOM TeMIIepaTyphl U MEPEMELLMBAIOT HAa MPOTSKEHUHU HOUM, JEKAHTUPYIOT LIEIIOYHON BOIHBIN CIIOM U
3aMeHsIoT ero Boaoil. CMeck HarpesatoT npu 30°C u gamennu 200 mMOap, uTo0sl otorHate TT'® mo Tex mop,
moka He Oyzaer ynaneHo 2,5 xr auctwiurata. CMech IKCTparupyroT AuxsiopmeTanoM. K o0beIMHEHHBIM OpraHu-
YECKHM CJIOSIM Ha IPOTHKEHUN 25 MUH MeJIeHHO 100aBistoT cMmechk 37% Bognoro HCI (143 r) u Boxer (220 1)
CMeCh TepEeMEIUBAIOT, MMOJy4ast TBepaoe BemiecTBo. Cryctst 1 4 TBepioe BelIeCTBO OTPHUIBTPOBBIBAIOT, IPO-
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MBIBAIOT AUXJIOPMETAHOM M CYIIAT HA MPOTSHKEHUH HOYHU C TOJYYCHHEM THAPOXIOPUIAHON COJIM YKA3aHHOTO B
3aroJIOBKE COCANHEHHUS.

O0benussoT ruapoxiaopun 6-gproprpunramuna (100 r, 0,437 moss), 2 mac./mac. % NaOH (2,5 kr) u au-
xnopmetas (1,5 m) u cMeck nepememmuBaroT. Yepes 15 MUH OpraHW4ecKdil CIIOH IEeKaHTHPYIOT, BOJHBIN CIIOH
OKCTPAarupyroT AUXJIOPMETaHOM, OPIraHUYCCKHUEC CJIOH 06’beIlI/IH5HOT U KOHOCHTPUPYIOT OO0 IMOJYUCHUA OCTaTKa.
OcCTaToK CMEIIUBAIOT C W30IMPOIAHOIOM U CMECh YIIapUBAIOT B BaKyyMe, IoJly4yas yKa3aHHOE B 3arojiOBKe CO-
€/INHEHUE.

[Mpumep 782. N-(2-(6-Drop-1H-unnon-3-nm)atun)-3-(2,2,3,3-rerpad roprnponokcu)0eH3uIaMuH.

F ‘I:l E
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CwmenmBarot uzonpomnanoi (500 r), 2,2,3,3-rerpadroprnponmndensanbaeru (116,8 r) u 6-hTopTpunramuH
(1,15 skB.). CMech KUISTAT C 0OpPaTHBIM XOJIOAWILHUKOM Ha NPOTSHKEHUH Npubnn3uTensho 1,5 4. [locne xurs-
YeHHsI C 00paTHBIM XOJIOAWILHUKOM 30 MUH CMeCh IIEPEroHsIOT U Ha npoTsbkeHnd 30 muH codupatot 380 T auc-
TwusATa. Peakmonnyro cMechk oxmaxaatot 10 50°C u godasnstor NaBH, (19,71 r) ogHoit noprwmeit. [locne 1 a
HarpeBaHus npu 50°C Ha IPOTsHKCHUU 15 MUH MEIICHHO TOOABNISIOT BOIY M 00pa30BaBIIEMYCsl paCTBOPY JAOT
BO3MOJKHOCTh OXJIAJUTHCS 0 KOMHATHOW TEMIIepaTypbl Ha NPOTSHKEHWH HOYM. [Ipy MOHMKXEHHOM IaBICHUH
OTTOHSIOT M30IIPOIIAHOI C MTOJYYEHHEM OCTaTKa, KOTOPBIM SKCTParupyroT AUXJIOPMETaHOM, OPTaHUIECKHE CIIOH
o0wpenuHAIOT U obpadatriBatoT 1N BomaeiM HCI (650 mir), momydas TBepmoe BemiecTBO. ['yCTyr0 CyCIEH3UIO
nepemMemuBaioT B TedeHue 2 4 npu 20-25°C. Tepaoe BemecTBO OT(GUIBTPOBLIBAIOT, TPOMBIBAIOT JUXJIOPMETA-
HoM u cymatT npu 50°C B BakyyMe Ha NPOTSDKEHUH HOYH, TI0JTydasl yKa3aHHOE B 3ar0JIOBKE COCIHHEHHE.

Ipumep 783A. 3-(2,2,2-TpudropsToKcH)0eH3aIbACTH .

CwmenmBaror 3-rumpoxcudensanpaerun (134,3 r), kapoonar kamus (304,0 1), 2,2,2-TpudTOpaTHI-II-
toiyosacyiasdonar (293, 6 r) u qumermindopmamun (2 11). Cmecs Harpesatot 10 90°C. Crycerst 15 4 cmech oxua-
JKAAI0T 10 KOMHAaTHOM TeMIIepaTyphbl, BBUIMBAIOT Ha JIEASHYIO BOLY M KCTParupyroT auxyiopmeraHoMm. OpraHu-
YECKHUE CIION 00BEIUHSIOT, TPOMBIBAIOT |N MHIPOKCHIOM HaTpus M 3aTeM Bojod. Opranuyeckyio a3y cymar
HaJl cyJib(ar Maraus, GUIbTPYIOT U KOHIIEHTPHPYIOT 110 00pa3zoBaHus ocratka. OCTaTOK pacTBOPSIOT B TOIYOJIe
(200 mi). PactBOop xpomatorpadupyroT Ha CHIIMKArelse, 3JIIOUPYs TOCIeI0BAaTEIbHO TOJIYOJIOM M 3aTe€M 3THII-
aleraToM, ¢ rojydeHueM ocraTka. OCTaToK IEepPEeroHsIOT MPH MOHWKXEHHOM JaBJICHUH C MCIIOJIb30BAaHHEM KOJI-
op1 KistitzeHa, cHaO)KeHHON KOJOHKOW Burpa, monydas ykazaHHOE B 3aroJIOBKE cOeIWHEHHe: T. Kuir.84-85°C
npu 0,8 mm Hg. [ToBTOpHOM 1eperoHKoi HEKOTOPHIX (Ppakmuii ¢ Mcrob30BaHueM ko0l KisiiseHa, cHaOXeH-
HOW KOJIOHKOW Burpn, u 3aTeM aamabatndeckoil KOMOHKH ¢ HAacaIKOH w3 KoJier Pammira moiay4arT ykazaHHOE B
3arojioBKe coequHenue: 1. kum. 74-76°C npu 0,9-1,0 mm Hg.

IIpumep 783B. 3-(2,2,3,3-TeTpadTOpIportoKcH )0eH3aIbACTH .

CwmemmmBaror 3-(2,2,3,3-terpadTopnponokcu)rosmnar (200 r, 0,664 monp), 3-ruapokcubeH3aIbAerua
(101,7 r, 0,833 moub), aumermindopmamuy (1,5 1) 1 nopoikoodpasHelii kapoonat kanus (192 r) u cmech Ha-
rpeBaroT NpH nepeMernnBanuy npu 92°C B TeueHue NpuOIM3UTENBHO 22 4. PeakIIMOHHYI0 CMECh OXJIKAAIOT 10
40°C, BBUIMBAIOT Ha JIEJSHYIO BOY U 3KCTparupyror stuwianeraroM. Opranndeckue (azbl 00beAUHSIOT, TIPOMBI-
BatoT 1N rugpoxcumom Hatpus (1 1 u 0,5 1) ¥ 3aTeM HaChIEHHBIM PacTBOPOM THIpOKapOOHaTa HAaTpHs, CyIIaT
HaJl Cynb(haToM MarHus, QUIBTPYIOT, YIIAPHUBAIOT JOCYXa C IOJ[y4YEeHHEM MaCISIHUCTOTO OcTaTka. MacisTHUCTBIHA
OCTaTOK MEPEroHsIOT IPH MOHIKEHHOM JaBJIeHHH B konoe Kisiizena, momyvast nepByio Gppakiyio yKa3aHHOTO B
3aronoBke coenuHeHus ¢ T.kui.108-110°C mpu 0,4-0,5 mm Hg u Bropyro ¢pakmuto ¢ T.xum. 110-111°C mpu 0,4-
0,5 mm Hg.

Ipumep 784. 3-(2,2,3,3-TerpadToprponokcu)0eH3a b aeT U,

CwmenmBaror 3-(2,2,3,3-trerpadropuponokcu)rosmnar (5,72 r, 17,2 Mmoinb), 3-rHAPOKCHOCH3AIbICTHT
(2,44 1, 20,0 mmoip), mumetrindopmamu (36 MiT) 1 TOPOIIKOOOpa3HbIi kKapooHnar kams (3,03 1) 1 cMech Ha-
rpesatoT pu 110°C B Teuenne 10 u. Cmecs oxnaxaarot 10 20°C. IIpomyckaroT uepes caoi oKkcuaa alTlOMUHHS-
90 (57,2 r, 7-230 mem, copt II-11I, Brockmann: Merck # 1,01097) u snroupyroT Tosxyosom (120 mu). Diroupo-
BaHHYI0 opraHuveckyo a3y npomsiBator 1N HCl (36 M) u 3aTeM Bozoil. YnapuBaHue OpraHHYeCcKOro Clos
IPY TIOHM)KEHHOM JIaBJICHUH JaeT yKa3aHHOE B 3ar0JIOBKE COEIMHEHHE.

IMpumep 785. 3-(5-Xnop-1H-unno-3-1i1)-2-0KCOANETHIXIOPHUI.

CwmemmBarot S-xiopuson (20 r, 0,13 mons) u nulyTrnossii adup (230 M), oxnaxnator 10 5°C u k cMe-
CH MeJUIeHHO 100aBIsioT okcammxiopug (20,08 r, 0,16 Moib) Ha IPOTSHKEHUH 15 MUH, TOAIep KUBast TEMITepa-
Typy Mexnay 5°C u 10°C. Cmeck HarpeBaroT 10 KOMHATHOH TeMIIEpaTyphl U IEPEMEIINBAIOT B Te4eHue 1 9 ¢
obpazoBanueM TBepaoro BemecTBa. CMech oxnaxaaroT 10 S°C u nmepeMemuBaioT B TedeHue 15 MuH, TBepaoe
BEIIECTBO OT(HIBTPOBBIBAIOT, IPOMBIBAIOT JUOYTHWIIOBEIM 3(UPOM M CyIIaT B BaKyyMe, IOIy4as yKa3aHHOE B
3aroJIOBKE COEANHEHUE.

[Ipumep 786. 2-(5-Xnop- 1 H-ungomn-3-mi)-2-okcoaneraMmu.
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CwmemmBarot 2-(5-xmop-1H-uan0m-3-ni)-2-okcoanermiximopun (28,9 r, 0,12 mons) u 1N pactsop NH,OH
(720 mi1) ¢ monmyuenuem cycnensun. Crycts 18 u cycneH3uto QUIBTPYIOT, IPOMBIBAIOT BOAOI U CyllaT B Ba-
KyyMe, IIoJIy4asi yKa3aHHOE B 3aT0JIOBKE COeJUHEHHE.

ITpumep 787. 5-XmopTpunTaMuH.

Cycnensuto LiAlH, (40,97 1) B TT'® (700 M) oxnaxkaaror no S°C. Ha mpoTspkenun npubausutensHo 30
MUH, TOJJICpPKUBas Temreparypy npudiusutensHo mexay 5°C u 10°C, pacteop AlCI; (53,9 r, 0,40 moinb) mo-
oapisitor kK TI'® (645 mi). [Mognepkusas Temneparypy mexay 5°C u 7,5°C, nobasmstot (2-(5-xmop-1H-unmom-
3-mn)-2-okcoaneramuy (20 r, 0,09 mons) B TT'® (900 mu1). Korma nobasneHne 3aBepiiaroT, PEaKIIHOHHYIO CMECh
HarpeBaroT 10 KOMHATHOH Temrieparypsl. CMech NMEpeMENINBalOT Ha MPOTSHKEHUM HOYHM, 3aTE€M OXJIAXKIAIOT JI0
7°C n mennenHo nob6asisitor 50% pactop NaOH (342 1, 4,28 moins). [locine nmepemenmiBanys B TeUCHHE MPHU-
ommsuTensHO 1 9 mobaBistror 6e3BoaubIi Na,SO4 (30 1) U cycneH3uo GUIBTPYIOT HA IETUTHOM ciioe. OuibT-
par BBIIAPHUBAIOT [O0CyXa ¢ moirydeHneM macia. CmemmBaroT Maciio u Et,O (500 mi) u qo6aBIisitoT pacTBOp
Et,0/4,5N HCI (15 mu) npu KOMHAaTHOM TemIiepaType ¢ oOpa3oBaHueM TBepaoro BeiectBa. CycneH3uIo nepe-
MEMIMBAIOT MPH KOMHATHOM Temriepatrype B TedeHue 1 4, punstpyror u nmpomsBatoT 50 mi Et,O, cymar B Ba-
kyyme pu 50°C, morydasi THAPOXJIOPU YKa3aHHOTO B 3aTr0JIOBKE COCIMHEHHUS.

CwMmemBaroT ruapoxiaopus S-xaoprpunrtamusa (15 r, 0,06 mons), Boay (150 mur), IN NaOH (75 min) u au-
xyopmetaH (350 mur). CMech nepeMelInBaroT IpU KOMHATHOW TeMneparype B TeueHre 30 MUH U (a3bl pa3jiens-
10T. Bomayto a3y mpoMbIBarOT TUXJI0PMETaHOM, OpraHudeckue (ha3bl 00beqUHSIOT, cyinat Hax MgSO,, Guibt-
PYIOT U YIIapUBaIOT JI0CyXa B BaKyyMe, [OJIydasi yKa3aHHOE B 3ar0JIOBKE COEJANHEHUE.

IMpumep 789. N-(5-Xnop-1H-unnon-3-mn)stun-3-(2,2,3,3-rerpadropnponokcy ) 0eH3mIaMuH.
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B EtOH (340 mui1) cmemmmBarot S-xnoprpunramus (12,1 r, 0,0621 mons) u 3-(2,2,3,3-TerpadTopnpornokcn)
oenzanpaernn (17,6 r, 0,0621 mounb). J[00GaBnsroT MOJIEKYJIIPHbIE CHTa M CMECh KHUISTAT C OOpaTHBIM XOJIO-
JUJIBHUKOM M TIepeMeIBatoT B TeueHne 4 4. CMech OXJIaXJaloT 10 KOMHATHOM TeMIieparypsl U 100aBisioT 3
noprsima NaBHy (7 1, 0,1876 Monp). CMech nepeMEMBaOT B TeUCHUE | 4 MpH KOMHATHOW TeMmepaType.
TBepnoe BemecTBo OTGUIBTPOBBIBAIOT W (QMIBTPAT yNApUBAIOT N0 Macchl mpudbimmsurensHo 90 r, nobGaBisioT
BOJly U CMECh DKCTPArupyloT JuxiopMeraHoM. OObeIMHEHHbIE OpraHuyeckue ciion cymar Hag MgSOy, Gunbt-
PYIOT 1 paCTBOPHTEIb YAAIAIOT IPH OHIKEHHOM JIaBJICHNH, TIOJTy4asi yKa3aHHOE B 3ar0JIOBKE COEANHEHUE.

CMemmBaT yKa3aHHOE B 3aroyioBke coenuHenue (27,6 r) u momnponanon (300 mi). JJoOaBisroT pacTBop
IaBeJIeBOH KUCIOTHI (6 T) B m3ompornanoie (60 mi) ¢ moiaydeHneM cycreH3nu. CyCIneH3uio KUIATAT ¢ 00pat-
HBIM XOJIOJMJIBHUKOM M MEpEMEIINBAIOT B TeueHne 30 MUH U 3aTeM OXJIAKAAIOT 70 KOMHATHOM TeMIepaTyphl.
[lepemenuBaroT B Te4eHHEe | 4 IpU KOMHATHOH TeMIIepaType, TBEPAOE BELIECTBO OT(GMIBTPOBBIBAIOT, IIPOMBI-
BAIOT U30IIPOIIAHOJIOM U CyIIaT B BAKyyMe, IIOJTydast OKCalaT yKa3aHHOTO B 3ar0JIOBKE COEANHEHUS.

Ipumep 790. L-Taptpatnas coib N-(2-(5-xmop-1H-unmon-3-wn)atun)-3-(2,2,3,3-terpadToppornokcu)
OeH3uIaMMHa.

CMmemuBaT coib miaBeneBod KHcaoThl N-(2-(5-xmop-1H-unpon-3-mn)atun)-3-(2,2,3,3-rerpadropmnpo-
nokcu)oensmnamuna (700 mur) u guxaopmeran (700 mir) u k cmecu nobasisiror 1IN NaOH (150 mun), Boxy (450
i) 1 MeOH (190 mur). CMech nepeMeInuBaroT B Te4eHue | 9 mpu KOMHATHOH Temreparype. Cliou pa3nesior.
K BomHo# daze nobapmsatoT Boxy (200 M) B cMeCh SKCTPAarkpyrOT AUXIOPMETaHOM, OpPTaHUIECKHE CIION 00be-
IUHSIOT, cymaTt Hag MgSO,, QrIbTpyIOT U yIapuBarmT B Bakyyme, rmomydas 19,4 v N-(2-(5-xmnop-1H-uamon-3-
wn)atin)-3-(2,2,3,3-TerpadToprnponokcn )0eH3nIaMruHa.

CwmemmBaroT N-(2-(5-x10p-1H-unmon-3-un)atun)-3-(2,2,3,3-rerpadropnponokcn)oensmwiamun (19,4 1) u
n3onponanoi (125 mr) U cMech HarpeBaroT sl pacTBopeHus. Jlo6aBisroT pactBop L-BuHHOM KuciHoThI (7,02 T)
B m3omnpomanose (70 mi). JIo6aBIsrOT 3aTpaBOYHBIE KPUCTAILIBI U CMECh MIEPEMENINBAIOT C 00pa3oBaHUEM TBEP-
JIOTO BEIIECTBA.

Crycrst 2,5 4 TBeplioe BEIIECTBO OT(QHILTPOBBIBAIOT, MPOMBIBAIOT MU30MPONAHOJIOM U CYILIAaT B BaKyyMe
npu 45°C, noydas yka3aHHOE B 3ar0JIOBKE COSMHEHHE.

[To criocoOy mpumMepa 221 momyyaroT cienylonye COeANHEHNs, BbIJEJICHHbIE B BUJIE Majleara, 3a UCKIIIO-
YEeHHUEM OTMEUYCHHBIX CITy4aeB:

ZI
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z
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Iz
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791 6-6pom 2,2,3,3- | T.nn. 162-164°C. AHamm3 anst CasHy3BrF,NpOs:

reTpadTop | prumcneso: C, 50,10; H, 4,03; N, 4,87;
nponun HanpgeHo: C, 50,24; H, 4,02; N, 4,87

792 | 6-6poM 2,2,2- | p.nn. 168-171°C. AHamma ania Cp3HppBrFaN,Os:
TPuTOPIT | pyypcneno: C, 50,84; H, 4,08; N, 5,16;
nn HangpeHo: C, 51,02; H, 4,13; N, 5,21,

793 6~ 2,2,3,3- |eo.nn. 233-235°C, MC (ACPI): m/e 459,1
MeTaHCy | TerpadTop | (M+1), Anamms oma C;1Hy3ClFyN,03;S: BHUMCIEHO:
asdoHmn nponmna C, 50,96; H, 4,68; N, 5,66; HanipeHo: C,

50,87; H, 4,65; N, 5,64. (BuOoeneH B Bume
TUOpOXJI0pmuIa)

794 6~ 2,2,2- T.mu. 234-236°C. MC (ACPI): m/e 427,0
MeTaHCY | TPUPTOPST | (M+1). AHamm3 Ona CaoHz2ClF3N,03S: BEUMCIEHO:
JI6 QOHMIT nn C, 51,89; H, 4,79; N, 6,05; HaitgeHo: C,

51,84; H, 4,79; N, 6,10. (BmOoeneH B BuOe
TUOpOXJiopuaa)
795 6- 2,2,3,3- |r.nn. 213-215°C. MC (ACPI): m/e 521,0

GeHzonc | rerpadrop | (M+1l), AHamm3 Ois CpeHzsClFyN,03S: BEUMUCIIEHO:
ynsQoHu nponun c, 56,07; H, 4,52; N, 5,03; HangeHo: C,

Ji 55,81; H, 4,66; N, 4,96. (BuueneH B Buue
TUOpoXJopuna)

796 6- 2,2,2- T.nn. 231-233,5°C. MC (ACPI): m/e 489,0
MeTaHCy | TPUOTOP3T | (M+1), AHamM3 OaA CpsHayClF3N,03S: BHUMCIIEHO:
nsdonmn 128) c, 57,20; H, 4,61; N, 5,34; naiimeno: C,

56,98; H, 4,63; N, 5,21. (BuOeseH B Buue
TUOpoxsjiopmnna)

[Mpumep 799. 6-Merancynbponmi-1H-unnom.

6-Merancynbhonmnmunoi-1-om (5,0 r, 23,7 MMoIb) pacTBOpsIOT B TpraTHIQOChHUTE (35 MIT) M HAarpeBaroT
npu 160°C B Teuenne 5 4. PacTBop oxmakqaroT 10 TEMIepaTypbl OKpYXKaroIiei cpenbl U pa30aBisiioT JUITHIIO-
BbIM 3(hupoM. DPUpHBII pacTBOP MPOMBIBAIOT HACHIILIEHHBIM PACTBOPOM COJIM M BOJIOH C MOCIEAYIOIIEH CYIIKOH
(cynmbdar HaTpUs) M KOHIEHTPHPOBAHHEM 10 00pa3oBaHMs ocTarka. OCTaTOK KPHUCTAJUIM3YIOT M3 HAarpeToro
STHIIAIETaTa, TTOTydasl yKa3aHHOE B 3aTOJIOBKE COSAMHEHHE B BHJIE OECIBETHBIX KyOHKOB: T.IU1. 149-152°C. MC
(ACPI): m/e 196,0 (M+1). Anamuz g CoHgNO,S: Beruuciieno: C 55,37; H 4,65; N 7,17; naiineno: C 55,14; H
4,71; N 7,20.

IMpumep 800. 6-benzoncynbhonun-1H-numnos.

6-bpomunmon (6,0 T, 30,6 Mmmoib) pactBopsitoT B TI'® (100 mu) u pactBop oxiaxaatot a0 -10°C. Men-
nerHo no6asmsioT 60% NaH B munepansaHOM Macie (3,67 r). Uepes 9ac MeIUIEHHO TOOABIAIOT TPHH30MPOIIHII-
cumntpudropmeTancyabhonat (9,9 mii, 36,7 MMOJIB), YOHPAIOT OXJIAKIAAIOMNIYI0 OAHIO M CMECh MTEPEMEIIIMBAIOT
B TeueHue 24 4. M30b1Tounbiit NaH racsat apaom u TT'® yaansror B Bakyyme. OCTaBIIMICS OCTaTOK pa30aBJIsioT
BOJIOM M SKCTParupyroT TUXJIOPMETAaHOM. DKCTPAKThI 00BETUHSIIOT, IPOMBIBAIOT (HACKIIIEHHBIM PACTBOPOM CO-
M), cymar (cynbhaToM HaTPHsi) U KOHLEHTPUPYIOT 10 00pa3oBaHus octaTka. OCTATOK OYMIAIOT HAa CHIIMKAre-
Je ¢ ucnosp3oBanueM 60% pacTBopa reKcaHbl/INXIOpPMETaH, HOIydast XKeJIToe Macio.

PactBop 6-0pom-1-Tpunzonponuncuianui-1 H-uanona (5,5 r, 15,7 mmoins) B 100 M 6e3Boguoro TI'd ox-
naxnarot 1o -78°C B atMocdepe a3oTa u obpadatsBatotT 1,7M tper-OyTmiumtiem (20,5 mi, 34,5 MMoib), IoA-
nepxuBast TeMiepatypy mpu -78°C. Ilocie mobaBiieHUS MeIICHHO H00aBISIOT GeHmIcynbhormpTopus (2,1
M, 17,3 Mmonp) U cMech nepememnBaioT B Tederne 30 muH mnpu -78°C. CMech HarpeBaioT A0 TeMIEpaTypsl
OKpY’KaIOIIeH Cpelsl U MepeMennBaioT B TedeHne | 4. M30BITOuHBIN TpeT-OyTHILIHTHH TacsAT JIIOM U CMeCh
Pa30aBIAIOT BOAOH C MOCTEXYIOMIEH AKCTPAKIMEeH 3TUIIANETaTOM. DKCTPAKTHl OOBEIMHSIOT, IPOMBIBAIOT (Ha-
CBIIIEHHBIM PacTBOPOM COJIM), CylIaT (Cyab(paTroM HATpHsl) U KOHIIEHTPUPYIOT 10 oOpa3oBaHus ocrarka. Ocra-
TOK OYMINAIOT Ha CHJIMKarene ¢ McrosibzoBanueM 50% pacTBopa reKcaHbl/IMXJIOPMETaH, MoJiydas MPOAYKT B
BUjie OJIOro TBEPJIOTO BEIIECTBA.

Ob6pazoBasuieecs: 6enoe TBeproe BemiecTBo pactBopstoT B TT'® (50 mur) u pactBop obOpabatsiBaror 1M
¢ropunom Terpadbyrmnammonus (18,1 mi) u 1M Gopnoii kucnoroii (18,1 mi). [locie mepememBanus B Teye-
HHe 1,5 4 mpu TemmepaType OKpy»Karollel Cpeabl CMech pa30aBiAIOT BOJOH M AKCTPAarupyroT STHIIALETATOM.
OKCTPaKTHl OOBEIMHSIOT, IPOMBIBAIOT (HACHIIIEHHBIM PACTBOPOM COJIH), CyIIaT (Cynb(aToM HATPHs) U KOHIICH-
TPUPYIOT 10 00pa3zoBaHust octaTka. OCTaTOK OYMINAIOT HA CHIIMKAreliie ¢ Mcroib3oBaHueM 1% pacTBopa MeTa-
HOJI/ TUXJIOpPMETaH, 0JTydasi yKa3aHHOE B 3ar0JIOBKE COCAMHEHUE B BHJE O€JIOro TBEpPAOTro BemecTsa: T.1ul. 141-
144°C. MC (ACPI): m/e 258,0 (M+1), Aramu3 mist C4H;1NO,S: Berancneno: C 65,35; H 4,31; N 5,44; naiine-
no: C 64,99; H 4,31; N 5,39.

ITo cocoby mpumepa 440 TOTy9aroT CIEAYIONINE COSANHEHNS U BBIICISIIOT B BUAE THAPOXIIOPHU/IA, 3a UC-
KIIFOYCHUEM OTMCUCHHBIX CIIYyYacB:
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802 7-xm0p 2,2,3,3- ISMS 415 (M+1); 'H-AIMP (OMCO-de¢-HC1

rerpa¢ropnponun | cons) 11,3 (ump.c, 1H), 9,4 (ump.c,
2H), 7,6-7,5 (M, 1H), 7,45-7,3 (M,
3H), 7,25-6,95 (M, 4H), 6,9-6,5 (M,
1H), 4,7-4,5 (M, 2H), 4,2 (ump.c,
2H), 3,25 (ump.c, 4H)

803 | 6-meToxcu 2,2,3,3- H-AMP (CDCl;-cBoGOmHOE OCHOBaHMe)
reTrpabdropnponun | 7,99 (ump.c, 1H), 7,47-7,44 (xm,
1H), 7,23-7,19 (M, 1H), 6,94-6,92
(m, 1H), 6,89-6,88 (M, 1H), 6,83-
6,82 (M, 2H), 6,79-6,75 (M, 2H),
6,19-5,90 (M, 1H), 4,29-4,22 (M,
2H), 3,82 (¢, 3H), 3,78 (M, 2H),
2,95 (c, 4H), N-H He Habnonaau

ITo crocoby mpumepa 270 MOTydYarOT CIACIYIONIUES COCTMHEHUS, BBIICICHHBIC B BUC MajieaTa, 3a HCKIIIO-

YCHUECM OTMCUCHHbBIX cnyqaeB:
Z
R R
(]
; o
N
H

809 5_(4" @eHVI.ﬂ ISMS 437 (M+1),' C29H26FC1N20'0,2H202
dropdeHnm) Beuycneno: C, 73,08; H, 5,58; N, 5,88;
HangeHo: C, 72,99; H, 5,38; N, 5,83

Ipumep 811. N-(2-(5-Merokcu-1H-unmnon-3-wmwn)atun)-(3-(3,3,3-tpud ToprpornoKcH ) OCH3 I ) aMUH.
HE~o

B 35 ma EtOH cmemmBaror 350 mr (1,8 MMoas) S-merokcutpunramusa, 401 mr 3-tpudroprnponokcu-
Gensanpaerna (1,8 MMonb) u 4 T MONeKyJISAPHBIX cUT 4 A M cMech KHMATAT ¢ 0OPATHBIM XONOAMILHUKOM HA
MPOTsDKEHHH HOYH. JKUAKOCT IEKaHTHPYIOT B OTAENBHYIO KOOy u oOpabarsiBaroT 209 mr (5,5 mmons) NaBHy.
PeakunoHHyI0 cMech TEpEeMEIMBAIOT NIPU TEMIIEpaType OKpyxKarouiel cpeabl B TedeHne 1 4. CMech KOHIIEH-
TpUPYIOT B BakyyMe U pacnpenenstoT Mexxay 50 ma 1IN NaOH u 25 mn nuxnopmerana. Boasslif cioit sxcTparu-
PYIOT 25 MJI AMXJIOPMETaHa M OPraHHYECKUE CJIOM OOBEIUHSIOT M KOHLEHTPHUPYIOT nocyxa. Oumcrka obpaso-
BaBILIETOCS Macia paanalbHoi xpoMarorpadueit (SiO,; 1% MeOH B CHCI;, cmenranHom ¢ konu. NH,OH) naet
705 mr (1,8 mmozb; 100%) Tpebyemoro coenuneHus B Buje macia. [Ipespamenue coenunenus B HCI conb mpo-
BOJIAT IIepeMerMBanueM pactBopa coenauuerus B 50 M cmecu 50/50 TT'®/EtOH ¢ 1 r ruapoxiopuia nOIHBH-
HUWIMTUPUANHA HAa TPOTSHKCHUN HOYH, (PUIBTPOBAaHUEM M KOHIICHTPHPOBAHUEM JI0 TIOIYIEHHS TBEPAOTO BEIIECT-
Ba. [Ipoxykr mepekpucrammu3ossiBaloT u3 EtOAc: Anamms mist Cp Hy3F3;N,O, -HCI: Beruucneno: C 58,81; H
5,64; N 6,53; naiineno: C 58,42; H 5,44; N 6,51; ISMS 393 (M+1).

[To cnoco6y mpumepa 811 mosydaroT cieayroniie COeAWHEHHS, BBIACICHHBIC B BUAE THAPOXJIOPUAA, 3a
HCKJTFOUYEHHEM OTMEYEHHBIX CITyJaeB:

Z
N R
4
) o
N
H
Ne zZ' Ry JaHHEEe
812 S-drop 3,3,3- AHanmm3a Ona CyoHyoF4N,0-HC1:

TpudTOPNPONUI BHUMcCIeHo: C, 57,63; H, 5,08; N,
6,72; Hanmeno: C, 57,49; H, 5,04;
N, 6,76; ISMS 381 (M+1)
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814 5-6pomMm benunn AHanmma nnsa C,3H,»BrN,O-HCLl-0, 5H;0:
BeluucneHo: C, 59,18; H, 4,97; N,
6,00; unamneno: C, 59,18; H, 4,80;
N, 5,92; ISMS 422 (M+1)
815 5-BpoMm 2,2,3,3- AHann3 nna CyoH sBrFyN,O-HCL:
TeTpadropnponun | paumciedo: C, 48,46; H, 4,07; N,
5,65; HammeHo: C, .48,39; H, 3,95;
N, 5,55; ISMS 459 (M+)
816 5-6pom _ 2,2,3,3,3- AHanmm3 mnsa CyoHgBrFsN,O«HC1:
nedradropnponun | saumcieno: C, 46,76; H, 3,73; N,
5,45; wnanneno: C, 46,47; H, 3,67;
N, 5,46; ISMS 478 (M+1)
817 5-S0,CH; deHUMN AHanu3 ang
Cy0H1gBrFsN,O-HC1-0, 5H20 +0,4C,Hs:
BuumucyeHo: C, 64,01; H, 5,85; N,
5,57; Hanmeno: C, 64,09; H, 5,64;
N, 5,48; ISMS 421 (M+1)
818 5-umaHo denmn AHamm3 ana CygHN3O+HC1-0, 3H,0:
BeYMcneHo: C, 70,42; H, 5,57; N,
10,27; wnanpeHo: C, 70,55; H,
5,41; N, 10,25 ISMS 368 (M+1)
819 Me TUJIO BRI beHMN AHanu3 mna CzsHogN,O3°HC1-0, 3H,0:
s3dup 5- BHUMclieHo: C, 68,04; H, 5,62; N,
KapBOHOBOM 6,35; nanpeno: C, 68,06; H, 5,64;
KUCJIOTH N, 6,43 ISMS 401 (M+1)
820 Me TMUJIO BRI 2,2,2- AHanmm3 nnsa Cp Hp F3N,03+HC1-0, 1H,0:
3¢up 5- TPUOTOPI TUI BHYMCIEHO: C, 56,72; H, 5,03; N,
KapOOHOBOM 6,30; Haimeno: C, 56,46; H, 4,77;
KMCJIOTH N, 6,04 ISMS 407 (M+1)
821 ammn 5- beHmn ISMS 385 (M+); AHanu3 gns
kapBOHOBOM C24H23N30,-HC1+ 0, 9H,0°0, 1CyHs:
KMUCJIOTE BeluucneHo: C, 66,32; H, 5,99; N,
9,39; Hangeno: C, 66,07; H, 5,68;
N, 9,01; *H-fIMP (cBoGomHOe
ocHoBaHme CDCl;)8 8,56 (c, 1H),
8,13 (¢, 1H), 7,64-7,62 (M, 1H),
7133_7122 (M, 4H) , 7110—6/94 (™M,
6H), 6,87-6,84 (M, 1H), 6,2
(wump.c, 1H), 5,8 (ump.c, 1lH),
3,77 (¢, 2H), 2,99-2,94 (M, 4H),
1,7 (ump.c, 1H)

IMpumep 825. N-(2-(5-Hutpo-1H-unmon-3-nmm)atmin)-3-heHoKCHOSH3NITaMKH.

(M+1).

[To cocoOy mpumepa 825 moirydaroT CIEeAYIOUINe COSAWHEHHS, BBIACICHHBIC B BUAC THAPOXJIOPUAA, 3a

oN

|

N
H

HCKIIOYCHNUEM OTMEUYCHHBIX CJIy4YacB:

OO

B 30 mx EtOH cmemmBator S-uutporpuntamus (500 mr, 2,4 MMoinb), 3-dbenokcubensanpaerun (480 wmr,
2,4 MMOITb) U 4 T MOJIEKYJISIPHBIX CUT 4 A 1 cMech KUMATAT ¢ 06paTHBIM XOIOAWILHUKOM HA MPOTSKEHHH HOUM.

