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BFEKRKP

1. EFRA (L) 4RI NSRS NAENLEEY.
R |

77 >y

HA4 Y #ZCR®=, N=HCR??,

LY 2CR3 H NHT:

R a®—#HATHIHM®ERC, —C. Ix&E, C. —C., BE,
Co -C, HE, g%, C, —C, fis%. NR® R” . OR®
RS (0)aR®

R3 BC, -C. fx%, %, C5; -Ce HigX, C, -C. giff
ek, g%, WE, NR® R7 , OR® , S(0).R® , C(=0)R? ,
C(=0)NR® R7 , C(=S)NR® R™ , — (CHR*®).NR® R” ,

(CHz )«OR® , C(=0)NR™CH(R**)C0= R*2, —C(OH) (RZ°) (R252),
— (CHz )oS(0)n— 4%, — (CHR®)R25, %R25 AR &H -NH-
B3R Eg —C(CN) (R®S) (R*®), —C(=0)R2%, —CH(CO= R*®)= .

NR*°C(=0)CH(R**)NR*°R*2, NR*CH(R**)C0= R*2: BX{R@y C,



-C. &, BRWC., —C, H%, BRAMC2: - C, B H,
BRMC, —C4 InEE, X - (BRWC, —C. ) &EE,
FE- (BR\C., -C. )IREE, IRMCs - Cs HixH,
HE- (BRPC, —C. VinE, BIRHC, —C. mEFE,
KPR?” mRATUFEETFERRENHRL; 2 -MRE,
BRREE, 3 -WERE, 4 -mwE, 2-HE-3-BEE, 4
-RE-3 X, WE, 5-FE-2-%EgE, 2, 5-
“HE-3-BeWE, 2-#EWE, I -HEBE, 5-HE-2
-HWE, 2-MERE, 1 -mRE, EERFTHEE, ¥E,
| H—mimE, 2 —mrgmeEE, 2H, 6H-1, 5, 2— — K
&, cH-mmgE, SH-BBRE, 4 -EREE, 4al-—
B, aH-wHE, 6H-1, 2, 5—E_g%E, WX, ¥
HE, WREZE, FHRWE, FHFEDE, KBE, FF_F
AR, FHMEE, NHE, TEERE, HE, KRRFEE,
ZHBIGRE, FEGE. BRE, REFREE, BEF S
WE, R_AARGE. FRAEGE, PEWE, FHKRRE,

FREBE, E%@Eoﬂﬁi,b S-—HHEEE, \AEREK
£, BEGE. SRE, FRE, EEHE, DEE, BEEER
2 —HE (phenoxathiinyl ), WHBKRE, 2, - —HREXE,

MR, URUEE, MEE, T0X, magE, wmiwE, npmEk
B, WHE, BRRE, BEE, WrgKE. mEHE, BgE,
MEEHRE, EHE, EERE, ETHE, B -HHE, WK
ME, WAFERKE, NEEHE, WRE, EFEX, ERE,
& (thiophenyl ). ZRE, lE,; HEHTH - 34
BEHENRMC, -C, REMHEABRM | - WEAEHEN 2 -



W 1 P o

I, KNLES—-#HR TH L %EE N, CH RCX!t ;

MZCR® N ;

VZCR'= &N ;

ZZCR? BN ;

Ei%, R* IR ER—-WEATHIHMELS, %, HFE,
C, —Cs REREKE:

R+ £ (CHz )m0R*®, C, —C., ¥, BEE, L FE,
(CHz )uR**. B — (CHz )a0C(0)R'S;

XZRE, FE, 5%, SO0)=2R®, SR®, HHE, -(CH= ).0R®,
®E, —(CHR'®).NR*“R*s, —C(=0)R®, C, —C, %,
Cao ~CroFtig&EIRE, C, -C ¥, C, —C, ¥, C,
~Cofg®EE, FE-(C, ~C,)-fx#, C, —Cs Figk,
FE-(C, —Cuwo)—InEE, BE, (C, —C.o)-HHE
(thio—(C, - Cy) —alkyl), —C(=NOR*®)-C, —C, —
B, —C(=NOR'®)H, B -C(=0)NR™R™, X ER =SHBRH
REETEMHFRIENR L

XNEB-HRATHIHMEEE, 55X, 5%, 5%, S0).R?
mEE, — (CHR*®).0R® , ®E, — (CHR'*®).NR*R=,
C(=0)R® , C. —Cs i, C2 —C . offE, C. —C otk
£, C, —Clold®, FE-(C, —C)—%%, Cs -Cq
Wi, TE-(C, ~Cuo) -fEAE. HE., (C, —Cuo)-
fim#E, —C(=NOR*®)-C, - C, —i&x, —C(=NOR*®)H,
F1—C(=0)NR™R**, XER SHEKTLUFET % 5B
Emg L



R® &%, —C(=NR™®)-C, —C. —fx%, C, —Cq 5%,
C., —Cs e, — (CHR*™)L0R® , — (CHR*®),.S(0)aR% ,
— (CHR*®),NR**R*®, C2 —Co, FixE, C. — C.oBE,
C: —Crath¥, HE-(C. ~C o) k%, £X-(C, -
Ciu)—KEE, RE, C; ~C, FifE, BE, S&-
(Cz ~Cio)—4%&E, (C2 — Co) —$EWE (thio— (C2 —
Cio) —alkyl ) » S0.(R® ), C(=0)R® » —C(=NOR*®)H
~C(=0)NR™R**, XER*HHRTUFAETFETHFFRILE
g L

Re MR AR RN THYMBEEE, C, —Cs K%, Cs —
CwifEE, C, ~Cqs KEE, (Co —Coo)-FipEHH,
— (CHz )«R*™, (CHR™®).O0R® , —(C, —Co ) - %,
FE, S0 —FEK-(C, —Co KR - LLERLHE,
MXEMEEREEETH 1 - 3 %A%, 8, C, —Cs
Ji#, C, —Co iKEE, %, NHC(=0)(C, —Cs %),
NH(C: ~Co 45%), N(C, ~Cs Ix#). , BE, BE,
0= (C. —Cq fE), KE. MS(0).—(C, —Cq —%&
EOMEAMCENR: KETEAE—ERREI - 3R
FEHRBRE — (CHz JaA(CHz )—: RE, HZBIEFERERD
Bet, TEAE—BER—TRR, FRERERLE L - 34
BAR, C, —Co %, BE, RC, —C, EHAXMEFAK
1’

ARCHz » 0, NR®%, C{=0)» S(0)ns N(C(=0)R'), N(R®),
C(H) (NR*™*R*=). C(H) (OR=®). C(H) (C(=0)RZ"), HN(S(0)aRZ);

R® EE—HEATHIMAEES. C, ~Co X, - (C, -



C)RmERE, (CHz )eR*™=, C: —C.oFEE, —NR® R7 ,
SE, BFE, —NR'(CHz )nNR® R” , — (CH2 )«RZ5, B

(CHz Je BFERCHz2 )e FE, R CHz Je BFERCHz e
HFEMBUABL -3 MEEH, K, C, —Ca 5%, C, - Csq
e %, E&, NHC(=0)(C, —Cs &), NH(C, —Co k2
), N(C, -Cs %) , W&, BE, (0= (C, ~Cs &
£), REMS0)(C: -Cos X) HEAFHERR,

Re AR —FHRATHLEEER ", BF, C, —C, g%,

Cs —Co Hig, Co —C., BE, B0 -3/ R =Hitye
ENHE O -3 MR"RRM-(C, —Co ) -F%;

R, R, R?3 MIR?* AR —-HBATHIMEEERC, —
C. %,

RUEH O -3 MHETHEARRBC, - C. K8, FRILR
EH: 2R, EE, HE, BE, NE, ¥BEZE, puK,
FE, BIRE, —FBRE;

BE, YHLEMR EE—LM, £ (CHz )es

R R AAMAENRRVERERENCEHAREIE;

REERBBRTHLMBEACY, OR'®, SR®AIC: —C, iR,

RUMR "ERHERTHIHESSR, Co —ColiER - SRR
R 1o,

RYEE—-MERATHIMEER ., C, —C. 8%, 5%,
OR22, SR23, NR2%R24, MI(C, —Cq MEE(C, —C, V&S
-

RPEE-HERATHINMESER °. 8%, §&, C, —C, &k
£, C, —~C. lxEE, C(=0)R?*, MWL,



RYEGS—HBATHIMAEEC, - Co X, Cs: — Cs REX,
(CHz )wR32, B0 - 3R RRMLE:

R2OES—HHR FHIMEE R, C(=0)R®!, MC. - C. &
®;

ROESHER FTHIMEER®, C, - C, EE, NRZR2* A
g%,

R2270 G — A F 0 3% & 2, OR2%, SR*, NR33R2%, C,
~Ce #5%, Cs —Co X, —S(0)nR3* F-C(=0)R?5;

R25TH 0 - 3ARTERRRK, A5 HBER FTHTHEE FHY
EF: X, WEE, FBE, 2 -FE- 3 -gRE, 4 -
E- 3 -MwE, RWE, 5-WE- 2 -KWHE, 2, 5-—H
E-J-BimE, 2-ERE, J-EBE, s -HE- 2 %
Wi, 2 -WERE, 4 -HWRE, BEFTERL, | H-mn
E, 2-WgiEEE, 2H, 6H-1, 5, 2—-—HEgE, 2H-
WS, JH-WBRE, 4 —IRREE, 4al-PE%E, 4H-
BHEE, 6H-1, 2, 5-M_®E, WRE, WEEHE, 0
HE, FHEWE, £HENE, FBE, FF_SRWHE, ¥
FUWWE, HME, FHREWE, REE, —SBGE, DAY
£, BRE, BEXGEE, REF _AUWNE, ROEELY
X, PRAASE, FERE, FHRBE, FERE, RER
£, BHE, |, S-"REEE. ASREHE, BREE,
M, EE. ERGE. BRE, WERE, BEREFC
TRE, BE%RE, 2, - —EARSE, BRE, BRE. B
E.oEmE, WHE, BEKEE, RRE, hRE, BRE, W
MR, MEMSUHEIE, WS, WHURE, WHE, mERE,



THE, p—FHE, WEGWHE, UWE, EEX, By,
EHE, ZRE, MEE, NEHTHO - S REERAC,
- C. REMEARRMN | -UEEHER 2 - IEREHE;

R2%e W0 - 3 4R R, EOHRER TR MES HA
R2s,

RZEFG WA THIBEEC, ~Cs 5%, C. —C., B,
C: —C.#%, C., —C. %8%, F%, HWE, K%, 55,
FEE, NERETORENRRT,

R*ES—HFATHIMEEC, —C, K%, C, —C, FEZ,
Co ~CrNix¥E-KE, MBFE—(C, ~C, )&%,

k, mPArES—RHERTHIBES 1 - 4 ;

nES-HEA TR MBS0 - 2

P, M zEB—FHERATHIM*ZFO - 3 ;

tHwES—-FFRTHRIMBES | - 6 ;

FHRLTRECX , KMLEZACH. ¥ HAMECR® B, W
(A) HVMYREN, ZECH, R* fIR® WX,

(1)3#HER* ZHZs. 1
(a) ¥XZ0H, X’ £HB, R REEEE,
(b) HXMX" £ -0CH: Bf, RS REEE - NHCHs
—N(CHz )= :
(c) ¥XMX' 2-0CH. CHs At, R® Rigg
—N(CHz )2z
(2)#FER+ BZER.
(a) BXMX' 2-0CHs Bf, R° REELFRH,
(b) % X&Br. X' £0H Bf, R R Z0H:

-1



() HXE-SCHs , X’ RHE, RS R
—CH= OH» HCHz N(CHa )= 5
(B) 3VAYRN, ZECH, R+ 2%, R® ERFE, X
=Br, X’ £&H, #8H
(1) R* BCHs B,
(a) R RggR0H, 1 —vRHeE, —CH. — | — R
£, —CH ~(N-4-BE- | ~RHRE),
~C(ONH— %%, —C02 H, —CHz 0— ( 4 — 1
%), —C0)—NHz » 2 —BBE, —CHe 0-
(4 -%EE), —NCH2CHs)(2 -8 -4 —
EHEZE) -
(2)R* B —CHs CHz CHa B, MRS REEL
~CHz CHz CHa
(C) 3V, YRZEN, R* Rz X, ¥H
(1)R® 2R%mE, XEH, X’ Z2Hr, 1
(@) %R £CHa B, R3 REEAOH 3 — OCH= CN:
(b) ¥R* &2 ~N(CHs )-8, R2® R
~N(CHs )2
(2)R® £-0CHs » XZ—-0CH. » X’ 2HH, MR
MR REMEL:
- %R, %1, KALEHECH, MECR® B, W
(D) V., YRIZELS—H+BHEN ;
(E) HVECR™ 8. ZfY REHMEN
(F) %Y RCR™ #f, ZRVREHMEN .
(G) %ZRCRB. VAIYLHEBEN .



(H) REBVRAYHENKL VECR™ WY RZCR> B, Zg
J%N;

(I) ZSVAYRN, ZR(R2, R2 BH®EC, -C, &%,
R+ BC, —Ca &R, R* REBRL2 -mrE, BB
B, ZHESRE, REE, 3 -fEE, 4 -, 2
—HE-3 MR, 4 -FE- 3 -mrE, kg,
5 -FE-2-HeE, 2, 5-"HE-3 -kegX, 2
~EWE, 3 -HmE, 5 -HE-2-EBE, 2 -5
R ER 4 Mg E;

(J) ZBVAMYRZN: Z£CR? ; R2 BHRC, -C; Ixk;
R« BC, - C, Ix%%; R*, X &X' 201, &,
CFz , C, ~C. %, C, -C, 8%, C, —-C,
mRE, RE, §E, SEFBE, RC., -C., ¥k
Z; R* 2C. —C. EM, MR ReR&—NH (R
MEZIR-N(C, ~C. iRE) (RRWER) ;

FHHES, BY ZCR?® 0t

I, K, L, M, Z, A, k. m.n, p, q, r, t, w, R3,

Rio, Ri1, Rz, R13, Ris, Ris, Ris, R21, R23, B2,

R28, MIR?" W bREXL, R2% BREFRELAAEN, BTUR

C, -C. ¥, BR

VEN;

R*RC, -C.ix%¥, C. -C, BE. C, —C, $h#, C, -
C. REE, g%, E8. K%, —95E, RHELN-H
EEHFE;

R? GRH-MWERATHIMEESS, ¥%. C, -C: E, HE,



HEM-C02 R

R* MIR?° ZBEH—TETH, ¥R B2-CRZ)=®F-N=
B, R4 2—-CR2®)=aKF-N=; BR2° & -CH(R3) - p},
R+ B—-CH(R?®) -

X#&Cl, Br» T, S(0)nR® , OR® , mH X, — (CHR'™),.0R® , W,
— (CHR*¢) NR**R*®, C(=0)R®* , C, —Cs &, C. - Cyq
HE, Co ~CothE, C, —ColgdE, FE- (C, -
Ci)—$eZE, Cs —Ce i, FE-(C, ~Cin)-fK#&
®, HE, (C, —Cw)—IBKE, —C(=NOR*®)-C, -C,
—fe¥, —C(=NOR™)H, HEC(=0)NR"™R*, XH R ®HE
HUFEEMTERAENE L

X" &%, Cl, Brs I, S(0)nR® , —(CHR™),0R® , AHH%E, ®E,
— (CHR*™®) NR*R*, C(=0)R® , C, —Cs ¥, C. — C
WmE, Co —C.obt®E, C, ~ColxE5E, ¥E- (C, -
Cio)—f%%E, C5 ~Ces KigE, FE-(C2 - C ) -HKE
¥, HE, (Co —Cuo)-x®E, —C(=NR*®)-C, -C,
— 5%, —~C(=NOR*™)H HC(=0)NR® R**, XE R =HENRH
DEEEMEFFRNNENEK L

R5 &, —~C(=NOR*®)-C, —C., — &%, C, - C, £,
C, —Cs tfifx%E, C, —Cs %X, — (CHR*®).0R® ,

— (CHR*®)»S(0)nR® » — (CHR*®).NR*™*R'®, Cs — Cs Fix

Z, Co —ClfZ. C2 ~Co-#HE, X -(C2 - C10)
~fE, FE-(C, -C,)-EEE. K&, C; -Cs ¥
FE, HE, BE-(C, -Cw)-5#E, (C, —Cw)-KK
E, S0.(R® ), C(=0)R® . —C(=NOR'®)H =C(=0)NR® R'S,

10



BER BT B B E AR L
Ro MIR” 8 —MBRTHYMEES, C, —Co KX, C, —
CrFfEE, — (CH: )uR™, — (C. - C o) - HEEKE,
C. —Cs BEE, - (C. —Co HE)-%E, 25E, X,
~S(0)z ~ZEER-(C, —Co KE) - AXERLE, HXE
HEERAEEEATE | - 3/ BE%, 5%, C, —C, &
%, C, —Co BHE, HE. NIC(=0)(C, -~ Co £E),
NH(C. —Co %), N(C, —Co %). , BE, RE,

(02 (C. ~Co %), MREMEFERRR: RER® A
R™ M —EBRK0 - 3R 7 ERRRE
~(CHz )aA(CHe )r— s RE. YEBHLFARENEN, TH
E—RER—ARTF, FARFERL® | - 3 BES, C,
~Co %, BE, BO, - Co SAEMHERFRR

R E&H— MR FTHMYMBEES, C, —Co KX, — (C. -
C o) FEERE, (CHe )eR?2, Ca — C oW fEE, —(C, —
Co BE)-%E, £FE, —MR', —NCHa )aNR® R” »
—(CHz )R, —(C, —Co %) - REEREE, Ko
—(C, ~Co %) - REERTETHI- M BES, FE,
C. —Co 5%, C, —Co BEE. HE, MC(=0)(C, —
Co %), NH(C, —Co %), N(C, —Co BX), . BE,
ME, (02 (C, ~Co %%) NREMEALRRR

Re rH—WHATHIMBEER S, BE, C, —C. BHE,
Cs ~Co FBEE. C. —C. BEEHKO — 3 1R SHRICH
B

R“RR“ES—HWATHIMEASR, C. —Co &, Co

11



~Co X, (CHa)eR®2 MIBE0 - 3 MR =HRMEL;

RTES—HERTHIMEER®, C, —C, K4E, 5X,
OR=3, SR23, FRINR23R24;

R2OEG—HERTHTHEE R ©RC(=0)R;

R227: 8 — MM T B i 5 M2, 0R2Y, SRZ4, NR2%R2+, C,
—Ce FfxE, —SO)aR3 -C(=0)RZ5;

RZCESMEE

R288C, - C, 5%, C, -G, HE, C, —C. #%, X,
C., —C. 5%, HERC. —C. KERE;

R2SFR* —RER—+ETF, #H
%R+ £ -CH(R?®) —8f, R2¢* B -CH(RZ®) —,

MR B-CR?®)=®-N=B, R2®° £—CR¥) = —N—;

RZ%, M¥E. C, —~C. k%, C, ~C, KK%, §%, C,
~C. BE, BE. BEEL. AEARE:

RS1EC, —C., K%, C, ~C, REEREE-(C, —C, )&
x;

SHEY], KAMLHECH, MECR® , Z&CH, R £CH. , R28
EH, R® 2R%%, X&Br, X’ 2H, R* 2CHs B, M
R30 RXeg&H, —-C0z-H & —CH= NH= :

Bk EREHRL T, KALMECH MECR® ., Z&N, #H
(A) R2® BE-C(R®) =8, MR2® HR® z 24,

(B) R2® &Npt, MR= RE®FE. NH= , NO= » CFs »
C0= H. CO- — 45 E. %%, BE, HEE, O %
~ (CHz )ul B2

(C) R2® BN#, WMBEXKX' RARTE, R° LME,

12



MR22 RERE; &F

(D) R2* &N, R* &CHs. , R* ZEEn, MR® FEX
ZRHE,

2. BERA(I ) LAY RATHANERNEHE LY,

(D

HAYRCR3= HN,

R a8 —-#HHEATHLEEEC, -C, Ix&E, C. -C, BE,
Ca —C. BE, I%. C, —C. [{lxE, NR® R” . OR®
AS(0)aR® ;

R BC, -Citx¥E, H&E, C; ~Co HixE, C, —-C. gt
feEZE, gE, BE, NR°R™ , OR® , S(0)aR® ., C(=0)R° ,
C(=0)NR® R” , C(=S)NR® R” , — (CHR'®).NR® R” ,

(CHz )«OR® , C(=0)NR*°CH(R**)C0= R*2, —C(OH) (R2°) (R25=),
— (CHz )oS(0)n—fe&E, — (CHR'™)R2S, MRS REEGH -NH-
BIER A — C(CN) (R®5) (R*®), —C(=0)R?5, —CH(CO= R*®): .
NR*°C(=0)CH(R'*)NROR 2,

NR*®CH(R**)C0= R**; I C, —C, &%, BURHC. —

Co BE, RIUHC, -C, #E, MIRHWC, -C. IKEE,

i3



FE- (BRRWC., -C. Y #ixE, FE - (RRH\WC, - C. )
EE, BRI Cs —Cs X, E&F - (RKHC, - CL )
E, RRHC, -C. xEXE, KPR WBRRTUEE
EMFHBREMRLE; 2 -wwE, KEE, 3 -mrX, 4
~ MR, 2-FHE--mrE, 4 -PE-3 -mEE, %
W, 5 HE-2-KWE, 2, 5S—-"HE- 3 -BKEgE, 2
~ERE, 3-BWE, S-FE-2-ERE, 2 -YERE,
4-MmRE, ARFTHE, FE, | H-g@E, 2 -k
ME, 2H, 6H-1, 5, 2——®EmRE, 2H-mmk¥E, 3H-
GepE, 4 -REEE, 1aH-H®E, (H-mKgE, 6H-
1, 2, S5—EZHRAE, R, WEXHEHE, WEREE, FHFKmH
B, FFERE, FBE, EF_SmwE, FHMEE, B
E, +EEHRE, KEE, k®ixE, —HBRE, FEHE,
WRE, REFGWE, REF_EWWE, RSB RHE,
RAZGE, REWE, FXkeE, pERE, RERE, Q
WE, 1, S-_REFEE, \SRrukE, B8ixE, ERE,
FRE, FERHE, DRE, BERRNRCZHE, BERE,
2, I-ZHAREE, MRE, REE, BRE, EHE, HWE,
TR, TR, WX, RRE, wuE, WwEsE, i
EWkE, WIEE, wHHE, wHE, SEHE, ETFHE, B
-HRHE, NEKRHE, NEAREHE, maemE, IR,
EEE, EHE, mWE (thiophenyl) ., =%HE, IFHE; &
HEHWH O - BEEARFTC, -C, RENEARKRG 1 -
MEEhEN 2 - UEREWE;
I, KNLES-#ERTHrHEEN, CH fCX?