JKunkocTs IeKaHTHPYIOT B OTHENBHYIO KOOy 1 obpabarsiBator NaBH,4 (280 mr, 7,2 MMmonb) mipu Temrre-
parype okpyatoreii cpenbl. Uepes | 4 peakIIMOHHYI0 CMeCh KOHIIEHTPHPYIOT B BaKyyMe U OCTaTOK paclpeie-
nstoT Mexay 25 ma 1IN NaOH u 25 mn guxnopMerana. BoaHsiil ciioil SKCTparupyror 25 M1 AUXJIOpMETaHa U
o0BenMHEeHHBIE OpraHuveckue cion cymar Hax MgSO, u KOHHEeHTpUpyloT nocyxa. OOpa3oBaBIiieecss Macio
OUMIIAIOT paguKanbHOi xpomarorpadueii (SiO,; 2% MeOH B CHCl;), monmydas TpebyeMoe COeANHEHUE B BHIC
Mmacna. [Ipespamenne B HCI coms mpoBomsaT o0padoTkoii pactBopa coenmaeHus B 10 mir EtOH 0,25 mor SN HCl
n 40 Mi Tomyona, 3aTeM KOHIIEHTPHUPOBAaHMEM 10 o00pa3oBaHHS TBEpAOTO BemlecTBa. AHANU3 Ui
C,3H,;N;05-HCI-0,2EtOH: Beiunciaeno: C 64,62; H 5,17; N 9,75; naiineno: C 64,89; H 5,40; N 9,75; ISMS 388
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826 5-Byrokcu beHmn AHanus nnaa Cp7H3oN,0,*HC1-0, 4Hy0:
BRIUMCaeHo: C, 70,77; H, 7,00; N,
6,11; Hanpeno: C, 70,87; H, 6,84;
N, 6,14; ISMS 415 (M+1)
827 5-6eusamMmun deHmn AHanm3a nmaa Ci;eH,7N30,+HC1l -0, 2H,0:
BEIUMCNIEeHO: C, 71,83; H, 5,71; N,
8,38; nanmmeno: C, 71,63; H, 5,35;
N, 8,09; ISMS 462 (M+1)
828 5-Benzammun 2,2,2- AHanmm3 nnAa CygHpeF3N30,-HC1:
rpubdTOpPITUR | BHUMcneHo: C, 61,97; H, 5,00; N,
8,33; umamnmeno: C, 61,78; H, 5,16;
N, 7,97; ISMS 468 (M+1)
829 5-6eHnzammun 2,2,3,3- AHanuz nnas Cp7HzsF4N30,-HCL:
TerpadrTopnpon | saumcaeHo: C, 60,51; H, 4,89; N,
un 7,84; unampmeHo: C, 60,47; H, 4,95;
N, 7,49; ISMS 500 (M+1)
830 5- beHmn AHanmus nins
MeTaHCysbQOHa C24H25N303S - HC1 -0, 5H20-0, 5C7Hsg:
MU BeuucyieHo: C, 63,53; H, 5,86; N,

8,08;

N, 7,81; ISMS

HamOeHo :

Cc, 63,57; H, 5,77:

436 (M+1)
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831 5~ 2,2,2- AHanmus nnsa
MeTaHCYNbdOHA TPUOTOPSTUA | CyoHapF3N303S -HC1 -0, 1H,0+0, 5C7Hg:
1512014 BuuMcyaeHo: C, 53,68; H, 5,21; N,
7,99; HanmeHo: C, 53,48; H, 5,19;
N, 7,72; ISMS 442 (M+1)
832 5~ 2,2,3,3- AHanM3 Ons
MeTaHCynbQoHa | TeTpadropnpon | CpHp3F4N303S-HCL-01EtOH-0,8CHs:
Y1781 nn Buunucneso: C, 54,72; H, 5,31; N,
1,14; nanneHo: C, 54,63; H, 5,25;
N, 6,99; ISMS 474 (M+1)
833 | 5-m3onponokcu beHnn AHanua pna CyeH,gN,0,°1,1HC1-+0, 1H,0:
Buumucnexso: C, 70,58; H, 6,68; N,
6,33; HampeHo: C, 70,37; H, 6,31;
N, 6,35; ISMS 401 (M+1)
834 | 5-msonponokcu 2,2,2- AHamu3a mnsa C,yHysF3N,0,+HC1:0, 3H,0:
TpudTOopPaTUN | BuuMcneHo: C, 58,94; H, 5,98; N,
6,25; HampeHo: C, 59,08; H, 5,78;
N, 6,25; ISMS 407 (M+1)
835 | 5-m30nponokcu 2,2,3,3- AHanm3 ans Cy3HpeFyN»0,+ 2HCL1 -0, 3H,0:
TeTpadropnpon | uumcneso: C, 57,51; H, 5,79; N,
nn 5,83; HaimeHo: C, 57,66; H, 5,55;
N, 5,80; ISMS 439 (M+l)
836 5-3TO0KCH beHun AHanm3 Ona CysHyeN20,°HC1-0, 2H,0:
BelUuMcneHo: C, 70,39; H, 6,47; N,
6,57; HanmeHo: C, 70,40; H, 6,32;
N, 6,68; ISMS 387 (M+1)
837 S-3TOKCH 2,2,2~ AHanmmu3 nna Cy Hp3F3N,0,+HCL:
TpudTOPITUN BHuMcneHo: C, 58,81; H, 5,64; N,
6,53; HaitmeHo: C, 58,61; H, 5,61;
N, 6,52; ISMS 393 (M+1)
838 S5~-3TOKCH 2,2,3,3- AHanm3a nns CpyHoeF4N,O,+HCL:
Terpadropnpon | pwumucnedo: C, 57,33; H, 5,47; N,
1281 6,08; Hamnmeno: C, 57,01 ;H, 5,35;
N, 6,03; ISMS 425 (M+1)
839 2,2,2- bennn AHanm3a gnsa CysHp3F3N,0,-HCL:
TPUPTOPITOKCH BHUMCNIeHo: C, 62,96; H, 5,07; N,
5,87; manmeHo: C, 62,76; H, 4,93;
N, 5,88; ISMS 441 (M+1)
840 2,2,2- 2,2,2- AHanmu3a A Cy HyoFeN,Oz-HCL:
TPUPTOPITOKCH TPUPTOPITUN BHluMcsieHo: C, 52,24; H, 4,38; N,
5,80; mnampmeHo: C, 52,21; H, 4,28;
N, 6,18; ISMS 447 (M+1)
841 2,2,2- 2,2,3,3- AHanus nnsa
TpupTopaTOKCK | TeTpadpTropnpon | CpyHy F9N,0,°HCL -0, 2H,0-0, 2C,Hg:
M BruMcaeHo: C, 52,35; H, 4,51; N,
5,22; HanpmeHo: C, 52,15; H, 4,30;
N, 5,58; ISMS 479 (M+1)
842 5-6yTUIOKCH nMpuouH-2-un | AHaIu3 LJjis
C25H29N302 - 2HC1- 0, SEtOH- O, 3C7Ha:
BHUMcneHo: C, 64,83; H, 6,81; N,
7,79; uaitneHo: C, 64,99; H, 6,48;
N, 7,47; ISMS 416 (M+1)
843 5~mu3onponun 2,2,2- AHanuza gnsa CyHysF3N,O0-HCL:
rpudTOopaTUN | BHuncneno: C, 61,90; H, 6,14; N,
6,56; HammeHo: C, 61,72; H, 6,14;
N, 6,42; ISMS 391 (M+1)
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844 S-muzonponun beHUn AHamm3 nona C,eHgN,O-HCL:
BeUMcneHo: C, 74,18; H, 6,94; N,
6,65; nauneso: C, 73,82; H, 6,79;
N, 6,65; ISMS 385 (M+1l)
845 5- beHmn AHanmua Ona C,gH¢N,03S * 2HCL:
OeH30NCynbQOH BHIUMcHeHo: C, 67,11; H, 5,24; N,
128)1 5,40; Hanneso: C, 67,46; H, 5,37:
N, 5,09; ISMS 483 (M+1)
846 5~ 2,2,3,3- AHanu3 nns
BeHzoncynedoH | TerpadTopnpon | CysH,4F4N,03S-HC1-0,3EtOH 0, 2C,Hy:
12824 nn Buuyucneso: C, 57,07; H, 4,86; N,
4,75; nanneno: C, 56,95; H, 4,68;
N, 4,77 ISMS 521 (M+1)
847 5- 2,2,2- AHammu3 s CyeHz9N30,-HC1 -0, 6H,0:
OeHnsoncynbdoH TpudTopsTUN BHUMCNEeHo: C, 56,04; H, 4,74; N,
1784 5,23; HanmeHo: C, 56,05; H, 4,71;
N, 5,12; ISMS 489 (M+1)
848 | aTuUNOBHM 30UpP 2,2,2- AHamu3 nOas8 CyaHy3F3N,03+HCL:
5-xkapBOHOBOM TpUPTOPITHN BeUMcieHo: C, 57,84; H, 5,30; N,
KMCJIOTH 6,13; nanpeHo: C, 57,85; H, 5,17;
N, 6,09; ISMS 421 (M+1)
849 | mponunamMung 5- 2,2,3,3- AHaANMM3 Ons
xapBoHoBOM TeTpadTopnporn | C,3Hy¢F3N30,-HC1 0, 6H,0+0, 1CqHg:
KMNCJIOTH nn BeluMcneHo: C, 56,84; H, 5,79; N,
8,05; HamneHo: C, 56,65; H, 5,63;
N, 7,71; ISMC 466 (M+1)
850 | nponunamMun 5- benumn AHanu3s nJjs
Kap@OHOBOf/‘I C27H9N30,*HC1 © O, 4H,0- 0, 2C7Ha:
KMCJIOTH BHUMcCNeHo: C, 69,66; H, 6,67; N,
8,58; HanmpmeHo: C, 69,75; H, 6,57;
N, 8,38; ISMS 428 (M+1l)
851 | nponunammua 5- 2,2,2- AHaJIN3 OJsg
KapBoOHOBOM TpuPTOPITHN C23Hp6F3N30,+HC1 -0, 8H,0°0, 1C4Hg:
KMCJIOTH BuUMcnieHo: C, 57,67; H, 6,00; N,
8,51; HanpgeHo: C, 57,55; H, 5,77;
N, 8,43; ISMS 434 (M+1l)
852 OyTunammng S- beHmn AHamuz nnsa C,pgH3 N30, HC1 -0, 7H,0:
xapBOHOBOM BeluMcnedHo: C, 68,54; H, 6,86; N,
KMCJIOTH 8,56; Hanmeno: C, 68,41; H, 6,60;
N, 8,37; ISMS 442 (M+1)
853 OyTunammy S5- 2,2,3,3- AHaNMM3 N8 CysHy9F¢N3O, HCL - Hy0:
KapBOHOBOM TerpadpTopnpon | suuncaeHo: C, 56,23; H, 6,04; N,
KMUCJIOTH un 7,87; HammeHo: C, 56,23; H, 5,79;
N, 7,84; ISMS 480 (M+1)
854 H 2/21 3r 3- AHanus3 nOnsg C20H20F4N20'HC1'0, 5HzO:
rerpa¢Topnpon | pmuncneno: C, 56,41; H, 5,21; N,
un 6,58; HammeHo: C, 56,98; H, 4,93;
N, 6,53; ISMS 381 (M+1)
855 S-BeH3UIIoKCH 2,2,2- AHamm3 mnsg Cpe¢Hz5F3N,0,°HCL:
TPNOTOPI TUN BuumcieHo: C, 63,61; H, 5,34; N,
5,71; uHammeno: C, 63,46; H, 5,53;
N, 5,72; ISMS 455 (M+1)
856 5-BeH3UNIOKCH 2,2,3,3~ Auanus nna CyiH,eF4N,0,-HCL:
TeTpadTopnpon | BaymcyeHo: C, 62,01; H, 5,20; N,
nuin 5,36; HanpeHo: C, 62,04; H, 5,16;
N, 5,36; ISMS 487 (M+1)
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857 6-deHOKCH deHOKCH ISMS 435 (M+1l); AxHammus nns
C,9H37C1N50,° 0, 1H,0: BrUMcneHo: C,
73,67; H, 5,80; N, 5,93; HanneHo:
C, 73,49; H, 5,49; N, 5,82

858 6-beHOKCHU 2,2,3,3- ISMS 473 (M+1); CysHysF4C1N,0;:
rTerpadropnpon | BaumcneHo: C, 61,36; H, 4,95; N,
17858 5,50; HanmeHno: C, 61,02; H,. 4,67;
N, 5,42 )
859 6-peHoOKCHU 2,2,2- ISMS 441 (M+1);

TpM@TOpBTVIJ‘Iﬂ Ca6HpsF4C1N,0,° 0, 2H,0: BHuMcaeHo: C,
1 62,49; H, 5,12; N, 5,83; HanOoeHO:
C, 62,27; H, 4,78; N, 5,74

860 5-(3- 2,2,3,3- ISMS 474 (M+1);
MUPUIONIIOKCH ) TerpadTopnporn | CpsHysFyCLl,N30,°0, 5HyO: BHUMCIIEHO:
ni C, 54,06; H, 4,72; N, 7,57;
HanpmeHo: C, 53,97; H, 4,76;
N,7,29
861 | 5- (nMpuIOMHMI- 2,2,2- ISMS 442 (M+1); !H-sIMP (CDCl;)
3-okcH) TPUPTOPI THUI 8,37-8,36 (M, 1H), 8,27-8,26 (M,

1H), 8,01 (wmp.c, 1H), 7,35-7,32
(M, 1H), 7,26-7,24 (M, 3H), 7,22-
7,18 (M, 2H), 7,08-7,07 (M, 1H),
6,93-6,91 (M, 2H), 6,9-6,86 (M,
1H), 6,79-6,76 (M, 1H), 4,31-4,25
(m, 2H), 3,77 (c, 2H), 3,77 (c,
4H) . BrlgeseH B Bune
ANDPUOPOXJIOPMOHON COJIN

[pumep 863. 6-DEHOKCUTPHUIITAMIH.

Hcnons3ys croco0, aHaIOrMYHO IpuMepy 422, MoiTydaloT YKa3aHHOE B 3arojioBke coenuHenune: ISMS 253
(M+1); 'H-SIMP (CDCLy) 8,1 (ump.c, 1H), 7,56-7,54 (m, 1H), 7,32-7,28 (m, 3H), 7,07-6,98 (m, 4H), 6,89-6,86
(M, 1H), 3,06-3,02 (M, 2H), 2,92-2,88 (M, 2H), 1,68 (mmp.c, 2H).

[Mpumep 864. 2-(5-(ITupuanu-3-unokcn)-1H-unpon-3-mwi)atuiiamus.

Hcnone3ys crocod, aHanoruyHo npuMepy 422, noiyyaroT ykazaHHOe B 3arojioBke coequnenue: ISMS 254
(M+1); C;sHy5N30-1,1C,H,04-0,2H,0: Beruucieno: C 58,04; H 4,98; N 11,81; naiineno: C 58,17; H 4,62; N
11,45.

[pumep 865. 6-Denokcu-1H-unmon-3-kapoansaeru.

Hcnone3ys criocod, ananoruuHo npuMepy 414, nonydaror ykasaHHOE B 3arojoBke coenunenue: ISMS 238
(M+1); 'H-SIMP (CDCl;) 10,78 (mmp.c, 1H), 9,95 (c, 1H), 8,20-8,18 (M, 1H), 7,76-7,75 (m, 1H), 7,30-7,26 (m,
2H), 7,06-7,02 (m, 2H), 7,00-6,95 (M, 3H).

[pumep 866. 5-(ITupununa-3-unokcn)- 1 H-uamon-3-kapOansaerin.

Hcnonp3ys criocod, aramorugHo npuMepy 414, momydaioT ykasaHHOE B 3arojioBke coenuHenue: [ISMS 239
(M+1); C14H(N,0,-0,3H,0: Beraucneno: C 69,01; H 4,39; N 11,50; natineno: C 68,91; H4,16; N 11,39.

Ipumep 867. 3-(3-Meruin-4-HUTPOHEHOKCH ) TUPUIKH.

35% Macnsnyro aucniepcuto KH (12 1, 11 MMons) aBaxkael mpombiBatoT 100 MJI TeKCaHOB U CcymIaT B Ba-
KyyMe Iiepeji OXJIakJeHueM Ha JieisiHol Oane. JloGassitor 100 M 6e3Boanoro JIM®, 3arem mo karuisim 100aB-
ns1r0T pactBop 3-runpokcunupuauna (10 r, 105 mmouns) B 100 M IM®. Ob6pabareiBatoT pactBopoM S-¢hrop-2-
Hutporoayona (16,3 r, 105 mmois) B 50 ma IM® ¢ mosnyueHreM TEMHOTO pacTBopa. PacTBop mepeMeniuBaror
IpU TeMIlepaType OKpY»Karolleil cpebl B TedeHue | 4, CMech BBUIMBAIOT B | JI HACHIIEHHOTO PACcTBOPA COJIHM U
JBakabl akcTparupyor 200 Mt EtOAc. DkcTpakThl 00BeIMHSAIOT U IPOMBIBAIOT ABXABI 500 MII HACHIIIIEHHOTO
pactBopa cony, cymar Hax MgSO4 1 KOHIIEHTPUPYIOT, ostydast 24 T TeMHoro macia. Ouucrka xpomarorpadu-
et ¢ ucronpzoBanneM 20% EtOAc B rekcaHax gaeT yka3zaHHOE B 3aroJIOBKE COCTUMHEHHE B Bue Macna: ISMS
231 (M+1); C1,H oN,O3: Beumciieno: C 62,61; H 4,38; N 12,17; naitneno: C 62,63; H 4,58; N 12,06.

ITpumep 869. 3-OTokcrbeH3aTBACTH].

B IMCO (25 mn) cMmemmuBaroT 3-TuapokcubeH3anpaerua 5,6 v (46 mmons) u 10,7 © 1-uogdtana (69
MMOJIb) U cMech HarpeBaroT 10 80°C, oOpabareiBatoT nmopuusmu 22,4 r kapboHaTa me3us (69 MMoIb) U Tiepe-
MemuBaioT. Yepes 1 1 cMech BbutuBatoT B 200 MJI HACHIIIEHHOTO PacTBOpa COJM U 3KCTPAarupyroT ABaxsl 150
MJI AMATUIIOBOTO 3(hHpa. DKCTPAKThl OOBEIUHSIOT U ABAXIbI TPOMBIBAOT 200 MJI HACBIIIIEHHOTO PacTBOPA COJIH,
cymar Hag MgSO, U KOHIEHTPUPYIOT B Bakyyme, mojiydas macio. Ouuctka xpomartorpadueit (SiO,; 2,5%
EtOAc B rexcanax) naet 5,73 r (38 Mmons; 83%) Tpebyemoro coenurennus B Buie Macia: 'H-SIMP (CDCl;) 9,94
(c, 1H), 7,42-7,41 (m, 2H), 7,36-7,35 (M, 1H), 7,16-7,13 (M, 1H), 4,10-4,04 (xB, 2H), 1,64-1,40 (1, 3H).

[Mpumep 870. 3-IIponokcuben3anpaeru.
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Hcnonb3ys croco®, aHaTOrHYHO IpUMepy 869, MOTydaloT yKa3aHHOE B 3arojioBke coenunenue: 'H-SIMP
(CDCl) 9,95 (c, 1H), 7,43-7,41 (m, 2H), 7,37-7,36 (M, 1H), 7,17-7,14 (m, 1H), 3,98-3,95 (1, 2H), 1,84-1,79 (M,
2H), 1,05-1,02 (1, 3H).

Ipumep 872. 4-DenokcH- 1 -MeTHII-2-HUTPOOCH3O0JI.

B 30 M1 CH,Cl, cmenmuBaroT heHmoopoHoByto kucioty (7,32 r, 60 MMois), 4-meTui-3-aurpodenon (4,5
r, 30 Mmmonb) u Cu(OAc),-H,O (6 T, 30 MMOIB) U cMech 00pabaThIBAIOT 6 I' OPOIIKA MONEKYISPHBIX cuT 4 A.
ITo kamnsim mobasmisror Et;N (15,18 1, 150 MMOJIB) U peakIMOHHYIO CMECh MMEPEMEIIMBAIOT MIPU TEMIIEpaType
oKpyxatoniei cpensl B TedeHne 8 auei. Cmecs pazdasisitor 100 mn CH,Cly, GuimbTpyloT yepes LeNuT U KOH-
HEeHTpUpYIoT Jocyxa. Ounctka xpomarorpagueit ¢ ucroiab3oBanueM 2% EtOAc B rekcaHax jaeT Hy>KHBIH 1po-
JIYKT B BUZIE JKEJITOrO Macia.

[pumep 873. 6-Oenokcu-1H-unmomn.

B 60 mir 6e3BomHOTO IM® c™MemmBaioT 4-peHOKCH- 1 -MeTmn-2-HuTpoben3oa (6 T, 26,2 MMOJIb) U AUMe-
tunanerans JJM® (15,6 t, 131 MmMoib) u cmech HarpeBatoT npu 170°C B Tedenne 16 4. CMech OXJIaXIAOT J0
KOMHATHOW TEMIIepaTyphl U KOHIIEHTPHUPYIOT gocyxa. OcraTtok pactBopstoT B 50 Ma EtOAc u ruapupyrot Hazg 2
r 5% Pd/C u Bogopomom B Teuenue 3 4 npu armochepHoM napineHur. CMech QUIBTPYIOT Yepe3 LEeIUT U KOH-
LHEHTPUPYIOT 10 oOpazoBanus Mmacina. Ouuctkoit xpomatorpadueii ¢ ucronb3oBanueM cmecu rekcabl/EtOAc
M0JIy4al0T PhIKEBATO-KOPHUHEBOE TBEpIoe Bermectso. ISMS 210 (M+1) 'H-IMP (CDCl;) 8,08 (ump.c, 1H),
7,61-7,59 (m, 1H), 7,34-7,29 (m, 2H), 7,18-7,17 (m, 1H), 7,18-7,0 (M, 4H), 6,92-6,89 (M, 1H), 6,56-6,54 (m, 1H).

[Mpumep 874. 5-IInpuanH-3-ni-1-MeTHI-2-HUTPOOEH30.

Mo criocoOy, ananoruyHo npuMepy 872, MOIy4aroT YKa3aHHOE B 3ar0JIOBKE COEANHEHUE.

IMpumep 875. 5-(ITupunun-3-unokeu)- 1 H-uamon.

[To cmocoOy, amamormgHO TpuMmepy 873, MOIYYarOT yKa3aHHOE B 3aroiioBke coeamHeHwme: ISMS 211
(M+1); C3H;(N,0-0,1H,0: Beruucneno: C 73,64; H 4,85; N 13,21; naiineno: C 73,76; H 4,80; N 13,09.

pumep 877. N-(2-(5-Denokcu- 1 H-unmon-3-wmn)3tin)-3-peHoKCHOSH3NIIaMIH.

feVe

CwmenmBarot 2-(5-dpenokcu-1H-unnon-3-wi)stwnamuna (0,400 T, 1,59 mMmois), 3-peHOKCHOEH3AIBACTH
(0,377 r, 1,90 Mmmonb) u MonekyJsipubie cuta 4 A (0,40 r) u cMech nepemernuBaroT B MeTanone (15 m). Uepes 4
4 MOJIEKYJISIPHBIE CUTA OT(MIBTPOBBIBAIOT U MPOMBIBAIOT Heckoibko pa3 MeOH. K pactBopy MeOH noGasisitor
nopuusivu NaBHy4 (61,5 mr, 1,59 mmoub), 00pa3oBasiiryrocsi cMeCh IEpEMEIIUBAIOT IPH KOMHATHOI TeMIepaTy-
pe B teuenne 1 4. MeOH ynansior B Bakyyme, ocrarok pazdasistor cmecsto CH,Cly/Bosma, skcTparupyror
CH,Cl,, opraunueckue ciou o0beqUHAIOT U cymaT Hajx Na,SO,. YaaneHue pacTBOPHUTENS B BaKyyMe, OYHCTKA
ocrarka Ha cwmkarene (CH,Cl,/MeOH) nator cBo0OZHOE OCHOBaHHE yKa3aHHOTO B 3arojlOBKE COEIMHEHUS.
Peaknueit cBOOOIHOTO OCHOBAHMS C IIABEIIEBOW KHUCIOTOH MONYYarOT coib: T.uI. 196-198°C. '"H-IMP (300
MTI'a, AMCO-de) 2,95-3,15 (M, 4H), 4,15 (c, 2H), 6,85-7,46 (M, 18H), 11,06 (tmmp., 1H); MC (snekrpopacribuie-
Hue) m/e: 435,3 (M+1); HRMS (ES+) Beraucneno st C,0Hp7N,O, (M+H) 435,2084, naiineno 435,2073.

[Mpumep 878. tper-Byrunossiit adup (3-dhenHokcubensnn)(2-(5-penokcu-1H-unnom-3-mn)sTIn)kapobamu-
HOBOH KHMCIIOTBI.

CwmemmBarot (3-penoxcnbensun)(2-(5-penoken-1H-unmomn-3-mn)atun)amus (0,96 r, 2,2 mmons) 1 NaOH
(87,7 mr, 2,2 mmoib), cMech pacTBopsaoT B TT'® (10 M) u mepeMemnBaioT IpU KOMHaTHOM TeMIepaType B Te-
yenue 15 mun. JloGasisitoT qu-Tpet-Oytminaukapoonar (0,58 r, 2,64 mmous) B TT'® (10 mi1) 1 cMech nepeMeniu-
BatoT. Cryctsi 2 4 peaklHMOHHYIO CMeCh pa30aBisIFOT Bomoii, skcrparupylor EtOAc (3 x 15 mu), cymar Han
Na,SO,. Opranudeckuii pacTBOpUTENh YIalsIOT B BaKyyMe, IOJy4as YKa3aHHOE B 3aroJIOBKE COEJIMHEHHE B
Buze mMacna: 'H-SIMP (300 MI'u, CDCls) 1,36 (c, 9H), 2,85-2,91 (m, 2H), 3,89-3,65 (m, 2H), 4,26 (c, 1H), 4,39
(c, 1H) 6,83-7,13 (M, 10H), 7,21-7,33 (M, 7H), 8,00 (c, 1H); MC (anekTpopacubuieHue) m/e 534,9 (M+1).

pumep 879. N-Metun-N-(2-(5-penokcu- | H-uamon-3-wmm)3tin)-3-peHoKcnOeH3MIaMIH.

(¢]

I

N
H

Iz

1,0M pactBop LiAIH,-TT'® (5,5 mi1, 5,5 MMoIb) MeUIEHHO JOOABIIIOT K PacTBOPY TPeT-O0yTHiioBoro 3¢hu-
pa (3-benoxcudensnn)(2-(5-penokcu- 1 H-unmon-3-un)atun)kapbamuaooit kuciaotsl (0,60 r, 1,12 Mmmois) B 10
w1 6e3Bognoro TI'®. [oce nobaBieHNs peakKMOHHYIO CMECh KUIISTSAT C OOpaTHBIM XOJIOIMIBHUKOM. Yepes 2
Y peaKklIHMOHHYIO CMECh OXJIXKJAIOT JO KOMHATHOM TEMIIEpaTypbl, racsiT OCTOPOXXHBIM jo0aBiieHneM 1,5 Mi Bo-
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ne1 ¢ mocnenyromuM nobasmeHuem 2N NaOH (1,0 mur). CycnieH3nto GMIBTPYIOT U (QIIBTP HMPOMEIBAIOT He-
CKOJIBKO pa3 3(upoM, opranndeckuil pactBop cymar Hag Na,SO, U KOHIEHTpUPYIOT B BakyyMe. OuncTka Ha
cunmkarene ¢ ucrnons3zoBanrem CH,Cl,/MeOH B kauecTBe autoeHTa JaetT cBOOOJHOE OCHOBAHUE YKa3aHHOTO B
3aroJjIOBKe COSIMHEHUS U JaJbHEUIIEeH peakrell ero ¢ maBeeBol KHCIOTON MOMyYaroT coib: T.1u1. 174-175°C;
'H-SIMP (250 MI'ti, IMCO-dg) 2,51(c, 3H), 3,00-3,13 (m, 4H), 4,15 (c, 2H), 6,81-7,03 (m, 7H), 7,11-7,42 (m,
11H), 11,05 (ump., 1H); MC (anekrpopacmnsuienue) m/e: 449,1 (M+1-C,H,0,).
[Mpumep 880. N-(2-(6-Xnop-1H-unmon-3-nmn)atun)-(3-(2,2-1udTopaToOKCH )OSH3MI ) aMHH.
ci

H
N

\/@\ F

] X

u F
B stanomne (150 mir) cmemmBaioT ruapoxiiopun 2-(6-xmop- 1 H-uamon-3-mn)stunamuna (1,0 t, 4,3 MMoIts) u
stunaurzonporuiaamMud (900 M, 5,2 MMOITE), IEpPEMEIINBAIOT TP KOMHATHOHN TeMIepaType, o0pabaThIBaroT
3-(2,2-nudroparokcu)oensanpaeruaom (856 mr, 4,6 Mmoib) U 6e3BoHBIM cyibdaTom Harpus (12 1), U Harpe-
BatoT npu 78°C Ha nmpoTspxkeHHH HOud. CMeCh OXJIAXIAIOT 0 KOMHATHOM TeMiepaTypbl U QuibTpyrot. O6pa3o-
BaBIumiics GunbTpar odOpabarbkiBatoT 6opruapunoM Hatpus (488 mr, 12,9 MMoIb) U MOJIOUHO-0EITyI0 CMecCh Iie-
PEMEIUBAIOT MTPY KOMHATHOW TeMIIepaType Ha NpPOTSHKEHHH HOYM. PacTBopuTeNb yAalsioT B BaKyyMe M He-
OYUIIIEHHOE BEIIECTBO OYHMIIAIOT HAa CHIIMKAreie mpu monpoBanun 10% MeTaHOIOM B AUXJIOPMETAHE, MOTy4ast
CBOOO/IHOE OCHOBAHME YKa3aHHOI'O B 3arojIOBKE COEAMHEHUs B BHJE CBETJIO-KeJnToro Macia. Yacte mMacna (651
mr, 1,78 MMoIb) pacTBOpstOT B MeTaHole (15 Mir) 1 00pabaThIBatOT TOMOTCHHBIM PACTBOPOM XJIOpHUIA aMMOHUS
(95 wr, 1,78 Mmmons) B MeTaroue (3 mur). O6pazoBaBIIniicsS pacTBOp 00pabaTHIBAIOT YIBTPa3ByKoM B TeueHue 10
MUH TIepe]] yIalleHHeM PaCTBOPHUTENA B BaKyyMe C TIOIYYeHHEM HEe COBCEM Oeloro TBepAOro BemiecTBa. Berie-
CTBO PACTHUPAIOT C JUITHIOBBIM 3(HUPOM, COACPKAIINM HECKONBKO Kamlelb aneToHuTpwia. OuipTpoBaHue U
CyIIKa Ocajka JAaroT THAPOXJIOPHUI YKa3aHHOTO B 3arOJIOBKE COCIMHEHHS B BHAE O€JI0ro TBEPAOrO BEHIECTBA!
T.u1. 131,6-133°C; "H-SIMP (400 MI'n, IMCO-de) 11,15 (ump.c, 1H), 9,50 (ump.c, 2H), 7,57 (n, 1H, J=8,8
I'm), 7,39 (g, 1H, J=2,0 I'n), 7,36 (1, 1H, J=8,2 I'ny), 7,32 (mwmp.c, 1H), 7,26 (7, 1H, J=2,0 I'y), 7,17 (n, 1H, J=7,6
I'm), 7,04 (o, 1H, J=7.8, 2,2 I'n), 7,01 (an, 1H, J=8,4, 2,0 T'n), 6,41 (rt, 1H, J=54,4, 3,4 I'n), 4,32 (ta, 2H,
J=14,8, 3,6 Tm), 4,14 (ummp.c, 2H), 3,11 (mmp.c, 4H); MC (ES+) : m/e 3653 (M+1); CHN (misa

C9HoF,CIN,0O-HCI-0,3H,0) Beramcneno: C 56,11; H 5,11; N 6,89; naiineno: C 56,03; H 4,95; N 7,18.
Ipumep 881. N-Metmin-N-(2-(6-xs10p- 1 H-uan051-3-111)31101)-3-(2,2- 1 TopI TOKCH ) O HIUITAM T H

a s
N F
0/\<

B muxmoparane (15 mim) cmemmBator (2-(6-xmop-1H-urmon-3-wmm)stin)-(3-(2,2-1udTopITOKCH ) O H3 LT )
amuH (276 wmr, 0,76 mmons) u popmansaerun (55,5 mxa 38% BoxHoro pactBopa, 0,76 MMOJIB) M CMECh TIepeMe-
[IMBAIOT NMPH KOMHATHOHN Temmeparype B Teuerne 10 MuH; IByMs IOpUMAMH Ha NpoTspkeHnH 10 MuH mobaBis-
10T Tpuarerokcubopruapua Hatpus (321 mr, 1,51 MMOB) U cMech IepeMeInBalOT P KOMHATHON TeMIIepaTy-
pe Ha NPOTSDKEHUU HOYHM nepen paz0aBieHueM MeraHosioM (10 Mi1) ¥ ranieHreM OJHOM Karuiel JieisTHOH yKcyc-
HOM KHUCJIOTHI. PaCTBOpHTeHb YAQIAKOT B BAKYyME U HeO‘ll/I]_lleHHI)II‘/II OCTaTOK CHOBa paCTBOPAOT B MCTAaHOJIE U
cpa3y 3arpyxatoT Ha kojoHKy SCX 10 r. [locne TmareabHONH MPOMBIBKA METAHOJIOM KOJIOHKY JIIOUPYIOT 2N
aMMHaKOM B MeTaHoJIe. DJF0aT KOHIEHTPHPYIOT B BaKyyMe, MOJIydasi CBOOOJHOE OCHOBaHHE yKa3aHHOTO B 3a-
TOJIOBKE COEIMHEHMs B BUJIE Macia coJloMeHHoro nsera. CBobogHoe ocHoBanue (239 wmr, 0,64 MMoIIb) pacTBO-
psitoT B MetaHoue (20 mut) 1 00pabaThIBalOT pacTBOpOM XJsopuaa amMmMoHus (36 mr, 0,67 MMoib) B MeraHoie (5
mir). CMmech 00pabaThIBAIOT YIABTPA3BYKOM B TedeHue 10 MUH mepen yJaleHHeM PacTBOPHUTENS B BaKyyMe, IMO-
Jy4asi THIPOXJIOPHIHYIO COJNb B BHJIE JIUIKOTO JKeITOro Macia. Macmo pactBopsitoT B 10 Mt cmecn 1:1 amero-
HUTPWI-BOJA ¥ JTHOPIIU3YIOT HA MPOTSHKEHUH HOYH, TOJTydasl MyIIHCcToe Oeroe TBepHoe BEIMIeCTBO, KOTOPOE
pactuparoT ¢ Tu3TWIOBEIM 3upoM (10 mir) u aneToruTpIiIoM (2 karm). OUIBTPOBAHUEM H CYLIKOW 00pazo-
BaBILIETOCSI OCAJIKA MOJIy4YaloT TpeOyeMblil THAPOXIOpH] B Buje 0enoro aMop(hHOro TBEpAOro BEIIecTBa: T.ILI.
63,8-65,8°C; 'H-SIMP (400 MI'ti, IMCO-dg) 11,10 (mmp.c, 1H), 7,52 (n, 1H, J=8,4 ') 7,36 (1, 1H, J=2,0 '),
7,40-7,26 (m, 2H), 7,22 (n, 1H, J=2,4 Tw), 7,20-7,11 (m, 1H), 7,04 (ump.x, 1H, J=7,6 I'n), 6,96 (nn, 1H, J=8,6,
1,4 T'w), 6,38 (tt, 1H, J=54,4, 3,6, '), 4,50-4,02 (ump.m, 2H), 4,30 (tn, 2H, J=14,4, 3,2 '), 3,15 (muwmp.c, 4H),
2,68 (mmp.c, 3H); MC (ES+): m/e 378,9 (M+1); CHN (s CyoH,,CIF,N,0O-HCI-0,7H,0) Bbraucneno: C 56,14,
H 5,51, N 6,55; natineno: C 55,72, H 5,32, N 7,07.

[To criocoOy npumepa 319 monyvaroT cieayromye coeIMHEHHs, BbIJICICHHBIE B BHJIE OKcaaTa 3a UCKIIIO-

YCHUEM OTMEUYCHHBIX CIIy4acB:
z
N R
4
0/
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N

ZI

Ry

OaHHEBIE

88

4,7-gudTop

2,2,2-
TpUudTOPITUI

T.mn. 208,5-210,0°C; 'H-AMP (400 MIu,
IMCO-dg) : 11,79 (ump.c, 1H), 9,21
(wmp.c, 2H), 7,39 (v, 1H, J=7,8 Tu),
7,32 (m, 1H, J=2,0 Tu) 7,30 (c, 1H),
7,18 (m, 1H, J=8,0 Tu), 7,11 (nxm,
1H, J=2,6, 8,2 Tu), 6,85-6,91 (M,
1H), 6,67-6,73 (M, 1H), 4,77 (kB,
2H, J=8,8 T'u), 4,16 (c, 4H), 3,12-
3,16 (M, 4H). MC (APCI): m/e 385,1
(M+1) CHN (mns Ci9H,7FsN,0-1HC1)
BruMcneHo: C 54,23, H 4,31, N 6,66;
Hanpgeso: C 54,20, H 4,30, N 6,66.

884

4,5,6,7~
TeTrpadTop

2,2,2-
TpUPTOPSITUN

r.on. 107,2-108,2°C; 'H-AMP (400 MIu,
IOMCO-dg): 11,92 (ump.c, 1H), 7,32

(c, 2H), 6,95-6,99 (M, 2H), 6,87
(am, 1lH, J=2,4, 8,0 T'u), 4,68 (kB,
2H, J=8,8 ru), 3,70 (c, 2H), 2,88
(v, 2H, J=7,2 Tu), 2,75 (T, 2H,
J=7,2 Tu). MC (ES+): m/e 421,1 (M+1)
CHN (mnsa C19H15F7N20'1HC1'0, ZOHzo)
BulumcneHo: C 53,83, H 3,66, N 6,61;
Hangeno: C 53,75, H 3,33, N 6,54.

885

4, 7—HVI®TOP

2,2,3,3-
Terpadroprnpon
un

v.mn. 171,8-173,0°C; 'H-AMP (400 MTIwu,
IOMCO-dg) : 11,80 (ump.c, 1H), 9,21
(c, 24), 7,39 (v, 1H, J=8,0 Tu),
7,30-7,33 (M, 2H€), 7,18 (m, 1H,
J=7,6 Tu), 7,10 (mom, 1lH, J=2,4, 8,0
ru), 6,85-6,91 (M, 1H), 6,54-6,83
(m, 2H), 4,60 (v, 2H, J=13,6 Tu),
4,16 (¢, 2H), 3,16 (c, 4H), MC
(APCI): m/e 417,1 (M+1l), CHN (mans
CooH1gF¢N,O - 1HC1-0 ’ 25H20) BBEIUMCIIEHO: C
52,53, H 4,30, N 6,13; HangeHo: C
52,75, H 4,24, N 5,76.

886

4,5,6,7~
TeTpadTop

2,2,3,3-
TerpadpTopnpon
178)

T.nn. 262,5-263,8°C; 'H-AMP (400 MIy,
IMCO-dg¢) : 12,16 (ump.c, 1H), 9,43
(c, 2H), 7,44 (m, 1H, J=2,0 Tu),
7,34-7,40 (M, 2H), 7,19-7,21 (m, 1lH,
J=3,6 u), 7,08-7,10 (mm, 1lH, J=2,0,
8,0 r'u), 6,69 (rr, 1lH, J=5,2, 52,0
ru), 4,59 (v, 2H, J=13,4 T'u), 4,15
(c, 2H), 3,16 (c, 4H). MC (APCI):
m/e 453,1 (M+1), CHN (mnsa
Ca0H16FgN,0 1HC1 -0, 10H;0) BuumncineHo: C
48,96, H 3,53, N 5,71; HanpmeHo: C
48,74, H 3,33, N 5,61.
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887 7- 2,2,2- T.mn. 173,8~175,6°C. 'H-AMP (400 MI'y,
TpUdTOopMET TpudTOopsTMN | IMCO-dg) : 11,36 (ump.c, 1H), 9,07
nin (ump.c, 1H), 7,87 (m, 1H, J=7,6 Tu),

7,45 (m, 1H, J=7,6 Tu) 7,38-7,42 (M,
i4), 7,36 (m, 1H, J=2,4 Tu), 7,28-
7,29 (M, 2H), 7,16-7,29 (M, 2H) 7,11
(am, 1H, J=2,0, 8,0 Tu), 4,77 (xs,
24, J=8,8 Tu), 4,15 (¢, 2H), 3,12~
3,16 (M, 4H), MC (APCI): m/e 417,1
(M+1), CHN (mns :
CyoH18F¢N,01HC1 0, 20H;0) BHUMCHeHo: C
52,63, H 4,28, N 6,14; nHanpeHo: C
52,56, H 4,05, N 5,79.

888 7- 2,2,3,3- o.nx. 154,0~155,8°C; 'H-AMP (400 MTwu,
TpudTOopMeT | TeTpadTopnpon | IMCO-d¢) : 11,35 (mmp.c, 1H), 9,51
nn ui (ump.c, 2H), 7,91 (m, 1H, J=8,0 Tu),

7,36-7,45 (M, 4H), 7,22 (m, 1H,
J=8,0 Tu), 7,17 (v, 1H, J=7,6 Tu),
7,09 (am, 1H, J=2,2, 8,0 Tu), 6,69
(ere, 1H, J=5,2, 52,0 Tu), 4,60 (7,
2H, J=13,6 Tu), 4,15 (c, 2H), 3,13-
3,20 (M, 4H). MC (ES+): m/e 449,0
(M+1), CHN (nnsa
C21H19F4N,O+1HC1-0,10H,;0) BeunMcieHo: C
51,83, H 4,18, N 5,76; HanmeHo: C
51,54, H 3,97, N 5,68,

889 7-HUTPO 2,2,2- T.om. 133,0-134,8°C; 'H-sAMP (400 MTIu,
TPUOTOPI TUN IMCO-dg) : 11,81 (c, 1H), 9,46

(up.c, 2H), 8,14 (m, 1H, J=8,0 Tu),
8,11 (o, 1H, J=8,0 T'u), 7,45 (m, 1lH,
Jg=2,0 ru), 7,39 (v, 1H, J=8,0 Tu),
7,36-7,37 (M, 1H), 7,25 (7, 1H,
J=8,0 ru), 7,21 (m, 1H, J=8,0 Tu),
7,10 (om, 1H, J=2,0, 8,0 Iu), 4,78
(kB, 2H, J=8,8 Tu), 4,15 (c, 2H),
3,12-3,24 (M, 4H), MC (APCI): m/e
394,1 (M+1l). CHN (mns
C19H1gF3N3053°1HC1 0, 80H,0) BruUMcaexHo: C
51,37, H 4,67, N 9,46; wnannexno: C
51,02, H 4,43, N 10,19.

890 T-HNUTPO 2,2,3,3- r.os. 175,0~176,8°C; 'H-AMP (400 MTu,
TerpadTopnpon | IMCO-d¢) : 11,81 (mmp.c, 1H), 9,32
nn (ump.c, 2H), 8,13 (m, 1H, J=8,0 Tu),

8,11 (m, 1H, J=8,0 Tu), 7,45 (m, 1lH,
J =2,0 Tu), 7,39 (v, 1lH, J=8,0 Tu),
7,31-7,32 (M, 1H), 7,25 (7, 1H,
J=8,0 ru), 7,20 (@, 1lH, J=7,6 Tu),
7,10 (mm, 1H, J=2,4, 8,4 Tu), 6,69
(rr, 1H, J=5,2, 52,0 Tu), 4,60 (T,
2H, J =13,2 Tu), 4,16 (c, 2H), 3,18
(c, 4H), MC (APCI): m/e 426,1 (M+1),
CHN (ana CyoH;9F¢N303°1HC1 -0, 90H,0)
BHUMCHIeHO: C 50,25, H 4,60, N 8,79;
Hatneno: C 49,98, H 4,38, N 9,47,

pumep 892. 2-(7-Tpudropmernn- 1 H-uan0m-3-m)3 TroraMuH.

B 500 M xpyrinomoHHOH KoiOe, CHaOKEHHOW MarHUTHOW MEIIAJIKOW, CMEIIUBAIOT (2-TpudTopMeTHII-
tdenmm)runpaszud (5,0 T, 28,4 MMOIB) U TUMeETHIIANETab 4-aMHHOMACISIHOTO anpaeruaa (4,54 r, 34,1 mmons) u
cMmech nepemeninBatoT. Coycts 5 mun meanenHo pobasistor 1IN HCI (200 mir) v peaknmoHHYO CMech Harpe-
BatoT 10 85°C B TeueHne 2 4 ¢ 0Opa30BaHMEM PAcTBOPA OPAHKEBO-KPACHOTO IBETA. TeMIepaTypy MOBBIIIAIOT
10 100°C B Teuenne 10 MUH U cMeCh OXJIQXKIAIOT 1O KOMHATHON TeMIIEpaTyphl. PeakIIMOHHYI0 CMECh BBIIMBAIOT
Ha JieJl ¥ epeMemunBaioT B TeueHre 10 MuH ¢ mocienyromum perynupoBanueM pH no ~10 rugpokcuiom aMmmo-
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HUA. CMech SKCTParupyrT METIICHXIOPUIOM, OpraHIndecKie (a3sl 00BeINHSIIOT, CyIaT Hal CyahpaToM Ha-
TpHUS ¥ KOHIEHTPHPYIOT B BaKyyMe, IOJTydasi TEMHOE OpaHXeBO-KOpHYHEeBoe macio. OYmcTka Ha IpeaBapH-
TEJBHO HATIOJTHEHHON KOJIOHKE C CHiIHKareieM, oopaboranasiM HMDS, ¢ ucmons3oBaHneM CTyNeH4YaToro rpa-
muenTta oT 9% mo 17% meraHona B METHJICHXJIOPHIE JAaeT YHCTOe, YKa3aHHOE B 3ar0JIOBKE COSIWHEHHE B BUIC
OpaHXEBOTO Macia: 'H-IMP (400 MI'u, IMCO-dy) : 11,18 (mmp.c, 1H), 7,82 (a, 1H, J=7, 6 'n), 7,40 (a, 1H,
J=7,2 Tn), 7,24 (n, 1H, J=2,0 I'n), 7,13 (1, 1H, J=7,6 '), 2,76-2,83 (m, 4H). MC (APCI): m/e 229,0 (M+1),
212,0 (M-NH,).

[Mpumep 893. (7-Hurpo-1H-unnomn-3-wmm)aneToHnTpuiI.

B 500 M kpyTiog0HHOH KOJIOE, CHAO0KECHHON MarHUTHOW MEIIANIKOW, PAacTBOPSIOT 7-HUTpOWHAION (4,55 T,
28,1 mMonb) B 130 M1 JiesiHOM yKCyCHOW KHCJIOTHI U pacTBOp HarpesaroT a0 70°C. /lo6aBisioT Homun 1ume-
THIMETHIICHAMMOHHSA (COb DmeHMo3epa) U cMeck nepemenmBaroT mpu 70°C. Croycts 45 MUH peakIIMOHHYIO
CMECh OXJIXKIAIOT M PACTBOPUTENHh yIAIAIOT B BaKyyMe, MOJydas HEOUHIIEHHOE JKENITOE TBEPAOE BEIIECTRBO.
Heounmennoe BemiectBo obpadareBatoT 200 MII THAPOKCHIA aMMOHHS M SKCTParupyroT sTmianeratom. Opra-
Huuyeckue (a3pl OOBEIUHSIOT U CyIIAT HaJ| CY/Ib()aTOM MarHusi U KOHLEHTPUPYIOT B BaKyyme, Mojy4asi mpome-
JKyTOYHBI aMHH B BHJIE JKEITOTO KPUCTAJUIMYECKOTO TBEPIOTO BemiecTBa. [IpOMEXyTOUHBIH MPOAYKT cpa3y
pactBopsitoT B 200 mMa aumeTuicynbdokcuaa, odpadareiBaroT MeTHInoauIoM (4,55 mit, 56,2 MMOJIb) U CMECh
MepeMEIINBalOT Ha MPOTSHKEHWU HOYM TPH KOMHATHOW Temmepatype. Jlobasmstor uuanua xamus (18,30 r, 281
MMouib) U 18-kpayH-6 (226 mr) u cmech nepemenmBator npu 50°C B teueHue 25 muH. OOpa3oBaBLIYIOCS KO-
PUYHEBO-XKENTYIO CYCIIEH3HIO BEUIMBAIOT Ha JIeJl, IEpEeMEIINBaOT B TeueHrne 10 MHH, HaCBHIIIAIOT XJIOPHJIOM Ha-
TPHUS ¥ KCTparupyror stuianeratoM. OObeMHEHHbIE SKCTPAKTH IPOMBIBAIOT OMH pa3 BOJOH, /IBa pa3a HacChl-
IIEHHBIM PacTBOPOM COJIM, CYIIAT Haj Cyab(haToM HaTpHs M KOHIEHTPUPYIOT B BaKyyMe, IOJIydasi YKa3aHHOE B
3aroJIOBKE COCITMHEHHE B BUJE KEITO-KOPHYHEBOTO TBEPIOTO BemecTBa. JampHeWIas odncTka He TpeOyeTcs.
"H-SIMP (400 MI't, IMCO-dg) : 11,92 (mmp.c, 1H), 8,14 (x, 1H, J=8,0 I'm), 8,12 (x, 1H, J=8,0 I'm), 7,53 (x, 1H,
J=2,0Tm), 7,31 (1, 1H, J=8,0 T'm), 4,16 (c, 2H). MC (ES-):m/e 200,0 (M-1).

[Tpumep 894. 2-(7-Hutpo- 1 H-uHa01-3-11)3THIIaMUH.

B 500 mu xpyriogoHHON Ko6e, CHaOKEHHOM MarHUTHOM MeIIaIKoW M BBOJAOM Ui a3ota, (7-uurpo-1H-
MHO0JI-3-11)aneToHuTpuI (5,27 T, 26 MMOINB) pacTBOPSIOT B 6e3BogHOM TeTparuapodypane (150 mi). PactBop
obpabatbiBator 1M BH3: TT'® (55 mut, 55 MMoub) 1 mepeMenMBaloT npu KoMHaTHOU Temneparype. Cryctst 20 u
PEaKLIMOHHYIO CMECh TacsT OCTOPOXKHBIM J00aBJIEHHEM 0 KaruisiM BoZbl (9 MII) M CMeCh MEPEMELIHBAIOT JI0
npeKparieHus 00pa3oBaHus NEHBI U BblleNIeHNs Ta3a. CMech KOHLEHTPUPYIOT A0CyXa B BaKyyMe, OCTaTOK CHOBa
pactopsitor B 1N HCI (300 M) u skcTparupyror stunaneratoMm. Bonayto ¢asy nogmenauunsator SN NaOH n
9KCTParupyroT STHIALETaTOM. DKCTPAKThl B 3THJIAlleTaTe OOBEIUHAIOT, CyIIaT Haj Cyab(paToM HATpUs U KOH-
HEHTPUPYIOT B BaKyyMe, TOJIydasi YKa3aHHOE B 3ar0JIOBKE COSAWHEHHE B BUIE OPAaHKEBO-KOPHIHEBOTO TBEPIO-
ro semecrsa: 'H-SIMP (400 MI';, AMCO-d): 11,66 (mmp.c, 1H), 8,07 (T, 2H, J=7,6 'm), 7,32 (c, 1H), 7,20 (T,
1H, J=8,0 T'm) 2,79-2,83 (M, 4H), MC (APCI): m/e 189,0 (M-NH,).

IIpumep 895. N-(2-(6-Drop-1H-unm01-3-1m)311051)-4-hTOp-3-heHOKCHOCH3MITaMHKH.

FQT@*V@:@

I'uapoxopua yKa3aHHOTO B 3arojOBKE COSIMHEHHMS IONydaloT mo crmocody mpumepa 340: T.mr. 173-
175°C; MC (m/e) : 379 (M+1), 377 (M-1); Beruucieno mist C3H,0F,N,O-HCl: Berumcneno: C 66,59; H 5,10; N
6,75. Haiigeno: C 66,39; H 5,05; N 6,57.

Ipumep 896. N-(2-(6-Drop-1H-unrn05-3-11)3T10)-3-HheHOKCUOCH3UITAMUH.

i L

I'uapoxiopua yka3aHHOTO B 3arojOBKE COSIMHEHHMS IONydaloT mo crmocoby mpumepa 340: T.mwr. 196-
199°C; MC (m/e): 361 (M+1), 359 (M-1); Beruucneno st Co3H, FN,O-HCI: Beruncneno: C 69,60; H 5,59; N
7,06. Haiigeno: C 69,23; H 5,58; N 7,00.

[Mpumep 897. 7-drop-1-meTHi-3-heHoKcHOeH3011.

Tpustunamus (28,6 mi, 205 MMOIIB) 100aBISIFOT MO KaIUIsIM K cMecH 2-grop-5-metmindenona (5,18 1, 41,4
mmoub), anerara meau(Il) (7,46 T, 41,1 mmons), pernndoponosoit kuciotsl (10,0 r, 82,1 MMoJIB), TOPOLIKOOO-
pasHbIX MoseKyJIsApHbIX cuT 4 A (7 ) u MeTunenxnopuaa (400 mi). CMech HepeMeNIMBaOT NP TEMIEpaType
okpyxatomier cpensl. Crryerst 22 4 cMech GMIBTPYIOT U QUIBTPAT KOHIEHTPUPYIOT. OCTaTOK OYHIIAIOT XpoMa-
Torpadueit Ha cuaukarene (50% MeTHICHXIIOPHI/TEKCaHbl), KOHIEHTPUPYIOT M CHOBA OYHMINAIOT XPOMAaTOTpa-
¢ueit Ha cunmkarene (100% rexcansr), momydas 2,4 T (29%) ykazaHHOTO B 3arojioBke coeamHeHms: MC (m/e):
202 (M.
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[pumep 898. 4-D1op-3-heHokcnbeH3a b IeT U .

CwmemuBatot 4-drop-1-merun-3-dpenokcudenson (2,43 r, 12,0 mmons), N-Opomcykuuaumua (4,92 r, 27,6
MMOJIB), 6en3omnnepoxcun (408 mr, 1,68 MMop) U TeTpaxiopun yriiepoaa (55 mir). CMech HarpeBaroT MPH TEM-
nepaType KUIEeHHs ¢ OOpaTHBIM XOJIOAWIBHUKOM B TeueHne 6,5 4 u oxnaxaarot 1o 0°C B Teuenne 64 4. TBep-
JIble BEUIeCTBa OT(WIBTPOBBIBAIOT M (PHUIBTPAT KOHIEHTPHPYIOT. OCTaTOK PacTBOPSIOT B Xjopodopme U mpo-
MBIBAIOT OXJIQXKACHHBIM JIBJIOM PacTBOpPOM KapOoHara HaTpus. PactBop B Xjopodopme cymat Haja cynbharom
HaTpusi, QUIBTPYIOT U KOHIIEHTPUPYIOT MPH HOHKEHHOM JaBlieHHH. OCTaTOK pacTBOPSIOT B anieronutpuie (50
MII) B 100aBisoT 4-MeTuaMopgoianH-4-okenn (4,6 T, 39,1 MMOJIb) M TOPOIIKOOOpa3HbIE MOJIEKYJISIPHBIC CHUTa
(200 mr). Cmech mepeMenIMBaloT MpH TeMIlepaType OKpysKaromiei cpeabl B Tedyenne 20 4, GUILTPYIOT U KOH-
neHTpupyor. Ounctka xpomarorpadueit Ha cuimkarene (5%, 30% stunauerar/rekcansl) gaet 220 mr (8%)
YKa3aHHOTO B 3aroyoBke coemunenns: MC (m/e) : 216 (M").

[pumep 899. 7-OtopTpUnTamMuH.

Cwmenmsaror npu 0°C muruitamomunmiiruapun (12,8 1; 336,1 Mmons) U 6e3BOIHBINA TeTparuapodypan
(160 mur). O6pazoBaBIIYIOCS CMECh, HATPETYIO IK30TEPMHUUIECKOH peakiuet, oxnaxnaaioT 10 0°C. J1o6aBusioT mo
KarsiM 7-rop-3-(2-autpounmi)- 1 H-urmon (11,55 r, 56,0 mmoins) B 6e3BogromM TI'® (200 mur). Uepes 30 mun
CMECh HArpeBaloT JI0 TeMIIepaTyphbl OKpyxaroiien cpeabl. Crycrs 4 4 cMech oxnaxkaawT a0 0°C u nqobaBiistor
M0 KaIUISIM HachILIEHHBIH pacTBop cynbgara Harpus (35 mi). TBeppoe BelecTBo OTOUIBTPOBBIBAIOT U IIPOMBbI-
BatoT TI'® u stunaneratoM. OUIBTPAT KOHLEHTPUPYIOT U OCTATOK PAcTBOPSIOT B MeTWieHxsopuae. Ocamok
OT(UIBTPOBBIBAIOT, HOMy4ast 1,26 T MpoAyKTa B BHJIE KOPUYHEBBIX KPUCTAIOB. DHILTPAaT KOHIEHTPUPYIOT H
xpoMmarorpadupyloT Ha Cridkarene npu SmroupoBanuu 5%, 7%, 10% 2N amMmMmaka B CMECH MeTa-
HOJI/METHJIEHXJIOpUA ¢ nosrydeHueM npoaykra: MC (m/e): 179 (M+1), 177 (M-1); Beraucneno mist CioH; FN:
Beruncieno: C 67,40; H 6,22; N 15,72. Haiigeno: C 67,06; H6,11; N 15,48.

pumep 900. 3-(2-HurpoBunmn)-6-Metancynshonmi- 1 H-uamo.

CwmemmBaroT 1-mumerninamMuHoO-2-HUTpodTHIEH (892,1 Mr, 7,68 MMmons) u TOVY (9,0 M) u cMmech mepeme-
MIMBAIOT /10 pacTBopeHusi. Jlobasnstor 6-merancynbponmia-1H-unnon (1,5 r, 7,68 MMoib) 1 cMech MepeMelin-
BAIOT IIPH TeMIIepaType oKpyxaromei cpenpl. Ciycts 24 4 peakIMOHHYIO CMeCh BBIIMBAIOT B CMECH JIE/I/BOAA,
SKCTPAarupyroT 3TWIALETATOM, 3aTE€M CIION ITWJIAIIETaTa MPOMBIBAIOT HACBHIIIEHHBIM PAaCTBOPOM COJIM M HACHI-
HIeHHbIM OrkapOoHaTom HaTpusi. CMech QUIIBTPYIOT, OCaJIOK MPOMBIBAIOT U CyILAT, NOJIy4asl YKa3aHHOE B 3aro-
JIOBKE COEJMHEHHEe B BHie kenroro nopomika: T.mwi>250°C. MC (ACPI): m/e 267,0 (M+]). Ananuz aus
C1HoN,O,S: Beruncieno: C 49,62; H 3,79; N 10,52; naiineno: C 49,86; H 3,97; N 10,25.

[Mpumep 901. 3-(2-Hurposunun)-6-6en30m1cynbhoruia-H-unmon.

CMemmBaT 1-muMeTriaaMuHO-2-HUTPOITHIIEH (676,9 Mr, 5,83 mmons) u TOVY (9,0 M) u cMmech mepemMe-
MIMBAOT 10 pacTBopeHus. Jobasmsror 6-6en3oncynbpdonmn-1H-manon (1,5 r, 5,83 MMmoinp) 1 cMech nepementu-
BaIOT IPU TeMIIepaType OKpyxKaromei cpeabl. Crrycts 24 9 peaKIIMOHHYIO CMECh BBUIMBAIOT B CMEChH JIE/BOIA U
pH nosomar no 8. Ilocne mepememBaHus 0CafoK OT(IIBTPOBBIBAIOT, MPOMBIBAIOT BOAOHM M CyIIAT, MOTydast
yKa3aHHOE B 3aroJIOBKe COeAMHEeHWe B Buje skentoro mopoika: T.ui. 110°C, pasza. MC (ACPI): m/e 329,0
(M+1). Arammz st CgH1,N,O,4S: Berauceno: C 58,53; H 3,68; N 8,53; naitneno: C 58,54; H 3,83; N 7,85.

ITpumep 902. Conb maBeneBoit KUCIOTHI (3-heHOKCHOSH3MN )(2-TTMPUIUH-2 - M THIT)aMUHA.

CwmenmBarot 2-nupuaun-2-wntaiaamud (Aldrich, 0,36 M, 3,0 mmois), 3-penokcubenszanpaerun (Aldrich,
0,58 M1, 3,66 MMonb), MoneKyaspHsie cuta 3 A (0,5 T) 1 Metanon (30 M) U CMeCh KUISTAT ¢ OOpPaTHBIM XOJIO-
JUIBHUKOM B TedeHue 4 4. MoJeKyJIsipHbIe CUTa yIalstoT GuiabTpoBaHueM. MeuieHHO 100aBIsIOT OOpruapug
Harpus (0,35 1, 9,0 MMOJIB) U PEeaKIMOHHYIO CMECh IEpEMEINBAIOT ITPH KOMHATHOH Temneparype. Crycts 1 u
PEeaKkInOHHYIO CMECh KOHLIEHTPUPYIOT M OCTAaTOK pacTBopstoT B cmecu IN pactBopa NaOH u metunenxiopuaa
U CMECh SKCTParupyroT METHIEHXJI0puaoM. OpraHn4ecKrii 3KCTPaKT MPOMBIBaIOT BoxoH, cymar (Na,SOy4) u
KOHLCHTPUPYIOT, TOIy4asi CBETJIO-kesToe Macio. [ToaydaroT coib maBeaeBOd KUCIOTHI U KPUCTALIM3YIOT M3
STHIIAIeTaTa, oydast 6eroe TBepaoe BemecTBo: T.I1.=183-185°C; MC: non mpu 305,2.

pumep 903. (3-[1,3]-Auokconan-2-nindeHu ) IHpUANH-2 -AIIaMHH.

CwmenmBaror 2-amuHomupuaua (8,25 1, 95 mmoins), 2-(3-6pomdennn)-[1,3]-auokcoman (13,8 ma, 90
MMOJIB), TpeT-0yTokcun Harpus (12,2 r, 126 mmouns), BINAP (210 wmr, 0,62 mmouns), Pdy(dbu); (630 mr, 0,21
MMOJIB) U Toryod (100 Mir) 1 cMeCh KHITATAT ¢ 00paTHBIM XOJIOIMIBHUKOM B TeueHue 48 4. PeaknmoHHyto cMech
OXJIQXKIAIOT JI0 KOMHATHOM TeMIIepaTyphbl, paCTBOPSIOT B 3Hpe U 00pa30BaBILUICS pacTBOpP GUIBTPYIOT U KOH-
ueHtpupyot. Ouncrka ¢iaui-xpomarorpadueit (rexcansl/EtOAc (8,5:1,5) n 3arem rexcansl/EtOAc (7:3)) naet
YKa3aHHOE B 3ar0JIOBKE COEJMHEHHUE B BHJIE JKEITOTO Macia.

[Mpumep 904. 3-(ITupuaun-2-unamuno)oenzanpaeruy (3-[1,3].

Juokcomnan-2-midenmn)nupuaus-2-uiamud (10,32 1, 42,6 Mmmois) pactBopsitor B TT'® (150 mi). [Jobas-
TSI0T KoHIeHTpupoBanHbA pactBop HCI (37,5 mit) 1 pacTBop mepeMemuBaioT Ipyi KOMHATHON TeMIiepaTtype Ha
MPOTsDKEHIH HOYU. PeakIMoHHYI0 cMeCch KOHIICHTPHUPYIOT, 00padaTriBaroT Bogoi u sxcTparupyot CH,Cl,. Op-
TaHWYECKHUH SKCTPAKT MPOMBIBAIOT BoJoHU, cymar (Na,SO4) M KOHIEHTPUPYIOT, TOIy4das HEOYHIIEHHBIH Tpo-
nykt. Ouuctka Quaui-xpomarorpadueit (rexcansl/ EtOAc (7:3)) maer ykazaHHOE B 3aroJIOBKE COEIUHEHHE B
BUJIE JKEIITOTO TBEPAOTO BEILIECTBA.

ITpumep 905. N-(2-(6-Xnop-1H-urmon-3-mm)3tun)-3-(mupua-2-uiaMrHo OeH3UIaMHIH.
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CwmemmBarot 6-xmoprpuntamut (0,22 1, 1,1 Mmons), 3-(mupuanH-2-unamuso )oen3ampaerun (0,22 r, 1,1
MMOJIB), MoneKyJIsipHble cuta 3 A (0,5 r) u Meranon (25 M) ¥ CMech KUISTAT ¢ 0OPAaTHBIM XONOIMILHUKOM B
TedyeHne 4 4. MonekyIsapHbIe CUTa yOAISTIOT QUIbTpoBaHHEM. MemieHHo no0aBisaroT 6opruapun Hatpus (0,16
T, 3,3 MMOJIB) U PEaKIOHHYIO CMECh IIEPEMEINBAIOT IPH KOMHATHOH TeMiieparype. Crycta 1 9 peakmoHHYyI0
CMech KOHIIEHTPUPYIOT U OCTAaTOK pacTBOPSIOT B cMecu 1N pactBopa NaOH n MeTmiieHXJI0pHIa U CMECh IKCT-
parupyroT MeTmieHxiIopuaoM. OpraHudecKknil 3KCTPaKT MPOMBIBAIOT BoaoH, cymaT (Na,SO4) 1 KOHLIEHTPUPY-
10T, TIOJTy4Yast HeOUHIIeHHbIN npoaykT. Ouncrka ¢uni-xpomatorpadueit (EtOAc/MeOH (9:1) ¢ 2% pactBopom
NH,4OH) naer tpebyemoe coequnenue B Buze OeciiBeTHOro macia. [1omydyaroT AUruapoXIopUIHYIO COJb, KOTO-
pyto kpuctamunsytot u3 EtOAc, nomyuas Tpedyemsbril mpoaykt: T.m1.=164-166°C: MC: noun nipu 377,1.
ITo meToauke npumMepa 673 MOIydaroT CIEAYIOUINE COSAUHEHUS:

H
R1/\/N O’R‘

N Ry Ry HaHHBIE

906 | nupun-2-un-| pesun |Crnocot XX 3: Rf 2,83 mumu npu 254/220
HM; m/e 305,0 (M+1)

907 | Tuen-2-un | denmn |Cnoco® XX 3: Rf 4,00 mumu npu 254/220
HM; m/e 3309,9 (M+1)

[To meTonuke mpumMepa 673 MOTYHArOT CIEAYIOUTHE COSIMHEHS

. H

N z' R4 HaHHuEe

908 3-Br nponun | Crioco® XX 3: Rf 4,48 mmu npu 254/220
HM; m/e 349,9 (M+1)

908a | 3-COOCH; denmn |MC=362 (m+l), IR; 1718,51, 1584,26,
1489,84, 1445,78, 1285,67, 1253,07,
1199,51 cm™*

[To MeToauKe, aHATTIOTHYHOW TpuMepy 665, TOIYYaroT CIEAYIOINE COSIMHEHS:

Z
%
N (o}
|
N
H
N z’ Ry IJaHHEEe
909 H nzonpommi | Criocod XX 3: Rf 5,43 muu npm 254/220
HM; m/e 385,00 (M+1)
910 METOKCH Me T Crioco6 XX 2: Rf 4,86 muun npmu 254/220
HM; m/e 385,0 (M+1)

ITo CHOCO6y npumepa 221 NOoJIydaroT CJICAYOIHNE COCANHCHU A, BbIICJIICHHBIC B BUAC MaJi€aTa, 3a UCKIIIO-
YCHUCM OTMCYCHHBIX CITY1acB:

e z' R4 : IaHHBHEe

911 | 3-xmop 2-propben3un |Cnocob XX 3: Rf 4,61 mmu npu
254/220 uM; m/e 369,9 (M+1)
912 | 3-xmnop 4-propbeH3mn | Cnocob XX 3: Rf 4,62 MuH npu
254/220 uM; m/e 369, 9 (M+1)
913 | 3-xjop 2,3- Cnnoco® XX 3: Rf 4,76 MumH npu
ommbropbensun | 254/220 uM; m/e 387,9 (M+1)
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[pumep 914. 3-ITponokcHOSH30HUTPHIL.

B 2-6yranone (175 min) cmemmuBatoT 3-runpokcuoenzonutpuia (11,052 r; 92,8 Mmons), H-mponuiadpoMusa
(24,4 r; 198 mMmoutp) u kapOoHat kanus (38,65 1; 280 MMOJIB) M CMECh HATPEBAIOT U KUIATAT C OOpPaTHBIM XOJI0-
JuabHUKOM. Crryetst 17 9 cMech OXJIaXXIaloT JO KOMHATHOM TeMIepaTypsl U pacTBOp AEKAaHTUPYIOT M KOHIICH-
TPUPYIOT Ha POTOPHOM Hcrapuresie. OCTaTOK pacHpenessioT MeXIy AMITHWIOBHIM 3dupom (150 mi) u Bonoi
(150 mu), cron pa3AeisiioT M BOJHBIN CJIOH SKCTParupyoT IU3THIOBBIM 3¢upom (2 x 100 mi). Opranudeckue
ciion 00benHSIOT U npoMbiBatoT Bojod, 1IN NaOH u Bopoii, cymar vag MgSO4 u koHUEeHTpupyroT. OCTaToK
MIEpETOHSIOT, TI0JTy4ast yKa3aHHOE B 3ar0JIOBKE COEIMHEHHE.

[Mpumep 915. T'unpoxstopun 3-nMponokcHOeH3NIaMHHa.

Cwmenmparot 100 mur mutritanromuruiiruapuaa (1M B TT'®) u 50 M TT'® u x cmecu 100aBISIOT MO Karl-
1M cepryto kucaoty (100%) mpu 10°C. CMecn 1aroT BO3MOXHOCTh HarpeThesl 10 KOMHATHOM TeMIepaTypsl U
cMech nepemenmBaioT. Yepes 1 4 TBepaple BemecTBa OT(HWIBTPOBBIBAIOT YePe3 THATOMOBYIO 3€MIIIO TIOJ J1aB-
JICHUEM a30Ta U K IPO3pavyHOMY PacTBOpPY I00aBISIOT o KaruisiM pactBop Hutpwia B 50 mu TT'® npu 0°C. Pe-
aKIIMOHHYIO CMECh OCTaBISIOT AJis mepeMemuBanus. [locie nepememmBanms | 1 npu 0°C peakunoHHON cmecn
JIAf0T BO3MOXKHOCTh HarpeThcs JO TEMIIEPaTyphl OKPYKAIOLIEH Cpe/bl ¥ MEPEMEIINBAIOT B TedeHue 2,5 4. Peak-
IUOHHYIO0 cMech oxJaxaarT 10 0°C u m00aBisioT mo karwisaMm 16 mu pacteopa 1:1 Boga/TI'® u 100aBisrOT 1O
kamsiM 2M NaOH (60 mut). O6pa3oBaBiiytocsi cMech (QUIIBTPYIOT, TBepble BeliecTBa npoMeiBaloT TI'D (2 x
100 mui1), opraHu4ecKue cjIou OOBEIUHSIOT, CyIIaT HaJl CyJIb(aToM HATpPHsl U KOHIEHTPUPYIOT. OCTaTOK PacTBoO-
pstoT B Ge3BogHOM 3dupe (250 mur) u noxkucisiror pactsopom HCl/anokcan (20 mi 4M pactBopa). OGpaszo-
BaBILIEECs] TBEPIOE BEILIECTBO IIPOMBIBAIOT 3(HPOM, MOTy4dasi yKa3aHHOE B 3arojIOBKE COSIMHEHHE B BUJE OEI0T0
TBEPAOTO BEILECTBA.

Ipumep 916. 2-(3-bpomdpenr)-N-(3-mponoKCHOESH3MIT )alleTAMHUL.

CumemmBaT 3-mponokcuOeH3mwtaMud u 50 MII AuXJiopMeTaHa W IOOaBISIOT 1O KalisiM K CMecH 3-
opompenmmanerunxiopuna (4,90 r; 21,0 mmoins) u TpudTIIaMuHa (3,60 T35 35,9 MMois) B 250 M quxiopMeTa-
Ha 1ipu 0°C. PeakIiMoHHOM cMecH Jar0T BO3MOYKHOCTh HarpeThCs 10 KOMHATHOM TEMIIEpaTypsl U IEPEeMEIINBa-
10T B TeueHne 18 4. PeakimonHyio cmech BeuMBaiOT B 100 MII HACHIIIIEHHOTO PAcTBOpA COJH, CIIOH PA3IEISIOT U
BOJHBIN ci0# 3KcTparupyioT 100 M guxmopmerana. OpraHUYecKue ClIon 0ObEAUHSIOT, IPOMBIBAIOT HACHIIICH-
HBIM pacTBOpoM couu, cymar (MgSO,) u xoHnenTpupytor. Ouuctka xpoMaTtorpaduell Ha CUJIMKarenie ¢ Hc-
nosib3oBanueM 40% EtOAc B rekcaHax jaeT yKka3aHHOE B 3ar0JIOBKE COEeIMHEHUE.

Ipumep 917. 2-(4'-Dropoudenun-3-mn)-N-(3-nmpornokcuOSH3 I )alieTaMHI /.

B NMP (3 mu) cmemmuBaror 6pomamun (0,365 1; 1,008 mmons), 4-propdenmndoponopyro kucioty (0,175
r; 1,25 Mmmons), dpropun nesus (0,360 r; 2,37 mmonb) u quxiop(ouctpudenmndocun)namnamuii(Il) (0,062 r;
0,088 Mmmome) 1 cmech HarpesaroT mipu 104°C. Cmycts 13,3 9 cMech OXJIaKIA0T J0 TEMIIEPaTyphl OKpY Karomen
cpeabl 1 pa30aBistioT 40 M KaXKAOTO M3 TUXJIOpMeTaHa 1 BoJbl. Cllon pa3lelsioT U BOAHBIN CIIOH 3KCTparupy-
10T auxiiopmeraHoM (2 x 20 mur) . Opraaudeckue CIon 00BeIUHIIOT, TPOMBIBAIOT YETHIPEMS MOpUUsSME Mo 10
MJI HAaCBILIIEHHOTO pactBopa coiu, cymar (MgSOy4) u koHueHTpupyoT. Ourctka XpoMmaTorpadueii Ha cunnkare-
ne ¢ ucrionb3oBanueM 40% EtOAc B rekcanax JaeT yKa3aHHOE B 3aTOJIOBKE COEIMHEHHE.

IIpumep 918. N-(2-(3-(4-Propdennn)HeHu)ITh)-3-IPOnOKCHOCH3UIAMIH.

CwmemmBarotr 2-(4'-®ropoudenni-3-mn)-N-(3-nponokcubensun) aneramug u 15 mur TI'® u B cmecs no-
Oasmsttor no kKamwpiM ripu 0°C pactBop BH;-SMe, (2M B TI'®). PeakimonHo# cMecH Jar0T BO3MOKHOCThH Ha-
IPEeThCA JI0 TEMIIEpaTyphbl OKPYXKAIOIIEH cpelbl U cMech nepeMernnBaroT. CIycTss 5 4 0CTOPOKHO TOOaBISIOT
sta”ox (1 M) # cMech KOHIEHTPHPYIOT. OCTaTOK PacTBOPSIOT B 3TaHONE (2 MII), KHIIATAT ¢ OOPaTHBIM XOJIO-
JUIBHUKOM B T€UEHHE 2 4 U KOHIEHTPUPYIOT. OUHCTKA JaeT yKa3aHHOE B 3ar0J0BKE COSIMHEHUE B BHIE PhIKeE-
BaTO-KOPUYIHEBOT'O TBEPIOTO BemecTBa. AMUH pacTBOpstoT B 10 M cmecH 1:1 muxmopMeran/MeTaHOT U 100aB-
as1r0T 600 M THAPOXJIOPUAA MONMBUHIIIHPUANHA. CMECh BCTPAXUBAIOT B TEUCHHE 4 U, MMOJUMED OTHHIBTPO-
BBIBAIOT U OCTaTOK KOHLEHTPUPYIOT M NPOMBIBAIOT 3(GHPOM, MONyyas YKa3aHHOE B 3aroJIOBKE COEIMHEHHE B
Buze ruapoxiopuga: MC (ES+): m/e 364 (M+1).

[Mpumep 919. N-(2-(5-bensunokcu-1H-nanomn-3-mn)atn)-3 -heHoOKCHOEH3UIIaMKH.

!

CwmenmBaroT S-6en3mwiokcurpuntamut (1,23 1, 4,6 Mmois), 3-penokcubensansaerun (97%, 1,09 r, 5,53
MMOJIB) U MoJieKynsapHbie cuta 4 A (1,0 r) u cMech nepememmuBaioT B Metanone (15 mn) B Tedenue 4 4. Moe-
KyJISIpHBIE CHTa OTAEJSIOT (PUIBTPOBaHHEM M MPOMBIBaIOT Heckolibko pa3 MeOH. K pactBopy 8 MeOH no0as-
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nsttoT noprwsivu NaBH, (174 mr, 4,60 MMoIib), 00pa30BaBIIyIOCS CMECh IIEPEMEITNBAIOT P KOMHATHOHN TeM-
neparype B Teuenue 1 4. MeOH ynansitor B Bakyyme, ocrarok pazbasisitor cmeckio CH,Cly/Bosa, aKkeTparupyroT
CH,Cl,, opranmueckue cion o0beIUHSIOT, cymaT Hag Na,SO, ¥ KOHIIGHTPUPYIOT B BakyyMe. OdncTKa Xpoma-
torpadueii Ha cunukarene (CH,Cl,/MeOH) maer cBoboaHoe ocHoBanne. CMemMBaHHEM CBOOOTHOIO OCHOBA-
HUSL C IIABENICBOH KHCIOTOM momydarot comb: 'H-SIMP (300 M, IMCO-dq): 2,95-3,15 (M, 4H), 3,93 (c, 2H),
4,10 (mump., 1H), 5,05 (c, 2H), 6,85 (M, 18P), 10,67 (mmp., 1H); MC (anekTpopacubuicHue) m/e 449,2 (M+1).