14



MRZCR® N ;

VRCR'= BN ;

Z BCRZ #N;

R'2, R? fiIR* ER—-—WHATHLMESSR, &, IFE,
C, —Cs IRENKRE;

R+ Z2(CHz )n0R™, C, —C. InE, HRE. RFEE,

(CHz J)uR**,  — (CHz )a0OC(O)R'®;

XERE, 5%, 2% %, S(0)=R%, SR® , pgHE, —(CH= ),0R® ,
®E, — (CHR'™®) NR*™R™, —C(=0)R®* , C, —Cs &%,
Cao —~CroHFiERE, C, ~ColfiZE, Co —C.ottE, C,
—CoofiEE, FE-(C> —~Cu,)-f#E, Cis —-Cs Hig,
FE-(C, ~Cw)-REE, WE, (C, -CL)-KE®KE,
—C(=NOR*)-C, —C, &%, —C(=NOR*™)H, =&
—C(=0)NR™R*”, XER *"WRAMUFETFEAHERRE
B L

X' g8 -MHATHIHEES, §%, FE, 2#F5E, SO).R®,
MEE, — (CHR'®)-0R* , H&E, — (CHR'®) NR™R'S,
C(=0)R® , C, —Ce ix&E, Co —C,oF#E, C> — C ot
E, C, ~ColxE%, FE-(C, - Cw)-#%E, Cs -Cs
HigE, FE-(C, —Cw) mEE, BE, (C, —Cio)—
ek, —C(=NOR*®)-C, —-C., —4x%, —C(=NOR*®)H,
FM—-C(=0NR™R"”"., TER"MBRTUFETEMHFEFTHMR
EayK L

R® RiE%E, -C(=NOR"®)-C, -C, — ¥, C, -C, &,
Cy —Cs At E, — (CHR*™)L0R® . — (CHR'*®)nS(0)nR® ,
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— (CHR™®),NR™R*, C, — C, Fi#, C. - C.f X,
Co —CroftE, $Z-(Co —Cu0)—45%, FE—(C, -
Cio)—IRE¥%E, KE, C, —Ces HigEE, HE, HE -
(C2 = Cio) —85%, (Co —Cro)—HHE, S0.R® ),
C(=0)R® , —C(=NOR™®)H & —C(=0)NR™R*®, XER =
RAUUFETEMHFEFRAENR L

Re #IR” EH—H A THIMBEE, C, —Ces %, Cs —
C oI fEHE, C, —Co BHE, (Cu —C) -FELEE,
~ (CH )xR™, (CHR™®),0R® , — (C, — Co f%)— %%, 2
5%, -S(0). ~BEH-(C, —Co HE)-REERASE,
MXxEHEERREETHE ! -3 M EBEE, %, C, —-Cs
BE, C, -Co HEE, HE, NIC(=0)(C, - Co %),
NH(C. —Co 5%), N(C, -~ Co %), . BE, BE,
(02 (C: —Co KE). RE, FSO)2—(C, - Co &
E)OMEACERR: KFTEAE—EERBE0O-3I AR
EEBAA — (CH2 )A(CHz )r—: HEH, HERALEEEN
HAut, UEAE—EER—THRN, FREFERLEL -3
‘EHE, C, —Cs %, BE, #C, - Cs HEEZWEAW
7 s

ARCHz » 0, NRZS, C(=0), S(0)n, NC(=DR¥™). NR™),
C(H) (NR™R*®). C(H) (OR=®). C(H) (C(=0)RZ)), N (S(0).R?Y) :

Re ES—HMRTHIMBES, C, —Co %, —(C, —
C o) SR ERE, (CH: )eR?2. Co — C o3 fE, —NR® R7
$E, REE, — MR (CHo )aMR® R , — (CHz )RS, R
(CH )e REER(CHo )e HE. Fik (CHz )e REEH CHz e

16



FEBTH ! -3 M BEEE, g%, C. —Ce 5%, C, —Cq
fiEZE, &, NIC(=0)(C, —Cs &), NH(C, —C, &£
), N(C, -Cos tx¥). . %, %%, C0- (C, —Cq &
£), RERS0)-(C, —Cos k&) HERAFERR:

R ER—MHERTHIMBEAR ", 8%, C, —-C, K&EE,
Cs —Ce HigE, Co, —C. HE, $0- 3 MRy LHE
EMBO-3AR*RAM-(C, —Co 558)-FE;

R, R, R2® IR B —MERTHIMEAERC, ~
Ca i

RUZBO-SAMEETHEARRMGC, —C. 5%, FABRRE
EH: B, £, RE, BE, WE, 45E¥E, KR,
E, BIRE, —H8%E,

RE, SALEMR OFEE—E, £ (CH2 e

ReR AR ERANAENRRI AR ERENCENARMRI R,

REESHESLTHIIMBEECN, R, SRUAICs — C, HiER;

RU“FMRERSHBEATHIHMAEAS, C. —C .o RXBEE-ZER
R 12, .

RYES-HRBATHIMEER, C, -C., HEE, §X,
OR®%, SRZ3, NRZ%R2¢, F(C, - Cs )RE(C, —C., )%
§$

REES—-WHATHILHMZEER Y, B¥, %, C, —C. &g
2, C, —C. 5%, C(=0)R?*, AEE:

RS -FRHATHIEEAEC, —Cs %, C. — Cs KR,
(CHz )wR?2, MO0 - 3+ REERMEE,
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R*ES—-MFRTHIMELR °, C(=0)R™, MC, -C, B
g;

ROERABATHLHEBEER ™, C, — C., kEE, NR23R24 it
EE;

RZ2E G M TH L%k & KE, 0R24, SR2¢, NR23R24, C,
—Ce BiE, Ca —Ce Hig®, —S(0)aR3 R -C(=0)R?5,;

R2°AH 0 - SMREBBR, ES—HIBATHIMEE T
EE: RE, RE, KmE, Q-HE-3-mRE, 4-8
E-d-mtmE, RWE, 5-BHE- 2 -BEE, 2, 5-—0
E-3-RmE, 2-HEWE, 3 -myit, 5 -BHE- ) @
WE, 2 -WEERE, 4 -EE, AEFTHEE, | H-mm
E, 2 MM E, 2H, 6H-1, 5, 2— —@EEE, 2H-
MrEE, SH-BRE, 4 -EmemE, 1al-HuE, 4H-
ERE, 6H-1, 2, S-B_HE, WKE, WEEE, W
BE, FHomE, XHEVE, FRE, ¥ _ShwE, %
FMWE, AME, T REHE, REE, —HSEBRE, BES
%, BRE, RENGHE, REF _AMWE, RoSELES
E, RERGE, REWE, $FKNE, RRERE, @

» MHWE, |, S-ZHEEE, \EREHE, ERIEE,

BME, ERE, FHHE. YBE, BEBE, BERLEKD
“hRE, WBRE, 2, - HREE, RRE, HRE, g
2, BoE, wegE, mogE, ReE. mrE, gng, i
Ehe R, MecURE, wpoREL, mEMCKE, sk, MR UE R EL, E
THE, B-HE. MEKWE. UHE, EEE, EXE,
B E, ZRE, MHE, DRYTHEO - 4 ABEERAC,
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~CL REMEARRY | - NEERER 2 - NEAREwhE;

R2%= Wi 0 - 3MREERA, ESRBATHIMEAHA
R 25,

RZ"EB—MIBRATHLMBEAC, -C, g%, C. —C, B,
C —Cs E, Co —C. IREE, ¥FE, HE, RE, 52,
FEE, MEHRETOEEMBR;

RVNEG-FHHEATHLMESC, —C, IRE, C; —C, Figx,
Co ~CroffiifxE-—IxE, WFE-(C, -C, )-fxE;

k, mArEZEG—HEATHIERE 1 — 4,

NEF-MERTHIB®EE O - 2 ;

P, oz ER—FEATHIHBEE O - 3 ;

tMwES—HERTHLMEE 1 - 6 ;

2] ECK . KMLMEACH 3#AMECR® 8, M
(A) ZVAYRN, ZZCH, R* MIR? £F X,

(1)3#HER* ZHEm, 0
(a) ZHXRO0H. X' Z2HBf, R® REEFE;
(b) HXMX' & —0CH: Bf, R= REER —NHCHs |
—N(CHa )=
() 3XFMX’ £-0CHz CH= B, RS AR
—N(CHs )= :
(2)#HR* B2 Er, M
(a) HXAMX" Z2-0CH: B, R REgLEH .
(b) JXEBr. X' ZOH B. R® RELEOM;
(c) 3XZ—-SCHs » X’ Z2HH, RS R
—CHz OH, ZCH= N(CHs )2z ;

19



(B) ZVAIYRN, ZRCH, R* 2%, RS EREE, X
=Br, X' &H, #H
(1) R* BCHs B, M
(a) R® AEEROH, | —"%BE, —CH: — 1 —WEmRE
B, —CHz ~(N—-4-HE-1-RBE),
~C(O)NH— %%, -C0z H, —CHz 0— ( 4 — g
EE ), ~CO0)—NH=, 2 — WX, —CH. 0-
(4-%FEE), -NCHz2CHs )(2 -8 ~-4 -
FREFE)
(2)R* & ~CH= CHz CHs BF, WR3 R
~CHz CHz CHs ;
(C) 33V, YRIZEN, R+ RZ#, ¥H
(1)R® ERAEE, XZE, X' BHet, W
(a) BR* 2CHs B, R ReEROH = — 0CH- CN:
(b) ZR* F-N(CHs )= B, R® R
~N(CHs )= :
(2)R*® &£-0CH: » XZ-0CHs ,» X’ £Hpf, WR=
ME' REHEX:
dE—AFxER, H1, KANLEHFLCH, MECRS 8, R
(DY V, YRZEL P ELHAREN
(E) ¥ VECR'™ 8, ZHYREHEN ;
(F) HYRCR? of. ZRVAREHEN ;
(G) HZRCRz2 8, VAYLFAWEN .
(H) RELBVAYHEZNKYVECR!™ Y 2ZCR3= pf, Zf

ZN;
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(I) BVAYRN, Z&CR?, R2 RHEEHC, - C, &2,
R« 2C, —Cs fx¥Em, R FHZ2 -mwx, By
B, “ERBRE, KEE, 3 WX, 4 -mRE, 2
~HE-3 -mpEE, 4 -FE- 3 -mrE, kg,
5 -HE-2-BRMgXE, 2, 5S-—HE -3 -mkmE, 2
—BEWBE, 3I-EnE, 5 -FE- 2 -BERE, 2 -B
EREDR 4 - MRE;

(J) BVHMYRZN; Z2CR? ; R2 EH&HC, - C,; &%,
R+ 2C, -C. &x%¥; R, X/ 8X’ B0, &,
CFz » C, —C., &, C, —C, kg%, C, -C,
RRE, WE, S, SEHRE, £C, -C, ¥R
¥; R* 2C, - C. xZEn, MR REER - NH (Bt
MEE)IH-N(C, ~C, 5¥) (BRHER),

. BFR (I hAYRETHALRIN ALY

HeY ECR??,
RI%CI—CZﬁg, Cz*c4ﬁ£’ Cz—C4y&E, Cz-—
C. ﬁgg’ gﬁ’ QE’ @ﬁ%» :$§§' ﬁEﬁEiN—Eﬁ
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EEEHE,

RC, -C. g%, FE, C, - C., pfiiEE, 5%, ™E,
NR® R” » OR® , S(0)nR® . C(=0)R® » C(=0)NR® R7 ,
C(=S)NR® R” . (CHR'®).NR® R” , (CH= ).OR® ,
C(=0)NR*CH(R**)C0= R*2, —C(OH) (R2%) (R25=),

= (CHz )uS(0)n—%E&E, — (CHR'®)R25, %4R25 RES - NH—

# @ —C(CN) (R®®) (R*®), —C(=0Q)R?5, —CH(CO=z R*®)= ,
NR*°C(=0)CH(R**)NR*°R*2, NR*°CH(R'*)C0= R*2, BIXMC,
~C. %, BRMC, —C. BE, RRHC. - C. RXE,
C: —Co HixHE, BRIXMC, —-C., KEXE, TE - (BLH
C, —Cus D&, FE - (BRHIC, —C. )YEEE, B
MCs: —Co HigH, EE - (RAMWC, —C. ) EE, R
B C, —C, SEE, LR WRRTHEELHSBREY
BE; 2 -MEE, BRE, “SERE, KRE, 3 -WRE,
4 —WioEE, 2 -FHE- 3 -mEE, 4 -HE-~ 3 -Wrx,
BRME, 5 -FE-2-mwE, 2, 5-"HE- 3 -knE,
-BRE, S-ERE, 5 -BE- 2 -ERE, 2 -pHEg
E, 4 -WRE, EARTRE, $&£, | H-Bmx, 2 -
iREEE, 2H, 6H-1, 5, 2— —HEmEE, 2H-WIRE, 3H
~WIRE, 4 -REME, dal-HREE, JH-mmX, sH—
1, 2, S-BZRE, fYE, WERE, WEHE, ok
E, FHEwE, el XX _SwE, EEmmE, Ak
Z, TEEHE, REE. KEEE, FEASE, REABRBE,
REAFZSHWE, ROSARGE, REARSE, FERE,
ANREE, RERE, REERE, HHE, |, 5- —HLBE,
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ANEREWE, SuixE, SRE, FRE, FEHE, Bir
E, BRE, WERARCZBE, BWIBBE, 2, 3-"He2
E, RRE, MEE, WX, S, W, wEgE, g
HME, BHRE, WRE, neiE, Wesmk, npkE, e
WE, BHE, WERE, ETHE, p - KHE, WEKHE,
PURE R, BEWHE, EWE, WHE (thiophenyl ), =B E, It
B HHO -3 REERRNC, —C. ERFAWRMAY L
-NEERER 2 -NEEEHE;
I'sn KL 8 —-#HEATHRIME%EEN, CH fCY
MZCR® E N ;
VEN:.
Z&CR? HN;
B2 ES8-ARATHIMEESR, 9%, C, —C. X, BE,
HEM-C02 R
R MR2 B&E—ERR—1TETH, %¥R2° £-C(R3°) =5
—N=8f, R* B-CR®®)=%~-N=; % R2° & —CH(R°) -
B, R* &—-CH(R?®) — .
X#&Cl, Brs I, S(0)nR® , OR® , H{LHZE. — (CHR*®).0R® , #K
— (CHR'®),NR™“R*, C(=0)R® , C, —C, &%, C, ~
Ciwki®E, Co —Cuot#, C, —ColtE%E, & (C,
—Cuw)—fx&E, Cs —~C,o HRE, FE-(C, -C,)-&
H2E, HE, (C, ~C)-KEE, -C(=NR®)~C, -
— 5%, —C(=NOR'®)H 5 ~C(=0)NRR**, ik R =gy
BRTFEEMSHREM® - .
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X’ %i’CI’ Br, I, S(O)VnRB ’ —(CHRIS)pORS » ﬁ’ﬁ:$go ﬂﬁ,

— (CHR*®) NR™R*®, C(=0)R® , C, —Cs fg&, C. — C 4
WE, Co ~Cuof#E, C, -Colz8%E, HE-(C, -
Ci)—f&E, Co ~Cs HixH, FE-(C> —Cio)-K%
£, WE, (C2 —~Cuo)-KKE, -C(=NOR*®)-C, - C,
—f&E, —C(=NOR™®)H HC(=0)NR='R*, thitR =@BUIR T
FHEEFSRRENRK L
ZEK, —C(=NOR*®)-C, ~C. g%, C, -C, &%,
Cyo —Cs fgfUUmE, C, —Cos SREE., — (CHR®™®),0R® ,
— (CHR*®)-5(0)aR® , — (CHR'®).NR™R'®, C; — C, HRiZH,
Co —Crooli#, Co —CoftE, FE-(C, -C o) kX
HE-(Cy —Cu)-REE, RE. C: - Cos FixEE, W
2, RE-(C, -Cio)-HKE, (C, -Cuo)-KERE,
S0a(R® ), C(=0)R® » —C(=NOR'®)H, #C(=0)NR® R*=, I
RREEHBARTEEET SRR EHH L
ME” ER—HERATHIMEESR, C, —~Cs %, Cy -
Cuo¥fi®E, — (CHz )uR*®, (Cu —C ) -FHixEEE, C,
EE, —(C, —Co IxE)-FE, %%, -5(0)-
~FER-(C, -Co RE)-LFAERLE, AT EHLY
ZEFATH | -3 M%EE, %, C, —C,s . C, - C,
REE, EE, NHIC(=0)(C, - Cs &), NH(C, —C,s &
£), M(C, -Co fx%). . WE. %%, 0z (C, —Cs I
), MRAETHEFAFERRR, [P ERLKARTHD - 34
REBBACA — (CHz JaA(CHz ) — . REZED L EENY
AR, BRERAR - MEF, FRRF FHRTHEL - 34 5%

b4
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Eir Cl —C’G ﬁ%’ %E’ ﬁ]cl "CS iﬁﬁﬁ‘ﬁ%gﬂi
R

ARCHz » 0, NR2%, C(=0)s S(0)ns N(C(=O)R*), N(R™),
C(H) (NR*R*®). C(H) (OR=®), C(H) (C(=0)RZ!), HN(S(0)RZ);

R® BB —HEATHIHEES, C, —Cs &, —(C. -
Cir) i ERE, (CH2 )eR?2, C5 —CoHiEXE, —NR'S,
—N(CHz )nNR® R™ : — (CHz )wRZ?5, (CH2 )« LR
(CHz )e 5%, BEZEMTH 1 -3 MEHSE, 5%, C, -
Coe lx#, C, —Cos REE. E&, NIC(=0)(C, ~Cs k&
E), BM(C, —Ce %E), N(C, —Ce I%). ., HE, %,
(0= (C, -Cs Ix &) MEREDHEFEHRRL;

R ER-MERATHIHBZEER Y, BE, C, ~C, E4&E,
Cs —Cos HixE. C. —~C., BHEREHEO - 3 MR =Ry
-

R10, Ri6, R23 . 24
Ca i

ER-FHEATHIMEEERC, -

RUEC, ~C. k&, EHI - SN ES—HEATHIMRET
ERMEARR: &R, EE. HE, B2, ¥, ¥BEEE,
PME, XE, BIRE, —HH%RE: RLUNHSHR MBS
B, & (CHz )e:

R IR AMAENR AP ES R EMABNARERE,

RES—WEATmr%ECN. OR®, SR*9, NRZR24FC, -
Ces FixHE,

RU“MR"HEE - HERTHIMESSENR 2,

RYEB-MBATHIMEEAR, C, —~C., KEE, §X.
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O0R23, SR23 FINRZ3R2*;

ReER—WHEATHIMEE R, BE, g%, C, -C. gt
i, C, —C, IxEE, C(=0)R?** FIRE;

RUAEH—HEATHIMHBEEC, - Cs &, C; —Cs RigH,
(CH2 )uRZ2, MI#H 0 - 3P RBRAFTE;

RoOEB A THILMEE R °HC(=0)R3?;

R2EB—HEBEATHIMEIR Y, C, —C. KEHE, NR23R2¢
MEE;

R22ES—#HHA TH LG E RE, OR?4, SR?4, NR23R24, C,

- Cs K&, —S0).R3" M -C(=0)R?5;

R0 - SAHARVERERNR, EE—HEATHLMEE THE
Ao FE, M, Ry, 2-BE-3-mEE, 4 -FE
-3 - MR, RWE, 3 -HE- 2 -WgE, 2, 5-"HE
-3 -GemE, 2-EWE, 3 -EWRE. 5 -FE-2-HE®R
B, 2-WHERE, 1 -HRE, FRFTKE, | H-BgBE,
2 -t E, 2H, 6H-1. 5, 2——mEmed, 2 H-mpegH,
SH-BRE, 4 REHE, dali-"EmE, 4H-BRE,
EH-1, 2, 5— - ¥, mE, WHEEE, WEHE, ¥
FFERmEE, FHEWRE, WBE, EHX_SmEE, i umE,
AW, +EEmME, REE, —HABRE, PESHE, BRE,
REFGEWE, BEHF_SAHWE, F_SARHE , FE#
BE, FEWE, FHXmE. PERE, REME , BKE,
1, 5—ZHAREE, \SREHE. S¥EE, SWwE, FrE,
FERHE, WRE, WERE, HEREHARCHE, BERE,
2, I-ZAREE, MRE. REE, WrgE, =EhE, i,
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MpeEheEE, WAERE, WX, BRE, WrEikE, MoEwE,
E, WMRE, EHE, EEKE, ETHRE, B -HKkE,
PUSokmaE, MME, BEE, EE, ®WE (thiophenyl),
=hE, MEE, HTHEO-IFMBAERNC, —C, &SP
MEARRA | -NEERER2 - WTREHkE

R2%=2 W0 -3PRERRR, g8 -HHEATHIMESZR
R0HR25,

R2® REHFH;

RER—FERTHIHMEAEC, -C, K&, C. —C. B,
Co-C. &, C: -C. xEE, F&, HE, £X, ¥ %,
FEE, UREREIOMEN LK .