[Mpumep 921. N-(2-(5-bensunokcu- 1 H-uanon-3-nn)atun)-N-MeTnin-3 -(peHOKCHOSH3UIIaMKH.
Q

CwmemmBarot N-(2-(5-6enzunokcu-1H-unnon-3-nm)atun)-3-penokcndensmwiamud (1,61 1, 3,59 MMonb) u
NaOH (143,6 wr, 3,59-1,75 mmonsb), cmechk pactBopsitoT B TI'®D (25 M) 1 mepeMemBaoT Ipy KOMHATHOH TeM-
nepatype. Crycts 15 muH nobasisttor qu-tper-Oytmwinukapoonat (1,57 1, 7,18 mmons) 8 TT'® (20 M) u Kums-
TAT C OOPaTHBIM XOJIOAMIBHUKOM B TedeHHe 4 4. PacTBOpuTENs yIOassioT, OCTaTOK pa30aBIsIIOT BOMOH, SKCTpa-
rupyior CH,Cl, (3 x 15 m), cymat Hax Na,SO4 U KOHIICHTPUPYIOT B BaKyyMe C HOJXYYEHHEM KOPHYHEBOTO
Mmacia. HeounieHHbIi MPpOLyKT UCHOIB3YIOT HETIOCPEACTBEHHO Ha CIEAYIOIIEH cTaqun 0e3 OUHCTKH.

CwmemuBator 1,0M pactBop LiAIH,-TI'® (13,4 mu, 13,4 mmounb) u Tper-OyTuioBblii a¢up (3-peHokcu-
6en3mn)-(2-(5-6ensmnokcu- | H-unnomn-3-mn)atun)kapbamuuoBoid kuciotel (1,83 1, 3,34 MMOJib) U MEIJIEHHO
nobasisttor 15 vt TT'®. [Tocne no0aBiIeHUs PEaKIIMOHHYIO CMECh KUILTST ¢ 00paTHBIM XOJoAWIbHUKOM. Ciyc-
Ts1 4,5 4 CMeCh OXJIaXKIAIOT 10 KOMHATHOW TeMIlepaTypbl. PeakllMOHHYIO CMECh TacsiT OCTOPOXKHBIM J100aBIICHHU-
em Bogsl (1,5 mi), 3arem 10% NaOH. CycnieHsuro GUIBTPYIOT U OCaJOK IIPOMBIBAIOT 3(UPOM HECKOJIBKO pas3.
Oprannueckuil pactBop cymar Hax Na,SO, U KOHIEHTPUPYIOT YAAJIEHUEM pacTBOpUTENs B BakyyMme. OducTka
xpomarorpadueii Ha cuiikarene ¢ ucrioabzosanneM CH,Cl,/MeOH B kauecTBe 3im0eHTa 1aeT CBOOOAHOE OCHO-
Bamme: 'H-SIMP (300 MI'u, CDCl3) 2,35 (c, 3H), 2,69-2,74 (m, 2H), 2,91-2,96 (m, 2H), 3,65 (c, 2H), 5,07 (c,
2H), 6,90-7,53 (m, 18H), 7,80 (c, 1H). JlanHOE coequHEHNE TOIBEPTAIOT Jajce B3aUMOICHCTBHUIO C IaBEIIEBOM
KHCIJIOTOH C 00pa30BaHHEM COJIH.

Ipumep 922. N-(2-(6,7-Audyrop- 1 H-uum0m-3-1m)a1rn) -3 -(MupuauH-4-niI0KCH ) OCH3WIAMHH.,

F ' Z N
g g
I (e)
N
H

CwmemmBarot 6,7-mudTtoprpunramud (0,285 r, 1,450 Mmmons), 3-mupuana-4-mnokcubensansaerun (0,303 r,
1,52 mmons, 1,05 5xB.) u Monekynspusie cuta 4 A (0,30 1) u cMech nepemermuBaroT B Meranone (12 mi). Cryc-
TS 4 4 MOJEKYJISIpHbIE CUTa OTGHIHTPOBBIBAIOT M MPOMBIBAIOT Heckobko pa3 MeOH. K atomy pactBopy B
MeOH nopuusmu no6asistor NaBHy (55,0 mr, 1,45 MMOJb) M cMech TIEpEMENTUBAIOT ITPH KOMHATHOM TeMIiepa-
type B Teuenue 1 4. MeOH ynansior B Bakyyme, ocratok pasdasistor cmechio CH,Cly/Bona, skcTparupyror
CH,Cl,, opranudeckue ciou 00beqUHAIOT, cymaT Hag Na,SO4 1 KOHIEHTPHUPYIOT B Bakyyme. Ounctka ¢uam-
xpomarorpadueii Ha cunukarene (CH,Cly/MeOH) naer cBoO0aHOE OCHOBAaHHE, KOTOPOE MPEBPAIIAIOT B THIPO-
xnopuaayto conb: 'H-SIMP (300 MTI', JIMCO-de): 3,13 (c, 4H), 4,20 (c, 2H), 6,85-7,55 (M, 10H), 8,47-8,50 (M,
1 H), 9,58 (umup., 1H), 11,57 (ummp., 1H): MC (anexrpopacnsuienue) m/e: 380,2 (M+1-HCI), 378,3 (M-1-HCI).

Hacrosmiee m300peTeHne mpemiaraeT HOBBIE IPOMEXYTOUYHBIC MPOAYKTHI coeanHeHmid dopmynel 1. Ha-
cTosiIee n300peTeHne mpeyiaraeT MPOMEKyTOYHEIC TPOAYKTHI (hopmysl I11:

" I 3
O N o/’ {4-
B KOTOpOﬁ

R; BBIOpaH M3 rpynsl, cocTosiiel 13 Boxopoaa, Gpropa u MeTuia;

Ry npencrasnsier propupoBannblii Cy-Cyankui.

Hacrosiniee n3o0peTeHue npejiaraeT Tak)ke HOBBIE KpUCTAUIMYECKHE (OpMBI coequHeHuit ¢popmyisl 1.
Tak, nampumep, ruapoxiopun N-(2-(6-drop-1H-unmon-3-mwr)atun)-3-(2,2,3,3-rerpadropnponokcu)oensmia-
MHHA MOXHO TIOJIyYUTh KPHUCTAUIM3AaLMEeH B PETyIMPYEMbIX YCIOBHIX C 00pa3oBaHMEM HOBBIX KpHCTaJUIN4Ye-
ckux Qopm. IIpeanonaraercsi, 4To KpUCTANIM3ALMS M3 PACTBOPA U CHOCOOBI 00pa30BaHMs CyCIICH3HH BXOZST B
o0BeM Hacrosiero crnocoba. Ha mpaktuke Ha ¢opmy morydeHHOTO THApoxiopuna N-(2-(6-¢rop-1H-urmon-3-
wn)atin)-3-(2,2,3,3-TeTpadToprnponokcu )0eH3WIaMHHa MOTYT BIMATH HECKOJNBKO (PaKTOPOB, B TOM YHCIIE TEM-
meparypa 1 COCTaB pacTBOPUTENS. XOTs TOYHBIE yCIOBHS, B KOTOPBIX 00pa3yeTcsi KpUCTAIMYECKUI THAPOXIIO-
pun  N-(2-(6-dprop-1H-urnom-3-mi1)stmn)-3-(2,2,3,3-rerpad TOPIPOOKCH )OS H3WIaAMUHA, MOYKHO OIPEICTUTD
SMITUPUYECKH, €IMHCTBEHHO BO3MOXHBIM SIBIAETCS pa3paboTKa psija Croco0OB, KOTOPBIE, Kak ObLIO 0OHApyKe-
HO, SIBJISIFOTCS TIOAXOAAIIMMHE Ha pakTuke. [Ipeanouturensayto nonmumophHyto popmy ruapoxiopuna N-(2-(6-
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¢drop-1H-urmon-3-um)atmn)-3-(2,2,3,3-TerpadToprponokcn)OeH3MIaMIHa MOKHO TOTYYHTh KPUCTAJUIH3AHEH
U3 JUSTHIOBOTO 3(pHpa WIM IUCIEPIHPOBAaHMEM B IUATWIOBOM 3¢dupe. pyryio NpeamnoyTUTENbHYI0 MOJIH-
Mopduyo dopmy rugpoxiopuga N-(2-(6-¢rop-1H-unnon-3-mn)arun)-3-(2,2,3,3-rerpadroprponokcu)0eH3miI-
aMHMHa MOXHO TOJIyYUTh KPUCTAJUIM3AIMEN N3 BOAHOTO JUXJIOPMETaHa, BOJHOIO alleTOHA, 3THIIALETaTa, CMECH
ITHJIAICTAT/IIMKIIOTEKCAH, ITUJIAICTAT/TeKCaH, ITHUJIANETAT/TENTaH, alleTOH/IIMKIOreKCaH, U30MPoIaHoJl/ reKca-
HBI, AIlCTOHUTPUJIA, CMECH AlCTOHUTPIII/TOIYOJ, H-IPOMAHOJ/U30aMUIAIIeTaT/TeKCaH, H3OMPOMUIAICTAT/ IH-
STHJIOBBIN 3P, METUII-TPET-Oy THIIOBBIH 2pUpP/alleTOH, BObI, CMECH BOJIa/alleTOH, BOAA/AUATUIIOBBII d(up.

Kpucrannmuueckuit N-(2-(6-¢prop-1H-unnon-3-un)stmn)-3-(2,2,3,3-reTpad Topnporiokcn ) OeH3UITaMUH
MOXHO TIOJIyYHTh HETIOCPEJCTBEHHO KPUCTAIIM3AIMEN B PETYIMPYEMBIX YCIOBHAX. HOBBIE KpUCTAIIMYECKUE
(hopMBI HACTOSAIIETO N300PETEHHST MOXKHO TaK)Ke MOJIydnTh pacTBoperneM N-(2-(6-drop-1H-ungon-3-ui)atnn)-
3-(2,2,3,3-reTpadTOpIPOIIOKCH )OCH3WIIAMAHA B PACTBOPHUTENIE M 3aTeM 00pa30BaHHEM THIPOXIIOPHIHOW CONU
J00aBIEHUEM pacTBOPA, COACPIKAILETO XJIOPUCTO-BOJOPOIHYIO KUCIIOTY, U KPUCTAJUIN3AIMEH IPH PEryJInpoBa-
HHUH TEMIEPATypPHI.

s mosy4yeHus: XapakTepUCTHK KPUCTAIUIMYECKHX (OPM OpraHMYECKHX COSTUHEHUH NPHUIOXHBIMH SBIIS-
eTcsl HECKONIbKO MeTo10B. Hampumep, MeTo bl BKITIOUar0T AU HepeHINATBHYI0 CKaHHPYIOIIYIO KaJIOPUMETPHIO,
SIMP-crieKTpOMETPHIO B TBEPAOM COCTOSIHMH, MH(PAKPACHYIO CIIEKTPOCKOIHIO W TOPOLIKOBYIO ITU(PPAKIHIO
peHTreHOBCKUX Jyueil. Cpean yKa3aHHBIX METOJOB MOPOIIKOBas AU(PPAaKHs PEHTTEHOBCKUX Jyded u SIMP-
CIICKTPOCKOIIUA B TBEPAOM COCTOAHUU ABJIAIOTCA OYCHDL IMOJIC3HBIMU JJIsd l/IZleHTI/l(l)l/lKaIJ,l/II/I KPUCTAIIIUMYCCKUX
(hopM U BBISIBIICHUS] MEX/y HUMH Pa3IHIHi.

AHani3 NopoIKoBoi Andpakreil peHTTeHOBCKUX JIyuei IPOBOJAT Pa3INYHBIMU CIIOCOOAMH, U3BECTHBI-
MH CIIENUAIIICTy B JaHHON oOnacTy. [laHHbIe METOAbI MOYKHO BapbHPOBATh IS TIOBBIIICHHS YyBCTBUTEIBHOCTH
CHoco00B NoTydeHus1 00pasia ¢ HUCIOoIb30BaHNeM 00Jiee HHTEHCUBHOTO W3JTyY€HHs, MEHBIINX IIaroB CKaHHPO-
BaHUA M Ooyiee MEIJICHHBIX CKOpOCTel ckaHmpoBaHUsA. OIHUM CrIOcOOOM sBIsieTcs cienyromui. JInbo mocie
rpy0boro pa3moina obpasiia MECTUKOM B araTOBOM CTyIKe, OO0 0e3 pazMorna, o0paserl 3arpyXarmT B JepKaTelb
o0pasia 1yl N3MEPeHHUs IOPOLIKOBON TU(PPAKINU PEHTIEHOBCKHX Jy4ei. IlopomkoBble peHTreHorpaMMBl T0-
Jy4aroT C UCIIOJIb30BAHHEM PEHTI'CHOBCKOrO MOpOLIKOBOro audpakromerpa Siemens D5000, cHaGkeHHOTO HC-
TOYHHUKOM CuK“(X:1,54056A) mpu 50 kB u 40 MA, ¢ HCIIOTB30BaHNEM pa3Mepa IIEeNN AUBEPTreHInA 1 MM, IIe-
i npueMHEKa | MM 1 menu nerexropa 0,1 mm. OOpas3mbl MOKHO CKaHHPOBaTh Mexay 4° u 35° (20) ¢ marom
0,02° u MakCUMaJbHOW CKOPOCTHIO CKAaHUPOBaHUs 3 c/mar. JlJaHHbIe MOJIyYaroT ¢ UCIIOIb30BaHHEM TBEPIOTEIb-
HOTO KPEMHHEBOTO-IUTHEBOTO AeTekTopa Kevex. B onTumanbHOM ciiydae KpeMHHEBBINH CTaHAAPT UCIIONB3YIOT,
KakK OOBIYHO, [UIsl KOHTPOJIS HACTPOWKHU MpHOOpa.

B obnactu kpucramiorpaduu XOpoIo U3BECTHO, YTO JUIs JIFOOOH JaHHON KPUCTALTHYECKOW (HOpMbI OTHO-
CUTCJIbHBIC MHTCHCUBHOCTU U IIWPHHA MHKOB nm(l)pakuun MOI'YT UBMCHATHCA M3-3a psila (l)aKTOpOB, BKIJIFOYAIO-
MIMX BIUSHUS NPEANIOYTUTEIHHOW OpUEHTAlnU W/MiM pa3Mmepa dacTuipl. Korjga BIMSHHS MPEAIOYTHTEIHHOM
OPHMEHTALMH W/WIM pa3Mepa YacTHIbl UMEIOT MECTO, HHTEHCHBHOCTH ITMKAa MOTYT W3MEHSTHCS, HO ITOJIOXKEHHS
XapaKTEepPUCTUYECKUX MTUKOB MoJMMopda SBISI0TCs Hen3MeHHbIMU. CM., Hanpumep, The United States Pharma-
copoeia #24, National Formulary #19, pages 1843-1844, 2000.

JUIi MUHIMH3alli MHTEHCHBHOCTH ITMKA MOXXHO HCIIOJIB30BaTh pa3ManbiBaHue. OJHAKO, €CIIM pa3Mallbl-
BaHUE 3HAYUTENHHO M3MEHAET AU(PPAKTOIpaMMy WIM M3MEHSET KPHCTAIMYECKOe COCTOSHHE o0paslia, Torna
HY’KHO HCIIOJIb30BaTh AU(pakTorpaMMy HEpasMoJIoTOro obpasma. Pasmon mpoBoasT B HeOONBIION araToBOH
cTymnke ¢ necTukoM. CTynKy NpUAEpKUBAIOT BO BpEMs Pa3MojIa U Ha NMECTUK CIIETKa Ha/laBJINBAIOT.

Takum 00pazoM, MOJDKHBIM 00pa3oM HOJYyYEHHBIH 00pasel] KpUCTAIMYECKOro coequHeHus Gopmyinsl |
MOXHO XapaKTepH30BaTh OJHON WJIN HECKOJIBKUMH BEIMYMHAMH 20 B PEHTIT€HOrpaMMe, IOIyuYCHHO!, KaK OIHU-
CaHo BHILIE.

Kpucrammueckue coenunenust ¢opmynsl | MoxkHO Takxke XxapakrepusoBaTh SIMP-cnekrpockonueil B
TBEPIOM COCTOSIHHH. XHUMHUecKHe CABUrH “C B TBEPIOM COCTOSHHH OTPAKAIOT HE TOIHKO MOJEKYIAPHYIO
CTPYKTYPY, HO TaKXKe DIICKTPOHHOE OKPY>KEHNE MOJIEKYJIbI B KPUCTAILIE.

SAMP("*C)-aHau3 B TBEPIOM COCTOSHMH MOMKHO HPOBOIHTH C MCIIONb30BaHHEM ~C-KPOCC-MONApH3aLUn/
BpameHus o MarudeckuM yriiom (CP/MAS). IMP-cuektpst (IMP B TBepmom cocrossanu mwiu SSAMP) momy-
YaloT C HWCIONb30BaHHEeM crnekTpomerpa Varian Unity 400 MI'm, pabotaromiero mpu yTIIEpOIHOI dacToTe
100,580 MI', cHaG>XeHHOTO TPUCTABKOM [UIS TOJHOCTBIO TBEPABIX BEIIECTB W maTdhka Varian 7 mm VT
CP/MAS. TlapaMeTpbl perucTpanuy JIETKO YCTaHABIUBAIOTCS, U B TUIIMYHOM CJIy4ae OHU BKIIIOYAIOT JJIUTEINb-
HocTh 90° mpoTtorHOTO MMITynbca 1.f. 4,0 MKC, Bpems KOHTakTUpoBaHuA 1,0 Mc, HHTepBaJI MEXAY MOBTOPHBIMU
ummynbcamu 5 ¢, MAS-yacrory 7,0 kI'm, ciekrpansHbiil quanazon 50 kI’ u Bpemst cbopa maHebX 50 mMc. Xu-
MHYECKUC CABUI'N O6I)I'~IHO MpCACTAaBJICHBI 10 OTHOIICHUIO K METHJIbHOM Tpynne BHYTPECHHETO FeKC&MeTI/IHGCH-
30J1a, TO €CTh OCPEICTBOM 3aMEHBI 00pa3iia reKcaMeTHII0EH30JI0M.

Takum 00pa3zoM, KpucTamMyeckue coenuHeHus (Gopmynbsl I MOXKHO XapakTepu3oBaTh OJHUM MJIM He-
CKONPKMMHU pe3oHaHcaMu B °C sIePHBIX MArHHUTHBIX CIIEKTPAaX B TBEPIOM COCTOSHHHM, IIOJTY4YEHHBIX, KaK OIH-
CaHo BHILIE.

CoeqrHEHHsT HaCTOSAIIEr0 N300pETEeHHs MOTYT OBITh BBE/ICHBI OT/AENBHO WK B (hopMme (hapMareBTHYECKOH
KOMITO3HIIMH, TO €CTh B COYETAaHNH ¢ (DapMaleBTHYECKU NMPUEMIEMBIMH HOCUTEISIMHU WM dKcuunueHtamu. Co-
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€IMHEHNsI HACTOSIIET0 M300peTeHHs, XOTsI OHH 3(P(PEKTHBHBI CaMH, MOTYT OBITh M3TOTOBJIICHBI U BBEICHHI B
(dhopme ux apMareBTUIECKH IPUEMIIEMBIX COJICH s esiel MOBBIIIEHU CTaOMIBHOCTH, yI0OCTBa, PacTBOPH-
MOCTH U ToMy noJio0Hoe. Ha npaktuke coequnenust popmyd I u I o6b1aHO BBOAST B hopMme hapmarieBTHUECKUX
KOMITO3HIIHA, TO €CTh B cMecH C (hapMaleBTHIECKH PUEMIIEMBIMUA HOCUTEIISIMU HITH Pa30aBUTEISIMH.

Takum o0pa3zom, HacTosiIee H300peTeHHe mpesyiaracT (GpapMareBTUYCCKUE KOMIIO3UIMH, BKIIOYAIOIIUE
coeauHenue ¢opmyisl [ wimm 11 n papmaneBTHuecku npueMiemMsblii pa30aBHUTENb.

Coenunenust ¢popmyit I u 11 MoryT ObITh BBEIEHBI pa3IMuHBIMU MYTSAMH. [IpH pe3ybTaTUBHOM JICUEHUH
MalMeHTa, MOPaXEHHOTO OMMCAaHHBIMU B HACTOSIIEM M300pEeTeHUH HApYIIEHUsIMH, coetuHeHre hopmyisl | unm
II Mo>xeT OBITH BBEAEHO B J1I000H (hopMe MM cIIocoOOM, KOTOPBII JeIaeT CoeNMHeHe OMOI0THIECKH JAOCTYII-
HBIM B 9((EeKTHBHOM KOJIMYECTBE, B TOM YHCIIE IIEPOPAIBbHBIM H MapeHTepaIbHBIMU My TsiMH. Hanpumep, coenn-
HeHns ¢opmyn [ u II MOXHO BBeCTH MepopaibHO, MHTAIALNEH, TIOAKOXKHO, BHYTPUMEBIIICYHO, BHYTPUBEHHO,
YPECKOKHO, HHTPaHA3aIbHO, PEKTABHO, B IJ1a3a, MECTHO, CyOIIMHTBaIbHO, TPAHCOYKKAIEHO M TOMY ITOZOOHOE.
ITepopanpHOe BBeeHNE OOBIYHO MPEANOYTUTENHHO JUIS JICYEHHUS ONMCAHHBIX B HACTOAIIEM H300pETeHUH Hapy-
LIEHUH.

Criermmanuct B 006JaCTH MOITYYEHHUS TOTOBBIX MPEMAapaTUBHBIX (POPM MOXKET JIETKO BBIOPATh MPABIIIBHYIO
(dbopmy U crocod BBeEHHSI B 3aBUCHMOCTH OT KOHKPETHBIX XapaKTePHCTHK BHIOPAHHOTO COEIMHEHHMS, ITOBEP-
raéMoro JICUCHUIO HApYyIICHHU WIN COCTOAHUA, CTaAUN PA3BUTHA HAPYIICHUA UJIUW COCTOSIHUA, pAaCTBOPUMOCTH U
XUMHUYECKUX CBOWCTB BLI6paHHOFO COCAUHCHUA, Bbl6paHHOFO IMyTU BBCACHUA U APYTUX YMECTHBIX O6CTOH-
TEJILCTB, pacCcMaTpUBaeMbIX B CTaHIapTHOW (apmaneBTnueckol mpaktuke (Remington's Pharmaceutical Sci-
ences, 18th Edition, Mack Publishing Co. (1990)).

dapmarieBTHUECKHE KOMIIO3UIMH MOIYyYatoT CIOCOO0M, XOpOIIO U3BECTHBIM Ha (hapMalieBTHYECKON Mpak-
Trke. HocUTENb MITN SKCIUITUEHT MOKET OBITH TBEPIBIM, OTYTBEPIBIM MIIN KHUIKAM BEIIECTBOM, KOTOPBIA MO-
JKET CIIY’)KUTh B Ka4eCTBE HATIOJNHUTENS WIH CPEIbl A aKTHBHOTO WHTpenneHTa. [loaxonsmpe HOCUTENH Wi
SKCIIUIHIEHTH XOPOIIIO H3BECTHHI B JaHHOW 00nacTi. dapmMarieBTHIeCcKasi KOMITO3HINS MOXKET OBITh TIPUCIIOCO0-
JIeHa [T TIEPOPATBHOT0, HHTAIIHOHHOTO, TAPEHTEPAIEHOTO MM MECTHOTO HCIOJIB30BAHMUS, €€ MOKHO BBECTH
NanueHTty B popMe TabJIeTOK, KarcyJl, adpo30ieil, IeKapCTBEHHBIX (HOPM Uil HHTAISIMH, CYIIO3UTOPHEB, pac-
TBOPOB, CyCIICH3UH WIH TOMY ITOI00HOE.

CoeqrHEHHsT HACTOSIIEr0 H300peTeHNsI MOTYT OBITh BBEJICHBI IIEPOPaIbHO, HAIIPUMED, C HUHEPTHBIM pa3da-
BUTEJIEM WM B ()OpPME KalCysl WIM KOMIO3UIMH, CIPECCOBaHHBIX B TabneTku. [lis 1enu nepopaibHoro tepa-
MEBTUYCCKOI'0 BBEACHNUA COCIMHCHUA MOT'YT OBITH BKJIIOYEHEI C OKCIHUIIMCHTAMH U HUCIIOJIb30BAaHbBI B (bopMe Ta6-
JIETOK, MACTHIIOK, KarcyJl, JIMKCUPOB, CYCIICH3HUH, CHPOIIOB, 00JIATOK, )KEBATEJILHBIX PE3NHOK U TOMY ITOJJO0HOE.
Takue mpenapartsl JOJDKHBI COZIEPKATh, IO MEHbILIEH Mepe, 4% CoelMHEeHHs HaCTOSIIEro N300peTeH s, aKTHB-
HOTO MHTPEANEHTA, HO KOJIMIECTBO €r0 MOXET BaphUPOBATH B 3aBUCUMOCTH OT KOHKPETHOW (POPMEI U MOXKET B
MOIXOAAIIEM CiTydae OBITh B KonmdecTBe Mexay 4% u npuomusutensHo 70 Mac.% eIWHUIBI IeKapCTBEHHOTO
cpencra. KomuaecTBO COeOMHEHMS, IPUCYTCTBYIOMIETO B KOMITO3HUIHAX, SBISACTCA TaKUM, YTOOBI MOTJa OBITh
MOJy4YeHa MOoAXonsAmas mo3a. l[IpeamnoyTurensHble KOMIIO3UIMHE W HpenapaTsl 110 HACTOAIIEMY H300pETEHUIO
MOTYT OBITh OTIPEIeNEeHBI CIENUAINCTOM B TaHHOH 00JacTu.

TabneTku, MUITIONH, KAaICyIIbl, MTACTHIKHA U TOMY II0ZOOHOE MOTYT COAEPKaTh TAK)KE OJWH MIIN HECKOJIBKO
CJIC/IYIOIMX BCIOMOTATENbHBIX CPEJCTB: CBA3YIOILIME, TAKHE KaK MUKPOKPUCTAIIMYECKas LeJUII0I03a, Tpara-
KaHTOBasA KaM€b WJIHN XKCJIATHH; OKCHUIMMCHTBI, TAKUC KaK KpaXMaJl WK JIaKTO3a; JC3UHTCTPUPYIOIINE arCHThI,
TaKHe KaK aJlbTUHOBAasl KUCJIOTA, IPUMOTelIb, KyKYPY3HBIH Kpaxmai U TOMY MOJ00HOE; CMa3bIBaIOIUE BEIECTBa,
TaKhe KaK CTeapaT MarHus WM CTEPOTEKC; areHTHI, HOBBIMIAIOIINE CKOJIBKEHUE, TaKWe KaK KOJUIOWAAIbHBIN
JMOKCH]] KPEMHHS, MOTYT OBITH J10OaBJICHBI ITOICJIAIIMBAIOLINE areHThl, TAKHe KaK caxapo3a WM CaxapyH, WIN
KOPPUT'EHT, TaKOW Kak MsTa IepedHasi, MEeTWICAUIMIMIAT WM aleIbCHHOBBIA KoppHureHT. Korna eamHu4HOM
JIO3MPOBAHHOU (POPMOIl ABISIETCS KaICylia, OHA MOXKET COJEePKaTh KPOME MAaTEPHAIOB YKAa3aHHOTO BEIIIE THIIA,
JKUIKUA HOCHUTENb, TAKOM KaK IMOJMATHIICHTIIMKONG WM JKAPHOE Macio. [pyrue enquHWYHBIE ITO3UPOBAHHEIC
(hOpMBI MOTYT COZlEpXAaTh APYTHE pa3IHMIHbIE MaTEPHUAIbI, KOTOphIe MOAH(UITUPYIOT HU3NIEcKyo GopMy emm-
HUYHOW 03I, HAIpUMep, MOKPHITHS. Tak, TaOIeTKH MU IO MOTYT OBITH MOKPBITEI CaXapoM, IIEIIAKOM
WIN IPYTHMHU areHTaM¥ MOKphITHA. CHPOIl MOXKET COepKaTh, KPOME HACTOSIINX COCAMHEHHH, caxapo3y B Ka-
YEeCTBE MO/ICTALIMBAIONIETO areHTa U HEKOTOPHIE KOHCEPBAHTHI, KPACHTEIH W OKPAIIUBAIOIINE ar€HTH U KOPPH-
TeHThl. MaTepHabl, UCIOJIb3yeMbIe TP MOIYUYSHUH YKa3aHHBIX Pa3IMYHBIX KOMIIO3HLUH, TOJDKHBI OBITH (ap-
MAalCBTUYCCKU YUCTBIMU U HETOKCUYHBIMU B UCIIOJIb3YCMbBIX KOJIMYECTBAX.

JUist e mapeHTepaJbHOrO TEPaleBTHUECKOTO BBEIICHHS COCAMHEHUS! HACTOSIIEro M300peTEeHHs MOTYT
OBITH BKIIIOYEHBI B PACTBOpP WIM CyCHEH3MIO. Takue mpemnapaTsl B TUIIMYHOM CIIydae COJEpIKAT, 10 MEHBILIEH
mepe 0,1% coenuHeHnst H300peTeHus], HO COJEP)KaHNEe COSAMHEHUSI MOXET BapbupoBath Mexxay 0,1 u npubnu-
surensHO 90 Mac.% mnpenapara. KommuectBo coenunaenus Gpopmyssl I wm II, mpucyTCTBYIONMEro B TAKHX KOM-
TIO3HIHUAX, SBIACTCS TAaKUM, YTOOBI MOKHO OBLTO TMOJTYYHTH IMOAXOSIIYIO 103y. PacTBOPHI WM CYCIICH3UH MO-
TYT BKIIIOYATH TaK)Ke OJUH WIIM HECKOIBKO CIIEAYIOUINX BCIIOMOTATEIFHBIX areHTOB: CTEPHIIbHEBIC Pa30aBUTEIH,
Takye Kak BOJA /Ul HHBEKINHU, COJIEBOI pacTBOD, KUPHBIE Macia, MOJNATUICHTTTUKOIH, TIIULEPHH, TTPOTIHICHT -
JIMKOJIb WM JPYTHe CHHTETHYECKUE PACTBOPUTENH; aHTHOAKTEpUAIIbHBIC areHThl, TAKHE KaK OCSH3UJIOBBINA dpup
WM METHJIapadeH; aHTHOKCHIAHTBI, TAKWEe KaK acKOPOMHOBAs KUCIIOTa WM OUCYJIb(MUT HATPHSL, XENaTHPYIO-
Ue arcHTbl, TAKUC KaK STUICHAUAMUHTCTPAYKCYCHAsA KUCJIOTA, 6y(1)epbl, TaKHWE€ KaK aleTaTbl, HUTPAaTbl HUJIN
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(ocdatel, 1 areHTH! A1 PETYIMPOBAHNS TOHMYHOCTH, TAaKHE KaK XJIOPHU HATpHUs WK AeKcTpo3a. [lapenrepais-
HBIIl IIperapaTr MOXeET OBITh 3aKJI0UEH B aMITyJIbl, HIMEIOIIUECS B PACTIOPSDKCHUH IITPHLBI WK ITy3BbIPBKU TS
HECKOJIBKUX J103, U3TOTOBJICHHBIC U3 CTEKJIa WM IUIacTUKa. [IpeamouTurensHple KOMIIO3UIMHI U IPenapaTsl MO-
TYT OBITH ONPEAEIIECHBI CIIELUANNCTOM B IJaHHOH 00JIacTH.

CoeqrHEHHs] HACTOSIIEr0 M300pETEeHHsI MOTYT TaKKe ObITh BBEAEHBI MECTHO M, KOTJIa UX BBOJIST TaKUM
00pa3oM, HOCHTENIb MOXKET B ITOJXOJIIEM CIydae BKIIOYATh PACTBOP, Ma3b WJIM rejieBylo ocHOBY. OCHOBa, Ha-
HpUMep, MOXKET BKIIIOYATh OJJHO MJIM HECKOJIBKO CJIEIYIOUIMX BEIIECTB: Ba3eJHH, JIAHOIMH, MOJUITHICHIJIMKO-
JI, TYENTUHBIA BOCK, MHHEPAJILHOE Maciio, pa30aBUTENH, TaKHEe KaK BOJa U CIIUPT, U OMYJIbIaTOPhl U CTabMiIN3a-
TOpBl. MecTHBIE TOTOBBIE IIpenapaTUBHbIE (JOPMBI UMEIOT KOHIIEHTpanuio coequHeHus Gopmydsl [ wmu 11 wmm
ero ¢apmaneBTnieckor conu npudimsurensHo ot 0,1 no nmpubmusurensHo 10% mac./06. (Macca Ha 0OBEMHYIO
SAVHULLY).

Coenunenns popmyn I u Il sBrstorcs antaronmcramu S5-HTg-penentopoB. Takoil aHTaroHM3M MOXKHO
UIeHTH(OUIUPOBATE IPUBEICHHBIMU HIKE METOAAMH.

[Ipumep A. Ananu3 cBs3eiBanus S-HTs.

HUcnone3yemsiit Oydep anst ananuza cogepxkur S0 MM Tpuc-HCI, pH 7,4, 120 MM NaCl, 5 MM KC1, 5 MM
MgCl,, 1 MM EDTA. Hcnons3yemeiM muranaoM sisasercs “H-LSD u3 New England Nuclear Cat. # NET 638-
75,9, Ku/mmons. Mcnons3oBanuch MeMOpanbl u3 Receptor Biology, Cat. Ne RB-HS6. Onu siBisiroress MmemOpa-
Hamu u3 kietok HEK-293, skcnpeccupyronx SHTg-penentop yenosexa. TecTupyeMble COETUHEHUS TOTYYatOT
B Buze 10 MM ucxoansix pactBopoB B 100% JAMCO. Ux pazoasar no 1 MM B 100% AMCO nobasnenuem 180
MK IMCO k 20 MKJI UCXOJHOTO pacTBopa B 96-TyHOUHBIX IUIAHIIETAaX C MCHOJb30BAHUEM MHOTOKAaHAJIbHOTO
nunerropa. 1 MM HcXomHBIE PACTBOPHI 3aTE€M Pa3BOJAT JUIA MOJYUYEHUs Anara3oHa KoHueHTpanuii ¢ 11 Touka-
mu oT 125 MM 10 1,25 HM B npupocrax 1/2 log ¢ ncnionszosanuem 10% IAMCO B kadectBe pa3baBurens. ITo
JIENAIOT ¢ UcTonb3oBaHneM poboTta-manumysitopa TECAN. Koneunas korunenTpamust [IMCO Ha maHHOI cTa-
nuu coctaBiser 21,25%.

Pagnonurann passomsr B Oydepe i aHanm3a Ui moidydeHus 125 HM pacTBopa W KaKAyIO MPOOHPKY
MeMOpaH pa3BomsT 10 92 mu B Oydepe s anammza. Koneunsrii o0bem A aHanm3a coctaBiseT 250 MK, co-
crosmmi 3 210 MK pa3BeneHHBIX MeMOpaH, 20 Mkt coeaunerns mwin 21,25% JAIMCO i o0mmiero cBsI3bIBaHUS
u 20 MK pa3BefeHHOro paauonuranga. CoeluHEHHs MEPEHOCIT M3 IUIaHIIETOB Pa3BEICHUS JIEKAPCTBEHHOTO
cpeacTBa B 96-J1yHOUHbIE TUIAQHIIETHI I aHanu3a Corning ¢ MCHonb30BaHUeM 96-myHOuHOro nunerropa Mul-
timek. Paguonurang u MmeMOpaHbl 100aBISIOT K TUIAHIIETaM JUIS aHAJIU3a C MCIOJIb30BaHUEM MHOTOKAaHAJIbHBIX
nunerTopoB. Hecrieruduueckoe cBs3bIBaHNE ONPEAEIAIOT B JIyHKaX, MMEIOIINX KOHEUHYIO KOHIIEHTpALUIO ce-
poronmnHa 10 MKM. B koHeUyHOM 0OBEMe /I aHANU3a CONEpKAHKUE paauoiuranaa cocrapiser 10 HM u conep-
JKaHHEe MEeMOpaHHOTO OelKa COCTaBISCT MPUOIM3UTENBHO 25 MKI/MyHKa. JlMana30H KOHEYHBIX KOHIIEHTPAIIHHA
JeKapcTBEHHOTO cpencTBa B 1/2 log coctasmset ot 10 MxkM mo 0,1 HM. Koneunsim copepxkannem IMCO B aHa-
nu3e sBasercs 1,7%.

ITocne nobGaBneHus JEKapcTBEHHOIO CPEICTBA, MEMOpAH M JIMTaHMA IUIAHIIEThl HHKYOHPYIOT B TEUCHHUE
OJIHOTO 4aca IpH KOMHATHOH TemmepaTtype. B TedeHue 3Toro BpeMeHHn 96-IyHOUHBIE IUTAHLIETH C (QUIBTPOM
Millipore (MAFBNOBS50) BcTpsaxuBaroT B TeueHnue, o mensieid mepe 30 mus ¢ 200 mxa 0,5% monusTuneHu-
MHHA Ha JIyHKY.

0,5% PEI ynansiror U3 JIyHOK IUTaHIIETa ¢ (QIIbTpaMH C HCIoJb30BanueM acruparopa TiterTek MAP u
200 MKJI cMecH MHKyOalMu MepeHOCsT U3 IUIaHIeTa HHKyOaluy B IUIaHIIET ¢ (QUIBTPOM I0CJIe CMEIIMBAHUS.
Takoit nepeHoc MPOBOIAT € MCHONB30BaHMeM numnerTopa Mutimek ¢ 96 konunkamu. Ilocne nepenoca B miaH-
meT ¢ GUILTPOM IUIAHIIETHI SKCTPArupyroT U IPOMBIBAIOT ABaXbl 220 MK (Ha JIyHKY) X0J0AHOTO Oydepa Ha
MAP-acriupaTop. ¥V GUIBTPOBAIBHBIX IUIAHIIETOB yIAISIOT JOHHBIE KPBILIKK U Ha JIyHKY A00aBisaoT 100 Mk
CIMHTHULIIMOHHON JKUAKOCTH microscint 20 ¢ HCIONB30BaHMEM MHOTOKAHAIBHOTO mmIeTTopa. [lmaHmeTs
MOMEIIAIOT B IOAXOAAIINE JEPXKATEIH U OCTABIIAIOT MPH KOMHATHOW TEMIIEpAaType Ha TPU Yaca M CYUTHIBAIOT Ha
*H 6o B cuerunke Wallac Microbeta, 1u6o na Packard Topcount.