R28 2C, -C &%, C. ~C, ¥FE, C. -C., &, H,
C, ~C: IREE, ERKC> —C, KHE;

R2° IR HEEAHR —THETH, #8
%R+ B-CH(R?®) —8f, R2° B -CHQR3) -,

LR+ B-CR*®)=x—N=8f, R2® B-CR3*®) =5 —-N=3;

R30 25, RE, C, - C. &, C, -C. KEE, HZ.

C, —C. H%&, HE., REE;

R2* BC, —Cs &, C: - C-, HEXRE, S¥E-—(C, —
Ca i

ky mfir ES-FERATHIHEE 1 - 4

nES-MERTHIMEE 0 - 2

PRIQES—WERXTHIHEE 0 — 3

tAvES—MHEATHIHES 1 - 6 ;

#FHhR%], KAMLAMILCH, MBECR® . ZECH. R* B(CH, , R28
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£H, R® 2R%F%E, X&Br, X’ H, UMER* ZCHs B,
WM R3 RegfH, —C0= H 3 —CHz NH=
#—FEAEY], KRLJACH, MEC® , ZEN, WHE
(A) R2° £2-C(R®°) =8, MR*® HR3° Z—-7%;
(B) R=2® BN&f, MR> REXK, Niz , NO2 , CFs ,
CO2 H, CO= —%e, i, BE, KEAE, O &
— (CHz )0 %t ;
(C) R?® ENB, RXHX' RRXFEURR® BHE,
ME22 REFE;
(D) R2® &N, R* RCH: XR° REEHN. MR® FRX
REEE.
4. IR ER2MAEY, KF
R ZC, -C, lx¥E, ¥E, g%, C, - C. gix%E, WE,
NR® R7 , OR® , SR® , C(=0)R® , C(=0)NR® R7 ,
C(=S)NR® R™ , (CHz }«NR® R7 » (CHz )«OR® ,
C(=0)NR*°CH(R**)C0= R*2, — (CHR'®),0R® ,
—C(OH) (R?°) (R*®=), — (CHz )-S50 n—4%%E, R REZF
— NH— B33 Bt By — C(CN) (RZ%) (R*®), —C(=0)R?>,
—CH(CO= R*®)= + NR*°C(=0)CH(R**)NR*°R**; BIUMC. —Ca
&, K C. —C. HE, MM C. - C., h&E, Cs; —
Ce iRE, MRWC, -C, REE, FE&E - (RKRMHC, -
Cao D, FE- (BRRHC, -C. Y IREE, RAMC,
-Cs &, - (HRMC, -C. YEE, BRHC,
-C. EEE, RER? MERTUFEXIAFEAFRRES
BE: 2 -MwE, ZFB%RE, BRE, pEE, pEE, 3
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—MpuEE, 4 -WEE, KWE, 2, S-"HE- 3 -H%E,
Q- E, S-ERE, 5-FEX-2-BWHE, FEXRTEK
£, 2-MekME, 2H-mE, SH-BBRE, 4 -gr
ME, dal-"mE, IH-mRE, WEEE, WEREE, ¥
FRREE, RFERNE, WEE, FH_SAMME, EFEWHE,
PWE, +EEWE, REE, kixE, —SBRE, bR
£, BRE, BEFKWE, BEF_SAUWE, FOAERE
2, RELGE, FUumE, FHAwuE, PERE, RIEX
E, BHE, |, 5-"HEEEE, \SAREHRE, BRKEE,
R, 2, I-"“HREE, BMRE, REEX, #wE, EBE,
R, MpeRprEL, MEEKRE, MEORE, RRE, BrEE, mg
be, MErEMRE, mheRE, mERmHE, wHE, BEHKE, 7
ik, p-—MHkE, NEKWEE, NAREHE, M EHE,
PUMEE, EEE, —RE, KEZHTUE - 3P HREERM
Ci —C. IMEMEARRY | -~ NEEHER2 - NS FEH
2 ; |

T KMLES—-#FR THYB%ECH fCX”

MZCR® :

Ri2, R2 IR ER-—HEXTHLHEES, 9%, FERK
*;

X2H®E. %, #FE. S(0=R% ., SR®, HHE.
(CHz ) 0R® , ®|E. — (CHR™®)NR™R', C(=Q)R" .
C, —Ces fixE, C2o ~CoFE. C>, —Coth¥, C, -
Croft®BE, FE-(C, —C,o)-fxE. Cs —C,s HixE.
$E-(C, -Cuo)-HEE, HWE, (C, -C)-KEX,
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RS

RB

—C(=NOR*)-C, —-C. —fgZ, —C(=NOR'®)H =
—C(=0)NR™R*®, XER*MRRTUFEETHHRRLN
;e

RE, g%, FE, 5%, S0).R®, G5 E,

(CHz )oO0R® , W%, — (CHR'®).NR™R*S, C(=0)R® , C, —
Cof#E, Co ~CiofiZ, Co —C.oftE, C, —Coli¥
£, BEZ-(C, —Cuo)-tx%E, C; ~Cs FigE, FH-
(Cy —Cu)—tEE, HE, (C, ~CL)-RHE,
—C(=NOR*™)-C, —C. —dxZ, —C(=NOR™)H &
—C(=0)NR™R*, XER*MRRTUNEFEELMEEFREDY
B L

x#E, CENOR'®)-C, —-C, —x&E, C, —Cs 5%,
C, —Cs gixZE, C, —Cs txEE, — (CHR'*®),.0R® ,
— (CHR*®)=3(0)nR® . — (CHR'®),NR*“R*S, C5; - C¢ Hh
B, Cz —C i, Co —Co—#E, $¥-(C. —C o)
~fkE, FE-(Cz: -Cu)-KEE, KX, Cz: - Cs Fig
FE,HE, SE-(C. -Cyo)—fxE, (C2 —Cio)—IRHK
&, SO0n(R® ), C(=0)R® . —C(=NOR'®)H HC(=0)NR™R*S,
XERPHBATUFEETFEIRRENH L

MR AR -—BEATHLMEES, C, —Cs KKE, C; -
Cro¥ffi®, FRERE, — (CHz2 )R, C, —Ces REE,
— (CHR*®*),0R® » —(C, - Ces HEV-FE, FE, RTE,
—(C: —Co RE)-(FERFTE, TENFEREFELHA
A -SPEEE, 9%, C, - Cs if¥. C, —Cs &8
E, NHIC(=0)(C, —~Cs IxE), NH(C, —Cq %), N(C,
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~Cof5H)s, BE, (02 (C, —C, BX), RENEAL
BRR; RERS MR TUEEFRE O - 3 7R TEERR
M~ (CHz )aA(CHz ) : BE, UEEXAFAEEOTH, &
M—EEERA - R, FRARRERLE - 3 M BES,
C., ~Cofi%, (C, ~Cos ) BE(C, —C. ) BRER
C. - Cos HAEHEAMM ;

R® ES— MR FHMYMAEESR, C. —Co BE, — (Cu -
C ) FEEEE, (CHo )R?2, C. — C.oIREE, MRS R" .
HE, REE, —NR™ (CHe )alR® R7 » — (CHz )\RS, LI
(CHz )< BB EH (CHz ) B2, Fik (CHa ) BB ER (CH )e
SEHTUHK L - 3 FEER. B%. C, —Co %, C, -
Co HEE, NIC(=0)(C., —Cq ), NH(C, - Co £E),
N(C: —Co %), , BERC. (C, —C, KE) MERE
B ;

R1OZESH;

RS —HBRFRIMBEORS, SROMCa - Co FISE;

RUAR=ES—HIERFHIMABES, C, —C. KX, Cs -
Co FEZRNC, —C HEE-BE,

RS- R TRIMBEES. C, —C. K%, C, —C. &
SEM(C, —Co ) HE(C, ~C,) BRE;

RHEG—HERFHRIEBEC, —C. KX, Ca —Co FEE
FB O -3 PRECRAHEE.

Re2fE S —MiF S F T % & ME, OR24, SR24, NR23R2¢. C.
~Co HIEE. -SO).R7 M-C(=0)R2 ;
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R2STABE O - SMRESRRNK, A8 —-HBRFTHTMEE T
MEER : RE, M, KEE, 2 -FE- 3 -mRE, 4 -
HE--MEXE, hWE, 5 -FE- 2 -WE, 2, 5-—
FE -3 - BME, 2-WWE, I -WWE, 5 -EHE- 2 —
WWE, 2 -WERE, 4 -mtmE, IH-m\mE, 2- s
ME, 2H-mE, 3H-BRE, 4 -RERE, 40-%
WE, aH-mimE, wWxEE, FEskwmE, ERE, FiE—
SR, EFUEE, IWE, FREHWE, mE, -89
RE, FEHE, BRE, REFRHE, REF SR,
Eiiﬁ%ﬁg,Eﬁ%ﬁE,EEWE(X%%QE),E
ERE, RESE . EKE, |, 5- “HAXSE, ASREHK
X, BBEE, BEE, RHREL, REE, BRE, =X, 5§
WA, WELE, MBE, WRE, WRE, WESE, WrEH
£, WRE, SR E, EHE, SERE, ETHE, p -
PEMKEE, DUSBRREE, MUME, ENE, =B%, NEHTHEO
—S3ABEBERRMC, ~C, REIHREARKH 1 —UEEH
ER2-WEREHE,

R2%= T 0 -SAR"EFANR, EE—HBRTHIHEY T
PIGER : H, X5, gmE, ko, J -FE- 3 -BRL,
A-FE- 3 -mmE, RWE. 5 -FE- 2 —BREBE, 2, 5
—ZHE-C-BHE, 2 -EWE, 3 -HEHE, 5 -FE-
2 -EEME. 1 -WEE,  H-mmE. 2 -REEHE,

- WA, SH-wBgE, | -RRME, daH-ERE,
AH-BRE. WEAE. EHAGHE, FHEWE, R,
RHFZEEWE, FHUmE, IHE, FRERE, kmE,
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SEEGE, hESE, URE, BEACHE, REE-SW
WE, BTERRSE . REAHE, REKE (ZiRm
£), REBE, RERE , GHE, |, 5- —HARE, A
SREHE, BUSE, BRE, RRE, RRE, BEE,
BE, WHE, WEEE, BBRE, WRE, BRE, KREE,
W, T, EEMHE, EHE, EEKE, ETRE,
B - SRWKE, MUSMBEWE, WEE, EBE, EpE
(thiophenyl ), =%&E, UEHTH I - 3P HBERMC,
~C. BEPHMERARKS | -MEBHER2 - NESEHE,

L ES MR THIMEE | -3 #E

wE1- 3.

5. RAER WA A, Kb

R' B —MERFTHIMBEAC, —C. KX, C, —C, HEE,
NR® R™ FIOR® ;

R* G —WEATHISAE FAMEN: £C, - C. KX,
C. —C. %%, NR° R™ , OR® » C(=0)R® ,» C(=0)NR® R” »
(CHz )«NR® R , (CHz )«0R® , B R REFHF -NH-WHHFM
~C(CH) (R2%) R*®), —C(OK) (R25) (R25%), — (CHz )»S(0)n—
BE, ~C(=0)R®S, —CH(CO- R*®)2 ,» 2 —WEE, —HH%
E, BRE, WWE, KEE, 3 -WRE, 4 -HEE, KW
B, 2, 5-"HE--KWE, 2 EWE, 3 -EHE,
~HE- 2 -EWE, | H-BEE, 2H-gEE, 3H-8
BE, 1 -EEE. 1 H-BHEE, FERRWHE, BEE, ¥
HUWWE. AKE. FREHE, REE, KEEE, —5E%
E, FEHE, GRE. SEARME, RoSARAGE . R
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BRuGE, RPERE (FFulE), PERE, REnx, 3
WE, 1, 5S-“HREE, \AREHE, SERKEE, Wi,
RE, MRE, WEE, EHE, WWHE, LEEE, mpek
B, WHE, BRE, SRE, WEEE, mRwE, mwx,
R E, kR, EERE, ETRE, B -HRHE, mEg%
WE, NIAREHE, DSERE, TRE, E¥E, =g%,
URHTHE I -3 MEEERNC, -C, REPHEARILY
1 - E RS 2 - ISR,

R'=, R? IR ES—-HEATHIMKXESE, FEARE:

X&Cl, Brs I, OR® , NR™R'S, (CHz )=OR'® i (CHR'®)NR™R'=;

X" &%, Cl, Br, I. OR® ,» NR*™R'*, (CHz )nOR™ =|{
(CHR*®)NR R ;

R® Bg#E, C, —Cs ix&, C, -C. fifg¥, C, ~Cs &
#, (CHR'®).0R® , (CHR*®),NR*“R*> HCs: — Ce HixH;

ReEME” AR —WIERATHIMBELEC, -Cs KX,
(CHR*®)s0R® , C, —Co HEEN — (CHz )R*™®; KER® M
R™ Bl EEE B8 —CH. OCH: B A
— (CHz )aA(CHz )r—:

AJECHz » 0, S(0)a- N(C(=0)R¥), N(R™), C(H) (OR=®), NRZ2S
HC(=0);

Re EH—-WHATHIHMEEE, C, —Cs ¥, Cs —Cs ¥
be&E, (CHz )«R®2, —NR® R™ , —NR'®(CHz ).NR® R7 ,
fl — (CHz )«R%%:

Re 2C, -C, &%,

RU“MR "ES-HBRATHIMEES. C. —C, K&, Cs -
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Coe FEMC. —Co Higk —Ix#;

R*eRES;

R¥RC, —C; in&:

R*OER—-HHEATHLHEESR, C, ~C. REMC, —C5 B
% ;

R22EH— Wi T HiL % B0R2%, —S(0)-R*M-C(=0)R25;

R?? QIR ER-WEATHUHMBEIRENC, - C. iKE;

R25TTPIg 0 - SAR"HEERR, #8—-#ER THIMES T
RUEEH . R, M, kmE, 2 -FHE- 3 -WEE, 4 -
FE-3-MKEXR, hgE, 5 -FE- 2 -HKWHE, 2, 5——
HE-3-BME, 2-%nE, 3 -ERE, 5 -HFE-2 -
BERMYE, 2-WMERE, 1 -WHE, [H-m\mRE, 2-mkk
ME, cH-mWE, 3H-BRE, 4 -BEEMEE, 4ai-m%
WE, AH-ERE, WXHEE, IHE, +SEHE, mmE,
“EBI%RE, FEASE. BRE, RoSARGE, REARGE,
FEME (XFkBE), RERE, FERE , BKE, 1,
S-ZHRFE, \ERBHE, WREE, BRE, BRHE,
MEBEE, MUuER, S E, WHE, ekEE, REE, WRE,
e, WUSITE, WRSWRE, MR E, mEwukE, @i,
EEME, ETHE, NERE, MR, ERE, SgE,
PEEHTEO -3/ MEEERMC, -C, KEFPHEARRY
| "NEERER 2 -UEREHE:

R2%= g 0 - SAHARERRR. A8 -#HHATHIHES T
MER: H, XE, M, okug, 2 -FE- 3 -mgr,
4 -HE-3-ME, EE, 5 -FE- 2 -BRBE, 2.5
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~ZHE-3-GmWE, 2-EBE, J-ERE, 5 -HE-
2 —WEWE, 2 -wymEERE, 4 - {mEE, | H-mmg, 2 -
MESEEE, 2H-MesE, SH-WIRE, 4-mmE, v
FE, AHE, TEEHRE, KWE, —S8BRE, vESE,
B, BEFRBE, ROEARTE, RARSGE, REH
£, FHNEE, RRNE, RERE, BHKE, |, 5-—H%
RE, ASREWRE, BHEE, BWE, REE, BRE, %
W, WELE, RBE, W, WrEE, WSKE, gk
X, WEE, mEE, mHE, SEKE, g -HHE, Iy
BemE ., MWK, ERE, SgE, UERHTEHEI - SABES
RAC, ~C. ETMEARNRMY | —NAEHER2 - I%
L3 L ¥
k1 -3
pfMqgR20-2:
rR1-2.

6. WAEkIHALY, £

Z ZCR® ; ‘ |

R*£C, —C., %%, C. —C. B%, C, —C, %X, HX,
®, REZE;

Rz 2%;

R* BC, —C.in%E. #%, &%, B%E. NR° R” . OR® , SR® ,
C(=0)R® ,» C(=0)NR® R™ . (CH> )NR® R7 , (CH= ).OR® .,
—C(OH) (R®3) (R?52), — (CHz )»S(0)n— &%, —C(=0)R25,
—CH(CO= R*®). ; BIRMC, —C., K%, RRMC, - C,
BE, BRRWC. —C, ¥, C, -C, HEEX, HRHWC,
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—C. hiEE, FE- (RRAMWC, -C., ) xE, FE- (I
fMC, -C, YIREE, MRMCs —Co FiE, H& -
(B C, -C, M ixE, MAMC, - C. REKE, R&
RERERNMEE, MEE, CHR, RO, wmx, 2 -
MrER, 3 -MEE, 4 -MRE, XER ARRTUEE
ERFERRENBL;

I, KRILES—#HATHIMEECH MCX”

M ZCR® ;

R+ MR?® EEEER—-THATHHFHAER B-Cl=;

X&Br, I, S(0)nR® , OR® . NR™R'™, RUH{iEE, XEH
E-(C, ~C2) xE;

X" &%, Br, I, S(0O)aR® , OR® , NR™R's, R =E{H
e, REHEE-(C, -C.) K&

R* ER—MERATHLHESGH, -C(=NOR*®)-C, - C., — %
#, C, —Cskx#E, C, —Cs &%, — (CHR*™).0R® ,
—NR™R*, — (CHR*®),S(0)nR® . — (CHR®).NR*R'%,

Cas —Cs Fte#E, C(=0)R® MC(=0)NR® R*=;

R® MIR” 8 —MERTHIHMEESR, C, —~Cs %, Cs —
Ce 3fxE, — (CHz )WR*®, (C5 ~Cs ) HixH-(C, -
Co) fE, —(C, ~Cos #5E)-FE, £FHE, -(C, —

E) -HFTELFE, XEMFTESRSEERATH 1 -
JAMEESR, C, —-C Ix8. C, -C. 4%, &%,
NHC(=0)(C. —C. #x&), NI(C, —C. &), HN(C, —
CofE) PHERATERNK: RER® WR” TUEEER
B0 2 RERBRRA - CHz )ACH: ) - BRE, HxE
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BIHKLEREENERN, TUEERR -1 8%, FREFER
L@l -24%EE, C, ~Cs RE, BEHC, -C., g4
EMEFARR;

ARCHz » 0, NR2%, C(=0) HS(0)n:

Re ER-HHATHLIMEZES, C, —Cs ¥, - (C, —
Ci)ifeERE, (CHz )R22, C3 -~ CoH %, —NR° R7 ,
5%, —NR™(CHz )nNR® R7 . — (CHz )wR%%, MK (CH2 ). 2
FEBCHz ) FE, R CHz Je BFESCH2 )e FETY
#1-31P%EE, C, -C. x&, C, —-C. k&%, 5%,
NHC(=0)(C, —C. f&x¥E). NH(C, —C. &#), N(C, —
Co &) MERAMTERNK: R° BEXE, C, -C, %,
Ci, ~C.u REEDEH 0 -2 TR SHARMCs —Ce HisH;

RUMR ES—HERTHIAEZEASR, C, —C. K&,

(CHz )«R** BLRBE 0 — 2 MR HBILHEE;

RS -—MEATHIMBEERANC, —-C. K&,

RYES-MERTHIMESS., C, - C. 5%, C, -C, &
&, K EMNR2R2,

RS —WHERATHIMEAS, C, -C. %, C, - C, &
&, & FRNR23R24,

R227E & — #4500 T $ 37 1 %% 5 OR2+, SR24, NR23R24, 0
—C(=0)R?5:

R23WR? ER—-WHMATHIBEESHNC, —C, KX,

RZ°HLIB 0 - SARHERRNL, eS8 —HBA THIMES T
BRI : KE, MmE, ®wE, 2 -HE -3 —mpmE, 4 -
HE-3-MmE, kWi, 5 B 2 -k, 2, 5— —
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AE-3-BME, 2-BHE, 3 -EWE, 5-FE_ 2 -
BWE, 2 -WERE, 1 -WEE, IH-wwX, 20— g
ME, 2H-mmgE, 3H-BRE, 4 -REEE, 40—
WE, JH-mRE, WERE, FHFRWE, REE, 24—
SR, EEMWE, IHE, FRERE, wWE, -85
BE, FEREE, BBRE, FEFGHE, RPEF-SAMHE,
ROGALAHE, RARGE, PURE. FERUE, Row
B, BERE, BHKE, |, 5-—HASE, ASREHE, &
MEEE, BEE, RHE, RRE. BRE, ERE, BHL,
WA, RGE, WUEE, WRE, WEEE, LEKE,
MR, B, EWE, SEWE, TTRE, p - EME,
DS Bk, PUME, EWE, SBE, UEYTH - 34,8
HERMC, ~C. REMEARKS | - WEEHRER 2 — 1
SREHE;

R2% & —HERTHIMBEEHNC, —C, £E;

R2°fIR* BEER— P ETHHFE R —CR®) =,

R3OZH, K%, C, -C., BERHE:

kR1-3;

PR0-2;

e & 2;

LW ES WA TR MRS 1 - 2.
T.HAERIMEAY. K

R* 2HE;

R® BC, —C. %, NR®R” . OR® , SR® . B R2" BLAHC,

: ERFE, 9%, ALAEBEORRTE, BEL, G

39



R, REHWA, RE: K22 -MwE, 3 -mEE, 4 -
"E, XER? MBRATUFESTEFETRAQENB L
X&Br, 1T, 5(0)aR® , OR® , NR“R*H#EHER"= BAMIEE;
X" BZ, Br» 1, S(0)nR® , OR® , NR*™“R**H# R B M
b & ;
R® B&, C. —CixE, C, - C, REEK - NR“R;
REFR” AR -HEATHIMEBEIENC, —C. KE.: XL,
SERIHALEFERMEN, TUEERRRE. RS . B
B AXC 15 B
Re aR—WHEATHIMEES, C, -C. REUEE 1 - 24
wEHE, C. —C2 &%, C, -C. g&aE, NIC(=0)(C,
—C2 &), NH(C. - C. fxE) MAN(C, - C. %KE)- W
EFERBRNTE
RU“HMIR"HAB-HEATHIMBEAENC, —C. KE;
RCEFHARE,
8. MHMERIWEEGY. SHERETRMLEY
N-(2, 4-“HE¥E) -N-HX -4, 6—-—HE-2-%
R
N-(2-8FE)-N-FHE 4, 6—_PHE- 2 -BERE;
N-(2-8-4- (1 -FEZE)EE)-N-HE-4, 6
—THE- 2 B
N- (2-BEE)-N-ZH-4, 6-"HE- 2 —BHEMH:
N=(2-8-4-HFEXE) -N-BHE- 4 -5 -
FH#E- 2 -&rhk:
N- (2, 4-“HEFXE) -N-ZE-4, 6-—HFH-2 -®
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WE Bk 5 |
N—- (2, 4-ZR¥E ) -N-HE -4, 6-_HE-2-BIE

W ;

N-(2-8-4-ZEZFE)-N-HEX-4, 6-_HE-2
~ B UERR ;

N-(2-B-4-BRTEXE) N-Z&E-4 6-_HE—-
2 — M % B ;

N-(2-8-4-NTEFXE) N-HE-4, 6-_F%-
2 — W TE R 5 '

N-(2-B-4-ZXPEFE)-N-HF&-4, 6--HE
-2 -

N-(2-8-4-=Z8FHEXE) -N-ZE-4 6-_HE
-2 —EEUERE ;

N-(2, 4 6-=ZFHA%E) -N-FHE-4, 6-=-F&-2
— T E B ;

N-—(2, 4, 6-=Z=HEX&E) -N-Z¥-4, 6-_FE-2
— 1 TE %

N-(2-8—-4- (1 -HEZEIFE) -N-ZH-14 -
k- 6 —HE - 2 —BEREK;

N-(2-B-4- (1 -FEZE)FE) -N-BFHE-1
— Bk — 6 —HE - 2 -

N-(2-R-41-ETEFXE) N-BHFE-4 6-_F%
— 2 ~ R ;

N-(2-8-4-ETEXE) -N-ZE-¢, 6-=—HE-
2 — MEWE R ; |
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N-(2-8-4-ETEXE) -N-FHE-4 6-F&H-

2 —WEIE IR ;
N-(2-8-4-(1-FEZE)FE)-N-ZE-4, 6
—ZHE-2-BRE:
N-(2-8B-4-HOEBFXE) -N-ZE-4, 6-_HE-
2 —WETERE ;

N-(2-8~-4-(1-FEZE) >FZE)-N-ZF-4 6
—ZZE- 2 R
N-(2-8-1-ETEFEZE)-N-Z%-4, 6-ZZ&-
2 —WEE IR
N-(2-BR-4-(1-FEZE)KE)-N-Z%-4-
(4 -HB— WWTE (piperazino) ) — 6 ~BFE - 2 —~BRRE;
N-(2-8-4-(1-PEZE)IFEE) -N-BFE-¢,
b—_—HE- 2 -k
N-(2-B-4-(1-FEZEIFE)-N-ZE-4 6
—ZHE-2-HREK:
N-(2-®R-4-(1 -HEZE) EZE)-N-ZE¥-4-
HE-6 - =8SHE -2 -BRrkK;
N-(2-H-4-BHEZE)-N-ZX—4, 6—_FHH-2
— M E %
N-(2-B-4-(1-BEZE ¥E-N-ZE-414-15
Wi — 6 —HE- 2 -—BREE;
N-(2-8-4-(1-FEZE)REZ-N-ZE-1-H§
E-6-(2-EHE) -2 —BRE; |
N-(2-8-4- (1 -FEZE IFZFE-N-KEFE 1,
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6—_—HE - 2 -BERE:
N-(2-8-4- (1 -HEZE)FXE-N-KFEPFE -
4, 6— —FHE - 2 —~BNEMK;
CON-(2-B-4- (1 -FEZE)ZXE) -N-REE-4,
6—_—HE -2 -—BREK;
N-(2-#-4- (| -BFEZEZ)EE)-N-Z#-4-
BRGHN — 6 —FE— 2 -BREK;
N-(2-B-4-FHEZEFXE) N-ZE-4, 6--H&%
-2 -BER;
N-(2-B-4-FEFEXE)-N-Z& -4, 6--F%
- 2 — R
N-(2-B-4-FBEZEFE) -N-ZF- 4 -Gk -
6 —HE- 2 —BIERK;
N-(2-B-4-BEPEFXE) - N-ZF -4 -BHR -
b —B®E-2 -EREK;
N-(2-HR¥E-4-FEPEXE) -N-Z&-4, 6-=
HE- 2 -BERK;
N-(2-ZHEE-4-FEFEXE) -N-ZE-4, 6-
THE -2 -BERK; |
N-(2-FREZ-4-FEFEFE)-N-ZE-4, 6-=
RE—- 2 -k
N-(2-FREZE-4- (1 -FBEZE)FE) -N-ZF-
4, 6—"HFE -2 -BRE:
N-(2-“HEE-4- (1 -HEZE))XZ)-N-Z%
4, G- HE- 2 W |
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N-(2, 4-——HREE) -N-ZE-4, 6-—-HE-2 -
W B ;

N-(2-HRE-4-FREEFE) N-ZE-4, 6=
HE- 2 -HwK;

N-(2, 6—Z8—-4- (1 -HEZE ) )FE) -N-ZE-
4, 6—_HE -2 -BIERK;

N— (2, 6-Z8-4-(1-FEZE)F¥E)-N-Z%-
4 -FHE-6 -G -2 -FREE;

N— (2, 4-"B%E) -N-Z%—4, 6-—HE— 2 —BHRE
%

N—- (2, 4—ZHFXE ) -N-Z2H -4 -G —6 -HE-
2 — VW B

N-(2-8-4-(1-HEZE))FE) -N-ZE-4-
HE- 2 -BERK;

N-(2-B-4- (1 -PFEZE O FE) -N-ZE-4 -
HE-6- (N-HZ-2-BEZHE) - 2 -BREME;

N-—(2, 6—ZFFEE -4 -HEEXE) -N-Z%—-4, 6=
AE- 2 -8Bk, A

4, 6—"HE-2 - (N-(2-8-4-(1 -~-FEZE))XE
) -N-ZEZE) M

N-(2-8-4-(1 -BFEZE)FZFE) -N-ZE-2, 4
-~ _HEHE-6 -EEK:

2, 6—ZBHE -4 - (N-(2-B-4-(1 -FEZE )%
E))EE )W

N-(2-8-4- (1 -FEZEFHE) -N-Z&E-56 -
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FE-4-(4-BHERE) - 2 -EBRE;
N-(2-8-4-(1-HFEZE))XE)-N-Z%-5 -
FE—-4- (BHEFE) - 2 -EEk;
N-(2-8-4-(C1-HEZEZ »¥EZ)-N-Z2&-5-
FE-4- (1 -ERESRE ) — 2 —@mk;
- ((2-R-4- (1 -FEZE) )XE)ZEE) -6 -
FE—-4-BRAKRFR;
- ((2-R-4-(1-HEZE XX )ZEE)-N-
ReXE-6-FE-4 - EEEBK;
N-(2-B-4- (1 -FEZEIXE)-N-Z%-5 -
HE-4-(4-FE- 1 -MHEEHE) - 2 -E&Hk;
N-(2-8-4-(1-HEZE)FEX)-N-Z2%—-4, 6
- —BHE-1, 3, 5-=- 2 -F:
N-(2-8-4-(1-FEZEEE)-N-Z2%-41-
HE-6-(4-BlkE) -1, 3, 5-=%,— 2 - §&;
N-ZE-N-(2-B-4- (1 -FEZE))FE-1-59
E-6-(4-RADHKE) -1, 3. 5-=8- 2 - B&;
N-ZE-N-(2-B-4-(1-PEZEIFEE) -4 -
FE-6-(4-BHE) -1, 3, 5-Z8- 2 - &
N-ZE-N-(2-B-4~- (1 -FEZE))FE) -1 -
AE-6-(C1-"M%EXE) 1,3 5-=8#— 2 —F&:
1~ (2 -BR-4-BHREFE) -4, 6——HE- 7 —0y8B,;
l-(2-R-4-REEFE) - -HE-4, 6-HE-
7 — 0 I
= (2 -R-4-RHEEFE) - -KE-1-%%-5 -
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B~ 7 — 0B

1 - (2 -R-4-RPHREFXE) -4 FE-6-HE-7 -
Y o5} g%

1 - (2 -84 6-"_BEFEE) -3 -KE-4 6-ZHE
— 7 — WY WG B ;

1l —(2-8—4 6" —HEFEE) -4, 6-ZFE- 7 —17H
B ;

N—(2-%®-4- (1 -FEZE)¥E)-N-2%-1-
Ny N-ZZEE-6-FE-1, 3, 5-=8&— 2 — B o

N-(2-8-4-(1-FEZE)ZFE) -N-Z%£-4, 6
-Z®-1, 3 5-SB- 2 - R&;

N-(2-%-4- (1 -FEZE)XE)-N-Z%-4,6
—ZEHEE-1,3 5-=8%— 2 - &;

N—(2-8-4- (1 -FEZE)FE)-N-Z%-4-
Bk ik % (imidazolino) — 6 —HE -1, 3, 5-=%— 2 —J&;

N—(2-8-4 6--HE%EE) N-Z& -4 -5 -
b —HE—-1, 3, 65—-=B - 2 —i&;

N—(2-8—4, 6-“HEEL) -N-ZF-4-N, N-=
AEE-6-FE-1, 3, 5-=H- 2 — &

N—-(2, 4, 6-=Z=HHEXE) -N-ZE-4-GH{-6 -
HE-1, 3, 5-S% - 2 - B&;

N—(2-8-4—- (1 -PEZEI¥E) -N-2%-1-
N, N-—F@E-—6-—FZ-1, 3, 5-=%— 2 —J&;

N-(2-8-4-(1-FEZE)F¥E) -N-Z2E-4-
W 5 7% (thiozolidi no)-6 ~HE~1, 3, 5-Z% - 2 - &;
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N-(2-8-4- (1 -BEZE)IFE) -N-ZF-1-
¥EE-6-FE-1, 3, 5-=%-2 - J&;

N-(2-8-4- (1 -BEZE)FE) -N-Z%-1-
FEE-6-FHEX-1, 3, 5-=%,-2 -8,

N-(2-8—-4 6 -HEEELE)-N-Z%-4-(4-
(MEHEBMZ B (ethylpiperincate))) -6 —BE-1, 3, 5-=Z%
-2 —J&;

N—(2-8-4, 6-_PEFHE) -N-Z2&-4- (41~
(WEEB% (piperizinic acid)))— 6 —HE-1, 3, 5— =% - 2
-1

N-(2-8-4-(1 -FEZE)FE) -N-ZE-1 -
(3-(2-FH-BM—ZME))-6-BH—1,3, 5-SH~2 -
Hi?

N-(2-8-4, 6—ZHgF&E) N-ZE-1-(1-K
-1 -XEFE) -6 -HE-1, 3, 5-Z8- 2 - K

N-(2-8-4, 6-_HEFE) -N-1 -FEZE-4 -
-6 -—FE-1, 3, 5-=%-2 - &

N-(2-B-1-“HEREFEXE) -N-Z%-4, 6-
“H-1, 3, 5-=%—- 2 —J%&;

N-(2-8-4-(1-PEZE FE) N-Z#%-4-
FE -6 - (FHE (thiomethyl) ) — 2 — BB ;

N-(2-B-4-(C1-BEZEIFE) -N-ZE-4 -
HE-6 - (FHETRBEE) - 2 -EREik;

N-(2-8-4-(1-PHEZE)IFE) -N-ZE-4-
HE-6—- (FERBRE) — 2 -EERK;
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N-—(2-8-4-(1 -HEZE)FE)-N-ZE%-4-
FE-6-FKE-1, 3, 5-Z%—- 2 - I&;

N-(2-B-4-_HFEEFE) -N-Z&E-4, 6-ZK~-
1, 3, 5— =% -2 - J&;

N-(2-#-4- (1 -HEZE)FE)-N-BHE-4
— R -6 —FE- 2 -ERE;

N-(2-B-4-(1 -BEZEZ)>EXZE) -N-ZE#-4-
-6 —FHE- 2 -mREhk;

N-(2-FHE-4- (1 -FEZE)IEXZE) -N-Z&E-
4(S)— (N-HE- 2" —-mwiixTE (pyrolidino) FEE ) - 5.
~B¥- 2 -k,

N-(2, 6-Z8-41- (1 -FEZE)FE- 4 -RIDHK
-6 -—HE- 2 -BRERK:;

N—-(2-BHRE-1- (1 -HEZE)EXE) N-Z2&-
4, 6-Z—HE- 2 R

N—-(2-HFRE-1-(1 -FEZE)FZE) -N-Z2F-
4, 6—_HE - 2 —HRHE;

N—- (2-FERBZE-1- (1 -HEZE)IFE)-N-Z
E-4, 6-"HE-2-BRERE; |

N-(2-B-4- (1 -FEZE)IFE) -N-Z%-4-
B S5g F & (thiazolidino)— 6 — B2 — 2 — B0 & ;

N-—(2-B-4-FEFEEE) -N-ZE-4, 6-_F%
— 2 —MEUERE

N-(4, 6-ZHE- 2 -EREE )2, 3, 4, 5-WEA -4
- (1 -HEZE) -1, 5“%#ﬁﬁ%ﬁ(benmthiazepine)

j
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N-(2-FHBE-4- (1 -PEZE )EXE) -N-Z%
—4, 6—_—HE -2 -BEE;
N-(2-ZRE-4- (1 -PEZE )>FXE) -N-ZZE-
4, 6-_—FE - 2 -ERERK;
N-(2-ZRE- 1 -PEETFEREZEFXE) N-ZE-
4, 6——HE - 2 -BREK: |
N-(2-HRE- 41 -FEETREZEXE ) N-Z&-
4, 6——"HE- 2 -BREK:
N-(2-FRRE-L-FEETEEZEFE) -N-2Z2¥
-4, 6-ZFHE- 2 -@EEK; |
N-(4-#-2-BgEE(methylthiophenyl)) —N -Z %
-4, 6-ZHE-2 —mrk.
N-(4-Z&-2-PRFEE) -N-(1-FEZH#) -
4, 6— —HE - 2 -BRk; |
N-(4-ZF-2-HRFEE) -N-Z2&F-4, 6-ZHE-
2 — W EBE ;
N-(2-HRE-4-(N-ZEKE-N-FEZEE ) >FZE)
- N-Z#—-4, 6——HE- 2 -BEK;
N-(4-ZRBE-2-FR¥E) -N-ZE-4 6—Z-HZ

— 2 —ETERE
N-(4-FEE--FREXE) N-ZE-4, 6-—-HF&
— 2 — IR ;
N-(4-RE - -FREE) -N-ZEX-4, 6-Z_FHF-
2 — WEWE R

No(4-ZBE-2-FREL) -N-Z%—4, 6-—F2X
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-2 — R

N-(4-FBE -2 -FHEE) -N-Z2#%#-4, 6-—HH%
— 2 —EEK;

N-(4-(1-FEZE¥)-2-BRFE)-N-ZE~
4, 6— —EF - 2 —MEIERk

N-{4 - (N-HEHE) - 2-FRF*E}-N-ZE-4 6
-~ “HE-2-@EREK:;

N-—(4- (N, N—ZHEfE) -2 -PRXE)-N-Z%
-4, 6—ZHE- 2 -BRE:

N-{2-8-4- (1 -FEZE))EE}-N-ZE-4-H
BE-6-FE- 2 -BRERK;

N-{2-8-4- (1 -FXZE ) )X¥E)-N-ZE-4-%
RZEAEFE -6 -FE- 2 -BERK;

N-(2-8-6-BE -4 -HEFXE) -N-ZE-4, 6-

THE- 2 -

N-(3-8-4 6" —_HEXE)-N-ZE-4, 6--HZ
-2 -

N—-(2, 3-Z8-4 6-—HEFE) -N-ZE-4, 6-=
RE-2-BRk,:

N-(2, 6-Z8-4-Z8FE) -N-ZE-4 6—--HZ
— 2 —WBUERK;

- (2-R-4-FHEXKE) -3 -RE—4, 6--FE-
7 - W |

1= (2-B-4-BHEXE) -4, 6-FE- T -WHR,

I-(2-R-4-RREXE) -3 -RE-6-FH- 4 -
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EE- 7 - E0;

l—(2-B-4-RHEFE) -6 -FE-4-FE-T7 -
oy 5] 8%

1 - (2-8—-4, 6-“HEEE) - I -KE -4 6-ZHE
— 7 — W W ;

1 - (2-8—-4 6-—HEEE) -4, 6-"FEZ-7-IH
Wk

1 - (2-B-4-RHEFXE) -6 -E-3J-RE-4-H
B 7 -0y

1 —(2-B-4-RHEXE) -6 -84 -FE-7-70
w5] Bk

1~ (2-B-4-BREFE) 4 -E-3-KE-5-H
-7 -0y,

1l - (2-B-41-BHEFE) 4 -E-6-BEF-7-W

ms] ok |
N-—(2-R-6-FgHE-3-wXx)-N-Z2%-4, 6-
—HE- 2 -
N-(3-8-5-PE-2-MEE) -N-ZZX-4, 6-=
B - 2 - HRME |

N— (b -FRE-3-WRE) -N-ZE—4, 6- FE-
2 —BIERE

N—(2-B-6-FHRE-3-HRE) -N-ZE-4-F
E-6- (4-BKE) -1, 3, 5-=%- 2 — B

N-{2-#-4- (1 -SFEZE)HKE)-N-ZH-4-
(N- (2 -BWEE) - N-FERE) BE- 6 - FEERR,
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N-{2-B-4-CI-FEZE)XE)-N-ZE-1-
(4, - FZ-EERETFE)FRE] -6 - PFEERERE;

N—-{2-8-4-(1 -FEZE)FE}-N-ZE-41-
(4 - FARMEFE)RE-6 —PFEERERE;

N—{2-BB-4-C1 - BEZE)>XE}-N-ZF-4 -
(4 - ERMEFE)OFE-6 —FEERRK, H®E;

N—-{2-8-4- (1 -HEZE)FZE}-N-ZE-1 -
(1 — Bk ) Y- 6 -FEBRERE;

N—-{2-B-4-(1 -HEZE )&} -N-Z&-1-
(3-(PEXE )FEFE} -6 -FEERE:

N-{2-#-4-(1 -BHEZE))FE}-N-ZE-1-
(2 -WEWE) HRE- 6 - PEFERM;

N-{2-8-4- (1 -FEZE)FE}-N-Z&-4 -
(2 -BmE)RE- 6 - FEERK:

N-{2-@8-4-(1 -FEZE)EE)-N-ZF- 1~
(5 —WBREE) -6 - FEERERK;

N—-{2-8-4-(1-BHEZE)ER)-N-Z#-41-
(4 -BEEIBE-6 -FEEBRE; ,

N—{2-8B-4-(1 -HEZE)IFE}-N-Z&E-4-%
E-6-BHEBEK:

N—{2-8-4- (1 -FEZE)F¥E)})-N-Z&-41-Z
BE-6 -HFEBRERK:

N-{2-#-4- (1| -FEZE)FZE})-N-ZZ&-1 -
(BE-3-WMEEFX) -6 —FEBERK;
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N-{2-®-4-(1 -BEZE IFE}-N-ZE-4-
(4 - (PFEEE) -3 -WREERFRE]} -6 -FHEERRE;
N-{2-B-4- (1 -BREZE)FE}-N-ZE-4-
(3-mpmei) — 6 - FEERE, hmi;
N—{2-8-4-(C1 -PHEZE))XE}-N-ZE-4—
(1 -EEZE) -6 -FEBRRK:
N-{2-8-4-(1-HEZE)FE}-N-Z2&-4-
(2-(4-mmE) - | -PFEZE}-6 -FEERK;
2-(N—-{2-#-4-(2-FE IFXZ)HE)-1-H
BiE -6 —EEERE;
2-(N-{2-8-4-(2-FE)EZEE}-N-ZEFE)
— 4 -HEEE-6 -HEER;
g -{2-®-4-(2-HE)IFEE) -2 -FE-6-BHKf

- S5

- {2-R-4-(2-HE))FE]-2-HE-6-BHK
-3 -~ HEER;

1 —{2-8®-4-(2-FE)IFE)-6 -FE- 4 -BHERK
=5, T-ZRAZEHM;

2-(N-{2-B-4-(2-FE)EE}-N-ZEXE)
— 4 -BHRRBE -6 -FEER: UK

2-(N-{2-B-4-(2-FHE FE)-N-ZEHEE)
-4 - (BHREE) -6 -FEER,

. —HRTESEFRABTAMADDRBELERRE, BEE, B
MRAE, MHENMRENANE, HRARE, & LERR, BUESS
iE, RENH, MABXREESE, ARHEER, WEHRRE,
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HHRARNBENER, HYRE, REEREEATREBOIE, &€
BAFEAMADYRHABTEFREMNSENANER! -8 b~
WMz 8 B (composition) RIL &Y.