B onHOM BapmaHTe OCYIIECTBIICHHUS! HACTOAIIEE U300PETEHUE MPEAIaraeT CIOCOObI JIeUeHHs HapyIIEeHNH,
accounupoBaHHbIX ¢ 5-HTg-penentopoM, BKIIOYAIOMINE BBEJCHUE MALMCHTY, HYKAAIOIMIEMYCsl B 3TOM, 3 dek-
THBHOTO KoyimdecTBa coequHeHus ¢popmyssl 1. Takum oOpa3om, HacTosllee H300pETEHUE paccMaTpUBaeT pas-
JIMYHbIE OIMCAHHBIC HAPYLICHHs, KOTOPbIE MOXKHO JIEUUTh, KAK YKa3aHO B JaHHOM OIIMCaHWU, U JIPyTrUe Hapy-
IIEHHS, KOTOPbIE MOYKHO JICYUTh TAKMMHU aHTarOHUCTaMH, YTO OINPEEIISIETCs CIEHUATCTOM B JAHHOM 00J1aCTH.

B wacTHOCTH, BCeAcTBHE NX CIIOCOOHOCTH co3/aBarh anTaronnsm HTg-penentopy, o4eBUAHO, YTO COEAH-
HEHUSI HACTOSIIETO M300pETEHHUs SIBIISIOTCS MOJIE3HBIMU JUIS JICYEHHs I03HABATENbHBIX HApyIIEHUH, TO eCTbh
HapyIIEHHUH, BKIIIOUAIOIIUX MMO3HaBaTeIbHbIe neduiuTel. HekoTopble HapyIIeHHs, KOTOpbIe MOKHO JICUUTh aH-
taronuctamu HT, SBIAIOTCS M3BECTHBIMU B COOTBETCTBUH C YCTAaHOBJIEHHBIMU U IIPUHATHIMHU KIacCH(UKaIMs-
MH, B TO BpeMs KaK JIPYTHe SBISIOTCS HEU3BECTHBIMH.

HexoTopsle n3 HapymeHni, KOTOpbIE MOKHO JICYUTH MO HACTOSIIEMY H300PETEHHUIO, HE SIBIISIFOTCS. XOPOIIIO
pacrpeseneHHbIMU 110 KaTeropusiM 1 KJacCu(UINPOBAHHBIMH, ITOCKOJIBKY ITO3HABATEIbHAs! CIIOCOOHOCTH SIBJISI-
€TCsl YCIIOKHEHHBIM M MHOTZAA cnabo omnpeneneHHbIM (eHoMeHOM. OIHAKO MIMPOKO NMPH3HAHO, YTO NO3HABa-
TENIbHAsl CIOCOOHOCTh BKJIIOYAET PA3IMYHBIE «JOMEHbDY. DTH JOMEHBI BKJIIOYAIOT KPATKOBPEMEHHYIO MaMsTh,
JIOJITOBPEMEHHYIO NIaMsITh, pa00UyI0 ITaMsITh, HCIIOJHUTENbHYIO (DYHKIMIO U BHUMaHHE.
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XoTst MHOTHE U3 HapyIICHUI, KOTOPbIE MOXHO JICYUTH IO HACTOSIIEMY H300PETCHHIO, HE SBIAIOTCS PaB-
HO3HAYHO ONMCAaHHBIMU U KJIACCU(HULIMPOBAHHBIMU B HACTOSIIEH 001aCTH, MIOHATHO, YTO COCTUHEHHs HACTOs-
IIETO M300PETEeHUs SABJIIOTCS IOJIE3HBIMHU JUIS JICUSHHS HapYIICHUH, XapaKTepHU3yIOMUXCS Ae(UIUTOM B JIO-
060M W3 MEePEeYNCICHHBIX BBIIIE TO3HABATEIBHBIX JOMECHOB WIH B IPYTHX aCHEeKTax IO3HABATEIbHOI CrOCOOHO-
ctu. TakuM 00Opa3oM, MMoJpa3yMeBaeTcsi, YTO TEPMUH «II03HABATEJIbHbIC HAPYILEHUS» BKIIOYAIOT JII000E Hapy-
MICHUE, XapaKTCpU3yroleecs Ile(l)l/ILlI/lTOM B OTHOM MJIM HECKOJIBKHUX ITO3HABATCJIBHBIX JOMCHAX, BKIKOYAOIIHX,
HO HE OIPaHUYMBAIOIIUXCS UMM, KPaTKOBPEMEHHYIO HaMsTh, JOJTOBPEMEHHYIO MaMsTh, pabovylo MamsTh, UC-
MOJIHUTENBHYIO (DYHKIMIO U BHUMAaHHE.

OpHUM TNO3HABATEIbHBIM HapyLIEHHEM, KOTOPOE MOXKHO JIEYHTh HACTOSIIUM H300pETeHHEM, SBISETCS
CBSI3aHHOE C BO3PacTOM CHI)KEHHE IO3HABaTEJIbHOM CIIOCOOHOCTH. [laHHOE HapylleHne XOpOLIo elle He orpe-
JIEIIEHO, HO BKIIIOYAET CHIDKEHHE B ITO3HABATENBHBIX IOMEHAX, 0COOCHHO, TOMEHOB aMATH W BHUMAHHS, KOTO-
pBIE COIMPOBOXKIAIOT cTapeHue. J(pyruM HapyIIeHHeM SBIIETCS YMEPEHHAs MO3HABaTeIbHAS HEIOCTATOYHOCTD.
U B 3TOM Citydae, ykazaHHOE HapyIICHHE XOPOIIO HE ONPEIeNIeHO B TaHHOH 00IacTH, HO BKIIIOYAET CHIKCHHE B
MTO3HABATENBHBIX TOMEHAX U, KaK CYMTAETCS, IPEACTABISIET TPYIILY HalMEeHTOB, OCHOBHAS YaCTh KOTOPBIX UMEET
HaYMHAIOIIyIOCs OoJie3Hb AJjbpmreiiMepa. Kpome toro, 6oipmioe 4mcio MHCYIBTOB, BKIIOYAS yaap, WINEMHS,
TUIIOKCHs, BOCIIAJICHUC U I/IH(beKLII/IOHH])Ie IMpOUECCHl MOI'YT MPUBOAUTL K NO3HABATCIIbHBIM [le(l)l/IIlI/lTaM KakK ocC-
JIO)KHEHHIO, KOTOPOE MOXKHO JICYUTh 10 HACTOSIIEMY H300pPETEHUIO.

Koma HapyuIiCHUA, KOTOPbIE MOKHO JICYHUTh aHTarOHUCTaMHU HTG, SABJIAIOTCA B HACTOSALICC BPEMS U3BECT-
HBIMH 10 YCT@HOBJIGHHBIM M IIPUHSATHIM KJIacCH(HUKALIUAM, TaKue KJIACCU(PHUKAMKA MOXKHO HaWTH B Pa3IMYHBIX
ucrouyHukax. Hampumep, B HacTosimee Bpems B yerBeproM m3maHuu the Diagnostic and Statistical Manual of
Mental Disorders DSM-IV™ (1994, American Psychiatric Association, Washington, D.C.) npemioxeHn crmoco6
JMUArHOCTUKY IJIs1 WACHTU(HUKAIIMA MHOTHX ONMCAHHBIX B JAaHHOM OIMCaHWU HapymeHuid. Kpome toro, B the
International Classification of Diseases, Tenth Revision (ICD-10) mpennoxeHsl KiaccupUKAIMA TSI MHOTHX
OTIMCAaHHBIX B HACTOSIIEM H300pETCHUHU HapylneHui. [y crenuannucTa B JaHHOW 00IacTH MTOJHKHO OBITH OYe-
BUHO, YTO UMEIOTCS allbTepPHATHBHBIE HOMEHKJIATYPBI, HO30JIOTHH U CUCTEMBI KJIACCH(DPHUKALINH JJIS OTIMCAHHBIX
B HACTOSIIEM M300peTeHUH HApYIICHHUH, BKIIOYAIONINX HAPYIICHUS, HE OMMCAHHbIE JOCTATOYHO XOPOILIO B JiaH-
HOW olOsacTH, M HapymeHus, onucanabie B DMS-IV u ICD-10, 1 9T0 TEpMUHOIOTHSA ¥ CUCTEMBI Kilaccu(rKa-
KU Pa3BUBAIOTCA C pa3BUTUCM Me[lMLlHHCKOﬁ HayKH.

B onHOM BapmaHTe OCyLIECTBIIEHHUS] HAcTosIIee U300pEeTeHUE Npe/iaraeT CocoO0bl JIeUeH s HapylIeHHH,
BBIOPAHHBIX M3 IPYIIIBI, COCTOSIIEH U3 CBSI3aHHOI'O C BO3PACTOM MO3HABATENILHOTO HAPYILIEHHUS, YMEPEHHOH T10-
3HaBaTEIbHON HEJ0CTAaTOYHOCTH, HAPYIIEHHH HACTPOSHHMS (B TOM UHCIE JEHPECCUH, MaHUU, OMITOJSIPHBIX pac-
CTpOWCTB), TICHX030B (0COOEHHO, MI30(PEHUH), TPEBOTH (OCOOCHHO BKIIOYAs TeHEPATM30BAHHOE TPEBOXKHOE
HapyIIeHNe, MAaHNYECKOe HapyIIeHHe U HaBI3YMBOE KOMITYJIbCHBHOE HapyIICHUE), HANONATHIECCKON U WHIYIIH-
poBaHHOH JeKapcTBOM OoJe3Hu IlapkuHCOHA, SMMIETICHH, CYAOPOT, MUTPEHHU (B TOM YHCIIE TOJIOBHOM 00NN TH-
1a MUTPEHH), CHHAPOMAa OTMEHBI BEIISCTBA (B TOM YHCIIE TAKHX BEIIECTB, KaK OMHATHI, HUKOTHH, Ta0adyHBIC
MPOAYKTHI, AJIKOTOJIb, OEH30IMa3eMHbI, KOKanH, CEIaTUBHBIE CPEICTBA, CHOTBOPHBIE CPEACTBA U T.1.), HApYIIIe-
HUI CHa (B TOM YKCJIe HAPKOJICNICHH), Ae(HINTa BHUMAHUS/PACCTPOICTBA, BBIPAXKAIOUIETOCS B TUIIEPAKTUBHO-
CTH, KOHIYKTHBHOTO HapYyIIEHHs, HAPYIICHUH CIIOCOOHOCTH K OOY4YeHHIO, AEMEHIHMU (B TOM 4YHCiIe OOJe3HU
Anbureiivepa u CITU/I-uHnynupoBaHHOM TeMEHINH), XOper XaHTUHITOHA, TI03HABATEILHOTO JIeUIIITA TIOCIIE
XUPYPrHYECKOH ONepalyy Ha cepjle C IIYHTHPOBAaHWEM M TPaHCIUIAHTALMH, yJapa, LepeOpajbHOW HIeMHuH,
TpaBMbl CIIMHHOT'O MO3ra, TpaBMbl I'OJIOBBI, Hepl/IHaTaﬂbHOﬁ TUITIOKCHUH, OCTAaHOBKH CCpJla U THIOITIMKEMUYC-
CKOT'0 HEHPOHHOTO MOBPEXKICHUS, BaCKYJISIPHOM NeMEHINH, MOIMUH(PAPKTHONW AeMEHIH, OOKOBOTO aMHOTpPO-
(bruecKoro ckiepo3a M paccessHHOIO CKIIEpO03a, BKIIIOYAIOIINE BBEAEHHE MALMEHTY, HYXXIAIOIIEMYCS B 3TOM,
a¢pexTuBHOrO KoiaudyectBa coenuaenus Gopmyinst I mm II. To ectb Hacrosiiee n300peTeHNe MpeiaraeT Mmpu-
MeHeHne coenuHeHuss Gopmyi | wmm I wm ero ¢dapmaneBTHIecKoil KOMIO3ZUIIUH ISl JICUCHUS HApyIICHHA,
accounnpoBanHbix ¢ 5S-HTg-penentopom.

W3BecTHO, 9TO TEPMUHBI «ICUCHUE» M «TEPAisD) IMpeTHa3HAYAIOTCS JJIS BKIIOYCHHUS YIIyUYIICHUS B CO-
CTOSIHUHM MO3HABATENILHOTO Ae(UIINTA, CBI3aHHOTO C KOXKIBIM M3 OIMUCAHHBIX B HACTOSIIEM M300pETEeHUH Hapy-
MIeHHH, accomupoBaHHbIX ¢ 5-HT¢-pemenropom. Kpome Toro, M3BECTHO TaKkKe, YTO CHEIMAIUCT B JTaHHOH 00-
JIACTH MOJKET BO3/ICHCTBOBATH HA HAPYIICHHUS JICUCHHEM ITallMeHTa, OPAKEHHOTO B HACTOSAIIEE BpeMsl HapyIie-
HUAMHA, WA HpO(l)l/IJ'laKTI/l‘leCKl/IM JICYCHUCM ITallMCHTA, KOTOpLIﬁ, KaK CYUTAIOT, ABJISACTCA BOCIPUUMYUBBIM K
TaKUM HapylIeHHUsIM, d(PEKTUBHBIM KOJIUUECTBOM coenuHeHus ¢popmyibl . Takum o0pa3oM, TEpMHHBI «iede-
HHE» U «Tepanus» IpeIHa3Ha4aloTcs Il 0003HaYEHUsI BCEX CIIOCOOO0B, B KOTOPBIX MOXKET OBITH 3aMeUICHHE,
IpepbIBaHKe, 3aJep)KKa, PETYINPOBAaHNE WIN OCTAHOBKA Pa3BUTHS OINMCAHHBIX B HACTOSIIEM M300pETEHHH Ha-
pYLIEHHI, HO HE 00s3aTeNIbHO 0003HaYa0T 00IIIee yCTpaHEHHE BCEX CHMIITOMOB, U NPEHa3HAuaeTCsl ISl BKIIIO-
YeHHUs MPO(PHUIAKTHYECKOTO JICUEeHHsI TaKNX HapymieHuil. Hacrosmee n3o0peTeHre KOHKPETHO BKIIOYAET, Ha-
MpUMep, JICUeHIE O3HABATEIBHBIX NEe(UINTOB, aCCOIMUPOBAHHBIX C IN30(PpEeHNEH, yIapoM, O0JIe3HBI0 AJIBII-
reiiMepa M IPyTMMHU ONMCAHHBIMHU B HACTOSIIEM H300pETCHHUH HapyIICHUSMH. TakuM 00pa3oM, OYEBHIHO, UTO
HacTosIee N300peTeHNEe BKIIIOYAET JOMOJHUTEIFHOE JICUSHIE ONMCAHHBIX B HACTOAIIEM H300PETEHUH HapyIIe-
Huil. bonee xoHkperHo, coenuHenust ¢popmyia | u Il npurofHsl ajist JieueHHs: MO3HABATEIbHBIX HAPYIICHUH B
KOMOMHAIIMM C IIMPOKUM YHCIOM TEPANeBTUYECKUX AareHTOB, OCOOCHHO, B KoMmOuHamuu ¢ AMPA-
MNOTCHUUPYIOIUMHA CPEACTBAMU; C TUINHWYHBIMHU U ATUNHWYHBIMHU aHTHUICUXOTUYCCKHUMH CPEACTBAMU, BKJIrOYas
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OJIaH3aIHH; C PA3INYHBIMH areHTaMH, TaKUMH Kak aroHucTsl mGluR, ¢ anrarorncramu NMDA, ¢ nHrHONTOpa-
mu IL 1-6 u ToMy mogo6HOE; C XOIMHEPTHYECKIMH CPEACTBAMH, BKIIOYasi HHTHOUTOPHI XOIUHACTEPA3bl, TaKHE
KaK TaKpWH U JOHENE3WI, U COeINHEHNUSIMH, KOTOPbIe HHTHONPYIOT MPOIIECCHHT aMUJIOMIHOTO OeJKa, BKITF0Yast
MHTUOUTOPHI MIPOLIECCHHTA aMIJIOUIHOTO OeKa-TIpeAIecCTBeHHUKA M aHTHUTENa, HallpaBIeHHBIE TPOTHB aMIIIO-
UHBIX OCJIKOB; C aHTHAeNpeccanTamu, Bkimodas SSRI, U ¢ aHKCHOJIMTHYECKUMHU areHTamu U T..1. Cumraercs,
YTO BBINICYKA3aHHBIC KOMOMHAIIUH SIBJISTIOTCS CHHEPTUYECKU TOJIC3HBIME, oOecrieunBaromumMu 3¢ dekTuBHOCTh
NP J1033aX, KOTOPbIE SIBJISIOTCSI HEOOJBILION YacThIO 1103, TpeOyeMBbIX JIsi 00ECIIeYeH s TaKOTo e NEeUCTBHUS C
WH/IUBUYATEHBIMA KOMITOHCHTAMH.

Hcnonp3yeMslil B TaHHOM ONHCAHWH TEPMHH «ITALUCHT» OTHOCUTCS K TEIIOKPOBHOMY KUBOTHOMY, TaKO-
My KaK MJICKOITUTAOIIEE, KOTOPOE MOPAKEHO OJHUM WM HECKOJIHKUMH HAPYIICHHUSIMHU, aCCOIIMUPOBAHHBIMHU C
5-HT¢-peuentopom. [ToHSITHO, 9TO MOPCKHE CBUHKH, COOAKH, KOIIKH, KPBICHI, MBIIIH, JIOIIAIH, OBIIBI, CBHHBU U
JIOH SIBJISIFOTCS IPUMEPaMH KUBOTHBIX, OXBATHIBAEMBIX 3HAYEHHEM JaHHOTO TEPMUHA.

Hcnons3yemblit B JaHHOM ONUCAHUK TEPMHUH «3()(PEKTHBHOE KOIHMUYECTBOY» coequneHus ¢hopmyiisl I wm 11
OTHOCHTCSI K KOJTMYECTBY, TO €CTh J03€, KoTopas sABigercs 3()(HEeKTHBHON NpH JICYCHUH OMMCAHHBIX B HACTOS-
eM u300peTeHnH HapyIeHHUH.

DddeKkTUBHOE KOTMUSCTBO MOKET OBITh JIETKO ONPEISIICHO 00CTYKHBAIOIIUM TTallMEHTa TUArHOCTOM, KaK
CHCIMATMCTOM B JaHHOW 00J1aCTH, MOCPEACTBOM HCIIOIB30BAHUS OOIICHPUHSITHIX CIIOCOOOB M HCCIICIOBAaHHEM
PE3yJIbTAaTOB, TOJIyYEHHBIX B aHAIOTHYHBIX ciy4asix. [Ipu onpeneneHnn 3pQpEeKTUBHOTO KOJIUYECTBA, 03Bl CO-
eauHeHMs GopMyIIEI [, 00CITy)KUBAIOIINI MAIIMEHTa JUATHOCT PACCMAaTPHUBACT P PaKTOPOB, BKIFOYAONINX, HO
HE OrpaHUYUBAIOIIUXCS UMU, coenuHenne Gopmydsl I wmu I, koTopoe HyKHO BBECTH, COBMECTHO IPUMECHSIC-
MBIC JIPyTUE TEPAIUH, CCIM X IPUMEHSIOT; BH]] )KUBOTHOTO, €T0 pa3Mep, BO3pacT, 00IIee COCTOSHUE 3I0POBBS;
KOHKPETHOE HapyIICHUE; CTETIEHb MOPAKEHU WIH THKECTh HAPYIICHHUS; PEaKIHI0 OTACTHHOTO MAIMeHTa; CIo-
co0 BBEJCHHS, XapaKTEPUCTHKH OMOIOTHIECKOH JTOCTYITHOCTH BBEIECHHOTO IperapaTa; BEIOPaHHYIO CXEMY BBe-
JICHHS JIGKAPCTBEHHOTO CPENICTBA; UCIOIB30BaHUE APYTON COMYTCTBYIOMIEH JIEKapCTBEHHOHN Tepamuu U IpyTHE,
OTHOCAIINECS K JAHHOMY CITy4ai0 00CTOSTENBCTRA.

[peanonaraercst, uro 3dexTrBHOE KOMMUecTBO coequnerus hopmyusl I wiu 11 Oyzner BapbupoBarh mnpu-
OomsutensHo oT 0,1 MIyIMrpaMma Ha KHJIOTPaMM Macchl Tella B JeHb (MKT/IeHb) no mpubmmsutensHo 100
Mr/kr/nenb. CoenuanucT B TaHHON 00J1aCTH MOXKET ONPEISIUTh MPEIAIOYTUTEIILHBIC KOJTUUCCTRA.

Cpenu HapylleHHA, KOTOPBIC JIEYaT MO HACTOAIIEMY H300PETEHHIO, HEKOTOPhIC HAPYIICHUS SBISIOTCS
OCO6€HHO MpeAOYTUTCIIbHBIMU.

B mpenmoyTHTeIbHOM BapHaHTE OCYIICCTBICHUS HACTOSIIETO M300PETCHUS MPEIIOKEH CIIOCO0 JICUCHHUS
MO3HABATENIEHBIX HAPYIICHHUHA, BKIIFOYAIOIINN BBEJICHHE MAMEHTY, HYXIAOMEMYyCsl B 3TOM, 3(Q()EKTUBHOTO KO-
JUYECTBA COCTUHEHUS POPMYIIHI 1.

B mpyrom mpenmoyTHTeNEHOM BapuUaHTE OCYIIECTBICHHS HACTOAIIETO M300pPETCHHUS MPENIOKEH CIocod
nedeHust O0me3HN AubIreliMepa, BKIIIOYAIONINK BBECHHE TMAIMECHTY, HYKIAMEeMycs B 3ToM, 3¢ dekTuBHOTO
KOJINYECTBA COeNMHEHNS (OopMyIIHI 1.

B mpennoyTtuTeNbHOM BapHAaHTE OCYIIECTBICHUS HACTOSIIETO M300PETEHHS MPEIUIOKEH CIIOCO0 JICUSHHS
K30 peHNH, BKIIIOYAIOIINI BBE/ICHHE MAIMEHTY, HYKIAIOUIEMYCsl B 3TOM, 3((QEKTUBHOTO KOJIMYECTBA COE/IU-
HeHus popmysl 1.

B uerBeprom m3manum the Diagnostic and Statistical Manual of Mental Disorders (DSM-IV™) (1994,
American Psychiatric Association, Washington, D.C.) mpe/yioxkeH Croco0 ITHarHOCTUKH HApYIICHHUMH, BKJIFO-
YarOIMUX MU30(QPCHUI0 U OTHOCSIUECS K HEl PacCTPOMCTBA, BCE U3 KOTOPHIX, KAK OYEBHIHO, KOHKPETHO BKIIIO-
YEeHBI B 00EM JJAHHOTO H300pETCHUS.

B mpenmoyTHTeIbHOM BapHaHTE OCYIICCTBICHUS HACTOSIIETO H300pETCHUS MPEITIOKEH CIIOCO0 JICUCHHUS
MUTPEHH, BKIIFOYAIOIIHA BBEJICHHE MAINCHTY, HYKIAOMEMYCs B 3TOM, 3 (PeKTHBHOTO KOTHYEeCTBa COCTMHEHUS
thopmyms 1 mim 2 wim ero hapMareBTHISCKONH KOMITO3UIIHH.

B omHOM W3 HOCTYMHBIX HCTOYHHUKOB crioco0oB muarHOcTHKH (Dorland's Medical Dictionary 23w Ed,,
1982, W.B. Saunders Company, Philadelphia, PA) Murpess onpeaenstor Kak CHMITOMHBIN KOMILIEKC MEPUOIHU-
YECKHX TOJOBHBIX 00sel, OOBIYHO BPEMEHHBIX M OJHOCTOPOHHHX, YaCTO C Pa3ApakKUTEIbHOCTHIO, TOIIHOTOM,
PBOTOM, KOHCTHUTIALIMEH WITH Tuapeeii u cBeT000s3HbI0. McIionb3yemblii B TaHHOM OITMCAHUN TEPMHH «MHUTPEHB
BKJIIOYAET TAaKUE TICPUOTUUCCKUE TOJIOBHBIC 00JIM, KaK BPEMEHHBIC, TaK M OJJHOCTOPOHHHE, ACCOI[MMPOBAHHBIC C
HUMH pa3IpakUTeIbHOCTh, TOIIHOTY, PBOTY, KOHCTHITAIUKM WM JUAPCIO0 M CBETOOOS3HD U JAPYTHE aACCOIUHPO-
BaHHbBIC C HUMH CHMIITOMBI. CIIEIUAMCT B JAHHOW OOJIACTH JTOJKEH 3HATh, YTO UMCIOTCS aJbTCPHATUBHBIC HO-
MEHKJIATypBI, HO30JIOTHH U CHCTEMBI KIIACCU(PHUKAINN IS HEBPOJOTHUYCCKUX M MCUXUATPUICCKUX HAPYIICHUH,
BKITFOYasi MUTPEHB, M YTO 3TH CHCTEMBI PA3BUBAIOTCS C PA3BUTHUEM MEIUIIMHCKOW HAYKH.

B mpenmodtuTensHOM BapHaHTE OCYIIECTBICHHUS HACTOAIIEEC M300pETEHHE IpeliaracT CIoco0 JCUeHHS
HapyIICHWHA THIIA TPEBOTH, BKIFOYAOIINX TeHEPATM30BAaHHOE TPEBOKHOE HAPYIICHUE, TAHNYECKOE HapyIICHHEe
W HaBS3YMBOE KOMIYJIBCHBHOE HAPYIICHHE, BKIIOYAIOMINN BBEICHHE MMALMCHTY, HYXIAIOMIEMycs B 3TOM, (-
(eKTHBHOTO KOJIHYeCTBa coepnHeHust Gopmylsl 1.

B nacrosiee Bpemsi B uerBeprom u3nanuu the Diagnostic and Statistical Manual of Mental Disorders
(DSM-IV™) (1994, American Psychiatric Association, Washington, D.C.) mpeanoxeH crnoco0 JUarHOCTHKH
HapyIeHUH, BKIIIOYAIOLINX TPEBOTY M OTHOCSIIMECS K Hel paccTpoiicTBa. OHHM BKIIOUAIOT MaHUYECKOE Hapy-
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meHue ¢ aropadobueit mmu 6e3 Hee, aropadobduto 6e3 ucTopun OOJIE3HU C MAHNYECKUM HapYIICHHUEM, crierudu-
4yeckyr (poOuto, connanbHyio (oOuIo, HaBI3YMBOE KOMITYJIbCUBHOE HAPYIICHUE, TOCTTPABMATUYECKOE CTPECCO-
BOE HapyIIeHHE, OCTPOE CTPECCOBOE HApyIICHHE, T€HEPaIN30BaHHOE TPEBOKHOE HApYIICHHE, TPEBOXKHOE Ha-
pyLIeHNE BCIEACTBHE OOIIET0 MEIUIIMHCKOTO COCTOSIHHS, HHAYIIUPOBAHHOE BEIIECTBOM TPEBOYKHOE COCTOSHHE
U TPEBOXKHOE HApYIICHUE, HE ONMpENeICHHOe MHave. Vcnosb3yeMblil B JAHHOM OIMCAHUU TEPMHUH «TPEBOTa»
BKJTIIOYAET JICUCHHE TAKUX TPEBOXKHBIX HAPYIICHUN W OTHOCSIIUXCSA K HUM PACCTPOMCTB, KAaK KOHKPETHO OIUCa-
HO B DSM-IV, u TepMuH «TpeBoray npenHa3HaueH Juisl BKIIOYEHUs 0J00HBIX HAapyIIEHH, KOTOPbIE OMHCaHbI B
JPYTUX TUATHOCTHYECKUX UCTOUYHUKAX.

JIist onMcaHHBIX B JAHHOM OIMCAaHWW HAPYIICHUH PaCKPBITO HECKOIBKO MPEKIMHUYCCKUX JTa00PaTOPHBIX
JKUBOTHBIX MOJICIICH.

[Ipumep B. [loTeHunpoBaHHas CTpaxoM MapajurMa UcIyra.

CawmrroB kpsic Sprague-Dawley, Becsnmix 325-400 1, nokymamu y Harlan Sprague-Dawley, Inc. (Cumber-
land, IN) u nepen ucnbiTaHWEM BBIICPKHUBAIN B TEUCHHE OJHOW HeleNu Uil akknumaruzauuu. Kpeic mo or-
JIeIbHOCTH TOMEIIANU TPU JOCTYMHOCTH KopMa u Boisl ad libidum B KoMHaTy Juisi )KMBOTHBIX C 12-4acoBbIM
LUKJIOM CBET/TeMHOTa co cBeToM Mexay 6:00 mo monynaus u 6:00 mocie nosiyans. CoenuHenue npumepa 16
nonydanu B cycnensun 5% ostanona, 0,5% CMC, 0,5% tBuna 80 u 99% Bombl. 2S-2-Amuno-2-(1S,2S-2-
KapOOKCHIMKIIONPOMaH-1-mi1)-3-(KCaHT-9-1i)IPOMHOHOBYIO KHCIOTY IOJyYaid B CTepwibHOM Bome. Ko-
TPOJIbHBIM KpbICaM JlaBaJIn COOTBeTCTByIOHJ,I/Iﬁ HOCHUTCIJIb.

[MoTeHIMPOBaHHYIO CTPaxOM IMapagurMy HCIyra MPOBOIMIN Ha MPOTSHKCHUU TPEX ITOCICAOBATEIHHBIX
JHel. Bce Tpu HSA HaYMHAIKCH ¢ S-MHUHYTHOTO IIEPHOJIa aJalTalliy Iepell HadaloM UCIbITaHui. B neHs mep-
BBl (0a30Bast JIMHUSI UCITyTa) MOCIE TEPHOa alalTalluU KUBOTHOE moirydano 30 MCIBITAHUH 3BYKOBOTO ITyMa
120dB. [l pa3aeneHus )KUBOTHBIX Ha TPYIIIBI C OMUHAKOBBEIMA CPEIHIMHU 3HAYCHUSIMHU IIepe]l HadaloM KOHIH-
[MUOHUPOBAHHS HCIIONB30BAIN aMIUTATYNy cpemHero uenyra (V). JeHp BTOpOi cocTosuT B KOHIUIIOHIPOBA-
HUM KUBOTHBIX. Kaxkoe xuBoTHOE noayyano 0,5 MA 1ok B TeueHue 500 Mcek, KOTopoMy NpeiiecTBoBaia S-
CeKyHJHas TPE3EHTAaIUs CBETa, KOTOopasl OCTaBajlach B TEUEHHE IPOIOJDKUTENBHOCTH IoKa. [IpoBoammm necars
MIPEe3CHTalui CBeTa U MIOKa. B IeHb TpW MPOBOIIIIN HCCIIEAOBAaHHE 110 UCTIBITAHUIO, T/Ie BBEACHNE JEKAPCTBEH-
HOTO CpEeJICTBA IMPOBOAMIH Iepe HCIBITaHHeM. Uepes IBaAnaTe YeThIpe 4aca MociIe KOHAUINOHUPOBAHMS TIPO-
BOJWJIM CCAHChI UCTIBITAHUA UCITyTa. B nauane ceanca MpeaoCTaBJIAIN ACCATH HUCIBITAaHUI AKyCTHYCCKOI'O UCITy-
ra (120 dB), He cmapeHHOr0 CO CBETOM. 3a 3THM cJjie10Baio 20 MpOU3BOJIBHBIX UCIIBITAHUIN TONBKO Ha 1myM u 20
IIPOU3BOJIbHBIX UCHBITAHUI HA LIyM, KOTOPOMY IIPEAIIECTBOBAJ CBET. [l KaX/10r0 AKUBOTHOIO YCPEAHSIN, IPU
UCKJTFOUEHHH TIepBBIX 10 MCIBITAHUH, aMIUTUTYABI OTBETHBIX PEAKIU B BUJE HCIYTa IS KaXKIOTO THITA HCITHI-
TaHus. JJaHHBIC TPEICTABIICHBI B BUJIC PA3JIMYMs MEXKIy JICHCTBHEM CBETA + IIyMa M TOJBKO IryMa. Pa3nuuue B
aMIUTUTYAaX B PEaKIUHU UCIyTa aHAJHM3UPOBAIN CTATUCTHYSCKUM MPOTPAMMHBIM O0ECIIEYeHHEM C HCIIOIh30Ba-
HUEM OJHO(AKTOPHOTO Anova (AUCHEepCHOHHBIN aHanmm3, t-Kputepuid). Pasmuame Mexmy Tpynmamu CUATAIN
3HauuMbIMH 11pu p<0,05.

Mogens nabupHuHTa ¢ PagHaIbHBIMA OTBETBICHUSMH MOKHO HMCIIOJIB30BaTh B KA4ECTBE MOJICNN ITO3HABA-
TENBHOM CIOCOOHOCTH M MOYKHO HCTIONIB30BATh ISl OLIEHKH JIEHCTBHS HACTOSIIUX COCIMHEHHH.

[Tpumep C. JIabupHUHT ¢ paTuaTbHBIMU OTBETBICHUSIMHU.

OH])IT])I C 3a)lep>1<1<0171 HCIIOJIB30BAJIM UIA U3YUYCHUS BJIUMAHUA JICKAPCTBECHHBIX CPEACTB Ha COXPAHCHUC B
namstu (Pussinen, R. And Sirvio, J. J of Psychopharm 13: 171-179(1999); Staubli, U., et al. Proc Natl Acad Sci
91: 777-781(1994)) B paguKkaibHOM JTaOUPUHTE C BOCEMbIO OTBETBICHHUSMHU.

Xopoimo 00y4eHHBIM KpPBICaM JTaBaJId BO3MOXKHOCTh HAWTH BO3HATPAXKICHUS B BHJE KOpPMa M3 YETHIPEX
CIydaiiHBIM 00pa3oM BBIOpAaHHBIX OTBETBIICHUI 1abupuHTa (Pa3a ucnbiTanus). HekoTopoe BpeMs CITyCTs KpPbI-
caM TIPEIOCTaBIUTH BOCEMb OTKPBITHIX OTBETBICHUN W WCIBITHIBAIN HAa WX CIIOCOOHOCTH 3allOMHUHATH U U30e-
raTh OTBETBIICHUI, B KOTOPHIC OHU paHee BXOIMIIN UL MOydeHust kopMa. [loBTOpHOE BXOXKAEHHE B OTBETBIIC-
HHUE, B KOTOPOM OBLIIa IpUMaHKa, BO BPEMsI CEaHCa HCITBITAHHS, pacCCMaTPUBAIIN KaK CTAaHJAPTHYIO OIIHOKY, B TO
BpeMs KaK BXOJXKJICHHE B OJHO M TO X OTBETBIICHHE OoJiee OIHOTO pa3a BO BpeMs ceaHca CUMTaIH padodeit
omubOkoi. ObIee yrciao ommboK (CTaHAapTHOE + pabodee), COBEPIICHHBIX BO BPeMsI UCIBITAHMSA Ha COXpaHe-
HHUE B MaMSATH, YBEIWYHBAJIOCH C YBEIWYCHUEM MEPUOIOB 3aAepkKKku. Hampumep, MoIoIbie caMIlbl KPBIC COBEp-
manu 0,66 (+0,4) ommbku nipu 3aaepxke B 1 muH, 2 (+0,5) ommbku mpu 3anepxke B 1 1 u 3,95 (+0,2) ommbku
NpY 3aJIep>KKe HECKOJILKO YacoB.

CamiroB  kpeic  Sprague-Dawley coaepkanu 10O OTACIBHOCTH, MOAJACPXHBas 12-4acoBOM  ITUKII
CBET/TeMHOTa (CBET BKJIFOYAM B 6 4 yTpa). Kpeicam mpemocTaBisuii ¢cBOOOAHBIN JOCTYI K BOAC U Y HHUX ITOJ-
nepxuBaiii 85% OT Macchl Tea Ipu CBOOOJHOM IMUTaHUU JOTOTHATEIEHBIMU Togadamu Purina Lab Chow.

CHavana KpbIC 00ydalld MOWCKY KOpMa B KOHIIE Ka)IIOTO M3 BOCBMH OTBETBICHHU. Kak TONBEKO KPBICHI
JIOCTUTAIA KpUTepHs He Oojee 4eM JBe OomnOKH (T.e. BXOXKIEHHE B OJHO M TO € OTBETBJICHHE OoJiee OIHOTO
pa3a B TEUCHHE CEaHCa) BO BPeMs TPEX IMOCIIEIOBATEIbHBIX JHEH, IM CO3/IaBaIH 3a[IePKKY B OJHY MUHYTY MEX-
Iy BBIOOpaMH YETBEPTOTO M MATOTO OTBETBICHHUU. Takoe 00ydeHHe rapaHTHPOBAJIO, YTO KPBICH OBUIH XOPOIIO
3HAKOMBI C MPOIETYPHBIMU aCIIEKTaMH JaHHOW 3a/1au Mepe]] BBEACHNEM KaKUX-TH00 JIEKapCTBEHHBIX CPEICTB.
Kak Tonpko mocTuranu cTaOMIIBHOTO BBITIOJIHEHHUS 3a7add 3a7epKKu (T.e. He Ooyiee 4eM ojHa ommOKa ObuTa
ClelaHa B TEUCHHWE TPEX IMOCIENOBATEIBHBIX AHEH), HAUYMHAIM HCIBITAHHS C JIGKAPCTBEHHBIMH CPEICTBAMHU U
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HOCHUTEJIEM C UCIIOJIb30BaHHEM IIEPHOAa 3a/IepKKU ceMb JHeH. HoByro cepuio OTBETBICHUI CHA0XaIH IIpUMaH-
KOM KayKIBI IeHb IS KaXXI0W KPBICH M JaOMPHUHT TUIATEIHHO OYMIIIATIHN BO BPEMS IIEPHOIA 3aICPIKKH.