10. P44y, SEVTHHBRERNBTARINNAERIL
-8 HFE—WNMZzHR (composition) I &Y.
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w M P

IN-GRE-N-SEERRARANTEY

EFRBEBR

A R Ui 9 R

AEPPRFHLEY, LY RRBDHAEY, UEEHEN
BITHEMN. MERR, ABETENR. S5EBFXNER, NIHGEN
BER, ELERE, 2ARE, BUESAE, RENH, WRE
KRREGAME, BHEEMREHENREE, HYRERBREER,
BYBR, REEREKEFRENTE.
8% MR HE R

RELIBRERMERRET (HAHKRICRF) , B—1SHT+
— T EEMBEK, EREAVBAEBRERENE (POMC) fTAMKMNE
ERIM &S BN — N EXEBHETF (J. Rivier et al., Proc.
Nat. Acad. Sci. (USA) 80: 4851 (1983) ; Y. Vale et al.,
Science 213: 1394 (1981) ). HRTEBRGBETEAST R I E
RIfERALLS, HCRF MARALEENEY, I—MEET ERS
BIPRBERETHI BE45%, FAFE ENS5ABTHHEBRK
BRHEATFHERASHE RN, BAENBRTIEN. (. Vale
et al., Rec. Prog. Horm. Res. 39: 245(1983) : G. F. Koob,
Persp. Behav. Med. 2: 39 (1985) : E. B. De Souza et al., J.
Neurosoi, 5: 3189 (1985) ) . W HEWHRMW : CRF ZABEKN



RESEH. CHEREAOWNMZANBAEEFREEAR (J.
E. Blalock, Physiological Reviews 69: 1(1989) : J. E. Morley,
Life Sci. 41: 527 (1987) )

KR BIERYE, CRF ST TABEWR, 5EBFANERES
RRBEANLCHEERMER. FECRETCRF EMAERRESE
aiE. HERKEAIE. TEERER, ARBELARNENES
HHRRELENRNELRNBEEREPEANBL, AAXBERS
FRHMERFAPCRF WMETHHUBEBEE L. (S RE. B. De Souza.
Hosp. Practice 23: 59 (1988) ),

ERBHERBETENNEES, KBENTEHRE®E (CSH)
FCRF I RWEEH®. (C. B. Nemeroff et al., Science 226:
1342 (1984 > : C. M. Banki et al., Am. J. Psychiatry 144: 873
(1987) : R. P. France et al., Biol. Psychiatry 28: 86 ( 1988) ;
M. Arato et al., Biol. Psychiatry 25: 355(1989) ). # 8.
BRB[EMNBEEE LHCRF ZEMEEBEHRME, X 5CRF Mt
5w (C. B. Nemeroff et al., Arch. Gen. Psychiatry 45:
S7T7C(1988) Yo BSh, WIIMEBETUET : RELIBERUE
CACTH > X CRF ( B BKIES ) IR BH. (P. ¥. Gold et al.,

Am J. Psychiatry 141: 619 (1984) : F. Holsboer et al.,
Psychoneuroendocrinology 9: 147 (1984) : P. W. Gold et al.,
New Eng. J. Med. 314: 1129 (1986) ). FAREFEAXRKED
PBEBBAEEKIAHFRS “CRF IEEHREBTALNBMERGEE”
KRG TH - FH. (R. M. Sapolsky, Arch. Gen.
Psychiatry 46: 1047 (1989) ). HHMATEEW : =F B HF W
BALUMAECRF MK F, WTMH ABBPCRF SHMNE



(Grigoriadis et al., Neuropsychopharmacology 2: 53 ( 1989)).
ENSRBHXNERNREELFRAPHLIHTHCRF EENE
W CRF TEDDET=LEREBHN, Z—RAMFHARBA G
CEEWTEH _ERE - FEH _ELHAXRERYGS5CF ZHEH
EfEM. (D. R. Britton et al., Life Sci, 31: 363(1982) :
C. ¥. Berridge and A. J. Dunn Regul. Peptides 16: 83(1986))
E—RIGHRB PN HBENCRF ZHBEHN a —MBEXCRF ( 9
4 SR EHEERA T e R RN FEF A
B “RHHEE” MR (C. V. Berridge and A. J. Dunn Hornm.
Behav. 21: 393 (1987) : Brain Research Reviews 15: 71
(1990) ). WELY, ATRUZELEOMHRHIENCRF 5%3#
THRERRRBZEFHEAR, X—RWHCRF EXBERFHH
ETRETHE-FPHIERE. KAFX (AWTF O ERARYHI KR (K.
T. Britton et al., Psychopharmacology 86: 170 ( 1985) ; K. T.
Britton et al., Psychopharmacology 94: 306 ( 1988) ) B& &
MK B (N. R. Swerdlow et al., Psychopharmacology 88: 147
(1986) ) ¥ TCRF PREEBERER. EAERFIKRPR
MEPEEGNERNEF S EREZHEAN (Rol5— 1788 ) DA &
B ABHECRF BIEH, MEF _HARAREHRDN (FGT142)
WMABCRF MfEM (K. T. Britton et al., Psychopharmacology
94: 306 (1988) ) .
HAEMARBARANBE LR RO EREESE T
HEE. RERE: ENSFTYRXREFTWEBMCRF T &4 W
BME. BHLABMEN SR BL—RAGHMUNCRF &
fEMM (a —helical CRFo-a:) fEEEIMABFREYW : CRF BHH



ArEEMRESEF A REMHUN XRER” EH. (BRG6. F.
Koob and K. T. Britton, In: Corticotropin—Releasing Factor:
Basic and Clinical Studies of a Neuropeptide E. B. De Souza
and C. B. Nemeroff eds., CRC Press p.221 (1990) ).

AFREEBRHARFZEZEAED, LADUARLERER
EHRZEERBEMBRNBRAIASCRF ZEEER. ¥TX—
R CREBRHERPNTRESEMTRNERHEER MDY
CRF AN AP RAE YU THRADHRSABRTLNERAE
BERTH. LEAFRIANFFEEXEYHANEIXERISE,

X E % PlNos. 4, 788, 195 fi4, 876, 252 R T EFLEE
R (A)HEYHAR:

R4

R3 \‘/\/RS
I

NN
t
|
N
R R

(A)

HRTXREAYTHTHTWAD YOS, THEER, RER
BB 56

PCT Bi8W0 89701938 Mk TAFHRER (B ) HikaYHa
BENA :



(B)

XEUEGYTTATHRITHENRER, ¥ TELERERWEARENE.
ERZIMCICHFEER.

XEZFHNo. 4, 783, 459 WRTRAFTHAER (CHMkaH
BN A & i

RELEDAFRARNGER, SHEYTHOMEEER.

XEEFFNo. 4, 992, 438 FAFTAETHS4 FRAMILEYH
MR R



KBGO EARENAF I ZREYEAAEERARABENT
i

BRM LA HIF0 013 143 A2 A TRATHEAMLEYH
N AR

’ N
G(O)C(W)HCO—@*N% —< B
o/ N_(_

|
Vv

WA THREGDAEFANFERAN.
XELHNo. 5, 063, 245 PR THEAFTHERMLAEY

mEEWCRF BIERERM HE
Pa
O N/N\P.Z
L

PCT #i&W0 91.718837 PHARRFTHEAM LAY -

R3, Ré R3 S
R N O e \'Eq °
;!31 R!

KPR? REF-ZN HMIKE, R EBUREE, Fkit4Hx
WEAERATRWHFH.



Bx 3 % # 53iBEP 0588762 Al AR TRAFTHEANLEY -

EFR* B2C, -C, &, gRhaYTHAEOaHECHNH
MEGABE. X—HiFE—BRBMAFTHARLEYRITLHR.
HYBHEEL, CHERPEBERENER.

Bk % 7 81 IGEP 336494 A2 FAATRAEFTHEARMLAY -

HBEXEN-R*, R* ¥BRBARRMEE, HBLaDTHE
B 2
EEFI, 988, 338 FAFTAEFTAEIMLEY -

\]
RANR R™

N x
.
R"S N T
RVIII



KR WHUREBRMHEE, %EXL4YEH RARKETE.
Bk % 1 MEP 0563001 Al PAFTAATHERNLAY:

=Y
l

Re
Y\ N

(T

RS >|</ N

R4 11
7 R

fJ
R3O\

!
At2

AXLGDERNTHER. WREREBEARTEE.
BR#f = A B iFEP 0155911 Al PAFTAEFHEKXMNILEY !

R'NR
N
NT X
foss
RS N TN

|
Re

He R BRAMERE, BLEAYTHEREN,
BAREEMAU 8425873 A PESAFTHERAMLEY :

AN N
'R \>—A—Ha
vZ '|"

R2

K R2 WHBAMERE, gXbdYTENRBAZS.



Eswaran et al. Org. Prep. Proced. Int. 24 (1) : 71-3,
(1992) P RFTHEAGHRTHYMS, T- BB RELEHHNE.
El —Bayouki et al, J. Heterocyecl. Chem. 22(3) : 853—-6,
(1985 ) paEEIERPEIYES T-—HRBRELGTYHINE.

ERAPLTYRFERBG TR ARPCRF S EZEEAM
AN RERRS LGN EAR T L. RBLEYITRTFHRT—
RIBEER. HEKHAMNSERAEXNERR, iu: BRESS
i, REWPW, FERBARRESTE, BHhiEER, WERKEE,
BYLRBER/ABHER, BYEK, REEAREFRNE. FRELR
BRETFEEFENLAYEGYESY .. FIET 0 AR o 6 2 91 %
MERAREFELXXBHR A

AR B EE

FRBEBEN-RE-N-FE-BEBEXLGYEETLED.
Heat, HERAERER. SRLEGYESCRF ZEHEABEFERE
pEh, BREMNYTHEAREWMRER, 0K EEWE, 5&
BEXAER, OGN AMBRERRY, ELUEHRE. BEE
A, AEMY, MEBXEKEAME. FHEER, BEHKR
i, BYRBERE AL AMER, HYRK, REXE, £FE
¥, HERITHER.

ARANFLADEENTENRINLEY -



BRETHAMERNG, SHRAF Y LCR™, NHCR20,

WY ZCR BN B :

R' S — WA FHIMBEEC, —C. 5%, C. —C, BE,
Ca -~C., %, §%E. G, —C, @itE%, NR® R” . OR®
S0V R® 5

RS £C, —C. %, %, C, —C, ¥&HE, C, - C, gi
X, WE, BE, NR° R, OR® , S(0).R® » C(=O)R® .
C(=0)NR® R” . C(=S)NR® R™ , — (CHR'®).NR® R” ,

(CH= )x0R® » C(=0)NR*°CH(R**)C0= R*2. —C(OH) (R25) (R25=),
~ (CH2 )»S(O)n—4E%E. — (CHR™®) RZ5 , %R?S RERH
—NH— B3R & — C(CN) (R2) R*®), —C(=0)R=5,

—CH(COz R*®)=z , NR*™C{=0)CH(R**)NR'°R*2,
NR*°CH(R"1)C0= R*2; BIR#C, - C. &%, BRMC. -
C. BE. RMC. - C. HE, BILMC, —C. KEX.
£ - (RRWC, —C. )X, TE— (RRHC, —C, )
REE, BRMCs —Co R, HE— (RRMWC, —C, )
KE, RRMC, —~C. SEEE, HPR> MRATUEE

10



EMFARREMBRLE: 2 -MEE, kx, 3 -mrE, 4
-MRE, 2-HE-3-mMRrE, 4 -FE- 3 -mrE, 5%k
WE, 5 -FE-2-%mWE, 2, 5-_HEX- 3 -KkmE, 2
~RBE, J-EBE, 5-HE-2-BHRE, 2 -BEERE,
4 -MeRE, RERTKE, ¥, H-8/mE, 2 -z
ME, 2H, 6H-1, 5, 2——@EmR%E, 2H-mwgE, 3H-
Wik, 4 -WEEME, daH-vEmE, 4H-mBRE, 6 H-
1, 2, S5—E_BRE, WE, WEEE, WHEEX, Kok
E, BNFENE, flE, FF_ZwE, RHFmmE, B
£, +EEW%E, EE, kREE, —S8RE, PESHE,
BIRE, REFEME, BEF _SAMwWE, Ro-SAR2GE,
REARGE, RPEWE, XFKuE, PERE, FEBEE, 3
HE, 1 5-“HAHE, ANBEKE, SHEL, BKE,
EwE, EBEHE BEE, WERARC-BE
( phenoxathiinyl ), BB E, 2,3-“H#EX, BHE, &K
G, BRUER, SR, WK, sesE, npeokst, mmiE,
MR, WEERE, MEEEAEE, MEOERMEE, WORE, ERKE, %
WE, EEWE, ETHRE, p-RKE, NEKWE, IER
WEWRE, WMEERE, MUBE, mEE, Ry, EgE
(thiophenyl ), ZHRE, WHE; REHTH -3 M EHE
RAMC, -C. EMEARKY | ~-WEEHER 2 - WER
W o

I, KRILES—MERTHRY#E AN, CH fcK: ;

MECRS &N ;

V BCR!™ N ;
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Z RCR%2 N ;
R'=a, R2 iR A/ -—MPATHIHMEES, §F, SHE,

C, —C: REANRE;

R+ B (CHz )n0R*®, C, —C. IRE, HBHE, RFEE,

(CHz )mR*3, B — (CHz ).0C(0)R®;

XE£xm®, S(00=R® , SR® ., HEE, ~ (CHz ).0R® , —O0R® , ¥

R=

#, — (CHR*®),NR*"R*®, —C(=0)R® , C, —Cs fx#E, C,

—CLFRE-—IKE, C, ~CoHE, C2o ~CiotkE, C,

—CrofidE, FE-(C. —C,)-iE, C: —Cs Hink,
FE-(C, —Cuw)-REE, HE, (C, - Cl)-KRRE"

(thio— (C; — C o) —alkyl). —C(=NOR*®)—-C, —C. —
B, —C(=NOR'**)H, ®-C(=0Q)NR™R*>, XER MR
MEETHARRENTHHR L.

"ES-WEATHIHMBRESR, I, S(0.R°, FHE,

— (CHR*®*)-0R® . W%, — (CHR*™®).NR*™R**, C(=0)R® , C,
~Ce i#E, Co -Coli%E, C. —CuftE, C, -Coli&
E, FEZ-(C, -Cu)—ix¥E, Cs ~Coe FixE., ¥E -
(Cy —Cruw) -IREE, WE, (C, —C ) -KRHE,
—C(=NOR*)-C, —C., — 4%, —C(=NOR*®)H, T
—C(=0)NR*“R", XER"MBRRATUFETFTEAHEHTRRE
ok Jel

RE#E, ~CENOR™)-C, -C. — 5%, C, —C, i,

G, —C. ®EE, — (CHR™).0R° » — (CHR™®).S(0).R® ,

—(CHRm)pNR“RISo C3 “Cs Kﬁ‘EE, Cz _Cwﬁ
gv Cz —CmﬁEE. %g_(cz —Cw)_ﬁgs %g_
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(Ci ~Cuo) —BHE, RE. C, —C, REHE, BE, &
£-(Co —C,o)—#%, (Co —Cu0)~KRE (thio— (C
— Cio)—alkyl ) s S0(R® ), C(=0)R® , —C(=NOR'®)H =
~C(=O0)NR™R™, TER “HBRTUBETFEAETRRE
: ok - S

Re MIRT EH—MMAFHIMBEES, C, —C, KX, C, -
C ifEE. C, —~Co H¥HE, (C. —C..)-HEEKE,
— (CHz )«R**, (CHR*™®),0R® , —(C, —Cs EE)-F X,
HE, BE. —SO0): ~BER-(C, ~C, EX)-REER
EE, MXENEERRLETH -3 REE. 88, C,
~Co %, C, —Co HE%, HE, NHC(=0)(C, - C,
BE), NI(C, —Cos %), N(C, —Co 5E). , WE., &
£, 00: (C, —Co %), RE, MS(0)z—(C, —Cq -
BE)MEAEERR: RETLEAE—BBRHE0 - 3 4R 7
(ERBURE — (CHa )oA(CH: )r—: RE. HERFEFMAERY
BE, ABAE—EBR—TRF, FRAFERLH - 34
BES, C. —Co BE, BE, HC, ~C, BAEMNEAN
R

ARCH: » 0, NR25, C(=0)» S{0)ns N(C(=0)R'™), N(R'),
COD (RR™R*), C(H) (OR=®), C(H) (C(=0)R=1), BN (S(0)RZ):

Rs 8~ HER FRIMBESR, C, —Co fRE, —(C, —
Cr)HiEiRE, (CHz ).R?2, C3 —C,o¥ixZE, —NR® R” .
HE, ~NR*® (CHa )aMR® R7 . — (CHz )uRZ5, & (CHz ) 2%
EH(CH )e BE, (CHo)e REER(CH: ). TEMTH 1 —
SAHEE, BE, C, —Co KX, C, ~C, KHE, X,
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NHC(=0)(C., —Cs t%¥E), NH(C, —C, %), N(C, -
Co i)z » BHE, RE, C0z (C, —Cs %), KER
$0)z (C, —Ce —IR¥E) HEAMK ;

R ERH—-MEATHIHMEER Y, BE, C, -C, iKEX,
C: ~Ce igXE, Co —~C, HE, BO-3TPR"RNRAHFE
MBO-3T R *BMRW-(C, —Ce IE)-FE;

R, R*®, R?® MIR?* AE—MHATHIMBEEHRC, -
CasfE:

RUBBHO-3AZETAHEARKMNC, —C. %, FRRRE
®H :

I, HE, #HE, BE, NE, UREXE, ki, ¥
E, BIRE, —S9%RE.

HE, YHMPEMR EE—E£E, & (CHz )e;
RPASHERANAENRRPERLZRENAENEMBAYPE
RUEHMHBATHLMEECN, OR®, SR*HMC: —Ce HigHE;
RUHIRCERBAHBATHYUMEAS, C. ~C o HFRE-KRERN

R 19,

RYES—-HBERTHIMESR Y, C, —-C, REX, H%,
ORZ3, SR2%, NRZ3R**, f1(C, —Cs )E(C, —C., )&
¥

REeER—-HBATHIMESR Y, BE, 9%, C, - C., i
£, C, —C, IREE, C(=0)R?>, ANE;

RUER—HHATHLMEAC, - Co RE, C; —C, FiEXE,
(CHz )R%%, M0 -3 MR “SBMIRHIEE,

R*OEF—-HHERTHLMEER ™, C(=0)R?*, MIC, —C., &
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X

RAESHFAFHIMBER®, C, - C, EHE, NR2R2* A
BE;

R22ZE 8 —Fi§ W F MLz & %, OR2¢, SR2¢, NR33R24, C,
—Cs fx#E, C3 —Co HigE, —S(0)aR? R —-C(=0)R25;

RZSAIH 0 - SARIERRK, ES—MBRTHINEE TN
EF: %K, WHE, KRE, 2 -FE-3-HEE, 48
-3 -WwRE, kmE, 5 -FE-2-BKWE, 2, 5-—H
E-3-mmE, 2 -HHE, 3-HHE, 5 - HE- 2 -
BE, 2-WEGE, 4 -WEE, EEFTHEEL, | H-m®
&, 2-WmgixEE, 24, 6H-1, 5, 2— g, 2 H-
Mg, SH-BRE, 4 -MEFEE, 4al- R, 4H-
BHE, 6H-1, 2, 5-M_%E, WRE, TEIEE, |
HE, ¥HmE, RAEDE, RBE, EH_SwwL, ¥
FUWWE, AL, FEERE, KEE, “SNRE, PR
E, BIRE, REFUWE, REX_SRWE, FoNERY
X, RARSE, RURE, FEKSE, PESE, FEm
£, GHKE, |, 5- “HAXE, \SREKE, SRS,
BWE, ERE, EUHE, WERE, BERE, BERREFC
“RE. WERE, 2, 3-“HARSE, BRE, WEE, BR
B, SR, WHE, RESE, BRE, WKE, WL,
R, MERSUKEE, OSE, WmAOKE, mWE, SEWL, &
THRE, B -URWE, UOKWE, UME, WHEE, WK,
EWE, SHE, yHE, URBTEO -3 MBEERTC,
~C. REMBEANRM | -~ NEEHER 2 -NAREHE,
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R2% WH 0 -3AMR7HEZERNK, ESHBHR THIBEEHA
R 25,

RZEF—HHRATHULMEAC, ~C, g%, C. —C., BE,
Cz —C. f#E, C, -C., IREE, H%, HE, KE, 5%,
SEE, NERELOEEMNEN:

RIEFG—-HBRATHLHMBZEBC, -C, 5%, C: —-C, FixXE,
Ca ~CroXixE-fxE, AFE-(C, —C., )-5Ki%E;

k, mArEG-HHRTHLBES 1 - 4

nEE-HHERATHIMES 0 - 2 ;

P, oMz EB—HERATHIMES 0 - 3 ;

tMwES— MR THIMES 1 -6 ; FHELI ECX » KA
L#&CH, FHEMAECRS &, m
(A) ¥VHMYARAN, ZECH, R* IR® BHE,

(1)3#HR* RPEn, M
(a) X E0H, X’ ZHB, R> RBRHE;
(b) HXMX’ &—0CHs B, R REEL —NHCH; =
—N(CHs )= ;
(c) 3XMX’ £—-0CH= CHs B, R iR
~N(CHz )= :
(2)¥HR* BZ &, 1
(a) XX’ £-0CH: Bf, R REEERPMK:
(b) B XEBr, X’ 20H B, R> REEROH:
(c) ¥XZ& —SCHs» X7 2HBt., R TR
—CHz OH, 3| CHz N(CHs )=z ;
(B) 3 VAYRZN, ZRCH, R* EZ¥, R* BREHE, X
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2Br, X’ H, 3#H
(1) R* &CHs 8, M
(a) R*® ReEROH, 1 —WRWkZE, —CH. — 1 —WR%
B, —CH: ~(N—-4 -HE-1-EKkX),
—C(O)NH— %%, —C0= H, —CHz 0— ( 4 —
&), —C(0)—NH= , 2 —W|8gE, —CH: 0—-
(4 -%BFE), -NCHz2CHs ) (2 -8—-4~
RPREEE ) ;
(2) R* & —CHz CH= CHs B, M R= Rk
—CHz CHz CHs :
(C) 5V, YMIZEN, R* BRZE, #H
(1)R® ZRE&E, XE®R, X’ Z2Ho, M
(a) 3R &CHs B, R REEROH 2 —0CH= CN;
(b) ¥R* &—-N(CH= )= Bf, R* Rk
—N{CHz )= ;
(2)R® £-0CHs , X2 —-0CHs , X’ £HB, MR3
AR AEEWEN;
p—H &R, %I, KRMLBECH, MECR® B, W
(D) V, YRZEZEDP—-PMUAEN;
(E) ZVRECR™ o, ZHYREHBEN;
(F) HYRCR®™ of, ZHVAEHBEN;
(G) HBZRACR* o, VAYBABEN ;
(H) RELEVAYHZNKL VECR'™ WY RCR? of, Z#k
EN;
(I) ZVAMYRN, ZRCR?2, R2 RHHFHEC, - C; KX,
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R4 £C, —C, %, R° REL2 -HRE, HK
E, —HRBRE, KBE, 3-MRE, 4-HRE, 2
-3 -WRE, 4 -FE- 3 -WRRE, HRWHE,
5 —HFE-2-%WE, 2, 5S-_HFE- 3 -BWHE, 2
~EWE, 3 -EWE, 5-FE- 2 -EHE, 2-B
MHER 4 - HRE,

(J) SVAYEN; ZRC(R? ; R BH®C, —C, f%;
R* B£C, —C. f%; R, XM/ KX’ £EOH, HE,
CFz, C, —C, Ix%¥, C, —-C, 4%, C, -C.,
RRE, KE, S%, EXPHRE, RC, - C. BER
£: R* BC, —C. %8, WR3 KL — NI (B
MEBE)R-N(C, ~C, KEE) (RRHEE),

HEHA, BYBCR?® B ;

I}, K, L, M, Z, A, k, m, n, p, q, r, t, w, R3,

R0, R1*, R, Ri3, Ri18, R18 R19 R21 R23 R24

R25, fIR27 bR E X, R25 BRE FRFEYNAN, ETUE

C, -C. g%, HE

VEN;

R*£C, ~C. 5%, C, -C, %%, C, —C, #o%, C, -
C., EE, H%, RE, RE, “FEE, EFEZN-F
ERFE;

R? AR —HIFR THYMEES, 9%, C. - C, BE, ML,
FERM-CO2 R

R MIR2° ZZWM— I ETH, HR2° B-CRO) =RE —N=
B, R* 2-CR2®)=%Z -N=; %¥R2° £—CHR™@) &,

18



R+ & —-CH(RZ®) —;

X#&Cl, Br> 1, S(0)nR® , OR® , pGH#, — (CHR'®).0R® , W%,
— (CHR*®) pNR™*R*®, C(=0)R® . C, —Cq Ix&, C, ~C
WE, Co —CooftE, C, —Cofi¥E, $E- (C, —
Cu)—#&E, Cs —Ce iz, FE-(C, —~Cyip) KK
B, HE, (C: —Cu)-HKKE, —-C(=NR*)-C, -C,
—fx%ZE, —C(=NOR*®)H, REC(=0)NR™R*®, XER=mHBRK
WAFEEAHFARCEAH L

X" 24, Cl, Br. 1, S(0)uR® , — (CHR™®),0R® , SGHHZ, WE,
— (CHR*®)oNR**R*®, C(=0)R® , C, - Cse %, C2 —C 10
HE, Co —Ciottd, C, —CoitdE, HE-(C, -
Ciu)—fx%E, Cs —~Ces HltE, HFE-(C2 —C ) - HKE
%, W&, (Co —Cu)-W&E, —C(=NOR*®)-C, —C,
—5%, —C(=NOR*®)H HC(=0)NR® R**, X ER *HBRNRT
DEEEA#FHRAEN®R L.

Rs Bpg®, -C(=NOR*®)- C, —-C, — &, C, - Cs %,
Cy, —Cs ite®E, C, —Ce HiE#&E, — (CHR™®)0R® ,
— (CHR*®)sS(0)nR® » — (CHR'®),NR™R*®, C:; — Cs ¥ix
£, Co —Ciof#, Co —Couo—-$h¥E, $Z-(C2 ~C )
&, FE-(C, —C.o)-mEE, ¥, C; —Ces ¥k
HE, HE, S2-(C, —-Cyu)-fxE, (C, —Cw)-xE
%, S0n(R® ), C(=0)R® » —C(=NOR*®)H HC(=0)NR® R*=,
RER"HMERTUEEEAFARRENRE

R MR EH—MIEATHLMEAS, C, —~Cs &, C
Ciro¥ffiZE, — (CHz )R, —(C. —C ) —FEERE,
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C, —Co REE, —(C, ~Co RE)-FE, 5%, ¥E,
—50)z ~FEE-(C, ~Co RE)-2FERFE, MixE
MEZERRASEEATH 1 -3 M EEE, g%, C, —Ca &%
£, C, ~Cs IREE, X, NHC(=0)(C, - Cs &E),
NH(C., —Cos %), N(C, —Ces i) , HE, #X,
€02 (C1 —Co iE), ANEMERATERR: RER® A
R MEE—EERHEI - 3 MR TEEHRIRMY
—(CHz )aA(CHz )r—; BE, YEBIXEEENAN, T
E—EBRE—TRK, FRERERLE 1 -3 EEE, C,
—Ces ¥, 8%, HC, - Cc REEMEARBPR

R® ER—HFATHIMEAS, C, ~Cs RE, —(C. -
Cur)fixEikEE, (CH2 )R?2, C3 —C o Hix#E, —(C, -

Ce fxE)-F%E, #FE, —NR*™, —N(CHz )nNR® R" ,
— (CHz )uR?®. —(C, —Cos In¥E) - L£FERXE, Hb

~(Cy ~Co fE) - RFERSETHI-3 BAS, 5,
C, —Co %%, C, ~Co &%, HE, NHC(=0)(C, —
Co %), NH(C. —Co fi#), N(C. - Co k%) , BE,
BE, (0. (C, ~Co %) AREMEFEBRR ;

R S —HEATHIMALER Y, 5%, C, —~C., SHE,
C: —Co H¥igE, Co —C, BELIEH 0 - 3R PHEAH
HE;

RUTIRSEG—HFRFHIMBESR. C, —Co KX,

Cs —Cos HEE: (CH2) RZREO - 3R
B ER
RES—HERTHIMBER, C, ~C., KEXE, §E&,
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OR?3, SR2#3, FMINR>3R2¢;

R*EF—MHERTHILMEER WRC(=0)R3;

R*2°EH—-HHFRTHLMESRE, 0R?*, SR2%, NR23R?¢, C,
—GCe ¥4, —S(0)aR?* F-C(=0)R2";

RZCRERIE;

R28gC, —C: fx#E, C. —C, H¥, C. —-C. %%, &,
C, -C. iEE, gRHBC. - C., KEKE;

R2°IR* — BB —1THTH, ¥FAB
4R+ E-CH(R?®) -8, R2¢ B —-CHR3) —,

YR B-CR**)=& -N=#f, R2° B-CR3°)=8®—-N—;

R3°R&, KZE, C, -C. &, C, —C. 4%, ¥&. C,
—Cz &, HE, BEE, REREE;

R3EC, -C.ix¥E, C; ~C» MRERFE-(C, —-C. )%
& ;

FHES], KMLEACH, MECRS . ZECH, R® 2CHs , R28
#H, R® BRWE, XEBr, X’ £H, R* RCH: 8, M
R3% REgERLH, —-C0= H 8 —CHz NHz :

H-EMFEARS T, KALMACEH, MRCR® , ZEN, }#H
(A) R2?® £-C(R®°) =8, MR2® HR3® 7z -BH;

(B) RZ?® ENm, RR® REgG#HK, Ni- , NO- , CFs ,
CO= K, CO2 — 4R, txE, BE, KEE, OH &
— (CHz )u0 % E:

(C) R2® ENm, WRXHX’ ERBFRX, R* BRWHE,
MR22 AEHFE; HF .

(D) R2® BN, R' (s, R REER, MRS REH
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EREE,
FEERRELABRTHR I b4y, R

Y &CR3= &N ;

R*EC, -C. k&, %, g%, C, - C. fifk#E, ¥,
NR® R? » OR® , SR® , C(=0)R® , C(=0)NR® R" ,
C(=S)NR® R7, (CHz )«NR® R7 , (CHz )w«OR® ,
C(=0)NR*°CH(R**)C0= R*2, — (CHR'®),.0R® ,

—C(OH) (R®°) (R#*=), — (CHz )=S(0)n—{R#&E. #ER2® RES

—NH— B393R i &) — C(CN) (R2®) (R*®), —((=0)R>S,

—CH(CO= R*®)2 NR**C(=0)CH(R**)NR*°R*2; BU{tBIC, — C.,
fidk, BMAAMIC. —C. H%, BAMC. —C, ¥, C; -
Ce ik, MRAMC, - C. REE, FE- (RARMC, -
Ca V¥, FE - (BRHC, - C, )REE, BIMC,

~Ce i, E- (RRAMC, -C. )ixE, BILMC,

—C. RERE, XHR?” R TUEELASTRAREY

BE: 2-WREE, ZERNRE, SIRE, mEE, kg, 3
—METEE, 4 -WIEE, mE, 2, 5-—HE- 3 -BWE,

2 -WEWE, 3-mWE, S-FE-2-EBE, ERFRTE
E, 2-WegieEE, 2H-megE, 3H-®BE, 4 - g
ME, dal-rRmE, dH-wHE, "EHE, VHEERE, ¥
FRWE, KHAERE, hRE, EHX_SMWE, EHREHE,
WWE, +EEw%E, kg, kenE, —S8RE, dEH
Z, BRE, BEIGWE, REF_SHmME, RoSARH
E, REARGE, RURE, ¥k E, RENE, FE®

E, BHRE, |, 5-ZH4FE, \SFEHE, BrgE,
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WEE, 2, I-ZHEAMFEE, MRE, WEE, RRE, LK,
MW, MEERATE, MEekokEE, mpwRE, SRR, WUEX, wpeg
bi, WEUEORE, URREE, mEERKE, WHKE, SEME, £
HE, B-MRWE, NERHE, NEREHE, MIAEHKE,
PUREE, MR, —RE, KERYTLUB 0 - SAKAERP
C, —C,s mMEMETRAM 1 —NEEHER2 -HEFEH
&
Iy KNLES—-#MERTHLMEECH ACX

- MZCR® :

R'=, Rz IR S —HEATHIMELSR, 4%, FEXN
e

XBEE, S(0=R", SR® , HEE, (CHz ).0R® . RE,
— (CHR*™® ) NR**R'®, C(=0)R® , C, —Cs 5%, C, —C 0
B%, Co —~CuftE, C, —Cofk8%, ZE- (C, —
Cio)—#5%, Co ~Co HiHE, £E-(C, —C.)- K&
%, WE, (C, ~C.o)-E®E, —C(=NR™)-C, —C.,
— 5%, —C(=NOR*™)H B —-C(=0)NR™R™, XER '*fBI{t
TUFEEASETRRENR L,

X' 2%, %, SO)-R® , HFE, (CHz ).0R° , RE,
— (CHR*®),NR*“*R*>, C(=0)R®* , C, - Cq I, C, — C 0
BE, Co ~CrfE, C, —Colf%E, EE— (C, -
Cro)—f%, Ca —Co FEE, BE-(C, —C,) K%K
£, H%E, (C, —C.o)-5®E, —C(=NR*™)-C, - C,
- 5%, —C(=NOR*™)H & -C(=0)NR™R™, X ER =gt
AUFEETEFRRENRE
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R® Bg%&, C(=NOR'®)-C, -C., -ix%¥, C, —C, &%,
C, —Cs pitg#, C. —Cos &%, — (CHR™®),.0R® ,
— (CHR*®)x3(0)nR® » — (CHR™®):NR*“*R*®, C3; — Cs RiR

E’ cz "Ow'ﬁgy Cz _Cw—ﬁg’ %E—(Cz —Cm)
—ﬁg’ %g_’(cz _Cm)‘"ﬁigy ﬂgv Ca —Ce ﬂ:ﬁ
K&, HE, §Z-(C. - Co)—ix%E, (C2 -Ci)—&KEK

B, S0.(R® ), C(=0)R® , —C(=NOR*®)H HC(=0)NR™R*>,
KERCHBRTUAEE TS RRESBE |
Re MIR™ 8 —HWR FTHIMAES, C, - Co X, Co —
CofBE, FEEEE, — CHa )R, C. —Co BRE,
 (CHRI®).0R® » — (C, —Co BE)-%E, BE, KEE.

~(Cy ~Co i) -REERXFE, XENFERREEEF
ﬁfﬁl "3/l\ii§i! @ﬁ’ Cx _CE ﬁg’ Cx _CB ﬁ‘.i

E’ HHC(:O)(CI _CB ﬁg), NH(CI _C'B ﬁ§)9 N(C’l
_Ca ﬁg)z ’ ﬁg, COZ (Cl -Cs ﬁg)! ﬂﬁﬂﬁ%ﬁﬁf

R RER® MR WERBRE O - 3R THEBRA

#1— (CHz JoA(CHz )r—: BH, BESHIEEEHER, W
M—EEERBH— 18K, FREFERLE | -3 P RES,
Cr —Cs 5iE, (C1 —-Cs ) E(C, -C, ) REEN
Ci —~Co RAEMERBMA ;

R® ZH—WHATHIMEASE, C, - Cs fKE, —(C, -

Cu)flgEfE, (CHz )eR?2, C5 —C o Fix#E, —NR®R7,
S, —NR*(CHz )aNR® R™ , — (CHz )w«R25, DA (CHz ). %

5 & (CHz )« %%}F}fh“(CHz Je #FEER(CHz )e FEHTLL

ﬁl"‘3/f‘ﬁ§i’ @ﬁ’ Cl _CB ﬁg’ Cl —Cs ﬁi%v
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NHC(=0)(C. —Ce k&), NH(C, —Ce tx#E), N(C, — C,
). » REMC: (C, —Co %) HERAFEERR;
RS
RUES—MHERTHIMEAEOR?, SRPAMC: —Cs HigH:
RY“RIREG-—HEATH MBS, C, ~Co ftH#, Cz —
Coe WIREMC, - C o HiRE-RE;
R"ES—-#HATHLHMEES, C, —C, k%, C, -C. &
HEM(C, ~Cs ) KE(C, —C. ) KEHE;
RYEE—MEATHIHEEC, —C: 5%, Cs —Cs HigH
MPO—- 3R B A 55
RZ22xw— MR TH ks ME, OR24, SR24, NR23R24, C,
—Cs HixE, -S0).R? M-C(=0)R?> MEFPES:
R25ADI# 0 - SAMREHRRNK, AS-HEATHYHEE T
BIRER: FE, g E, skE, 2 -FE- 3 -mEE, 4 -
FE-3-WRE. RHE. 5 -FE- 2 -%WE, 2, 5-=
FE-3-BmE, 2 -@EWE, - -EWE, 5 —FF- 2 -
EWE, 2 -BERE, 4 -WHRE, 1H-BERE, 2- s
WE, H-wHE, SH-B®RE, 4 -EEHEE, 4al-9
WE, dH-%RE, WEHE, FHFmE, HRE, ¥%=
AR, R EE, AWE, TEEWE, RMEE, — g8
wE, PREE, HRE, BEXHGHE, REF_SUWE,
ROAARGE  RPRRYE, REHE (XFuynE), B
REMEE, RAWEE , BHE, |, 5-—HEEE, \SREH
., BHRE, SUE, REE, RREE, ®oEE, mu R,
Wi, MMATEE, BRI, WmE, @A, MoRmE. mrkok
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B, WRE, WRE, wHE, SERE, ETHRE, B -
MRk, PUSSkAEE, MUORE, MUE, ZRE, UERHTHO
—3PHEEANC, ~C. REPHEARAN | — WE &
EX 2 -WEAREHE;

R2%= AP0 - SARERRNK, ER—HERATHMILMEST
Sl EM . H, €, WoE, sk, 2 -HFH-3 -gRrX,
4 -HE-3 X, RWE, 5-FE- 2 -BHE, 2, 5
-THE-3-BHE, 2 -EnE, 3-EWE, 5 -FE-
2 - EME, 4 -WEERE, | H-wW X, 2 -k E,
2H-mtwR, 3H-BRE, 4 -EKEWHE, 4al-kRE,
AH-mgE, WErRE, EHwE, FHEDE, FERE,
EA_EMWE, B E, AKE, TTEHE, REE,
ZEABRE, PEAHE, HRE, REFGHE, RIS
WE, ROFARGE  REARTE, PRNE (K
), RERE, REmE , GKE, |, 5-ZE&BE. A
SARERE, BRGE, BRE, REE, REE, BRE, =
WE, WEE, mERE, RRE, Wl ERE, WRKE,
MR, MErRE, WEORE, SHE, SEHE, ETHE,
B—PRMkE, VOStkWE, MEE, wuE, Ry

(thiophenyl ), =W, UERHTH O - 34, BEERNC,
—Ca REPHEFARRY | - NEAEHRER 2 - WERERE;
tES—FHATHRIMES | - 3 3FH
wi1l -3,

FRPBHETERELAVETRAILE&Y., Kb
Y ;Z2CR2¢;
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Z fCRZ ;

R REE, HE, EZFEE;

Rz BE;

R3 Z2C, -C. %%, %, 5%, W%, NR° R” , OR® , SR®,
C(=0)R® » C{=0)NR® R™ , (CHz )«NR® R™ , (CHz )«OR® .,
—C(OH) (R*%) (R®%2), —~ (CHz )oS(0)n—4%%E, —C(=0)R35,
—CH(CO= R*®)=z ; BMLMC, —C., &, MRAWC. - C,
mE, B C: —C. &, C; —Ces HixE, WM C,
~C. mEE, FE- (BRAWMC, —C, D IRE, FE- (K
R@WC, -C. IYIEE, RRMHCs: —Ce HiE, EE-
(BRRHC, —C, )Y RE, BMtMC, - C., REEE, ®F
REEEMMEE, WRE, GHR, ROHkR, kmx, 2 -
MERE, 3 -WIEE, 4 -WRE, XER MRARTUEE
EMEFBRARENR L