Bo BpeMsi ceaHca UCIIBITAHUS KOKIYIO KPBICY MIOMEIAIN Ha [EHTPAIbHYIO II1aThOopMy, IPUYEM JOCTYII KO
BCEM OTBETBIICHHSIM OJIOKMpOBasH. BrrOupanu ciydaifHBIM 006pa3oM YeThIpe M3 BOCBMH OTBETBJIICHUI M ITOME-
maJii B HEC IPUMAHKY-KOPM. 3acI0HKN OTBETBICHHH C HpMMaHKOﬂ NMOJAHUMAJIN U KpbICaM JaBaJI IIATb MUHYT
JJIA TIOJIYUCHUSA KOPpMa B KOHIEC KaXAO0T0 M3 YCThIPEX otBeTBiIeHHH. Kak TOJIbKO KpbICa I10J1y4yajia KOpM, €€ BbI-
HUMAaJI1, BBOAWIN € HOCUTENb WK Pa3JIMYHbIC JO3bl COSMHEHNUH 1 MOMEIIaNu 00paTHO B KIIETKY €€ CoJepiKa-
Hus. CHycTs ceMb 4acoB (CeaHC COXpaHEHHs) 3Ty KpBICY HOMeNlaan oO0paTHO Ha IEHTPANbHYIO IathopMy c
OJIOKMPOBAHHBIM JIOCTYIIOM KO BCEM BOCHMH OTBETBJIECHUSIM. UeThIpe OTBETBICHUS, KOTOPbIe ObUIN paHee cHal-
JKCHBI TPAMaHKaM¥, BO BPeMsI CEaHCa UCIBITAHUS CHA0XKAIW MPUMAHKAMU M 3aCJIOHKH BCEX OTBETBIICHUH MOJI-
HuUManmi. Kpeicam gaBaimy msTh MUHYT JUTS TIOJYYEHHUS OCTANBHBIX YETHIpEX KyCOYKOB KopMa. BxoxkIeHne B He
UMeIoIllee MPUMaHKy OTBETBICHHE WM IOBTOPHOE BXOXKICHHWE B paHEe IMOCEHICHHOE OTBETBICHHE CUHUTAIN
ommbko#. 3HaunmocTh (p<0,05) ompenensnau ¢ UCHOIb30BaHHWEM Mepuoandeckoro m3mepenns ANOVA ¢ mo-
CIIEIYIOINM HCIIOb30BaHNeM KpuTepus Dunnett o cpaBHEHHIO ¢ KOHTPOIBHBIM.

Jlns cpaBHEHHSI HCIIBITYEMBIE COCIUHEHUS CO CTaHIAPTHBIMH, CKOIIOJIAMUHOM M TaKPHHOM, BBOJWIIN IO~
KOXXHO Cpa3sy mocjie (1)33131 WUCIIbITaHuS. BiausHus CKOIIOJIaMHHa, U3BCCTHOI'0 CPEACTBA, BBIZLIBAIOUICTO IMOTCPIO
MaMsTH, UCIBITBIBAJIU MOCJIC TPEX YaCOB 3aACPIKKU, TOTAa KaK BJIMAHUEC TaKpHUHA, I/IHFI/IGI/ITOpa XOJIMH3CTEpAashbl,
UCIIONIb3YyEMOTr0 TIpH JIeUeHWH 00JIe3HH AJbLreiiMepa, UCIBITHIBAIM MOCIE 3aJepKKU 11ecTh yacoB. Ckonoua-
MHH Hapyllajl COXpaHEHHE B MaMATH IIOCIe 3aJepXKKH TPH 4aca 103a-3aBUCHMBIM CHOcOOOM. TakpuH 3Ha4H-
TEJIFHO YITy4llall 3a/Iep>KUBaHKE B TAMSITH [TOCJIE 33/I€PXKKH [IECTh 4acoB IpH BBeaeHun 10, HO He 3 MI/KT.

[Mpumep D. OGyuenne B paguanbHOM JIAOUPUHTE ¢ 8 OTBETBICHUSIMH.

CyIIecTBeHHON paHHEH XapaKTepHOW 4epTOd CHMITOMOJOTHH Ooiie3HH Anbmreiimepa (AD) sBmsercs
CHIIFHO BBIPaKEHHBIN AeuuuT B omuceBaromei (nexnaparusHoit) mamsatu (R.W. Parks, R.F. Zec & R.S. Wil-
son (Eds.)/ Neuropsychology of Alzheimer's disease and other dementias. NY: Oxford University Press pp. 3-80
(1993)).

ITo mepe mporpeccupoBaHus 3a00I€BaHUSI APYTHE JOMEHBI MMO3HABATEIBHOW CIIOCOOHOCTH TAaK)Ke CTaHO-
BATCS MIOPAXEHHBIMHU B TSDKEJIOHM crenieHn. Cpen y4acTKOB MO3Ta, paHO IMOPaXSHHBIX MPH MPOTPECCHPOBAHUN
AD, HaxoJuTCsl THINOKaMII, KOTOPBI SIBJISETCS KPUTHUECKMM HEHPOHHBIM CyOCTpaTtoM sl JeKJapaTHBHOMN
namstu (West M.J., Coleman P.D., Flood D.G. & Troncoso J.C. Differences in the pattern of hippocampal neu-
ronal loss in normal aging and Alzheimer's disease. Lancet, 344: 769-772(1994)). OnHuM MOBEICHYESCKUM TEC-
TOM, KOTOPBIA 9aCcTO MCHONB3YIOT ISl OIICHKH ()YHKIIMU THIIIOKaMIIa Ha MOJIETSX KHBOTHEIX, SIBIIICTCS Paju-
anpHbIA TabupuHT ¢ 8 orBeTBieHUsAME (Olton D.S. The radial arm maze as a tool in behavioral pharmacology.
Physiology & Behavior, 40: 793-797 (1986)).

[NoBpexnenne win GpapMakoJorHIecKas 0JI0KaIa THIITOKaMITa HapyIIaeT BRITOTHEHNE dToH 3amaun. Kpo-
Me TOTO, CTaperolle KUBOTHBIE OOBIYHO OOHapykuBaioT medumut B dToi 3amaue (Porsolt R.D., Roux S. &
Wettstein J.G. Animal models of dementia. Drug Development Research, 35: 214-229(1995)).

B maHHOM HCTIBITAaHUH POCTPAHCTBEHHOTO OOYYEHHUS M ITAMATH TOJIONHYIO KPBICY TIOMEIIAIOT B HEHT Jia-
OMpHUHTA U AIOT €Il BO3SMOKHOCTH MPOXOIUTH JAOUPHUHT B MOMCKAaX KOPMa, PACIOJIOKEHHOTO B KOHIIE KaXKJOT0
U3 OTBETBJICHUI. B nanHoit Bepcuu nabupunra kpbica odydaercss Win-Shift-crpareruu, B koTopoii 0TBETBICHUE
MOBTOPHO He mocemnaercs. Takum obpa3zom, Hanbosee 3 dhextuBHON Foraging-cTparerueii siBiseTcs MOCEIICHNUE
Ka)K[JOr0 OTBETBJICHHS OJIUH pa3. Bepcust 3Toro nabMpHHTa 3aTparuBaeT Takke 0OLIHe IPoLecchl 00y4YeHHs, TaK
Kak KpbIca sIBIISIETCS] HEOOY4YEHHOM B OTHOILICHWH JTAOMPHHTA B JI€Hb OJIUH YETHIPEXJHEBHOTO SKCIIEPHMEHTA.

[Mocne npudkITHS camMuoB Kpbic Sprague-Dawley® 1o oTIenbHOCTH COlepKail B KOMHATE ISl KOJIOHHH C
MPABUIBHBEIM CBETOBBIM IIUKJIOM W JAFOT MM BO3MOXKHOCTH aKKIIMMATH3HPOBATHCS B TEUCHUE TI0 MEHBIIICH Mepe
4 nHel mepen McIbITaHUEM. Maccy KaXIoi KpbICHl CHIDKAIU A0 85% u monnep>kuBanu npu 85% meneBoi Mac-
CBI TE€JIa Ha MPOTSHKEHUH BCETO dKCIIeprMeHTa. JJoJDKHYyI0 Maccy Tela TMOAEpKUBAIA KOPPEKTHPOBAHUEM JIOJIH
ma00paTOPHOTO KOpMa Ha OCHOBE ydeTa KOMOWHAIIMK BO3PACTa U €KEITHEBHON PETHCTPAIIH MAacChl Tea KpPHI-
CBL

CeaHC HaUMHAJICS C MTOMEMICHUS OTAEIBHOM KPBICH B IICHTP JIAOMPHHTA U 3aTE€M BCE 3aCIOHKU TMIIBOTHH-
HOTO THIIA [TOJHUMAJIH, 1aBasi CBOOOJHBIA TOCTYI KO BCEM 30HAM JIaOWpHHTA. 3arpy304Hble OYHKEpPHI A KOP-
MOB ITOMEIAIN B KaXIyI0 U3 8 TOPOr-oTBETBICHUI U OJMH TOJBKO IIAPUK KOpPMa MOMEIIaIN B KaXIbIH OyHKep
Juist KopMma. Kaxplil exxe/IHEBHBIN CeaHC 3aKkaHUMBaJIHM JIMOO Korna Bce 8 OyHKepOB Ul KOpMa IOCELIaln Kpbl-
CBl, TM00 KOT/1a KPHICHI NPEBBIIIAIN JUMUT BpeMeHH (15 MuH Ha nens 1; 5 MuH Ha nHU 2-4) . Unciio BXOXKICHUH
peructpupoBainy. OmmnOKoi CUNTAIN BXOXKAEHHE B OTBETBIICHNE MJIM HECIIOCOOHOCTH IIOCETUTH OTBETBIICHUS BO
BpeMs neprosa ceanca. JKUBOTHOE MCKIIIOYAIM U3 JAHHOTO HCCIIEOBAaHMS, €CII OHO OBIIIO HE CIIOCOOHO roce-
TUTH TI0O MEHBIIIEH Mepe OTHO OTBETBIICHHE B JI€HB 1, 2 OTBETBJICHUS B IeHb 2 U 110 MEHBIICH Mepe 4 OTBETBIIe-
HUS B JIeHb 3 win 4.

Kaxmyro KppICy TICeBIOCTyIaliHBIM 00pa30M OTHOCWIIH JTHOO K TPYIIIIe HOCHUTENS, TIN00 K TPYIIIE JIeKapCT-
BEHHOTO CPEJCTBa, OHA IONydaJla OAHY U Ty e 00pabOoTKy Ha MPOTSDKEHHH SKCIIEPHMEHTAIBHOTO MEPHOA.
Hocurens npencrasmsan coboit 5% apaBHHCKyI0 KaMeIb B CTEPWIBHON Boje. IHBEKIINN BBOAWIN MTOAKOXKHO 3a
20-30 MHH Ka)XI0TO €XEIHEBHOTO CEaHCa.
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B 310i1 3a1aue 00y4eH s MOTYYUBIINE HOCUTEIb JKUBOTHBIC HE OOHAPYKHUBAIU 3HAYUMOTO MPHOOPETCHUSI
00ydJeHHs T0JIh30BaHUs JaOUPHUHTOM IO CPAaBHEHHIO C PSIIOM OIIMOOK, COBEPIICHHBIX B A€Hb 1. ABTOpaMu 00-
HApY»KEHO, YTO B COCIMHEHHUSX, KOTOpPbIE 00JIeryaloT 00yueHne MoJIb30BaHuUs JTAOUPHHTOM, JCHCTBUSI 4acTO He
00OHapyKMUBAIOTCS A0 YeTBEpPTOro AHs o0yueHnsa. ClieoBaTeIbHO, PE3YIBTATHI COCTOST U3 OOIIET0 YHCIa OLIH-
00K 4 B IeHb 110 BCEM IpyIIaM 00pabOTKH.

OOPMYVYIJIA U3OBPETEHIA
1. CoennHenne GhopMyITbl
AN
Rl
®opmyia [

rae X BeIOpaH u3 Tpymisl, coctosmeit u3 -O-, -NH-, -S-, -SO,-, -CH,-, -CH(F)-, -CH(OH)- u -C(O)-;

R, BBIOpaH u3 rpymniibl, COCTOAIIECH U3

HE3aMEIEHHOro (eHMIIa,

(eHMIa, 3aMEIIEHHOTO TPYyNIaMy B KOJIM4YecTBe OT 1 70 3, He3aBUCUMO BBIOpaHHBIMU U3 TPYHIIBL, COCTOS-
med wu3 Bomopoxaa, ruapokcu, C;-Cjankmna, C;-Cjaikokcu, rajnoreHa, OcH3WIOKCH, KkapOokcu, Ci-
CjankokcukapOonmia, amuno, N-(C-C ankun)amuo, cyibHOHUIAMUAIO, IIMaHO, TprudTopMeTHiIa, TpUhTOpME-
TOKCH, HUTPO, He3amemnleHHoro (enmna u ¢enmra, 3amemeHHoro C-Cjamkmiom, C;-C,amKoKCH, TaJOreHOM,
[IUAHO HJIH TPUQTOPMETHIIOM,

He3aMeIeHHOro HaTha,

Ha(THIIa, 3AMEIICHHOTO TPYIIaMH B KOIWYecTBe | WK 2, He3aBHCUMO BBIOPAaHHBIMH U3 TPYIIITEI, COCTOS-
et u3 Bogopona, C,-Cjankuna, Ci-C, ankokcH, TaloreHa, uano, TpudropMeTrnia 1 HATPO,

HAMHMIa30]IMIIa U

paavkana, BEIOpaHHOTO U3

R, R; R,
ATR >
e Q R Q,

rae Q; BeIOpaH u3 rpynnsl, cocrosmel u3 -O-, -S- u -NR,-, rie R, BbIOpaH U3 rpynmbl, COCTOAIEH U3 BO-
nopona u Ci-Chankuna, u Q, npencranisier -N=, Ry, kaxzplii R, u Ry, Kaxpiii He3aBUCHMO, BHIOPAH M3 TPYIIIIbI,
cocrosiei u3 Bomopoaa, C-Ciankuina, C;-C4ankoKCH, rajoreHa, uaHo 1 TpudropmeTiiia, win Ry u R, (wmn
omuH u3 R.), B3sThIE BMECTE C aTOMaMH, K KOTOPHIM OHH ITPUCOEANHEHBI, 00pa3yIOT He3aMeleHHOe OEH30KO0JIb-
110 WX OEH30KOJIBII0, 3aMEIICHHOE 3aMECTUTEIISIMUA B KOJIMYECTBE OT 1 10 4, HE3aBUCHUMO BHIOPAHHBIMH U3 TPYII-
TBI, COCTOSIIIEH U3 Bomopoa, ruapokcu, C-Cjankuna, Ci-Cankokcu, TpuTOpMETOKCH, 2,2,2-TPUPTOPITOKCH,
TpudropmeTHia, rasoreHa, kapookcu, C;-Cjankokcukapoonmia, amuao, N-(C;-C,ankmn) amuao, amuno, (C-Cy,
QJIKWII) aMHHO, allJIaMUHO, TJIE aliibHAs TPpyNa BeIOpaHa U3 rpynmsl, coctosmed n3 C-Cjankuna u dheHmna;
[IUaHO, HUTPO, CyNb(OHWIAMHUIO, He3aMmeneHHoro (enmia, ¢penmia, 3aMerenHoro Ci-Cjankmmom, Ci-Cjan-
KOKCH, TJIOTEHOM, IIaHo U TpudTopMeTiom; Gpenokcn, bensmiokcn, -NHS(O),Ry, rne Ry, BeIOpan u3 rpymnmsl,
cocrosmei n3 C,-Chankuna u denuna; u -S(O),R;, rae p pasno 0, 1 unu 2 u R; BEIOpaH u3 rpynisl, cocTosen
3 C;-C,ankuna, He3ameneHHOro (eHmna u ¢permia, 3amemenHoro C;-Cjankmiom, C;-C,aaKoKCH, TaTOTEHOM,
IUaHO WK TPUPTOpMETIIIOM; M Rf BEIOpaH 3 Tpymmsl, cocrosimeit u3 Bogopona, C,-Cjankmna, C,-C ankokcH,
TpudTOpPMETHIA U TAIOTCHA,

R, BBIOpaH u3 rpymmsl, cocrosamiel n3 Bogopoaa u Ci-Csankmna,

R; BBIOpaH K3 IpyNIibl, COCTOSIIEH 13 BOIOPOAa, propa u MeTHIIa;

R4 BBIOpaH W3 rpymmel, cocTosied u3 Bogoposa, ammna, C,-Cjankuia, H-TeKcuia, (HTOPUPOBAHHOTO
C,-Cjankuia, He3aMeIeHHOro (eHma, GpeHuia, 3aMeIeHHOro TPYyNaMy B KOJIMYEeCTBE OT 1 10 3, He3aBUCHUMO
BBEIOPaHHBIMU U3 TPYIIIBI, COCTOsIIEH U3 Bomopoaa, ruapokcu, C-Cjankmna, C;-CjaKkokcH, raioreHa, OcH3u-
nokcu, kapbokeu, C;-Cjankokcukapoonmia, amuno, N-(Ci-Ciankuin)aMuno, cynbhOHWIAMHAIO, UaHO, TpHD-
TopMeTHIa, TPU(TOPMETOKCH, HUTPO, He3aMmenieHHoro (eHmna u ¢enmna, 3ameniennoro C;-Cjankumom, Ci-
C4aIIKOKCH, TaJIOTEHOM, IHAHO U TPU(YTOPMETHIIOM,

HaQTHIA,

¢benmicybpdonmna, B KOTOpoM (EHUIIbHAS TPYIINA SIBISCTCS HE3aMEIICHHOH WM 3aMellieHa IPyIaMu B
KongecTBe OT 1 110 3, He3aBUCHMO BBIOPaHHBIMH W3 TPYIIIBI, cocTosmie m3 Bogopona, Ci-Cjankmma, C;-Cy
AJIIKOKCH, TaJIOTeHa, IIHaHo, TpU()TOPMETHIIA, HUTPO U (peHuIa,

OeH3uia, B KOTOpOM (h)eHMIIbHAS TPYIINA SIBISETCS] HE3aMEICHHON MITH 3aMellleHa IPYIIIaMU B KOJIUYECTBe
ot 1 10 3, He3aBUCHUMO BBIOPAHHBIMHU U3 TPYIIIBI, COCTOsAIIEH U3 Bogopona, C-Ciankuna, C;-C4aIKOKCH, IUAHO,
HHUTPO, TPU(PTOPMETHUIIA U TAJIOTEHA, U
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panvkaia, BEBIOpaHHOTO U3

N
NS EES
o i

rae Qs BeIOpaH u3 rpynnsl, cocrosmel u3 -O-, -S- u -NR,-, riae R, BbIOpaH U3 rpymnibl, COCTOALIEH U3 BO-
nmopona u Ci-Cjanxmna, u Qg u Qs mpencrasisirotr -CR -, rie kaxapiii R, He3aBuCHMO BBIOpaH U3 TPYMIIBL, CO-
crosinien u3 Bopopona, Ci-Cjankuia, rajoresa u TpudTopMeTHiia, Wik OAUH Wik 00a u3 Q4 u Qs MpeCTaBISIOT
-N=, u re oguH unu aBa u3 Qg MpencTaBisIOT -N=, Toraa Kak apyrue npeiactaBisioT -CR,, rae kaxapiii R,
HE3aBUCHMO BhIOPaH M3 TPYIIIbI, cocTosmer u3 Bogopoaa, C;-Ciankuna, C,-C,anKokcH, rajioreHa, luaHo, HUT-
PO U TpUPTOPMETHIIA;

IIPY YCJIOBHH, YTO R4 He siBisieTcs (eHmicynpGpoHnIoM B TOM citydae, ecin X npeacrasisier -SO,-, -CH,-,
-CH(F)-, -CH(OH)- nnu -C(O)-, u

ero GapMameBTHIECKH IPUEMIIEMBIE COJIH.

2. Coenunenue 1o 1.1, rme X BEIOpaH U3 TPyIbL, cocrosmeit u3 -O- u -NH-.

3. Coemunenue 1o 1.2, e X npeacrasisier -O-.

4. Coemunenue 1o 1.3, rae R; mpencrasiser BOJOPO/I.

5. Coepunenue 1o 1.4, rae Ry BbiOpaH u3 rpynisl, coctosiueit u3 ¢propupoanHoro C,-Cjankuna, Hesa-
MeleHHOoro (eHunna, GpeHuia, 3aMeIeHHOTr0 IpyIaMi B KojaudecTBe oT 1 10 3, He3aBUCUMO BBIODaHHBIMHU M3
TPYIMIIbI, COCTOsIIECH U3 Bomopona, ruapokcu, Ci-Cankmia, Ci-C4aNKoKCH, TajoreHa, OCH3MIOKCH, KapOOKCH,
C,-Cjankokcukapoonmia, amuao, N-(C-Cjankuin) amuno, Cyab(pOHUIAMHUIO, UAHO, TPUPTOpMETHIa, TpHd-
TOPMETOKCH, HUTPO, He3aMmeleHHOro (enmia u denwmna, 3ameniennoro Ci-Cjankunom, Ci-C,ankokcu, rajiore-
HOM, IIHaHO U TPUPTOPMETIIOM.

6. Coenmnenue 1o 11.5, tae R; BEIOpaH n3 rpymiisl, cocTOsIIEH U3

He3aMeIeHHOTo (eHmIa, PeHuIa, 3aMEICHHOr0 IPYIITIaMy B KOJIMYECTBE OT 1 710 3, He3aBUCHMO BBIOpaH-
HBIMH W3 TPYMIIBI, cOocToAmed m3 Bomopona, ruapokcH, Ci-Cjankmma, C;-CjadKoKcH, raioreHa, OCH3MIOKCH,
kapooxkcu, C,-Cjankokcukapoonmna, amuno, N-(C,-C ankun)aMuno, cyabpOHIIaMUI0, IIHaHO, TPU(PTOPMETH-
na, Tpu(TOPMETOKCH, HUTPO, He3aMelIeHHOro GeHmta u (ermia, 3ameneHHoro Ci-Cjankmiom, C;-C4aakokcH,
TAJIOT€HOM, [IMAHO ¥ TPUPTOPMETHIIOM, H

paavkana, BEIOpaHHOTO U3

R,

[ 3R,
u >
Re Q’ Re QZ
rae Q; BeIOpaH u3 rpynnsl, cocrosmel u3 -O-, -S- u -NR,-, riae R, BbIOpaH U3 rpynibl, COCTOALIEH U3 BO-
nopona u Ci-Chankuna, u Q, npencranisier -N=, Ry, kaxzplii R, u Ry, kaxpiii He3aBUCHMO, BHIOPAH M3 TPYIIIIbI,
cocrosiei u3 Bomopoaa, Ci-Cyankumina, C;-C4ankoKCH, rajJoreHa, uaHo 1 TpudropmeTiiia, win Ry u R, (wmm
onuH u3 R.), B3AThIe BMECTE C aTOMaMH, K KOTOPBIM OHHU IPUCOCAMHEHBI, 00pa3yIOT He3aMEIICHHOE OCH30KOJIb-
110 WX OEH30KOJIBII0, 3aMEIICHHOE 3aMECTUTEIISIMUA B KOJIMYECTBE OT 1 /10 4, HE3aBUCHUMO BHIOPAHHBIMH U3 TPYII-
TBI, COCTOSIIIEH U3 Bomopona, ruapokcu, C-C ankuna, Ci-Cankokcu, TpuTOpMETOKCH, 2,2,2-TPUPTOPITOKCH,
TpudTOpMeTHIIa, ranorena, kapookcn, C;-C ankokcukapbonuna, amuno, N-(C;-Cankui) amuno, amuto, (C;-Cy
QJIKWJI) aMHHO, allJIaMUHO, TJIe aliibHas TPpyNa BeIOpaHa U3 rpynmsl, coctosmed n3 C-Cjankuna u dheHuna;
[IUaHO, HUTPO, CyNb(OHWIAMUIO, He3aMeneHHoro (enmia, ¢penmia, 3aMereHHoro Ci-Cjankmmom, Ci-Cjan-
KOKCH, TJIOTEHOM, IIaHo u TpudropmeTrioM; ¢heHoken, 6enzmiokcH, -NHS(O),Ry, rie Ry, BBIOpaH U3 TpymmsL,
cocrosmei n3 C,-Cjankuna u dpenuna; u -S(O),R;, rae p pasHo 0, 1 mim 2 u R; BEIOpaH K3 Ipyniisl, COCTOAIEN
3 C-Cjanxuna u ¢ernna, HeoOs3aTensHO 3amerieHHoro C-Cjankunom, C;-C4amKoKCcH, TaJOTeHOM, IUAHO U
tpudTOopMeTHIIOM; U Ry BBIOpaH U3 rpymisl, cocrosiei u3 Bogopoaa, C,-Cankuna, C-Cankokcu, Tpudropme-
THJIA U TaJIOr'¢Ha.
7. Coenunenue no 1.6, rae R, mpeacrapiser He3aMemeHHBIN (peHMT il (EHUI, 3aMEIICHHBII TPYIIaMH
B KOJIM4eCTBEe OT 1 110 3, HE3aBHCUMO BHIOPAHHBIMHU M3 TPYIIIbI, COCTOSAIICH U3 Bogopoaa, ruapokcu, Ci-Cyain-
kmia, Ci-C,ankokcu, rajorena, 0eH3miokcu, kapookeu, Ci-Cjankokcukapoonmna, amuno, N-(C;-C ankumi) amu-
J10, CyIb(MOHMUIAMUIO, [IHaHO, TpudTOopMeTUIa, TPUHTOPMETOKCH, HUTPO, HE3aMeIIeHHOro (QeHma u GeHuna,
3amenienHoro C-Cjankmnom, C;-C4aKOKCH, FaIOTEHOM, UAHO ¥ TPU(QTOPMETHIIOM.
8. CoenmHenue no 11.6, rae R npeacTasisier pagukai, BEIOpaHHBIN U3
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rae Q; BeIOpaH u3 rpynnsl, coctosmel u3 -O-, -S- u -NR,-, rie R, BbIOpaH U3 rpynibl, COCTOALIEH U3 BO-
nopona u Ci-Chankuna, u Q, npencrasisier -N=, Ry, kaxzplii R, u Ry, kaxpiii He3aBUCHMO, BHIOPAH M3 TPYIIIIbI,
cocrosiei u3 Bomopoaa, Ci-Cyankuina, C;-C4ankoKCH, rajJoreHa, uaHo 1 TpudropmeTiia, win Ry u R, (wmn
omuH u3 R.), B3sThIE BMECTE C aTOMaMH, K KOTOPHIM OHH ITPUCOEANHEHBI, 00pa3yIOT He3aMell[eHHOe OEH30KO0JIb-
110 WX OEH30KOJIBII0, 3aMEIICHHOE 3aMECTUTEIISIMUA B KOJIMYECTBE OT 1 /10 4, HE3aBUCHUMO BHIOPAHHBIMH U3 TPYII-
TBI, COCTOSIIIEH U3 Bomopona, ruapokcu, C-C ankuna, Ci-Cankokcu, TpuTOPMETOKCH, 2,2,2-TPUPTOPITOKCH,
TpudropmeTHia, rasoreHa, kapookcu, C;-Cjankokcukapoonmia, amuao, N-(C;-Cyankmn) amuao, amuno, (C-C,
QJIKIJT)aMUHO, alliJIaMUHO, TJE aIliiibHas TPyIa BeIOpaHa u3 rpymisl, coctosmei u3 C-C ankuna u dheHmna;
[IUaHO, HUTPO, CyNb(OHWIAMHUIO, He3aMenleHHoro (enmia, ¢penmia, 3aMerenHoro Ci-Cjankmmom, Ci-Cjan-
KOKCH, TJIOTEHOM, IIMaHo U TpudTopMeTiioMm; Gpenokcn, oensmiokcn, -NHS(O),Ry, rne Ry, BeIOpan u3 rpymnmsl,
cocrosmei n3 C,-Cjankuna u dpenuna; u -S(O),R;, rae p pasHo 0, 1 nim 2 u R; BEIOpaH u3 rpynisl, COCTOAIEN
3 C,;-C,ankuna, He3ameneHHOro (ermna u ¢permia, 3amemenHoro C;-Cjankmiom, C,-C,aaKoKCH, TaTOTEHOM,
uuaHo u tpudTopmeTwiom; u Ry BeIOpaH u3 rpymmsl, coctosiueil u3 Bogopona, C;-Cjankuia, Ci-Cyankoken,
TpudTOpMETHIIA U TaJOrCHA.

9. Coenunenue mo 1.8, rae R, mpencrapiseT He3aMeUeHHBIH HHOJ-3-1JI WM WHAOJ-3-HI, 3aMeIIeHHBIH
3aMECTUTEISIMU B KOJIM4ECTBE OT 1 710 4, He3aBUCHMO BBHIOPAHHBIMU M3 TPYIIIIBI, COCTOSIIEH U3 BOJAOPOIA, THI-
pokcu, C;-Cjankuna, C;-Cjankokcu, Tpudropmerokcu, 2,2,2-tpuTopaToOKCH, TpUTOPMETHIIA, TaJloreHa, Kap-
6okcu, C;-Cjankokcukapoonuna, amuno, N-(C;-Cjankuin)amuno, amuto, (C;-C,aakuin)aMrHO, aIlijIaMHHO, TJ1e
aIIIbHasl TPy BeIOpana u3 rpymmsbl, coctosmer u3 C-C ankuna u GeHnna; MUano, HUTPO, CyIb(QOoHMIaMH-
10, He3aMeIeHHOTo (eHma, Gpermna, 3amerienHoro C-Cjankmiom, C;-C4alKkoKCH, TaIOreHOM, IIaHO ¥ TPUD-
topmeTHioM; (enokcu, oersmioken, -NHS(O),Ry, e Ry, BeiOpan u3 rpymmsl, coctosmei u3 C,-Cjankuna u
¢benuna; u -S(O),R;, rne p pasHo 0, 1 unn 2 u R; BeIOpan us rpynmnsl, cocrosmei u3 C;-Cjankuna, HezaMeleH-
Horo (eHmna u ¢permna, 3amereHHoro C;-CjankunoM, C,-C4amKkoKCcH, TaJIOTEHOM, ITHAHO U TPU(TOPMETHIIOM.

10. CoennHenue mo MmoOOMy OgHOMY W3 TIL.7-9, Tae Ry mpencTaBnseT He3aMeIIeHHBIH (EeHMT HiIN (HeHMI,
3aMEIleHHBIN TPYNIaMH B KOJIMUECTBE OT 1 710 3, He3aBUCUMO BBIOPAHHBIMH M3 IPYIIIbI, COCTOSIICH U3 BOJOPO-
na, ruapokcu, C-Cyankuia, C;-C4alkoKcH, rajorena, 0eH3umiokcu, kapookcu, Ci-C,aIKoKCHKapOOHMIa, aMHIO,
N-(C,-Cjankun)amuzio, cyabGpOHHIAMHUIIO, [IHAHO, TpHU(TOpMETHIA, TPUPTOPMETOKCH, HUTPO, HE3AMEILEHHOTO
(denmna u penmna, 3amerienHoro Ci-Cjankmiom, C;-C4alIKOKCH, FAIOTCHOM, IUAHO WU TPU(PTOPMETHIIOM.

11. Coeaunenue mo ar0d0My ogHOMYy U3 1i1.7-9, rae Ry nmpencrasiser gropupoannbiii C,-Cyakui.

12. Coemunenne mno 1.1, rae coemunenue sBisercs N-(2-(6-drop-1H-unmon-3-wn)stun)-3-(2,2,3,3-
TeTpad TOPIPONOKCH ))0EH3NIAMUHOM.

13. Coenunenue 1o 1.1, T1e coequHeHne ABiseTcs ruapoxiopunoM N-(2-(6-drop-1H-ungon-3-um)atmn)-
3-(2,2,3,3-teTpad TOPIPOIIOKCH ) OCH3MIIAMHHA.

14. Coegurenme 10 11.1, BRIOpAaHHOE W3 TPYIIIEL, COCTOSIICH U3

N-(2-(5-metokcu-6-¢prop- 1 H-uanon-3-wmm)stmn)-3-(2,2,2-1pud Top> THIAMHHO ) OCH3MIIaMHHA,

N-(2-(5-metokcu-6-brop-1H-unmon-3-mn)atmn)-3-(2,2,3,3,3-neHradp TopnponuiaMiuHo JOeH3nIaMUuHa,

N-(2-(5-metokcu-6-hrop-1H-unmon-3-mm)atmn)-3-(2,2,3,3-rerpad Toprpornokc ) 0OeH3nIaMHHa,

N-(2-(5-metokcu-6-brop-1H-unmon-3-um)atun)-3-(2,2,2-TpudTopITOKCH )OCH3NITaMUHA,

N-(2-(5-xnop-1H-unnon-3-mn)atuin)-3-(2,2,2-rpudpTopaToKCH ) OeH3MIIaMUHa,

N-(2-(5-xmop-1H-unm0:m-3-mn)atun)-3-(3-proprnponokcu )0eH3nIaMuHa,

N-(2-(5-xmop-1H-ungon-3-mn)atmn)-3-(2,2,3,3,3-neHrad TOprpOnoKcH ) OeH3MIIaMHHA,

N-(2-(5-xnop-1H-unnon-3-un)atn)-3-(2,2,3,3-rerpad Toprporiokcn ) 0eH3IaMHHa,

N-(2-(5-metokcu-1H-unnon-3-u)atnn)-3-(2,2,2-1pu Top3TOKCH ) OEH3MIIaMHHa,

N-(2-(5-unano-1H-unnon-3-un)atmn)-3-(2,2,2-rpudTopaTOKCH ) OEH3NITaMHHA,

N-(2-(5-metuncynsdonmn- | H-uamomn-3-um)stin)-3-(2,2,2-Tpud Topa TOKCH ) OCH3MITaMITHA,

N-(2-(5-unano- 1 H-uanon-3-mwr)stin)-3-(3,3,3-Tpud Toprporrokc ) OeH3nIaMIHa,

N-(2-(5-metuncynsdonmn- 1 H-uamon-3-um)stimn)-3-(3,3,3-Tpud roprnporokc ) OeH3NIaMIHA,

N-(2-(4-dprop-1H-urn051-3-1m)a1rn)-3-(2,2,2-Tpru TOPITOKCH )OS H3UIAMKHA,

N-(2-(4-dprop-1H-unrn01-3-nmm)atrn)-3-(2,2,3,3,3-neHrad ToprpornoKcH ) OeH3NITaMHHA,

N-(2-(4-¢prop-1H-urn01-3-nmm)atn)-3-(2,2,3,3-rerpad TOprponokcu )0OeH3nIaM1uHa,

N-(2-(7-¢rop-1H-unmon-3-nn)atun)-3-(2,2,2-rpudTopaToKCcH )0OSH3MIaMUHa,

N-(2-(7-¢rop-1H-unmon-3-un)atun)-3-(2,2,3,3,3-neHTad) TOPIPOIIOKCH )OCH3MIIAMHHA,

N-(2-(7-¢prop-1H-unnon-3-un)stnn)-3-(2,2,3,3-rerpad Topnporokcn ) 0eH3nIaMuHa,

N-(2-(5-amuno-1H-unmon-3-mm)atmin)-3-(3,3,3-rpudTopripornokcn ) 0eH3nIaMuHa,

N-(2-(5-amuno-1H-unnon-3-mm)atmin)-3-(2,2,2-rpupTopaTOKCH )OS H3MIIaM1Ha,

N-(2-(6-penun- | H-urmon-3-um)stin)-3-(2,2,2-1pud Top3TOKCH ) OSH3WIAMIHA,

N-(2-(6-metun-1H-uanon-3-mw)atmn)-3-(2,2,3,3,3-nentad roprponokcn ) OeH3nIaMuHa,

N-(2-(6-penwmn- 1 H-urmon-3-un)stin)-3-(2,2,3,3,3-neaTad TOprponokcn )0eH3nIaMruHa,

N-(2-(6-enwnn-1H-unmon-3-un)atmn)-3-(2,2,3,3-rerpad ToprponoKcH 0eH3nIaMHHa,

N-(2-(6-metun-1H-urn0m1-3-nmn)atun)-3-(2,2,2-tpu TOpITOKCH )OS H3UIaMUHa,

N-(2-(6-metun-1H-unmon-3-um)atun)-3-(2,2,3,3-rerpadropnpomnokcn )0eH3MIaM1UHa,

N-(2-(6-3Toxcuxapboonmi- 1 H-unnomn-3-mn)atun)-3-(2,2,2,3-rerpad Topnpornokcn ) OeH3uiIaMuHa,
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N-(2-(6-sTokcukapoormi- 1 H-uamon-3-un)atnn)-3-(2,2,2-tpudTopITOKCH )0SH3NITaMIHA,
N-(2-(6-unano- 1 H-urn0m1-3-nmn)atun)-3-(2,2,2-tpu TOpITOKCH )OS H3UIaMUHa,
N-(2-(6-unano-1H-unmon-3-um)atun)-3-(2,2,3,3-rerpadropnpomnokcn )0eH3MIaM1UHa,
N-(2-(6-amumo- 1 H-unmomn-3-mm)atun)-3-(2,2,2-tpudTopITOKCH )OeH3HIaMUHa,
N-(2-(6-amumo-1H-unmon-3-mn)atun)-3-(2,2,3,3-rerpad Topnpornokcu )0eH3nIaMHHA,
N-(2-(6-tpudropmerokcu-1H-nnnon-3-mn)arun)-3-(2,2,3,3-rerpadroprnponokcu)0eH3nIaMuHa,
N-(2-(6-tpudropmerokcu-1H-nnnon-3-mn)atun)-3-(2,2,2-rpudropaToKcH )OS H3UIaMUHa,
N-(2-(7-xnop-1H-unnon-3-un)atmn)-3-(2,2,3,3-rerpad Toprporiokcn ) 0eH3IaMHHa,
N-(2-(7-xnop-1H-unnon-3-un)strn)-3-(2,2,2-rprud TopaTOKCH ) OEH3MIaMHHA,
N-(2-(5-rpudropmernin-1H-unnon-3-mi)atun)-3-(2,2,2-rpuTopaTOKCH ) 0EH3MIIAaMKHA,
N-(2-(5-tpudropmernn-1H-uamon-3-mn)atun)-3-(3,3,3-tpud roprnponokcn )0eH3nIaMIHa,
N-(2-(4-metokcun- | H-uanon-3-m)stmn)-3-(2,2,3,3-reTpad Toprpornokcn ) 0eH3niIaMrHa,
N-(2-(5-unano-1H-urmon-3-um)atun)-3-(2,2,3,3-rerpadropnpomnokcn )oeH3MIaMruHa,
N-(2-(5-unano- 1 H-urnomn-3-min)atmn)-3-(2,2,3,3,3-nearadg Toppornokcn ) OeH3nIaMuHa,
N-(2-(5-(4-bropdennn)-1 H-unmon-3-un)stmn)-3-(2,2,3,3-reTpad TOpIpoIiokcy )0eH3nIaM1Ha,
N-(2-(5-(4-dbropdennn)- 1 H-unnon-3-mn)atun)-3-(2,2,3,3,3-neHTady TOPIIPONOKCH ) OCH3UIIAMHHA,
N-(2-(5-¢enwmn- 1 H-unnomn-3-umn)atun)-3-(2,2,3,3-rerpad Topnporokcu )0eH3nIaMrHa,
N-(2-(5-¢enwmn- 1 H-unnomn-3-mn)atun)-3-(2,2,3,3,3-nenrad Toprpornokct ) OeH3nIaMHHa,
N-(2-(5-(4-dropdennn)-1 H-unnomn-3-um)atun)-3-(2,2,2-1prudTop3ToKCH ) OeH3NITaMHHa,
N-(2-(5-pennn-1H-unnon-3-wm)atuin)-3-(2,2,2-TpudTopaTokcn ) OeH3nIaMuHa,
N-(2-(4-dpennn-1H-unnon-3-un)stnn)-3-(2,2,3,3,3-nenradToprnponokcu)0eH3mIaMuHa,
N-(2-(4-penun- | H-urmon-3-wum)stin)-3-(2,2,2-1pud Top3TOKCH ) OSH3WIIAMIHA,