I, KNLES—®MBRTHIMEEECE RCK’

M EZCR® ;

R4 MiIR*° BERER—TMHLTKIIFAER B-CH=;

X&Br, I, 5(0)aR® , OR® , NR*™R'", R "B EREHE
—(C, -C2 ) InE;

X" BS, Bry 1, S(0)-R® , OR® , NR™R'S, R =E{tf
MEREEZ-(C, -C.) E;

R® B —-MIHRTHLMEARE, -C(=NOR'®)-C, —C. -
£, C, -Ces g%, C, —Co KEE. — (CHR*™),0R® .
—NR™R*, — (CHR*®),S(0)nR® , — (CHR®),.NR4R!S,

Cs —Ce HixE, C(=0)R® MC(=0)NR® R';
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R fIR” EXF—WHRATHYLHMBEESR, C, —Ces &x&E, Cs -
Ce Hit#¥, — (CHz )uR*¥, (C3 —Co ) HiE-(C, —
Cs) fi%E, —(C. —Co E)-F%, #5%, —(C, -
Co nE) RFERFE, AEMNFTERRTERATH 1 -
3N %EBEE, Co —C. ¥, C, -C. REAE, &E,

CNHC(=0)(C, —Cz f#E), NH(C, —C. &xE), FMN(C, —

C. t#¥). #MEFMERN; XER® MR™ WUERE B

B0 - 2AHARVEBRAM - (CHz )aACH2 )r— BE, 5%

BEHEEEENEN, TUEERBR - MRH, FERFER

L#E1 -2 %ES, C, —Cs i#, BERC, -C: ixE

2 & J B
ARCHz ,» 0, NR?®%, C(=0) ES(Q)n:

R AE—#HATHIHESSR, C, —Cs &E, —(C. -
Ci)HimEMRE, (CHz )eR??, Cs — C o ix&E,.-NR®R7
##E, —NR*®(CHz )nNR® R” » — (CHz )«R®®, BAR(CHz )« %
FER(CHz ) FEFECHz ) 2FER(CH2 )« FTETHUH
1-34%ASE, C, -C: k%, C, - C. REE, &€&,
NHC(=0)(C, - C. %x#), NH(C. —C: ##), N(C, —
Ce fE). MERAEHRMNA; R° 8 E, C, -C. k%,
C, —Cs IREELXHE 0 - 21 R*HAMCs; —Ce FiRE;

RU“AMR"ES-WRHATHIHMESSR, C, - C. K&,

(CHz )«R®*? DARB O - 2 MR HRAMFE;
REEH—HBATHIMESANC, - C. fkE;
RYES—-MEATHLEZER. C, —C. K&, C, -C2 i

SE, g &FNRZIR24,
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ReER—MHHEATHLMGEAS, C, —C2 4%, C, —-C, ix
KE, g RRNR2R24:

R 223 & — Fh A 00 T Moz 3 3% B OR24, SR3¢, NRZ3R2¢, M
—C(=0)R%5;

R2*HIR? R -FHATHILMBAENC, —C. KHE;

R2°5TPIB O -3AMRERRR, AH—FHEATHIHBEE TR
WER: BE, RE, k@R, 2 -FX- 3 -0fwE, 4 -
ARE--RE, Wi, 5 -HE- 2 -KkWE, 2, 5-=
AE-3-BmE, 2-BWE, 3-EWRE, 5 -BFX- 2 -
R E, 2 -BEHRE, 4 -mkE, 1H-wEE, 2-mki
WE, 2H-mm¥, SH-BRE, 4 -BErEEE, 4al-
WE, AH-BRE, WEHAE, XHWE, ¥, ¥
FAMWE, FHEEE, NHE, FEERE, ®EE, g8
RE, PAGE, BIRE, BEXARBE, REH_SMWE,
RIAAZRGE, RELRYE, RURE, RH¥WE, PEX
E, BISwE, BHE, |, 5-—HALBE, \SRSHE, &
Meh A, MR, JRRE, MIRE, BEE, EUE, RKE,
ML, BERE, WEE, WIRE, WHREE, WEgE,
MR, MEREGKE, MKE, SEHRE, TTHRE, B -k,
PUSRRRE, PUBKE, mWE, ZBE, UEYTHI - 34 5%
ERERMC, -C. IREMEARMKMN | —mEERER2 -1
ARBHE

R2° ER-WHEATHIMEEHMC, —~C., KX

R2°FIR* ZEER - TETHFHER2®°E-CR?*) =;

R3ZH, K&, C, -C. EERFE;
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k21 -3

pPR0O—-2;

g & 2;

tMwES—MEATHIMES 1 - 2 ;
ARPAEREMLEYRTHA e, HPBY RCR® F

Nt

R ER—WHATHIMEEC, - C. K&, C, - C. pikXE,
NR® R™ FOR® ;

R ER—WHATHIMES TAMENR: 2C, —C. k%,
Ci —C. %%, NR® R , OR® , C(=0)R® , C(=0)NR® R ,
(CHz )«NR® R™ » (CHz )«OR® , % R2% REWHH —NH- gAY
—C(CN) (R®®) (R*®), —C(OH) (R®®)(R®®=), ~ (CHz )S(0)n—
e, —C(=0)R?%, —CH(CO= R*®)= , 2 —mpme®, —HuW%
E, BIgE, mpmE, sk, 3 -mkEE, 4 - MR, %W
E, 2, 5-“HE-S-mmE, 2 -HBE, I-ERE, 5
~HE-2-BBE, | H-mmlE, 2H-mgE, 3H-®
E, 4 -URGEME, 4H-mRE, FEEokmE, mEX, ¥
M, PIWE, TErEdE, RUPE, KREE, 5%
Z, TEGE, HRE, REFRBE, ROAERXHE . 7
APEE, RERE (FHFKBE), FERE, RERE, B
WE, 1, 5S-ZREFEE, \SREWE, BWEE, Pux,
MRE, MERE, WEE, GOE, WHE, WekiEE, ok
B, M, BRE, EuE, WEKE, sk, moxE,
MK, EHE, EERE, ETHE, B -HRHE, WAK
WX, WEARPEWE, NS, UL, mRX, =G,
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BEHTHE 0 - IAMEEERMC, -C. REPHEADRS
| - FAERER 2 - WA FEHE;

R1=, R? MIR® R -#WHATHUMEESR, FEORE;

X&Cl, Br» I, OR® , NR*R'S, (CHz )mOR'® | — (CHR'*®)NR**R*=;.

X’ &%, Cl, Bry I, OR® , NR*™¥R*, (CHz )mOR'® =
— (CHR*®)NR™R*= ;

R® %, C. ~Ce Ix¥E, C, —C, fifgE, C, —Cs K4
B, —(CHR*™),0R® , — (CHR™®).NR*R*> 8 Cs —Cs ﬂ:ﬁgp

R MIR” AR —FWRATHIMEEC, - Cs KkE,
—(CHR*®),0R® , C, —Cos fREERM - (CHz ) R**; RXERS
MR” AT AERER# — CHz OCHs fEBBUR M
— (CHz )aA(CHz )r—:

ARCHz » 0, S(0)n, N(C(=0)R*™), N(R*®), C(H) (ORZ®), NRZ®
®C(=0):

Re ER-MBATHLMEESE, C. —Ce k%, C: —Ce K
fe#, (CHz )<R%2, -NR® R™ » —NR'® (CH= )aNR® R7 ,
1 — (CHz )wR?%;

Re B2C, —C, Ix&;

RUHIR "ES—#HATHLMEAS, C, —~C. k&, C; -
Ce FiHERMC, ~Co HixE-—H%E;

R®REE;

RWOWEC, —-C; &%

R*EF—-HIFATHLMEESR, C, ~C. REMC, —Cs &
#;

R*2?E®— AT L% BE0R, —S(0).R¥F -C(=0)R?5;
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R2® MIR>* ER-—MWHATHIHMEGHENC, —C. KE;

R2°WLHE O - 3ARVEZRNK, ES—WHIFRTHILHBEE T
A EEH . FE, ek, kmE, 2 -FE-3 -mrE, 4 -
RE-3-MrX, wHE, s -FE-2-KWKE, 2, 5-=
AE—-3-mkmME, 2-®WE, J-EGE, 5 -FH-2 -
WE, 2 -BERE, 4 -MKRE, LH-B®BE, 2-H}giE
WE, H-mw¥, SH-BIRE, 4 -MEHE, 4al- K
ME, AH-wRE, WXEE, HHE, +TEHE, Rigx,
ZEWNRE, FEHE, BRE, FoSEAHE, REAHE,
FEEmE (EHkWE), RERE, RERE , BHE, |,
S—ZHRFEE, \ERBHE, SREE, BEE, BERE,
MTERE, MR, WK, gwE, mesE, BmkE, ErE,
e, WegiE, WO E, meEE, wEskE, SR E,
BEMHE., ETHRE, NECHE, WHE, L, ZKE,
PAERSHI -3 MHRAERANC, -C. KEPHEFARRM
| -SSR ER 2 - NEREmE,

R2S= WP O -3AMREKRRR, ES—FHHFRATHLMEE T
PMER: H, X%, mpml, skmX, 2 -FX- 3 -mfrE,
4 -—FE-3 -k, wwE, 5 -FR- 2 -BWE, 2,5
—“HRE-3-mRWE, 2-EwE, 3 -ERE, 5 -PE-
2 —EWME, 2 -WyEERRE, 4 - WEEEE, | H-mex, 2 -
M tTAEE, 2H-mmgE, 3H-BRE, dH-dgE, v
B, PIME, +EEHRE, REE, —S8gE, PEHE,
BRE, REFGHE, RPoSEETE, RERHE, RoH
X, FHRSE, puEmE, Romi, QHE, |, 5-_H2%
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FE, \SREWE, SHixE, WX, REL, EREE, i
WAL, MEmRr R, WERE, MRE, MrE, WesE, wes
X, Mo, MEmAE, wHE, SERE, p-FHE, ng
PR R, PURRE, WE, ZgE, UEYTHOI -3 HEE
RAC, -C,. GEFHEANARN | —UEEHER2 -ng
FEHE;

kg1 -3;

pRIqZ0 - 2;

rg1 -2,
EREMAECEREAOLEGYETHX I kad, B, NYE
CR2® &Y :

R* REPX;

R3 BC., —C. %, NR° R” . OR® , SR® , ®R 27 B{LMC,
—C: MERFE, %, RAFEENRRE, BERE, Bk
R, REHR, SEE, RE2 -MwE, 3 —gwE, 40
HE, XER? MR TUFEETHEFTRUCEAH - .

X&Br, T, S(0)nR® , OR® ., NR™R™“HBR® BIRMIEE .

X’ RE, Br, 1, S(0).R® . OR® , NR“R™SH BR> BICH
ﬁgi

R® 2%, C, —C. %, C, —C, mER®K —-NR"“R":

Re AIR” s/ —HFATHTHESLANC, —C. £, %=,
SEBFHAEEEMEN, TUEBERRIER. R%. B
B 413 ol

R® EH—WHHATHIMEES, C, —C. HEUEHK! - 24
EBR, C, -C. 4%, C, —C., 5%, NIC(=0)(C,
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—C2 fg&), NH(C, —C. &%) FIN(C, —C. fx&)- #

EREERANFTE:
R*“HMR "ES—-#WBATHIMGEEIANC, - C. KX
RICEARAKRE.
TRLGYRENREN

N—-(2, A—ZHEEXE ) -N-FHE -4, 6——HE-2-%
TERE

N-(2-8%F&E) -N-BHEZE-4 6-_HE- 2 -EEK;

N-(2-8-4-(1-FHEZE)FE)-N-HFHE-4, 6
-~ "HE-2-BEER;

N-(2-BEZE)-N-ZE-4, 6-_FE- 2 -BEkE;

N-(2-8-4-HEFXE)-N-FE -4 -EH{-6 -
B2 -®REH:

N-(2, A-Z“HEEE) -N-ZE¥-4, 6-_FXE-2-8
ﬁ.ﬁ;

N—-(2, 4-—Z8%¥E) -N-HE-4, 6-_—HE-2-BE
EE;

N-(2-8-4-ZEFXE) -N-HHE -4, 6—-FE-2
— W 0E B

N-(2-B-4-BTEEXE)-N-ZX—-4, 6—-HFZE-
2 — Vg g IR

N-(2-8-4-BTEXE) -N-BHEX-4, 6--H%-
2 —BEE R ;

N-—(2-8-4-Z8FE%¥E) -N-HE -4, 6-—HE
-2 -BERK;
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N-(2-8-4-S85BEXE)-N-Z28-4, 6-—HE
-2 R,

N—-(2, 4 6-=ZFEFE) -N-BE-4, 6--HE-2
— W 0 % ; |

N-(2, 4, 6—ZHEERE) -N-Z% -4, 6—-_BHE-2
— W 0E B

N-(2-R-4-(1-FEZE)IZE) -N-ZE¥-1 -
A - 6 — B 2 -k

N-(2-B-4-(1-PEZE)IFE) -N-BFX- 14
- Bk - 6 —HFE- 2 -BRE;

N-(2-B-4-ETEXE) -N-HEFE-4 6—_F%
-2 -EERK:

N-(2-B-4-ETEXE)-N-ZH-4, 6-_—HE-
2 — WEE B

N-(2-B-4-ETEFE)-N-FH-4, 6- _HZE-
2 — BB

N-(2-8-4-(1~-FEZE)%¥HE )-N-Z%-4, 6
—Z“HE-2-BRkK: |

N-(2-8-4-ROEEEX) -N-ZE-4, 6—--HE-
2 —WEERE

N-(2-R-4-(1 -PHRZEIEXE)-N-ZE-4, 6
—ZZE -2 -k,

N-(2-B-4-ETEXE)-N-ZE—-4, 6--Z2%-
2 — R R ;

N-(2-8-4- (1 -HEZE )EE)-N-ZX¥-4 -
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(4 -FB%%FE(piperazino) ) — 6 —HE— 2 —HEEK;
N-(2-8-4-(C1 -HBEZE)>FE)-N-BHEE -4,
- —EHE- 2 -BEK;
N-—(2-B-4- (1 -BHEZE)FE)-N-Z%-4, 6
~-_—HE-2 -@Ek;
N-(2-8-4-(1-HEZE)IFE)-N-Z2&-1 -
HE-§-SHFE- 2 -ERK; |
N-(2-8-4-BHEZE¥) -N-Z2X-4, 6——HZE-2
— W E B
N-(2-B-4-(1-FEZE)ZEX-N-Z2E-4-1
WA — 6 — R 2 BRI
N-(2-8-4-(1-BHEZE)EZEX-N-Z2E-4-H
BE-6—-(2-BHBE) -2 -FRE:
N-(2-8-4- (1 -BEZE)FXE-N-HEPFE-4,6
——HE-2-BEEK;
N-(2-R-4- (1 -FEZE )FEXE-N-REFEHE -
4, 6— _FHE -2 - EEhk;
N—(2-W-4-(1-FREZE)EXE) -N-hFEHE—4,
6—_HE—- 2 -BRERK;
N-(2-#B-4- (1 -FEZE)IFXE)-N-zZ¥-1 -
RINBH —~ 6 —FE- 2 —EERK;
N-(2-B-4-HEZEXE) -N-Z2X -4, 6——HE
— 2 -
N-(2-B-4-BEFREFER) -N-Z2%E -4, 6—-—H&
— 2 — R
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N-(2-B—4-FHEZEXE) -N-ZE- 4 -B@KL-
6 —FHE- 2 -EREE;

N-(2-B-1-FEHEFXE) -N-Z% - 14 —-Bit -
6 —HE-—- 2 -HRK,;

N-(2-HRE-4-HEHFEFE ) -N-Z2&—-4, 6—=
HE-2 @Rk

N-(2-"“HEE-4-PFEHFEXE) -N-2Z2& -4, 6-
“HE- 2 -IER;

N-(2-HRE-4-FEHEER) -N-z2% -4, 6—-=
HE-2-BEE;

N-(2-FRE-4- (1 -BHEZE))F¥E) -N-ZHE-
4, 6—_HHE -2 -BHK.

N-(2-ZHEE-4- (| -BHEZE))FEE)-N-z2&
—4, 6-"HE- 2 -®EEK:

N— (2, - “HRF¥E) -N-Z% 4, 6-—H%— 2 -&
WE B% |

N-(2-BRE-41-FRPEEE)-N-Z2%-4, 6-=
-2 -,

N=-(2 6-Z®-4- (1 -BREZE)IEE)-N-ZE-
4, 6— —HE- 2 -mEkk,;

Ne- (2, 6-"8-4- (| -FEZE)EE) -N-z2%-
4 -HE-6 -RADHA - 2 ~SEog k.

N-(2, 4—ZH%xE ) -N-Z& -4, 6-—FE-2 -®BR
&

N-(2, 4-ZHEE)-N-Z%E-1-GHi{t -6 - -
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2 — W E Rk ;
N-(2-RR-4-(1-BEZE )FE) -N-2Z2#-4-
HE— 2 — sk
N—-(2-8-4- (1 -PERZEIXE)-N-Z%E-4-
HE-6-(N-HE-2-BEZEHE) -2 -BRE;
N-(2, 6~ ZHEX -1 -HEEXE)-N-ZE-4, 6-=
HE- 2 -Bwk:
N-(4-BREE)-N-HE-4, 6-—HE-2 -ERE;
N-(2-BZE) -N-HE-4, 6-"HE-2-BREE;
N-(2-Z8FEFXE) -N-FE-4 6-—H&-2 -
ﬁﬂ'ﬁ;
4, 6-_HE-2-(N-(2-H-4-(1-BRZE X
B)-N-HEHEE) W,
4, 6-ZHE-2-(N-(2-8H-4-(1-FXZE )%
E)-N-ZEHX)%wr;
N-(2-B-4- (1 -FEZE))FE) -N-Z&-2, 4
~-“HEE -6 -EREE; |
2, 6-ZHFE-4 - (N-(2-8-4-(1-FRzE )%
BE)EE ) WE:
N-(2-®-4- (1 -HRZE)IEHE)-N-Z#-5 -
FE-4-(4-BHRESE) -2 -ERE;
N-(2-B-4-(1-FHEZE)FZEE)-N-ZE-5 -
FE-4- (BHEFE) -2 -BRE;
N—(2-8-4-(1-FRZE >FEEX)-N-2zZ&-6 -
BE-4-(1-MEEHE) - 2 -BEREE;
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2= ((2-B-4- (1 -BEZE)IXE)ZEE) -6 -
FHE~- 4 -BrHEMKPE;

2= ((2-R-4-(1-BEZE XX )ZHE)-N-
FoE-6-HFE-4-SEHEER;

N-(2-B-4-(1 -HEZE )FE)-N-ZE-5 -
BE-4- (4 -PE-| -HGEHE) -2 -EEk;

N-(2-8-4- (1 -HEZE)IFERE)-N-ZHE-4, 6
——HE-1,3 5-Z8- 2 -&;

N-(2-B-4- (1 -FEZE)EE) -N-z%—4-
BHE-6- (4 -BHE) -1, 3, 5-ZH- 2 —&;

N-ZE-N-(2-B-4-(1-BEZE))EXHE-4-H
E-6- (4 -RIKBHE) -1, 3, 5-=8- 2 - k;

N-Z#-N-(2-#-4- (1 —HEZE)ERE) -4 -
HE-~6—- (4 -1BKE) -1, 3. 5- 8- 2 - &;

N-ZEZE-N-(2-#-4- (1| -BFEZEIEE) -4 -
RE-B6- (1 -mEHE) -1, 3, 5-=%~- 2 — &,

= (2-W-4-RAEEFEE) 4, 6-“FE— 7 -0/ H5;

1 - (2 -B-4-RREFEE) -3 -KE-4, 6-—HE-
7T — WY

1 - (2 -B-4-REEXE) -3 -FE -1 -FE-6 -
FE—-7 -5,

- (2-B-4-BHEEE) -4 -%E-6-FE-7 -
my ) gk

- (2-8—4 6-"HEXEE) -3 -WME—4, 6- "L
— 7 -8,
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1—(2-®—4, 6-"HAFE) —4, 6-—FE— 7 —0y5
%;

N-(2-B-4-(1-HEZE EE)-N-Z#%-4 -
N N-ZZHEE-6-HE-1, 3, 5-=8- 2 —&:

N-(2-R-4-(1-PEZEEXE)-N-zZ%-4, §
-“&-1, 3, 5—-=% -2 - k;:

N-(2-H-4- (1 -HEZE)YXE)-N-ZX-4, 6
- —HEgX%-1, 3, 5-=H- 2 —

N-(2-8-4-(1-PEZE EXEEX) -N-ZE-14 -
kT E (inidazolino) ~ 6 —H%¥-1, 3, 5-=8 - 2 - &

N-(2-8—-4, 6-ZHEFEE)-N-Z¥ -4 -—BHEL-
B-FA%E-1, 3, 5— =% 2 - &

N-(2-8 -4, 6—_HEFXE)-N-ZEZ-4-N N-=
HEE-6-BX¥-1, 3, 5-=8- 2 —K:

N—(2, 4, 6—=HEXE) -N-Z2X- 4 -1kt -p -
HE-1, 3, 5—-=8%— 2 - H&:

N-(2-R-4-(1 -BEZEEXEE)-N-ZE-14 -
Ny N-—_HEE-6-HE-1, 3. 5-=8% -2 - k&

N-(2-8-4- (1 -BHEZEI¥EX)-N-ZE¥-4 -~
R FE (thiozolidino) — 6 —HFE-1, 3, 5-=H, - 2 — Bk,

N-(2-8-4-(1 -HEZEEXEE)-N-ZE-1 -
TEE-6-HFE-1, 3, 5-=Z%- 2 - &:

N-(2-B-4-(1-FEZEZ EE)-N-ZE- 41 -
FEE-6-BE-1, 3, 5-=8- 2 - K.