N-(2-(4-penwmn- | H-uamon-3-un)stin)-3-(2,2,3,3-reTpad TOpIpoIIoKkcH ) OeH3MIIaMIHa,
N-(2-(7-¢penun- | H-urmon-3-um)stin)-3-(2,2,2-1pud Top3TOKCH ) OSH3UIIaAMIHA,
N-(2-(7-penwnn-1H-unmon-3-uwn)atmn)-3-(2,2,3,3-rerpad ToprponoKcH OeH3nIaMHHA,
N-(2-(6-x50p- 1 H-uamon-3-mm)atmn)-N-metni-3-(2,2,3,3-reTpad TOpIponoKkcH ) 0eH3nIaMIHa,
N-(2-(4-mertokcn- 1 H-urm0m-3-wn)aten)-N-metmn-3-(2,2,3,3-reTpad TOpnpookcn )0eH3niIaMrHa,
N-(2-(4-¢drop-1H-unmon-3-nn)atmn)-N-metin-3-(2,2,2-rpudTopaToKCH )OSH3MIaMU Ha,
N-(2-(6-¢penmn- 1 H-unnomn-3-mm)atn)-N-metuin-3-(2,2,3,3-terpad Topporokcy J0OeH3nIaMuHa,
N-(2-(6-kapookcu-1H-unmon-3-mn)atmn)-3-(2,2,3,3-rerpad Topnpornokcu ) 0eH3nIaMHHA,
N-(2-(6-xapooxcn-1H-nnnomn-3-um)atun)-3-(2,2,2-TpudTopaTokcn ) OeH3WITaMHHa,
N-(2-(6-xm0p-7-¢prop-1H-unnon-3-nm)atun)-3-(2,2,2-rpudTopaToKCH ) OSH3NIIaMUHA,
N-(2-(6-xmop-7-ptop- | H-urmon-3-m)stin)-3-(2,2,3,3-reTpad TOpIpoIrrokcr ) OeH3niIaMHHa,
N-(2-(5,7-mudrop-1H-uamon-3-mm)atmn)-3-(2,2,2-tpud Top3T0KCH )OSH3NITaMIHA,
N-(2-(5,7-madrop- 1 H-uamon-3-mm)3tmn)-3-(2,2,3,3-trerpad Topnporokcn ) OeH3NIaMIHA,
N-(2-(6,7-mudrop-1H-unmon-3-mn)atmn)-3-(2,2,2-TpuTOpITOKCH )OCH3NITAMUHA,
N-(2-(6,7-mudrop-1H-unmon-3-mn)atmn)-3-(2,2,3,3-rerpad Toprnpornokct ) 0OeH3nIaMHHA,
N-(2-(5,6,7-tpudrop-1 H-urmon-3-wmn)atun)-3-(2,2,2-rpudTOpITOKCH ) OCH3NITAMHHA,
N-(2-(5,6,7-tpudrop-1H-unnomn-3-ui)stun)-3-(2,2,3,3-reTpad TOPIpOoKCcH )OS H3UIaMUHa,
N-(2-(4,5,7-tpudrop-1H-nnnon-3-un)atun)-3-(2,2,2-tpudropaTokcn ) OeH3UITaMHHa,
N-(2-(4,5,7-rpudrop-1H-nnnon-3-mumn)arun)-3-(2,2,3,3-rerpadToprnponokcu )0eH3uiaMmrHa,
N-(2-(7-unano-1H-unnon-3-un)atmn)-3-(2,2,2-1pudTop3TOKCH ) OEH3NITaMHHA,
N-(2-(7-unano-1H-unnon-3-un)atmn)-3-(2,2,3,3-rerpad Topnporiokcn ) oeH3nIaMHHa,
N-(2-(5-¢prop-1H-unnon-3-un)atnn)-3-(2,2,2-1pud Top3TOKCH ) 0EH3MIIAMHHA,
N-(2-(5-¢prop-1H-urn0mn-3-mn)atun)-3-(2,2,3,3,3-nmeHrad Toprpornokcu ) OeH3NIaMIHA,
N-(2-(5-mertokeun- | H-uanon-3-mim)stmn)-3-(2,2,3,3,3-nenrad Topnponokcy ) OeH3nIaMiuHa,
N-(2-(5-metokcun- 1| H-uanon-3-mim)stmn)-3-(2,2,3,3-reTpad Toprpornokcn ) 0eH3niIaMrHa,
N-(2-(5-metokeun- 1 H-unnom-3-win)aten)-3-(3,3,3-rpud TopipornokcH ) Oe H3nIaMHHA,
N-(2-(5-¢prop-1H-urn01-3-nmm)atrn)-3-(2,2,3,3-rerpad TOpIponoKkcr )0eH3nIaMruHa,
N-(2-(4-xs0p-5-merokcu- 1 H-unmosn-3-un)atmn)-3-(2,2,2-TpudTopITOKCH )OSH3NITaMUHa,
N-(2-(4-xmop-5-meroxcu- 1 H-unmon-3-un)atmn)-3-(2,2,3,3-retpad ToprpornoKcH ) OeH3WIaMHHA,
N-(2-(4-xmop-5-merokcu- 1 H-unmon-3-un)atmn)-3-(3,3,3-rpud ropnpornokcu ) oeH3nIaMHHA,
N-(2-(6-¢prop-1H-unnon-3-un)atnn)-3-(2,2,2-1pudTop3TOKCH )0EH3MIIaMKHA,
N-(2-(6-¢prop-1H-unnon-3-un)atnn)-3-(2,2,3,3,3-nenrad Toprpornokcn )0eH3mIaMmuHa,
N-(2-(6-xmnop-5-merokcu-1H-nanon-3-mn)arun)-3-(2,2,2-rpudropaToKcn)0eH3mIaMuHa,
N-(2-(6-xmop-5-meroxcu-1 H-uamon-3-mn)atmn)-3-(2,2,3,3-terpad ropnpornokcn ) OeH3nIaMIHa,
N-(2-(6-¢prop-1H-urn07-3-1m)31H)-3-(3,3,3-TpHTOPIPOIIOKCH ) OCH3MITAMHHA,
N-(2-(5-tpudropmerokcu- 1 H-unnomn-3-um)atmwn)-3-(2,2,3,3,3-neHTad TOpIIpOIIOKCH ) OCH3NIIAMITHA,
N-(2-(5-tpudropmerokcu- 1 H-unmon-3-um)atmn)-3-(2,2,3,3-TeTpad Toprnpornokct ) OeH3miaMuHa,
N-(2-(5-tpudropmerokcu- 1 H-uamon-3-um)atmn)-3-(2,2,2-tpud TopdTOKCH )OS H3UITAMHHA,
N-(2-(5-autpo-1H-unn0ma-3-mm)atun)-3-(2,2,2-TpudTOpITOKCH )OS H3MIIaMUHA,

N-(2-(5-autpo- 1 H-unmon-3-um)stun)-3-(2,2,3,3-retpad TopipornoKcH )OeH3nIaMHHa,
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N-(2-(6-auTpo-1H-namon-3-mm)stun)-3-(2,2,2-tpudTop3TOKCH )OCH3NITaMIHA,
N-(2-(6-autpo-1H-unmon-3-un)atun)-3-(2,2,3,3-rerpad Toprnpornokct ) OeH3nIaMHHA,
N-(2-(6-autpo-1H-uumon-3-mn)atun)-3-(2,2,3,3,3-neHrad TOpIpooKcH )0eH3nIaMrHa,
N-(2-(5-amuno-1H-unmon-3-um)atin)-3-(2,2,2-tpudropaTokcn ) OeH3mIaMuHa,

N-(2-(5-amuno- 1 H-unnom-3-un)atwn)-3-(2,2,3,3-Terpad TOprnponokcu )oeH3niaM1uHa,
N-(2-(6-amuno-1H-unnon-3-mn)atun)-3-(2,2,2-1puTopITOKCH )0EH3NIIaMKHA,

N-(2-(6-amuno- 1 H-unm0:m-3-mn)atwn)-3-(2,2,3,3-rerpad TOpponokcu )oeH3niaM1uHa,
N-(2-(5-nponokcu- 1 H-unnon-3-mm)atmin)-3-(2,2,3,3-rerpad roprnponokcr)0eH3niaMruHa,
N-(2-(5-s-nponmnamuno- 1 H-unnon-3-un)atun)-3-(2,2,2-1pudTopaTOKCH )0€H3MIIaMHHa,
N-(2-(5-3Tokcuxapbonni-1H-nanon-3-mn)armn)-3-(2,2,3,3-rerpadroprnponokcu)0eH3nIaMuHa,
N-(2-(5-¢penokcu- | H-uamon-3-mm)stin)-3-(2,2,3,3-reTpad TOPIpOIIoKcH ) OeH3WIIaMHHA,
N-(2-(1H-unpon-3-un)atmn)-3-(2,2,2-TpuTopITOKCH ) OCH3NITaMUHA,
N-(2-(1H-unmosn-3-un)atun)-3-(2,2,3,3,3-neHradh TOpnpookcH )0eH3nIaMrHa,
N-(2-(5-8-6ytrnamuno- | H-uagomn-3-un)stmn)-3-(2,2,2-tpudTopaToKCH )OS H3MIIaMIHA,
N-(2-(5-runpoxcu- 1 H-urn01-3-mm)atun)-3-(2,2,2-tpud TOpITOKCH )OS H3UIaMUHa,
N-(2-(5-6en3unokcu- 1 H-unnomn-3-mwi)atun)-3-(2,2,3,3,3-neHrad Toprpornokct ) OeH3nIaMHHA,
N-(2-(6-6en3unokcu-1H-nnnon-3-mn)atun)-3-(2,2,2-tpud ropaTokcn ) OeH3uIaMuHa,
N-(2-(6-6en3unokcu- 1 H-unnomn-3-mwi)atmn)-3-(2,2,3,3-rerpad TOpnponokcu )0 H3njIaMrHa,
N-(2-(6-0ytunokcu-1H-unnon-3-um)stuin)-3-(2,2,2-TprudTop3TOKCH ) OCH3NIIaMHHA,
N-(2-(5-0ytunokcu-1H-unnon-3-mn)stun)-3-(2,2,3,3-rerpad TopaTOKCH ) OSH3MIIaMUHA,
N-(2-(6-3Tokcu-1H-unnon-3-un)atnn)-3-(2,2,2-1pu Top3TOKCH ) OEH3MIIAMHHA,
N-(2-(6-penuncynspormnokcu- 1 H-uagomn-3-mm)atmwn)-3-(2,2,2-tpud Top3ToOKCH )0 H3HIaM1Ha,
N-(2-(6-penmncynsponmnokcu- 1 H-uagon-3-mm)atmn)-3-(2,2,3,3-Terpad Toprnponokcn )0eH3nIaMuHa,
N-(2-(6-6ytunokcu-1H-unmon-3-mm)atmn)-3-(2,2,3,3-Terpad Toprponokcn)0eH3nIaMIuHa,
N-(2-(5-ruppoxcu- 1 H-uaa051-3-mm)atun)-3-(2,2,2-tpud TOpITOKCH )OS H3UIaMUHa,
N-(2-(5-runpokcu- 1 H-uaa0m-3-mm)atun)-3-(2,2,3,3-rerpad Topriponokcu )0eH3nIaM1uHa,
N-(2-(6-runpoxcu- 1 H-ura01-3-mm)atun)-3-(2,2,2-tpud TOpITOKCH )OS H3UIaMUHa,
N-(2-(6-rugpoxcu-1H-unnoma-3-umn)atun)-3-(2,2,3,3-rerpad Toprpornokcn )0eH3nIaMuHa,
N-(2-(5-kap6okcu-1H-unnon-3-mn)atuin)-3-(2,2,2-tpudropaTokcn oeH3nIaMIHa,
N-(2-(6-xmop-1H-unm0:m-3-mn)atun)-3-(3-gproprnponokcu)0eH3nIaMuHa,
N-(2-(6-¢prop-1H-unnon-3-un)stnn)-3-(3-propnpornokcn )oeH3WIaMHIHa,
N-(2-(6-¢prop-1H-unnon-3-un)atnn)-3-(2,2-nudpTopaToKcH )OSH3UIaMUHA,
N-(2-(6-xmop-1H-urn0n-3-m1)atemn)-3-(2,2-1u Top3 TOKCH ) OCH3MITaMIHA,
N-(2-(6-xmop-1H-urn0n-3-m1)stn)-3-(2,2,3,3,3-nenradg Topriponokcn )OeH3nIaMiuHa,
N-(2-(5-m3onpormi- 1 H-uamon-3-un)atmn)-3-(2,2,3,3,3-nearad TOprpookcn ) OeH3WiIaMHHa,
N-(2-(5-u3omponun- 1 H-uamon-3-nm)atmn)-3-(2,2,3,3-teTpad Toprnpornokcn )0eH3niaMruHa,
N-(2-(6-xs0p-1H-uan05-3-mm)atri )-N-metuin-3-(2,2-1uhTopITokcn ) 0e H3nIaMrHa,
N-(2-(6-prop-1H-unn0:1-3-1m)a111)-N-MeTHi-3-(3- P Topponokcn ) 0eH3nIaMuHa,
N-(2-(6-xmop-1H-unnomn-3-mi)atun)-N-metui-3-(3-propnpornokcu ) OeH3nIaMHHA,
N-(2-(6-xmop-1H-unmon-3-wn)atun)-N-u3zonponui-3-(2,2,3,3,3-neHTad Toprponokct ) OeH3WIaMHHA,
N-(2-(6-xmop-1H-unmomn-3-wi)atun)-N-mponwi-3-(2,2,3,3,3-neHrad Topriporokcy ) 0OeH3njIaMrHa,
N-(2-(6-xnop-1H-unnomn-3-wmn)stun)-N-atuin-3-(2,2,3,3,3-nenradToprnpornokcu )0eH3uiaMruHa,
N-(2-(6-xmop-5-meroxcu-1H-nanon-3-mn)arun)-3-(2,2,3,3-rerpadroprnponokcu)0eH3nIaMuHa,
N-(2-(6-xm0p-5-merokcu-1H-nanon-3-mn)arun)-3-(2,2,2-rpudropaToKcn)0eH3mIaMuHa,
N-(2-(4-xmop-5-merokcu- 1 H-uamon-3-mn)atmn)-3-(2,2,2-tpudTop3TOKCH )0CH3NITaMIHA,
N-(2-(4-xmop-5-merokcu-1 H-uamon-3-mn)atmn)-3-(2,2,3,3-terpad ropnpornokcn ) OeH3nIaMIHa,
N-(2-(5-metokcn- 1 H-uanomn-3-um)stwn)-3-(2-hTopITokcn ) 0eH3nIaMrHa,
N-(2-(6-metoxcu-1H-unmon-3-un)atun)-3-(2,2,3,3,3-neradg ropnponokcn ) OeH3MITaMHUHA,
N-(2-(4-xm0op-1H-urn0a-3-mi)atmn)-3-(2,2,3,3,3-nearad Topriporokcu J0eH3nIaMuHa,
N-(2-(4-metokeu- 1 H-urnom-3-win)atin)-3-(2,2,3,3,3-nenarad Toprponokc ) OeH3nIaMHHa,
N-(2-(5-metokcu-2-meruin-1 H-ungon-3-un)atnn)-3-(2,2,3,3,3-neHradTopripornokcu )0eH3mIaM1uHa,
N-(2-(7-metokcu- 1 H-unnon-3-mn)atun)-3-(2,2,3,3,3-neHrady TOpIpOnoKCcH ) OCH3MIIaMHHA,
N-(2-(4-metokcu- 1 H-unnon-3-ui)atnn)-3-(2,2,3,3-reTpad Topnporokct ) OeH3nIaMmHa,
N-(2-(5-metokcu-2-metmi- 1 H-nanon-3-umn)atin)-3-(2,2,3,3-rerpad Toprponokcn )0eH3mIaMuHa,
N-(2-(7-metokcu- 1 H-unnon-3-ui)atun)-3-(2,2,3,3-reTpad Topnponokct ) OeH3nIaMmHa,
N-(2-(6-metokcn- 1 H-uanomn-3-uim)sten)-3-(2-hTopITokcn ) 0eH3nIaMrHa,
N-(2-(4-xmop-1H-urn0a-3-mn)atun)-3-(2-pTopsTOKCH ) OeH3NITaMUHA,

N-(2-(4-metokcn- | H-uanomn-3-uim)sten)-3-(2-hTopITokcn ) 0eH3nIaMrHa,
N-(2-(5-meroxcu-2-metwi- 1| H-uaaon-3-mm)atwmn)-3-(2-pTopaTokcn )0eH3nIaM1uHa,
N-(2-(7-metokcu- 1 H-urm051-3-w11)31w1)-3-(2-hTopaTokcH ) 0eH3nIaMrHa,

N-(2-(6-x50p- 1 H-uam01-3-m1)3Tr)-3-(2-hTopITOKCH ) OEH3NTaMHHA,
N-(2-(6-metokcu-1H-nanon-3-nm)arun)-3-(2,2-nudropaTokc )0eH3niamMmHa,
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N-(2-(6-¢prop-1H-urn07-3-1m1)3THN)-3-(2-PTOPITOKCH ) OCH3MITAMIHA,
N-(2-(4,6-nmuxsop-5-merokcu- 1 H-uapomn-3-wn)atun)-3-(2,2-nud ropaTokcn ) 6eH3miaMuHa,
N-(2-(4-xmop-1H-urn05-3-11)3110)-3-(2,2- 1uh TOp3ITOKCH ) OCH3MITAMHHA,

N-(2-(4-metokeun- 1 H-unmom-3-wn)aten)-3-(2,2 -1 TopITOKCH ) OCH3NTaMHHA,
N-(2-(5-merokcu-2-merui-1 H-unnon-3-un)atnin)-3-(2,2-nudpropaTokcn )0eH3nIaM1uHa,
N-(2-(7-metokcu- 1 H-uanon-3-nmn)arun)-3-(2,2-nudropaTokc ) 0eH3niamMmmHa,
N-(2-(6-meTokcu- 1 H-unm0m-3-mn)atui)-3-(3-proprponokcn )0OeH3nIaMuHa,
N-(2-(4-xnop-1H-uanomn-3-um)strn)-3-(3-propnporokcn ) oeH3nIaMIHa,

N-(2-(4-metokcu-1 H-unnon-3-ui)atnn)-3-(3-Gpropnponokcu ) 0eH3nIaMmHa,
N-(2-(5-metokcu-2-metmi- 1 H-nunon-3-mm)atin)-3-(3-dhroprnponokcn)oeH3miamMuHa,
N-(2-(7-metokcn- 1| H-uanomn-3-um)stwn)-3-(3 - Toprporokcn ) 0eH3nIaMuHa,
N-(2-(6-xmop-1H-umanon-3-m1)s1mn)-3-(3-dpTopruponokcn)0eH3niIaMrHa,

N-(2-(6-metokcu- 1 H-uanom-3-w1)s1en)-3-(2,2,2-rpu TOP3ITOKCH ) OCH3MIIaMHHA,

N-(2-(4-xmop- 1 H-urn05-3-m1)a1i1)-3-(2,2,2-Tpu TOPITOKCH ) OCH3MIIaMHHA,

N-(2-(4-metokcun- 1 H-uanom-3-win)aten)-3-(2,2,2-rpu TOp3ITOKCH ) OCH3MIIaMHHA,
N-(2-(5-metokcu-2-meri-1 H-unnon-3-mm)atuin)-3-(2,2,2-TpudTopaToKCcH ) OeH3UITaMIHa,
N-(2-(7-metokcu-1H-unnon-3-nm)arun)-3-(2,2,2-rpudTopaToKcr )0eH3nIaMruHa,
N-(2-(6-xnop-1H-unnon-3-mn)atuin)-3-(2,2,2-rpudTopaToKCH ) OeH3MIIaMU Ha,
N-(2-(6-meTokcu-1-metmi-1H-nnnomn-3-um)atn)-3-(2,2-audhTopsToKCH )OS H3MIIaMKHa,
N-(2-(5-metokcu-4,6-mudrop-1-merun- 1 H-unnon-3-un)atnn)-3-(3-Gpropnponokcn ) 0eH3nIaMmHa,
N-(2-(5-metokcu-4,6-mudrop-1-merun-1 H-unnon-3-un)atnn)-3-(2,2,2-1pudTopaTOKCH ) OEH3MIIaMHHA,
N-(2-(5-mertokcn- 1 -metni- 1 H-uamon-3-mm)atmn)-3-(2,2,3,3-terpadroprnpornokcn ) OeH3WIaMIHA,
N-(2-(5-mertokcn- 1 -metnin- 1 H-uamon-3-un)atin)-3-(2,2,2-tpudTopsT0KCH ) OCH3MITaMIHA,
N-(2-(6-tpudropmernn-1H-uamon-3-mn)atun)-3-(3,3,3-rpud roprponokcn )0eH3nIaMIHa,
N-(2-(5-¢prop-6-x10p- 1 H-unmon-3-wn)atun)-3-(3,3,3-rpud roprnpornokcu ) oeH3nIaMHHA,
N-(2-(5,6-mudrop-1H-unmon-3-mn)atmn)-3-(3,3,3-rpud roprnponokcu )0eH3naMmHa,
N-(2-(5-prop-6-x510p-1 H-urmon-3-wmn)3tun)-3-(2,2-1udTopITOKCH )OCH3NITaMUHa,
N-(2-(5,6-nudrop-1H-unmon-3-mi)atmn)-3-(2,2-mudropaTokcn ) e H3MITaMIHa,
N-(2-(6-tpudropmernn-1H-unnon-3-nn)atun)-3-(2,2-qudropaTokcn ) 0OeH3nnaMmHa,
N-(2-(6-tpudropmernn-1H-nnnon-3-nn)atun)-3-(2,2,2-rpudropaToKCH )OSH3IaMUHA,
N-(2-(5-¢prop-6-xnop- 1 H-unnon-3-nn)atun)-3-(2,2,3,3,3-nearag Topnporokcn ) 0eH3WIaMHHa,
N-(2-(5,6-mudrop-1H-unnon-3-un)stnn)-3-(2,2,3,3,3-neHrad Toprpornokcy )0eH3mIaMruHa,
N-(2-(6-tpudropmernn-1H-uanon-3-mn)atmn)-3-(2,2,3,3,3-neATad TOPIIPOIIOKCH ) OCH3HIIAMUHA,
N-(2-(5,6-mudrop- 1 H-uamon-3-mm)atmn)-3-(2,2,2-tpudTop3TOKCH )0OSH3NITaMIHA,
N-(2-(5,6-mudTop- 1 H-uamon-3-mm)stmn)-3-(3-propnpomnokcu ) OeHINIaMIHA,
N-(2-(6-tpudTopmetm- 1 H-uangomn-3-mm)atwn)-3-(3-pTopnponokcu )0eH3nIaMIHa,
N-(2-(6-prop-1-mermn-1H-unmon-3-wn)stin)-3-(3,3,3-rpud Toprpornokcu ) oeH3nIaMHHA,
N-(2-(6-prop-1-mermn-1H-unmon-3-wn)stmn)-3-(2,2,3,3,3-nenrad Topripornokcn )0eH3nIaMuHa,
N-(2-(6-¢rop-1-merun-1H-unnomn-3-mm)stun)-3-(2,2,2-tprudTopaToKcn ) OeH3MITaMHHa,
N-(2-(5-meTun- 1 H-unmomn-3-mn)atun)-3-(2-GpTopIToKCH )OeH3nIaMUHa,
N-(2-(5-¢rop-1H-unmon-3-un)atun)-3-(2-GpTopITOKCH ) OCHINIAMHUHA,
N-(2-(5-metun-1H-ungon-3-ui)atnn)-3-(2,2-nudropaToKCcH ) OCH3UITaMHUHA,
N-(2-(5-¢prop-1H-unnon-3-un)atnn)-3-(2,2-nudpTopaToKcH )OSH3MIaMUHA,
N-(2-(5-xnop-1H-unnon-3-un)stnn)-3-(2,2-nudTopaToKcH )OS H3UITaMUHA,
N-(2-(5-¢prop-1H-urn0n-3-mn)atn)-3-(4,4,4-tpudTopOyTOKCH )OS HINIAMIHA,
N-(2-(5-¢prop-1H-urn0n-3-mn)aten)-3-(2,2,2-tpu TOpITOKCH ) OCH3UIIAMHHA,
N-(2-(5-xmop-1H-urn0n-3-mn)stun)-3-(4,4,4-tpup TopOyTOKCH ) OCH3NITIAMITHA,
N-(2-(5-¢prop-1H-unrn051-3-1m)31151)-3-(3-hTOPIIPONIOKCH ))OCH3NITAMHUHA,

N-(2-(5-xm0p- 1 H-uagon-3-mm)atmn)-3-(3-hroprnponokcn)oeH3uIaMuHa,
N-(2-(5-metun-1H-unmon-3-um)atun)-3-(2,2,3,3-rerpadropnpomnokcn )0eH3MIaM1UHa,
N-(2-(5-metun-1H-unmon-3-un)atun)-3-(2,2,3,3,3-neHTad TOpIpOnoKCH ) OCH3MIIaMHHA,
N-(2-(5-metun- 1 H-unmon-3-un)atun)-3-(3-gpropnponokcn)0eH3nIaM1Ha,

N-(2-(5-metokcu- 1 H-unnon-3-ui)atnn)-3-(4,4,4-rpu TopOyTOKCH ) OEH3MITaMHHA,
N-(2-(5-xnop-1H-unnomn-3-un)stnn)-3-(2-propaTokcn ) OeH3nIaMIHAa,
N-(2-(4,7-mudrop-1H-unnon-3-mn)stuin)-3-(2,2,2-tpudropaTokcn ) OeH3ITaMIHa,
N-(2-(4,5,6,7-terpadrop-1H-urn0m1-3-m1)aten)-3-(2,2,2-tpu TOp3TOKCH ) OCH3UIIAMHHA,
N-(2-(6-6pom-1H-unmon-3-um)3tun)-3-(2,2,3,3-rerpad Toprporrokc ) OeH3NIaMIHA,
N-(2-(6-6pom-1H-unmon-3-umn)atwn)-3-(2,2,2-TpupTopITi ) OeH3nIaMIHa,
N-(2-(6-metancynsponmi- 1 H-uanon-3-mm)3tun)-3-(2,2,3,3-rerpadropnponokc ) OeH3MIaMIHA,
N-(2-(6-merancynbhonun-1H-numon-3-un)atun)-3-(2,2,2-tpud TopaTokcn ) OeH3nIaMHUHa,
N-(2-(6-6en3omncynbdonnn- 1 H-unmon-3-un)arun)-3-(2,2,3,3-rerpadropnponokcu )oeH3niamMmHa,
N-(2-(6-6en3oncynbhonmi-1 H-unmon-3-um)atun)-3-(2,2,2-TpuTopITOKCH )OCH3UITaAMUHA,
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N-(2-(6-metokcun- 1| H-uanon-3-mm)stmn)-3-(2,2,3,3-reTpad Toprpornokcn ) 0eH3niIaMrHa,
N-(2-(7-¢prop-1H-urn01-3-mm)atrn)-3-(3,3,3-Tpu TOPIPOOKCH ) OCH3MIIAMHHA,
N-(2-(6-6pom-1H-unm07-3-11)311n)-3-(2,2,3,3-reTpad TOpIponoKCcH ) OeH3NIaMHIHA,
N-(2-(6-6pom-1H-uumosn-3-mn)atun)-3-(2,2,3,3,3-nearad Topiporiokcu )0eH3nIaMrHa,
N-(2-(6-merokcukapoonmi- 1 H-unnon-3-um)atui)-3-(2,2,2-Tpud TopnponokcH ) 0eH3nnamMmmHa,
N-(2-(5-6en3amuno- 1 H-uan051-3-m1)atin )-3-(2,2,2-tpu TopITOKCH )OS H3UIaMUHA,
N-(2-(5-6enzamuno- 1 H-uan01-3-m)atn)-3-(2,2,3,3-reTpad Toprponokcu )oeH3niiaMuHa,
N-(2-(5-meTuncynsponunamuno- 1 H-uanon-3-mm)atun)-3-(2,2,2-tpudropaTokcn ) 0eH3nIaMuHa,
N-(2-(5-metuncynsponunamuno- 1 H-uanon-3-mm)atun)-3-(2,2,3,3-rerpadTopnponokcn ) OeH3uIaMuHa,
N-(2-(5-m3onponun- 1 H-unnon-3-un)atnn)-3-(2,2,2-1pud TopaTOKCH ) 0EH3MIIaMKHa,
N-(2-(5-m3onponmi- 1 H-uamon-3-un)atun)-3-(2,2,3,3-terpad ropnponokcn ) OeH3nIaMuHa,
N-(2-(5-sTokcn- 1 H-uanon-3-mi)atn)-3-(2,2,2-Tpu Top3TOKCH ) OCH3MIIaMHHA,

N-(2-(5-stokcu- 1 H-unnom-3-um)atun)-3-(2,2,3,3-reTpad TOpIponokcH )0eH3niIaM1uHa,
N-(2-(5-(2,2,2-tpudropatokcu)- 1 H-urmon-3-wmn)atun)-3-(2,2,2-1pudTop3TOKCH ) OCH3UITaAMHUHA,
N-(2-(5-(2,2,2-tpudroparokcu)- 1 H-uamon-3-nm)atun)-3-(2,2,3,3-rerpadropaTokcn ) deH3mIaMuHa,
N-(2-(5-0yrokcu-1H-unnon-3-mi)atun)-3-(nupua-2-uinokcu ) OeH3nIaMiHa,
N-(2-(5-6enzoncynbhonmi-1 H-unmon-3-um)arun)-3-(2,2,3,3-rerpad Topnponokcu ) 0OeH3nIaMHHA,
N-(2-(5-6enzoncynbhonni-1 H-unmon-3-mn)atun)-3-(2,2,2-TpudTopITOKCH )OCH3UITaAMUHA,
N-(2-(5-3Tokcuxapoonmin-1H-nanon-3-mn)atun)-3-(2,2,2-rpudropaToKcH)0eH3MIaMruHa,
N-(2-(5-(N'-npormmnamuo)- 1 H-unnosn-3-ui)atun)-3-(2,2,3,3-rerpad Topnponokc ) 0OeH3nIaMuHa,
N-(2-(5-(N'-mpormmtamu io)- 1 H-urnon-3-um)atnn)-3-(2,2,2-1pu TopaTOKCH ) 0EH3MIIaMHHa,
N-(2-(5-(N'-6ytrunamuno)- | H-uamon-3-wmn)stun)-3-(2,2,3,3-retpad TOpIpoIiokcH ) OeH3MIIaMHHA,
N-(2-(1H-unpon-3-un)atun)-3-(2,2,3,3-rerpad Topnporokc ) OeH3NIaMIHA,
N-(2-(5-6en3unokcu- | H-uamon-3-wmm)stmn)-3-(2,2,2-1pud TopaTOKCH ) OSH3MIAMIHA,
N-(2-(5-6en3unokcu-1 H-unmon-3-wmn)atmn)-3-(2,2,3,3-rerpady ToprpornokcH ) OCH3HIaMHIHA,
N-(2-(5-penokcu- 1 H-unmon-3-wn)atmn)-3-(2,2,3,3-retpad TOPIpOnoKCcH )OCH3MIIaMHHA,
N-(2-(5-penokcu- 1 H-unmon-3-wn)atun)-3-(2,2,2-rpud Top3TOKCH ) OCH3NITAMHHA,
N-(2-(5-(nmupua-3-unokcn)-1H-unpon-3-m)atmin)-3-(2,2,3,3-rerpadropnponokcu )0eH3niaM1uHa,
N-(2-(5-(mupun-3-unoken)-1 H-unmon-3-mwin)atmin)-3-(2,2,2-rpudTopaToKcn ) 0eH3n1aMrHa,
N-meTuin-N-(2-(6-xnop- 1 H-unpon-3-mi)atmin)-3-(2,2-nudropatokcn ) 0eH3nnaMmHa,
N-(2-(4,7-mudrop-1H-unnon-3-mn)stuin)-3-(2,2,2-tpudTopaTokcn ) OeH3ITaMIHa,
N-(2-(4,5,6,7-rerpadrop-1H-unnon-3-un)atumn)-3-(2,2,2-1puTopsTOKCH )0EH3MIIAMHHA,
N-(2-(4,7-madTop- 1 H-uamon-3-mm)3tmn)-3-(2,2,3,3-rerpad Topnporokcu ) OeH3NIaMIHA,
N-(2-(4,5,6,7-terpadrop-1H-urnomn-3-nn) atmn)-3-(2,2,3,3-Terpadroprponokcn)OeH3nIaMUHa,
N-(2-(7-tpudropmernn-1H-uamon-3-mn)atmn)-3-(2,2,2-TpuTopTOKCH )OCH3MITaMIHA,
N-(2-(7-tpudropmermin-1 H-uanon-3-um)atun)-3-(2,2,3,3-reTpad TOpIponokcH )0OeH3nIaMIHA,
N-(2-(7-autpo-1H-uan0a-3-mn)3tun)-3-(2,2,2-TpuTOpITOKCH ) OCH3MIIaMHA U
N-(2-(7-autpo-1H-uan0a-3-mn)atun)-3-(2,2,3,3-rerpad TOprponoKkcH ) OeH3UIaMIHA.

15. Coenunenue 1o 11.1, BEIOpaHHOE U3 TPYIIIBI, COCTOSILEH H3
N-(2-pennnpenmmTin)-3-(2,2,2-TpudTropaTokcn ) OeH3UIaMIHa,
N-(4-dennnpenmmTuin)-3-(2,2,2-TpudTopaTokcn ) OeH3UIaMHHa,
N-(2-(4-xnopdenwnn)atin)-3-(2,2,2-TpudTopaTOKCH)OSH3MIIaMUHA,
N-(2-(3-rpudropmernndenun)atun)-3-(2,2,2-TpuQTOpITOKCH ) OEH3NITAMIHA,
N-(2-(3-xmopdenwmn)atin)-3-(2,2,3,3,3-nenradgTopaToKCH ) OEH3NITaMHHA,
N-(2-(3-tpudropmerundennn ) tmn)-3-(2,2,3,3,3-nmeHTad TOpIponokcn )0eH3nIaMruHa,
N-(2-(3-xmophenmn)atun)-3-(2,2,3,3-rerpadTopnporokc ) OeH3NIAMITHA,
N-(2-(3-tpudropmerundenrnn ) timn)-3-(2,2,3,3-reTpad TOPIpOIOKCcH ) OCH3NIIaMHHA,
N-(2-(3-tpudropmerrndennn)atmn)-3-(3,3,3-Tpud Toprnponokcy )oeH3nIaMmHa,
N-(2-(3-xmopdennn)atun)-3-(3,3,3-TpudTopnponokcn )oeH3MITAMHUHA,
N-(2-(3,5-mumeToxcudeHmn) T )-3-(2,2,2-TpudTOPITOKCH )OCH3MITAMUHA,

N-(2-(3-xmopdennn )atuin)-3-(2-hTopaToKcH )0CH3UIaMKHA,
N-(2-(3-tpudropmernndennn)atun)-3-(2-GpropaTokcn )OeH3UIaMUHA,
N-(2-(3,5-mumerokcudenun )atun)-3-(2-hTopaToKCH )OeH3NIIaMIHa,
N-(2-(3-rpudropmernin-4-propdennn)atmn)-3-(3,3,3-rpudroprponokcn)oeH3mIaMuHa,
N-(2-(3-rpudropmernin-4-propdennn)atmn)-3-(2,2-mudTopaToKCcH ) OEH3NITaAMIHA,
N-(2-(3-tpudropmernin-4-propdenwn)stmn)-3-(2,2,3,3,3-neaTad Toprponokcn )0eH3nIaMruHa,
N-(2-(3-tpudropmernn-4-propdenmn)stun)-3-(2,2,2-1pud Top3TOKCH ) OSHIMIAMIHA U
N-(2-(3-tpudropmernn-4-propderun)atmn)-3-(3-propnpornokcn ) OeHIUITAMITHA.

16. Coegurenwue 1o 11.1, BRIOpaHHOE U3 TPYIIIB, COCTOSIICH U3

N-(2-(5-metokcu- 1 H-uam051-3-11)3TI01)-3-heHOKCHOCH3HITaMHHA,
N-(2-(1H-uumon-3-mn)3trn)-3-heHOKCHOEeH3nITaM1Ha,

N-(2-(5-meTokcu- 1 H-unmomn-3-mn)atuin)-3-(3-gpropdhenokcn)oeH3nnamMuHa,

- 137 -



007493

N-(2-(1H-unpon-3-un)atun)-3-(3-propdheHokcn)OeH3nmaMuna,
N-(2-(5-metokcun- 1 H-uan051-3-m1)31en)-3-(2-hropheHoKCH ) O H3nIIaMHHA,
N-(2-(1H-unmosn-3-un)atun)-3-(2-propheHokcn )0eH3nIaMuHa,
N-(2-(5-mertokcu- 1 H-uan0m1-3-m1)31en)-3-(4-bropdeHokcr ) Oe H3nIaMHHA,
N-(2-(1H-unmon-3-wmwn)3tun)-3-(4-hbToppeHOKCH ) OCH3UTAMIHA,
N-(2-(5-rugpokcu-1H-unmon-3-mi)atun)-3-peHoKCHOeH3nIaMrHa,
N-(2-(5-¢enokcu- 1 H-unmom-3-m1)31in)-3-heHOKCHOCH3 HITaMHHA,
N-(2-(5-n-Tonmnoken- 1 H-unnon-3-um)atui)-3-peHokcndeH3naaMuna,
N-(2-(5-o-ronmunokcu- 1 H-unnon-3-un)atnn)-3-peHokcubeH3niammHa,
N-(2-(5-m-Tosmnoken- 1 H-unnomn-3-um)atun)-3-peHokcndeH3niaMmHa,
N-(2-(6-¢prop-1H-urn07-3-11)3THN)-2-hTOP-3-PeHOKCHOCH3MITAMITHA,
N-(2-(6-¢prop-1H-urn07-3-11)3THN ) -6~ TOP-3-PeHOKCHOCH3MITAaMITHA,
N-metun-N-(2-(5-m-Tomunokcu- 1 H-uagon-3-wmn)atun)-3-penokcndeH3naamMmuna,
N-(2-(5-autpo-1H-uumo-3-m1)3trn)-3-heHOKCHOeH3nITaM1Ha,
N-(2-(5-amun0- 1 H-rH1071-3-1151)3T]01) -3 -(heHOKCHOCH3MIaMHHA,
N-(2-(5-mponokcu- 1 H-unrn051-3-m1)31un)-3-heHOKCHOeH3nIaM1Ha,
N-(2-(5-3Toxcukapoonmi-1 H-unmosn-3-um)3timn)-3-peHokcuOeH3nIaMHHa,
N-(2-(5-¢enmn- 1 H-unnomn-3-mn)atun)-3-heHokcnOeH3niaMuHa,
N-(2-(5-(4-dropdennn)-1 H-unnon-3-um)atun)-3-peHokcndeH3nIaMmuHa,
N-(2-(6-dpennn-1H-unnon-3-um)stuin)-3-peHokcndeH3naaMmna,
N-(2-(6-tpudropmernin-1 H-unnon-3-un)atnn)-3-heHokcubeH3namMmHa,
N-(2-(6-¢prop-1H-urn01-3-11)3TI1) - 3 - D eHOKCHOCH3MITAMIHA,
N-(2-(6-xmop-5-metoxcu- 1 H-uamon-3-mm)3tmn)-3-peHokcndeH3naMuna,
N-(2-(4-xmop-5-meroxcu- 1 H-uamon-3-mm)3tmn)-3-peHokcndeH3naMuna,
N-(2-(6-x50p- 1 H-uamom-3-mi)aTuin)-3-heHokcnbeH3miaMuHa,

N-(2-(4, 6-muxnop-5-meTokcu- 1 H-unmon-3-un)atnn)-3-penokcndeH3nnamMmuna,
N-(2-(6-metokcu- 1 H-uam051-3-11)3T101)-3-(heHOKCHOCH3HITAMHHA,
N-(2-(4-xmop-1H-unmon-3-mn)atun)-3-heHoKCHOeH3nITaMUHa,
N-(2-(4-metokcu- 1 H-namon-3-nm)atuin)-3-peHokcnoeH3niamMmrHa,
N-(2-(5-merokcu-2-mertui-1 H-unnon-3-un)stin)-3-penokcnben3uinamuna,
N-(2-(7-metokcu-1 H-unnon-3-ui)atmin)-3-heHoKCHOeH3NITaMHHa,
N-(2-(5-metokcu-4,6-mudrop-1-merun-1 H-unnon-3-un)stnn)-3-(2,2,2-1pud TopsTOKCH ) O H3MIIaMHHA,
N-(2-(5-metun-1H-urn0mn-3-mn)stin)-3-heHokcnOeH3nIaMuHa,
N-(2-(5-xmop-1H-urn070-3-1m1)3110) - 3-(heHOKCHO e H3ITaM1Ha,
N-(2-(5-(4-dbropdpenmn)- | H-uamon-3-wmn)stin)-3-peHokcuOeH3MIaMIHa,
N-(2-(5-merancynshonni- 1 H-uamon-3-mn)atun)-3-peHokcnbeH3nnaMmHa,
N-(2-(5-unano- 1 H-uamomn-3-mm)atun)-3-heHoKCHOeH3MIaM1Ha,
N-(2-(5-metokcukapoonmi- 1 H-uumosn-3-mn)atnn)-3-heHoKCHOSH3nTaMUHa,
N-(2-(5-amuno-1H-unm01-3-m1)31in)-3-peHoKCHOeH3nITaMUHa,
N-(2-(5-autpo- 1 H-unmon-3-un)3tun)-3-peHokcnOeH3nIaMHHA,
N-(2-(5-6yTokcu- 1 H-unam05-3-11)311)-3-heHOKCHOeH3IaM1Ha,
N-(2-(5-6enzamuno- | H-unnon-3-nin)atmn)-3-heHoKcnOeH3mIaM1Ha,
N-(2-(5-metuncynbponunamuno- | H-uanon-3-wmm)atuin)-3-peHokcndeHsnnamMuna,
N-(2-(5-u3onponui-1 H-ungon-3-un)atnin)-3-peHokcnbeH3ninamuna,
N-(2-(5-3Tokcu- 1 H-uanomn-3-mn)atn)-3-heHokcnOeH3nIaMrHa,
N-(2-(5-(2,2,2-tpudropatokcu)- | H-urmon-3-wmn)3tin)-3-peHoKkcHOeH3NIaMITHA,
N-(2-(5-6enm3oncynbhornn- 1 H-uamgon-3-mm)atmn)-3-heHokcnOeH3nIaMrnHa,
N-(2-(5-(N'-portunamuo)- 1 H-unm051-3-11)31i01)-3-heHOKCHOCH3HITaMHHA,
N-(2-(5-(N'-6ytunamuno)- 1 H-uamon-3-wmm)3tmn)-3-penokcndeH3nmaMuna,
N-(2-(5-penokcu-1H-unmon-3-wmn)3tmn)-3-GpeHoOKCHOCH3nITaMUHA,
N-meTuin-N-(2-(5-dbenokcu- 1 H-unmon-3-nn)atmn)-3-heHokcnOeH3nnamMmHa,
N-(2-(6-¢rop-1H-unmon-3-un)atun)-4-prop-3-heHokcnbeH3uaaMuHa,
N-(2-(6-¢prop-1H-unnon-3-un)atnn)-3-peHokcrubeH3nIaMmHa,
N-(2-(5-6en3unokcu-1H-unmon-3-m)atmin)-3-heHokcnOeH3miaMuHa 1
N-(2-(5-6en3unokcu-1 H-unmon-3-mm)atmn)-N-metnin-(3-peHokcnbeH3mn)oeH3niaMmHa.
17. Coequaenme 110 11.1, BRIOpaHHOE W3 TPYIIITEL, COCTOSIICH U3
N-(2-(3-xmophenmn)3tin)-3-PpeHoKcnOeH3nIaMuHa,
N-(2-(3-tpudropmerundennn ) Tmn)-3-heHOKCHOCH3NIIaMHHA,
N-(2-(4-meToxcueHwn)3Tin)-3-heHOKCHOESH3NITaMUHa,
N-(2-(3,4-mumeTokcu(peHNT )3T )-3-heHOKCHOCH3 HIIaMHHA,
N-(2-(3-meTokcudeHwn )3Tmn)-3-heHOKCHOESH3NITaMUHa,
N-(2-(3,4-nuxnopdenun)atun)-3-heHOKCHOCH3NITaMUHa,
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N-(2-(3-xmopdenmn)atmn)-3-(3-rpudropme TrieHOKCH ) OCH3UIIAMHHA,
N-(2-(3-xnophennn)atun)-3-(4-tper-OyTriadeHoKCH ) OCH3MITaMIHA,
N-(2-(3-xmophenun)atun)-3-(4-xopheHokcn )OeH3nITaMrHa,
N-(2-(3-xmopdennn )3tun)-3-(4-MmeTorcruheHOKCH ) OeH3mIIaMUHa,
N-(2-(3-xmopdernn )3Tin)-3-(4-Me TP SHOKCH ) OCH3NIIAMHHA,
N-(2-(3-xmopdenun)atun)-3-(3,5-quxnopdenokcn )oeH3uIaMuHa,
N-(2-(3-xmopdenun )atun)-3-(3,4-muxnopdeHokcrn )0eH3uIaMuHa,
N-(2-enmnaTrn)-3-peHokcnbeH3nIaMrHa,
N-(2-(4-xnopdennn)atin)-3 -peHoKkcnoeH3nIaMrHa,
N-(2-(3-xnopdennn)atun)-3-(4-propdenokcn)oeH3nnammHa,
N-(2-(3-tpudropmerundennn ) Tin)-3-(4-hTopPeHOKCH )OCHINTAMITHA,
N-(2-(3-xmopdenmn)atun)-3-(2-propheHokcn)OeH3nITaMIHa,
N-(2-(3-tpudropmerrndern )T )-3-(2-hropheHOKCH )OCHINTAMIHA,
N-(2-(3-xmophenun)atun)-3-(3-propheHokcn)0eH3nIaMuHa,
N-(2-(3-tpudropmerrndern )t )-3-(3-hropheHOKCH )OCHINTAMIHA,
N-(2-(2-xsmopbhernn )3T )-3-heHmIoKkCHOeH3nITaMUHa,
N-(2-(3,4-mumerokcudenmn)aTun)-3-heHOKCHOCH3UIaMUHa,
N-(2-(3-xmopdennn )3t )-N-metri-3-heHOKCHOCH3nIaMKHA,
N-(2-(3-xnopdennn)atun)-N-31ri-3-peHoKcnOeH3nIaM1Ha,
N-(2-(2-propdenun)atin)-3-peHokcnbeH3nIaM1Ha,
N-(2-(3-dpropdenun)atin)-3-peHokcnbeH3nIaM1Ha,
N-(2-(4-xmophenmn)3tin)-3-PpeHoKcnOeH3MIaMUHa,
N-(2-(4-runpokcudeHnn )3Tin)-3-peHOKCHOSH3NIaMITHA,
N-(2-(2-meTokcueHmn)3Tin)-3-peHoKCHOeH3NITaMUHa,
N-(2-(3-6pom-3-MeToKCH(pEHIIT )ITHI )-3-peHOKCHOSH3nIIaMUHa,
N-(2-(4-propdenwn)atmn)-3-peHoKcHOEeH3nITaMUHa,
N-(2-(2-xmophenun)aTin)-3-peHOKCHOCH3NITaAMUHA,
N-(2-(4-6pomdennn)atun)-3-heHoOKCHOEeH3NITaMUHa,
N-(2-(4-meTundennn )Itn)-3-peHokcuOeH3NIaMIHA,
N-(2-(3-meTokcubeHm )T )-3-PeHOKCHOCH3MIIaMIHA,
N-(2-(4-meTokcudennn)aTuin)-3-peHokcnOeH3nIaM1uHa,
N-(2-(2-3ToKcudenmn)3THn)-3-PpeHoKkcnOeH3nIaMIHa,
N-(2-(4-sTokcutenmn)ITin)-3-peHoKCHOeH3NITaMUHa,
N-(2-(4-penoxcudenmn)atmn)-3-heHoKkCHOSH3NIIaMUHa,
N-(2-(4-cynshoramunopeHm )3Timn)-3-heHOKCHOCH3NIIaMHHA,
N-(2-(3,4-muxnopdennn)atn)-3-heHokcnOeH3nIaM1Ha,
N-(2-(2,5-muxnopdennn)atn)-3-heHokcnOeH3nIaMrHa,
N-(2-(2,6-muxnopdennn)aTn)-3-heHokcnOeH3nIaMrHa,
N-(2-(2,5-mumerokcudennn)aTun)-3-heHOKCHOeH3UIaMUHa,
N-(2-(2,3-mumerokcudennn)aTun)-3-heHOKCHOCH3UIaMUHa,
N-(2-(3,5-mumerokcudenmn)aTun)-3-heHOKCHOCH3UIaMUHA 1
N-(2-(3-3ToKCH-4-MeToKCcneHNIT )3T )-3-(heHOKCHOEH3NIIaMHHA.

18. Coenunenue 1o 11.1, BEIOpaHHOE U3 TPYIIIBI, COCTOSIIEH n3
N-(2-ntupun-4-nnatuin)-3-peHokcndeH3nIaMruHa,
N-(2-upun-3-umatun)-3-heHoKkcnOeH3nIaMrHa,
N-(2-mupun-3-umatun)-3-heHoKkcnOeH3nIaMrHa,
N-(2-upun-2-umatun)-3-(heHoKkcnOeH3nIaM1Ha,
N-(2-umunazon-4-um3tun)-3-GeHokcndeH3nIaMuHa,
N-(2-#ad1-2-mmaTHn)-3-heHokcnOeH3nIaMHHA,
N-(2-#adr-1-mwmaTHn)-3-heHOKCHOCH3NIaMUHA 1
N-(2-TueH-2-mnatnn)-3-peHokcrubeH3niIaMuHa.

19. Coenunenue 1o 11.1, BEIOpaHHOE U3 TPYIIIBI, COCTOSILEH n3
N-(2-(1H-nar0n-3-mn)3tin)-3-TnodeHokcnOeH3nIaMuHa,
N-(2-(1H-nam0n-3-m1)3TH01)- 3 -peHIICY b OHMIIOEH3MIIaMIHa,
N-(2-(5-metokcu-1 H-unnon-3-ui)atnin)-3-tnodeHoKcnOeH3nIaM1Ha,
N-(2-(5-mertokcu- 1| H-uanomn-3-m1)31en) -3 - eHIcy 16 OH IO CH3HIIaMHHA,
N-(2-(1H-unmon-3-mm)atun)-3-(4-MetuntiuodheHoKCH )0eH3IaMIHa,
N-(2-(1H-unmon-3-mm)atun)-3-(4-MeTruinh eHIICYIh(OHIIT )OS H3MIIaMUHa,
N-(2-(5-metokcn- 1 H-uanomn-3-uim)stwn)-3-(0-propOeH3min ) OeH3mTaMuHa,
N-(2-(1H-nan00-3-m)3tin)-3-(o-propoeHs3mn ) OeH3nIaMmHa,
N-(2-(5-metokcu- 1 H-unmon-3-min)3trin)-3-(0eH3mT ) OCH3NITaMHHA,

-139-



007493

N-(2-(1H-ur07-3-11)3T101)-3-(0eH31IT ) OCH3MIIaMUHa,

N-(2-(5-metokcn- 1 H-uanom-3-m1)31e ) -3-(0-raapoKcHOeH3 1T ) OCH3HIIaMHHA,
N-(2-(5-metoxcu-1H-unmon-3-un)atnn)-3-(N-denmiaMuHo )0eH3uIaMiHa,
N-(2-(1H-ungon-3-mm)atwin)-3-(N-heHnnamMuao )oeH3n1aMuHa,
N-(2-(5-metoxcu-1H-unmon-3-um)atnn)-3-(N-6eH3m1aMuHO ) OeH3NIaMIHA,
N-(2-(1H-unmon-3-wmn)3tmn)-3-(N-OeH3m1aMuHO JOeH3nIaMUHa,
N-(2-(5-meTokcu- 1 H-uH01-3-11)3T1i) - 3 -THApOKCHOCH3WIAMUHA,
N-(2-(1H-unmo-3-11)3THi)-3-ruApOKCUOCH3UIaMUHA,

N-(2-(5-metokcu- 1 H-unnon-3-min)atmin)-3-Hadr- 1 -nnokcuden3nnamuHa,
N-(2-(1H-nHr0n-3-m)3tin)-3-HadT- | -nitokcnbeH3naM1Ha,
N-(2-5-merokcn-1H-unnomn-3-un)-3-nadr-2-nirokcnbeH3niaMrHa,
N-(2-(1H-unpon-3-mn)atrn)-3-Had1-2-NIOKCHOCH3NIIAMITHA,
N-(2-(5-metoxcu-1H-unmon-3-muin)3trin)-3-0eH3nnokcndeH3niIaMuHa,
N-(2-(1H-ua07-3-11)3THIT)-3-0€ H3MITOKCHOCH3MITaMUHA,
N-(2-(5-metoxcu-1H-unmomn-3-uin)3tun)-3-mupuMua-5-uaoKkCcuOeH3miIaMrHa,
N-(2-(1H-uum01-3-11)3THI)-3-TUPHUMHAI-5-HI0KCHOCH3HIaMUHA,
N-(2-(5-metoxcu-1H-unmomn-3-un)3tun)-3-mupua-4-uiokcubeH3niaMuHa,
N-(2-(1H-unno:x-3-un)atun)-3-nupua-4-uiokcuoeH3nIaM1uHa,
N-(2-(6-xmop-1H-unm0-3-m)3tun)-3-nupua-4-uiokCHOCH3NIaMIHA,
N-(2-(5-meTokcu- 1 H-uH01-3-11)3Tri1 ) - 3 -UPHU -3 -WIOKCHOCH3WIAMHHA,
N-(2-(1H-nHm00-3-11)3TH0)- 3 - pHA-3 -UII0KCHOCH3MIIaMU HA,
N-(2-(5-¢prop-1H-unnon-3-un)atrn)-3-nmupua-3-uaokcuOeH3nIaMuHa,
N-(2-(6-xmop-1H-uan07-3-1m1)3110) - 3 - pU A-3-WIOKCHO SH3MITaMIHa,
N-(2-(5-metokcn- 1 H-uanomn-3-ui) 1w )-3-mupu -2 -nioKCHOeH3WIaMiHa,
N-(2-(1H-unmo0m-3-11)3THIT)-3-THPU -2 -NITOKCHOCH3MIIAMITHA,
N-(2-(6-x510p- 1 H-uH1011-3-11)9THIT)- 3 -TUPHUI-2 -UITOKCHOSH3NTAMHHA,
N-(2-(5-metokcun- 1 H-uH1051-3-11)3THI1 )-3-THA30.1-2 - HII0KCHOCH3WIaMUHa,
N-(2-(1H-ur00-3-m1)3THi)-3-THa30J1-2 -uI0KCHOSH3NIaMIHA,
N-(2-(5-meTokcu- 1 H-unmom-3-mn)atun)-3-(2,6-nudropcynbpoHImIOKCH )OS H3UIaMUHA,
N-(2-(1H-unmon-3-wmw1)3tuin)-3-(2,6-1ud ropcyibhOHUITOKCH )OCH3NIAMHHA,
N-(2-(5-metokcu- 1 H-uamnon-3-nmn)atuin)-3-(nmupua-2-uiaMruHo ) OeH3IaMIHa,
N-(2-(1H-nam00-3-m1)3TH)- 3 -(MTUpU -2 -MITaMUHO )OEH3MIIaMHHA,
N-(2-(6-xmop-1H-unnomn-3-mi)stmn)-3-(mupua-2-uiaMuHO )OeH3IIaMy Ha,
N-(2-(5-metokcu- 1 H-unmon-3-ui)atmn)-3-(mupua-3-unaMuHo )OeH3IIaMUHa,
N-(2-(1H-unmon-3-mn)atun)-3-(mupu-3-uiaMuHO )OCH3WIIaMHHA,
N-(2-(6-xmop-1H-uan07-3-1m1)3T100) -3 -(TMpH -3 -MIIaMIHO ) OCH3MIIAMITHA,
N-(2-(5-metokcn- 1 H-uamon-3-wun)atin)-3-(mipua-4-uiaMuHo ) OeH3MITaMIHa,
N-(2-(1H-ung0n-3-m1)a1ei)-3-(mupua-4-uiaMuHO )OS H3MITaMHUHA,
N-(2-(6-x50p- 1 H-uan01-3-11)9THn) -3 -(upua-4-miiaMuHO ) OeH3UIaMIHA,
N-(2-(5-metoxcu-1H-unmomn-3-um)3tnin)-3-0eH30I0eH3nIaMHHA,
N-(2-(1H-unmon-3-wmm)3twn)-3-0eH30ua0eH3nIaMuHa,
N-(2-(6-¢rop-1H-unmomn-3-mi)atun)-3-(nupua-4-uiokcu )oOeH3nIaMuHa,
N-(2-(6-¢prop-1H-urnon-3-un)atnn)-3-(mupua-3-uinokcn ) OeH3WIaMHHa,
N-(2-(3-xmnopdenwnn)atin)-3-TnodeHokcnOeH3nIaMIHa,
N-(2-(3-xnopdennn)atun)-3-cynbhoHnIpeHNIOCH3NITaMHHA,
N-(2-permnaTin)-3-TnopeHoKCHOeH3NITaMUHAa,
N-(2-permnatin)-3-cynbhornndeHnadeH3nIaMuHa,
N-(2-(3-xmophenmn)3tin)-3-(4-MeTHNTHO G EHOKCH ) OCH3WIAMIHA,
N-(2-(3-xnopdenunn)atin)-3-cynbhonun-4-metnndeHnnoe H3nIaMuHa,
N-(2-(3-xmophenun)atun)-3-(N-O0eH3uITaMuHO )OeH3nIIaMIHa,
N-(2-(3-xmophenwn)atun)-3-(N-peHnIaMrHo )0eH3nIaM1Ha,
N-(2-(3-xmopdennn )atun)-3-(o-ruapokcuOeH3nn ) OeH3nIaMuHa,
N-(2-(3-xsopheHwn)3Tun)-3-0eH3nI0CH3nIIaMHHA,
N-(2-(3-xmophenun)atun)-3-(0-hTopOeH3MIT)OeH3NITaMUHA,
N-(2-(3-xmopderun )3t )-3-HadT-2-HI0KCUOCH3WIIaMHHA,
N-(2-(3-tpudropmernndernn)aTun)-3-Had1-2-uI0KCHOeH3UIIaMHIHA,
N-(2-(3-xmopdenun)atun)-3-aad - 1 -uIokcuOeH3nIaMKHA,
N-(2-(3-rpudropmernindennn)stun)-3-HadT- | -uI0KcnOEH3MIaMIHa,
N-(2-(3-xsopdennn)3Tin)-3 -ruipoKCHOeH3WIaMIHA,
N-(2-(3-rpudropmerrindeHu)3THI)-3-THIPOKCHOSH3MIaMHHA,
N-(2-(3-tpudropmerrndennn ) Tmn)-3-0eH3MIOKCHOCH3 HIIaAMHHA,
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N-(2-(3-xmopdenmn)atmn)-3-(2,4-mudpTopdeHmIcy s OHMIOKCH ) OCH3NIIAMITHA,
N-(2-(3-tpudropmermindenin)atun)-3-(2,4-audTopdheHunicyabPOHUIOKCH )OS H3NIaMKHA,
N-(2-(3-xopdenmn)3Tun)-3-Trua3o-2-WIOKCHOCH3WIaMHUHA,
N-(2-(3-TpudTopmeTrndheHnT)ITHI)-3-THA30JI-2-UIOKCHOSH3IaMIHAa,
N-(2-(3-xsmopheHu )3T )-3-MUPUI-3-UI0KCUOCH3HIIAMHHA,
N-(2-(3-tpudTopmernndeHns)ITri)-3-nmupui-3-uIoKcHOeH3nIaMHIHa,
N-(2-(3-meToxcuheHMIT)ITIIT)-3-TUPU -2 -UITOKCHOCH3NIIaMHHA,
N-(2-(3-rpudropmerrindennn)aTuin)-3-nupua-4-uaokcuOeH3nIaMuHa,
N-(2-(3-xmopdenunn)3Tin)-3 -TMpUMHU -5 -UI0KCHOCH3NITaMHHA,
N-(2-(3-rpudropmeTrindeHun)3TH)-3-MMpPUMHI-5-NITOKCHOEH3MIaMHHa,
N-(2-(3-tpudropmeTrndernn ) Tem)-3-Mupua-2-nI0KCHOeH3WIaMIHA,
N-(2-(3-xmophenn)3Tin)-3-upu -3 -mIaMHHOO eH3MITaMUHA,
N-(2-(3-tpudropmeTradeHmT )T )-3-MTHPUI-3-HIaMAHOOCH3HIIAMHHA,
N-(2-(3-xmopdennn )atnn)-3-mupua-4-uiaMuHOOEH3NIIAMIHA,
N-(2-(3-tpudropmeTradeHmT )T )-3-MUPUI-4-HIaMAHOOCH3HIIAMHIHA,
N-(2-(3-xsopdenun)sTuin)-3-nupua-2-uiaMuHOOeH3nIaM1Ha,
N-(2-(3-tpudTopmeTnindeHn)3Tri)-3-nmupui-2-uIaMUHOOeH3nJIaMUHA,
N-(2-(3-xsmopheHu )3THII)-3-0eH3MTOKCHOCH3NIIAMIHA,
N-(2-(3-rpudropmernindennn)atuin)-3-((heHnnamiHo )oeH3nIaM1Ha,
N-(2-(7-¢prop-1H-unnon-3-un)atnn)-3-(mupua-4-unokcn ) OeH3WIaMHHa,
N-(2-(7-¢prop-1H-unnon-3-un)atnn)-3-(mupua-3-uiokcn ) OeH3WIaMHHa,
N-(2-(3-xmophennn)3tin)-3-(Mupua-2-uIMEeTOKCH ) OCH3HIIaMHHA,
N-(2-(3-xmophennn)3tin)-3-(mupua-3-mIMeTOKCH ) OCH3HIIaMHHA,
N-(2-(3-xmophennn)3tin)-3-(mupua-4-uIMeTOKCH ) OCH3HIIaMHHA,
N-(2-(5-6yTokcu-1H-ungom-3-um)3tui)-3-(mupua-2-niokcu )0OeH3niaMruHa 1
N-(2-(6,7-mudrop-1H-unmon-3-mm)3tin)-3-(upuauH-4-HIOKCH ) OCH3HIIaMHHA.
20. Coenunenue 10 11.1, BEIOpaHHOE U3 TPYIIIbI, COCTOSIIEH n3
N-(2-(3-xmopheHm)3THI )-3-3TOKCHOCH3HIaMUHa,

N-(2-(3-xsopheHmT)ITIII )-3-IPONOKCUOCH3IaMUHA,
N-(2-(3-tpudTopmerniheHm)3TrII)-3-MPONOKCUOSH3NIaMHHA,
N-(2-(3-rpudropmeTrindeHu)3THi)-3-3TOKCHOSH3NIIaMUHA,
N-(2-(5-xnop-1H-uan0:m-3-11)3111)-3-3TOKCHOeH3HIIaM I Ha,
N-(2-(5-xmop-1H-uan07-3-1m1)3T10) -3 -IPONIOKCHOCH3WIIaMUHA,
N-(2-(5-¢prop-1H-urn07-3-11)3TH) - 3 -TIPOTIOKCHOCH3MITAMIHA,
N-(2-(5-¢prop-1H-urn07-3-11)3THI) -3 -3 TOKCHOCH3MITaMUHA,
N-(2-(5-tpudropmerni- 1 H-uumon-3-m)atun)-3-3TOKCHOCH3NTaMUHa,
N-(2-(5-tpudropmernin-1 H-uam01-3-1m1)3110)-3-pOonIoKCHOEH3NITaMHHA,
N-(2-(5-metoxcu-1H-unmom-3-um)3trin)-3-3ToKCHOeH3mIaMuHa,
N-(2-(5-meTokcu- 1 H-un051-3-11)3THi) - 3 -pONOKCHOCH3MITaMU Ha,
N-(2-(4-xmop- 1 H-unm0-3-m1)31un)-3-1pornoKcHOeSH3WIaMUHa,
N-(2-(4-metokcu- 1 H-namon-3-nm)atuin)-3-nponokcudeH3nIaMuHa,
N-(2-(5-metokcu-2-metmi- 1 H-nHmom-3-mi1)3Tiin) -3 -ponokcuOeH3nIaMuHa,
N-(2-(7-metokcu- 1 H-unnon-3-uia)atii)-3-npornokcnoeH3niaM1uHa,
N-(2-(6-xm0op-1H-uan051-3-131)3THI1)-3-IPOIIOKCHOSH3NITaMHHA,
N-(2-(6-¢prop-1-mernn- 1 H-urmon-3-wmn)>Tim)-N-MeTiiI-3-ponoKCHOeH3 WIaMyHa,
N-(2-(3-tpudropmernin-4-propdeHrn)ITin)-3-npornokcu-4-MeTHIO eH3NITaMIHa,
N-(2-(5-¢prop-6-x10p- | H-uHm071-3-711)3THIT)-3-TIpOTIOKCH-4-MEe THIIO eH3MITaM U Ha,
N-(2-(6-prop-1-mernin-1H-unm05-3-11)3THI)-3-IPONOKCcH-4-Me THIOCH3UIAMHHA,
N-(2-(3-xsopdennn )3tun)-3-nponokcuOeH3NIaMHUHA,
N-(2-(3-xnopdenunn)atin)-3-0yTokcubeH3nIaM1uHa,
N-(2-(3-xsopheHu)3THII)-3-reKCOKCHOCH3MIaMUHA,
N-(2-(2-dpropdennn)aTui)-3-nponokcubeH3nIaMuHa,
N-(2-(3-¢propdenun)atun)-3-nponokcuOeH3UIAMIHA,
N-(2-(4-dpropdenmn)sTun)-3-nponokcuOeH3NIaAMIHA,
N-(2-(2-xopdennin)3Tin)-3 -npornoKkcuOeH3nIaM1uHa,
N-(2-(4-xmopheHm)3Ti)-3-IPOOKCHOCH3NIIAMITHA,
N-(2-(4-6pomdennn) Trn)-3-MponoKCHOCH3WIIaMIHa,
N-(2-(4-meTungeHn)3THI)-3-POOKCHOCH3MIIaMIHA,
N-(2-(4-ruapoxcudeHm )3Tu)-3-IponoKCHOeH3nIIaMUHa,
N-(2-(2-mMeToxkcruheH I )ITHIT)-3 -IIPOMOKCHOCH3NITAMHUHA,
N-(2-(3-mMeToxkcru(heHIIT )ITHIT)-3 -IIPOMOKCHOCH3NITAMHHA,
N-(2-(4-meToxcuheHT)ITIIT)-3-[IPOIOKCHOCH3NIaMHHA,
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N-(2-(3-sToKcuheHI )3T )-3-TIPOTTOKCHOSH3NIIAMIHA,

N-(2-(4-3ToKcruheHIT)ITHIT)-3 -TIPOMTOKCHOCH3NIAMHUHA,

N-(2-(4-penokcudeHnn)aTui)-3-nponoKCHOeH3NITaMUHa,

N-(2-(4-cynbhoHamunodheH)ITHI )-3-NMPONOKCHOCH3ITaAMHHA,

N-(2-(3,4-nuxnopdeHun)aTun)-3-IponoKCHOCH3NIAMHHA,

N-(2-(2,5-nuxnopdeHun)aTun)-3-1ponoKCHOCH3NIAMHHA,

N-(2-(2,6-nuxnopdeHun)aTun)-3-1ponoKCHOCH3NIAMHHA,

N-(2-(3,4-mumeToKCH(EH T )3T )-3-IIPONOKCHOCH3ITaMHHA,

N-(2-(2,5-mumeTokcrdeHIT)3THIT)-3-IIPONOKCHOCH3ITaMHHA,

N-(2-(2,3-muMeToKCH(EH T )ITHIT)-3-IIPONOKCHOCH3NITaMHHA,

N-(2-(3,5-mnmeToKcupeHmT )3T )-3-TPONOKCHOCH3HIIaMHHA,

N-(2-(3-6pom-4-MeToKCcH(EHIT)ITHI)-3-TIPOTTOKCHOSH3NIIAMITHA,

N-(2-(3-meTokcu-4-3ToKcu)EHN )ITHIT)-3-TTPOTTOKCHOCH3MIIAMUHA,

N-(2-(3-3ToKCH-4-MeTOKCH(DEHNIT )ITHIT)-3-TTPOTTOKCHOCH3MIIAMUHA,

N-(2-(mupua-2-un)aTrin)-3-ponoKCHOSH3MIIaMHHa,

N-(2-(nupua-3-ui)aTrn)-3-npornokcuOeH3nIaM1Ha,

N-(2-(nupua-4-ui)aTrn)-3-pornokcuOeH3nIaM1Ha,

N-(2-(7-metun- 1 H-unmom-3-mi)31un)-3-1pornoKcHOeH3nIaMUHa,

N-(2-(6-meToku-1 H-unnomn-3-1mm)3Trin)-3-nponokcuOeH3nIaM1Ha,

N-(2-(Tnen-3-um)3Trin)-3-nponoKcHOeH3NITaMHHA,

N-(2-(5-meTun-1H-unnon-3-uim)3trn)-3-ponokcuoeH3nIaM1Ha,

N-(2-(5-metokcn- 1 H-uam071-3-11)3T101)-3-IPONOKCHOCH3HIIaMHHA,

N-(2-(3-6pomdennn)>Trn)-3-ponoKCHOeH3WIIaMUHa,

N-(2-(3-MeTokcnkapOOHUIPEHMIT)ITHI )-3-IIPOTIOKCHOCH3MIIAMUHA H

N-(2-(3-(4-dpropdennn)henun)aTun)-3-IpornoKCHOECH3NITaAMUHA.

21. dapmaneBTHUECKas KOMIIO3UIIMS, BKJIIOYAOIIAs COSJUHEHHE MO 1.1 ¥ (apManeBTHYECKH MpUeMIie-
MBI pa30aBUTEINb.

22. Crioco6 nieueHus: HapyleHui, accounupoBanubix ¢ 5-HTg-penentopom, BKIIOYaOUIMN BBEICHUE I1a-
LHEHTY, HYXKJIAIOIEMYCsl B 3TOM, 3()EKTUBHOTO KOJIMUECTBA COSJMHEHHS 110 11. 1.

23. Crioco6 1o 1m.22, rae HapylleHHe BHIOPaHO U3 IPYIIIbI, COCTOSIIEH U3 MO3HABATENLHBIX HAPYIICHHH,
mu3odpeHnn, TpeBoru 1 OoJe3Hn AmbureliMepa, BKIIOYAIOMIMK BBEJCHUE NAlMEHTY, HYKAAIOIIEMYCsl B 3TOM,
3¢ PEKTUBHOTO KOJIMYECTBA COETMHEHHS 10 1. 1.

24. Cnoco0 JedeHns TO3HABaTEeNFHBIX HApYIICHUH, BKITFOYAIONINI BBEICHHUE MAIIMEHTY, HYKIAIOMIEMYCs B
9TOM, 3()(PEeKTHBHOTO KOJIMIECTBA COSTUHEHNUS 10 11. 1.

25. Croco6 neyeHns: HAPYUICHUH MaMSITH, BKIIOYAIOIINN BBEICHHUE MAIMCHTY, HYXIAIOIIEMYCS B 3TOM,
3¢ pexTUBHOTO KOTUYeCTBA COeTMHEHHS 10 11.1.

26. Crioco0 neueHust cux03a, BKIIKOYAIOIINI BBEICHUE NALUSHTY, HYKIAoLUIeMycsi B 9TOM, 3G (HeKTHBHO-
r0 KOJIMYECTBA COSANHEHUS 110 11.1.

27. Crioco0 neyeHus: MHU30(PPEHNH, BKIIOYAONIMK BBEICHNE MAMEHTY, HyXXJaoueMycsi B 9ToM, 3ddex-
THUBHOI'O KOJIMYECTBA COCAUHCHUS 110 m1.

28. Croco0b JieueHus: TPEBOTH, BKJIFOUAIOIMI BBEJCHUE MAEHTY, HYKAAIOUIEMYCsl B 9TOM, 3 (HEeKTHBHO-
T'O KOJIMYECTBa COEANHEHUS 110 11.1.

29. IlpumeHeHne coequHEHHMS 110 11.1 B KayecTBe (hapMaleBTHYECKOro CPEICTBA.

30. IIpumeneHne coeMHEHNS 1O I1.1 IS U3TOTOBJICHUS JIEKAPCTBEHHOT'O CPE/ICTBA JUIsl JICUSHHUS Hapylle-
HUH, acconuupoBaHHbIX ¢ 5-HTg-penentopom.

31. [IpumeneHne coeAUHEHUs 10 1.1 IS U3rOTOBIICHHS JIEKAPCTBEHHOT'O CPE/ICTBA ISl JICUCHHSI TO3HABA-
TENbHBIX HAPYIICHUH.

32. TlpuMeHeHre CoeMHEeHNs O 1.1 Il U3rOTOBJICHHUS! JIGKAPCTBEHHOTO CPE/ICTBA IS JICUCHUS Hapyllle-
HUH NaMSTH.

33. IlpuMeHeHne CoeMHEeHN 110 1.1 JUIsi U3TOTOBIICHUS! JIEKAPCTBEHHOTO CPEJICTBA JIJIsl JISUCHHsI [ICHX03a.

34, IIpuMeHeHHUE COeAMHEHHS O 1.1 JUIS U3rOTOBJICHHUS JICKAPCTBEHHOTO CPEICTBA IUIS JICUCHUS IH30(]-
pEHHUH.

35. IlpuMeHeHne coeAnHEeHus 110 1.1 JUIs M3rOTOBJICHUS JIEKAPCTBEHHOTO CPEJICTBA JUIS JICUEHHS] TPEBOTU.

@ EBpasuiickas naTeHTHas opraHusauus, EAMB
Poccus, 109012, MockBa, Manblii Yepkacckuid nep., 2/6
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