N-(2-8-4, 6—_HEXE) -N-Z&E—-4- (4- ("
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B 8% Z 8 (ethylpiperinoate))) —6-HE -1, 3, 5-=% -2k
N-(2-8-4, 6 “HEAXE)-N-ZE-4-(4-
( WREE B¢ (piperizinic acid)))— 6 —HE-1, 3, 5-=@ - 7 B
N-(2-88-4-(1-HEZEZ)XE)-N-Z%-4 -
(3-(2-WZM_-ZWME}-6-FHE-1, 3, 5-=%- 2 - K
N-(2-8-4, 6-—_HHEXE)-N-ZE-4-(1 -
E- | -XEPE) -6 -FHE-1, 3, 5-Z%- 2 -EK:
N-(2-8-4 6-"HEEE)-N- | -BEZE- 4~
k{6 -FE-1, 3, 5-=8- 2 - B
N-(2-B-4-—BHEBEREXE)-N-Z% -4, 6
—¥E-1, 3 5=, 2 -K:
N-(2-8-4-(1 -HEZEIFXE)-N-ZE-4-
HE-6— (FRE (thiomethy) ) — 2 — IR .
N-(2-8-4- (1 -BEZE)¥XE)-N-Z¥E-4 -
FA¥-6— (FHRZE (thiomethy) ) — 2 — &R, S-_8iY;
N-(2-8-4- (1 -BEZE >ZE)-N-2Z2%X-4 -
¥ -6 - (F®WE (thiomethy) ) — 2 —B®AE, S-Hikd:
N-(2-8B-4-(1-HREZEXE)-N-Z%-4 -
HE-6-FEE-1, 3, 5-=Z8%—2 —k;
N-(2-#-4-—_9HEEHRE)-N-ZE-4, 6-_-%-
1, 3, 5—-=mk— 2 — F%:
N-(2-#-4- (1 -HEZE )EZEE)-N-BEFE-1
-BHR -6 -FE—- 2 -HERERK:
N-(2-B-4- (| -BHEZE)FE)-N-Z%-1 -
H—-6-HE- 2 -BRK:
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N-(2-FRE-4- (1 -HEZEIEXE)-N-Z2%E-
1(S)— (N-FHE- 2’ —ugmiETE (pyrrolidino) FEE ) - 6
11 T

N-(2, 6-Z8-4- (1 -FEZE)FE- 4 -FEREHK
-6 -—BFE~- 2 -BEkk,;

N-(2-FRE-4-(1-PEZE >FE) -N-Z2%-

_ 4, 6—:Eﬁ§_ 2 _Qﬁﬁ;

N-(2-FEBBEE-4- (1 -FEZE)IEXE)-N-2Z
E-4, 6-"HE- 2 -k

N-(2-B-4- (1 -FRZE)EEX) -N-z2%-1-
BE ML £ T & (thiazolidino)— 6 — B2 — 2 — LK I%

N-(2-B-4-FEFEXE) -N-Z2¥-4, 6--HE

— 2 —EE R
N — (47 6—2513%— 2“@“’;@%% )'2! 3 4:; S_Egi -4

—(1*$§ZE)—bS—K%ﬁﬁ%ﬂMMmmwm%

N-(2-FHRBE-4- (1 -PFEZE)OER)-N-Z%
-4, 6-ZHE- 2 -k,

N-(2-ZRE-41-(1 -HEZE)XE)-N-Z%-
4, 6— —HE - 2 — Bk,

N-(2-ZRE- 1 -FEETREZEEE) -N-Z&-
4, 6- ZFRE - 2 -BERERE.

N-(2-BRZ-1-PHEETEEZEEE) -N-Z2%-
4, 6-ZHE - 2 —BrERK.

N-(2-FHREE-1-FEETREZEXE) -N-2%
—4, 6-ZHE- 2 -BERK:
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N- (4-%8-2-BEEE(methylthiophenyl)) - N -Z =&
-4 6-ZHRE-2 —mrk:
N-(4-Z2F-2-BFHREE)-N- (1 -HEZE) -
4, 6——HPE - 2 -BEK;
N-(4-ZE-2-FREE)-N-ZE-4, 6-ZHFE-
2 — TR
N-(2-FRE-4-(N-ZBRE-N-HFEHE)EE)
- N-ZHE-4, 6-ZHE- 2 —ErEk;
N-(4-ZBE-2-FREXE) -N-Z2® -4, 6—-_HBH%
-2 —WEER;
N-(4-HEE-2 -HREE ) -N-ZH -4, 6—_FH
-2 Bk
N-(4-RE-2-HRFEE ) -N-Z&E-4, 6—_FE¥-
2 —HEmERK;
N-(4-ZBE-2-FREE) -N-2Z2& -4, 6-—HH%
-2 MR ;
N-(4-FRE-2-FREE) -N-ZX-4, 6-_F%
-2 R ;
N-(4-(1 -—FEHZE) -2 -PFHRERE)-N-ZE-
4, 6— —HE - 2 -k,
N-{4-(N-FEEE) -2 -FREZE)I-N-ZE-4, 6
- ZBE -2 -k,
N-—(C4-(N, N-ZHEFEE) -2 -HHE¥X)-N-z2#&
~4, 6-"“HE- 2 -BEk;
N-{2-8B-4-(1 -BHEZE )¥E}-N-z#£-41-H
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BmE -6 -FE -2 -@RE; .

N-{2-8-4- (1 -HEZE)FE}-N-z2¥-41-5
RCKEPE -6 -FE-— 2 -BERNK;

N-(2-8-6-BE-4-PEEXE)-N-Z&H -4, 6-
“HE-2-wRrE;

N-(3-8-4 6-"HE¥XE) -N-Z%E-4, 6-_FX%
-2 -

N—-(2, 3-Z8—4, 6—_HE%XE)-N-2Z2%-4, 6-=
HE- 2 -k,

N-(2,6-Z8-4-ZEFE)-N-ZE—4, 6-—F%
— 2 —MEUERL ;

- (2-8-4-REEEXE) -3 -®RE-¢ 6-ZHE-
7 — Y Bk

1= (2-8-4-REEXE) 4, 6--HE-7 -HRBR;

1= (2-8-4-RAEXE) -3 -RKE -6 -HX-4 -
EE-7-0HIR,

1 - (2-B-4-RHEXE) -6 -BFR-4-%X-7-
Y w3 R

1 - (2-8-4, 6-_PEFEE) -3 -RE -4, 6--H%
— 7 — 5[ %

- (2-8-4 6-_HEFEE) -4, 6-_FH -7 -5
B

- (2-B-4-RAEFE) -6 -K-3-KE-¢4-H
#H— 7 -y,

- (2-R-4-BHEFE) -6 -H-4-BFX-7-
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w5] % ;
1 - (2-R-4-BRAEFXE) -4 -E-3-¥E-6-H
-7 B8,
1 - (2-8-4-RHAEFE) 4 -H—-6-HE-7 -
n5) Bk -
N-(2-R-6-FLE-3-WRE) -N-ZE-4, 6-
“THE- 2 -EER;
N-(3-B-5-HE-2-MwX) N-ZE-4, 6-=
HE- 2 -k
N-(6-HEE--MHEE) -N-ZX-4, 6-_HE-
2 —MEERE ;
N-(2-#-6-HFHE-3-WwE)-N-Z2X-4-8
E-6- (4 -1BHE) -1, 3, 5-=8B—- 2 —K;
N-{2-8B-4-(1-FREZE)ZEE}-N-Z2X-41-
(N-(2-%mFE) -N-FEFE) X -6 -PEERKE;
N-{2-®-4- (1 -PEZE))ERE})-N-Z%-4 -
(L A-TFZZHERRTE)RE) - 6 - HEBRE;
N-{2-8-4-(1 -FEZE)IFEX}-N-ZH-4 -
(4 -FRMEFE)RE- 6 -FEEREE;
N-{2-8-4- (1| -HFEZE)ER}-N-z2%¥-1-
(4 -SRERTE)PE-—6 -FEBEMK, g,
N-{2-8-4- (1| -FEZE))FEX)-N-Z2¥-1-
(1 -BkME)HEE -6 - BPEBRRE;
N-{2-8-4-(1 -FEZE)EE)-N-Z%#-4 -
{(3-(REFE)FEFE) -6 -FEERE;
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N-{2-R-4-(1 HEZE))ZE)-N-2Z2&-4 -
(2 -BEME ) BE-6 - PR,
N-{2-B-4- (1 -BEZE)FE}-N-Z¥~-4 -
(2-BKBE)SBE-6 -FEERME;
N-{2-B-4- (1 -FEZE))FE)-N-Z2¥-4-
(5 —~BRBRE) -6 -FEFERK;
N-{2-B-4- (1 -HEZE)FZE}-N-2Z2¥-4 -
(4 -HEE)PBE -6 - FRBREE;
N-{2-8-4-(1 -HEZE)FRE}-N-ZX-1-%
E—-6-FEBREE;
N-{2-B-4- (1 -FEZE)FERE}-N-2¥-4-2Z
ME-6-FEBREE;
N-{2-8-4- (1 -PFEZE)IFZE}-N-Z%&-4 -
(BE-3-HEEHFE) -6 -FEBRRK;
N-{2-8-4- (1 -FEZE)EE)-N-Z2&-1 -
{4 - (FEXE) -3 -MEEZSHE)- 6 - BEEREE;
N-{2-B-4- (1 -FREZE)EE})-N-2Z2%-1-
(3 —memesE ) — 6 -FHEERERME, M,
N-{2-8-4- (1 -FREZE)¥E]-N-zZz&-14 -
(1 -HEZE)-6 -BEEREK:
N-{2-B-4-(1 -FEZE)EXE})-N-Z%-4-
{(2-(4-ME) - | -FHZE)-6 - PEERE;
2-(N-{2-8H-4-(2-WBE ) FZR)HEE)-41-H
BEE -6 —EHEmEng,
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2-(N-{2-8-4-(2-WE))XE}-N-Z2&8%)
-4 -HFERE- 6 -FEER;

2-(N-{2-B-4-(2-FE)EE})-N-ZEEX)
~ 4 -BHRBE -6 -PEEE;

g-{2-B-4-(2-FWE)FEE)- 2 -HE- 6 -G
- 9

- {2-®|-4-(2-BEIEE}-2-HE—- 6 -BH
-3 —HEER;

1l —{2-B-4-(2-FE)IEE)-2 -FE -6 - B
=5 T-Z“®H 8, LK

2-(N~-{2-8-4-(2-WE)OFEX}-N-ZHEEH)
—4— (BRREE) -6 - FEER,

IR YBREHENEETIRELEF AR EBRATRE
MBEREE. THTHTHADIDOEBER, K8, 06, HEE
GAEME, RENF, MABARKEAE, SHhEER, BEHKR
E, BYREHRGER, BZYRR, KEEFREFHE.

L EEEERPANRBTRENRBTAWMASYHHER
B, B, WK, HAESSE, RENH, MRABXRKEST,
BHEER, WENRKE. HYRERBANER, HYRE, 25
ERBREFRAENEE, RSN ADYRARTERED
TRKXCI)ED:
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A
A~y
‘)‘\V)\.N/R‘

R

RERTEAAERAZ, P Y RCR, NHCR??;

Y RECR® E N

R EZB WA THIEESC, - C, &, &, C, -C:
RAEE, NR® R” , OR® RIS(0).R®

R3RC, —C. &, %, C3; —Ce ¥ix&, C, —C. @i
X, ¥, WZE, NR® R7 , OR® , S(0)nR® , C(=0)R® ,
C(=0)NR® R™ , C(=S)NR® R™ , — (CHR'®).NR® R” ,
(CH= )«OR® , C(=0)NR*CH(R**)C0= R*2, —C(OH) (R®) (R?%*),
— (CHz )oS(0)n—%t#, — (CHR'®) (R®®), ¥R%° RE&H
—NH—893F#5 — C(CN) (R®%) (R*®), —C(=0)R?%,
—CH(CO= R*™®)=z » NR**C(=0)CH(R**)NR*°R*2,
NR*CH(R**)C0= R**; AWM C, —C. ¥, BRRAMPC. ~
C. o, AMC. —C., ¥, RAMWC, -C. KEE,
FE- (BRMC, —C, ) IxE, FE- (BRMHC, -C. )
REE, BRMC: —Ce Wi, HE- (HRAPHC, -C. )
e, BRAMC, -C. kREEE, HPR2” WRRTUAEE
EMEERNNEN®RLE: 2 -, oknk, 3 -mogE, 4

48



~WRE, 2-FE- 3 -WRE, 4-FE- 3 -BRE, %
Wi, S-FHE- 2 -k, 2, 5S-"HE- 3 -BKE, 2
-, 3 -HHE, s -FE-2-EREX, 2 -BERE,
4 —pmE, MENRTikE, £XE, | H-wsX, 2 -mpugi
WE, 2H, 6H-1, 5, 2—-—#EE, 2H-mwE, 3H-
iR E, 4 -URIEMEE, 4al-REE, 4 H-%EE, 6 H-
1o 2, 5-BoHE, WRE, VFEEL, VREL, EHEN
E, FHAERE, kBE, EH S eE, EHwE, Ak
E, TEEWE, REE, kxR, —SFBRE, FEGE,
WierEk, BEFKME, REF_SHWE, ROSHARGE,
RPERYE, REHE, FHKBE, RERE, BEEE, 3
WE, 1, 5S-—RAREE, \EREHE, SREE, SBE,
ERE, EBEBE, DWRE, BEREANFC_HE
( phenoxathiinyl ), W@ E, 2,3- —HLEXE, RRE, ]
TEX, WRIEE, WK, kK, eREE, EHE, g,
Bhggd, WrEd, MEELTE, WeEwkE, Mg E, EEHE, B
WE, BEWE, ETHRE, p-FHE, NE%BE, ISR
MEnk AL, DUSMEWKE, PURBE, BERE, EEE, EpE
( thiophenyl ), =¥, WHRE; XY THI -3 PEEE
RAC, —C, REMEABRRA | —~NFAEHKEN 2 -WER
kA

I, KNLES—#HBATHILIMEEN, CH mCK* ;

MZCR® &N ;

V&CR'™ &N ;

Z ZCR2 &N ;
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R'=, R?2 IR K —-WHFATHYIHMEESR, MK, GHFE,
C, —Cs IEREE;

R* £(CHz )a0R™, C. —C. BE, KEE. RFE,

(CHz )aR*®, %~ (CH2 )uOC(0)R*® ;

XEEE, S(0)= R® » SR® , HHE, — (CHz ).0R® , —OR® , &
X, - (CHR*®).NR*“R*>, —C(=0)R* , C, — C» %, C.,
—CrooXixE—xHE, C, —~C ¥, C>. —C.ottE, C,
~Crofk®E, #E-(C. —C.) - %, C; —Cs REEX,
FE-(C, —Cpn)-in4dE, WE, (C, —Cu)-KkRE
(thio— (C: —C i) —alkyl), —C(=NOR*®)-C, —C, —
%, —C(=NOR'™)H, ®-C(=0)NR™R™>, iXE R ®gyBR T
UFETHEFRAKENEMRE L ;

X' tB—#HERATHIMESS, 5%, SO, SHE,
~ (CHR™®),0R® , ME, — (CHR™).NR™R*>, C(=0)R* . C,
~Ceo f5%, ComCoMi#, Co —C.oftZE, C, —C . o%
#, FE-(C, —Cw)-fx#E, Ca —Ces HixH, ¥E-
(Cy —Cua)—IEHE, B, (C, —Cu)-&ERE,
—C(=NOR*®)—C, —C, —4£%, —C(=NOR*®)H, A
—C(=0)NR™R*®, XER PRI TUEETFEMTFHFEAER
ok -3 ol

Rs 2&, -C(=NOR'®)-C, - C, —ig%¥, C, -C, &%,
Cy —Cas fi%E, — (CHR™),0R® , — (CHR*®),S(0)-R® ,
~ (CHR™®)NR*R*>, C5 — Co HMEHE, Cz — C ok
B, Co —CoftE, FE-(C, -C ) -RE, FE-
(Ciy —C)-REE, RE, C; —C; WigE%, BE, &

o0



£-(C: —Cro)—8%, (Co —Cio) —KBE (thio— (G-

— Cio)—alkyl ), S0n(R® })» C(=0)R® , -C(=NOR'®)H =

—~C(=0)MR™R™, XER *MBERTUEETFEMFHRIE

i S

‘R® MR AR —HWATHIMKESR, C, ~C.o K%, Cs ~
Co¥ffi#k, C, —Co EXE, (Co —Coo) -FHEKE,
~ (CH= )xR*3, (CHR™®),0R® , —(C, —Cos BE)-FE, %
%%, HE, -50): ~FER-(C, —Co BE)-LFER
HE, MEEMSERRSETH ! - 3 M%EE. 5%, C,
~Cq %%, C, ~Co 5i8%E, &%, NIC(=0)(C, - Co
E), NH(C: ~Co %), N(C, —Cs %), , HE, %
%, (0 (C, —Co f%), ®E, AS(O0)z —~(C, —Cq —
RE)MEFAEHERR; RETLEAE—ERRBEO -3/ R
FERBARE — (CHo )oA(CHz )r— ¢ WE, L% BT HFEEEY
B, AHAE—RER— K, FARFRERLEL - 34
#EE, C, —Co %, BE, ®HC, ~Cos EAEMERK
£ ;

ARCHz » 0, NR%%, C(=0), S(0)n>» N(C(=0)R'), N(R),
C(H) (NR**R*®), C(H) (OR=2), C(H) (C(=0)R2?), HN(S(0).RZY);

Re A8 —HBRTHMYHEES, C, —Ce %, —(C, -
Ci) REEEHLE, (CHz )R®, Cs — C o iEHE, —NR® R7 ,
%, —-NR"®(CHz )nNR® R7 , — (CHz )wR?%, B (CHz ). 2%
ER(CHz )e H%, (CHz )e BFEH(CH2 )e TEMTH 1 -
INMEEE, B, C, —Co 5%, C, ~Co EE, HE,
NHC(=0)(C, — Co #%%), NI(C, —C, %), N(C, -

o1



Ce fx¥). » WE, BX, (02 (C. - Ces RE), KER

S0z (C:. —Ce — %) HEFABRK;

R ER—-MHFRATHLHEER ", BE, C, - C, REE,
C: —Ce HiE, C. —C, HE, #0-3 R "BRHLE
MEE0-3 MR=MAM-(C, —Co RE)-FX;

R, R, R2% fIR?* R —MFHATHIMEIRARC, -
Cs tnZ;

RRBO-3AZATHAREABRRKRMC, —C. KE, FRANRE
®H:

A, &, BE, BE, WME, B EFEE, HmE, %
*, BgE, —SBRE,;

A, SMPEMR Y EE—E, B(CHz )
RRERFREMNAEMRRAPESLARAENSENRBRET X
REESHHEATHLMEACN, R, SRPMC, —Cs RigE;
RUARESHEATHIMEES, Co —ColfRE-KERN

R 12,

R"ES—HER THLMEER ™, C, -C., REE, ¥,
ORZ3, SR23, NR23R24, M(C, —Cs )ixE(C, ~C, )ix&
e

REFER-FHATHLIHMEAR Y, BE, §%, C, —~C. ffE
£, C, —C. XAE, C(=0)R?*, AIME;

ROUER—FEATHIMEEC, —Cs %, Cs — Cs ik,
(CHz ).R®2, % 0 — 3R HARMILE;

ROEF-FMBATHLMEER °, C(=0)R3', MiC, —C., &
g?
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R2VEGSHHN TRIMBEE R, C, —C. KX, NR2R2¢
RE;

R22EG— MW T ML %A RE, 0R24, SR2, NRZR*, C,
—Co %, Cs — Co HIEE, —S(0).R™ M —C(=0)RS,

RZ5H# 0 - 3 AR BRI, EH— MR FHIEEE T
EF: RE, WWE, KWK, 2 -FE- I -REE, 4
E-3-WRE, RWE, 5-FE- 2 -KWE, 2, 5- =
£-3-WKWE, 2 -WWE, 3 -WWE, 5 FE- 2
W, 2-WEEE, 4-WEE, AANTHKE, | H-8®
Z, 2-mgxmE, 24, 6H-1, 5, 2——EsE, 2H-
Mg, 3H-BRE, 4 -RKREE, 2al-kWE, 4H-
WX, 6H-1, 2, 5S-M-HE, WRE, VEEE, 05
HE, RHRME, FHEBE, FRE, RE_SHWE, %
EURE, HHE, FRERE, REE, —SBRE, hEE
£, BRE, REARWE, REACAUWE, BoRARS
£, RERSE, RUKE, FHNREE, PEBE, Pou
%, GKE, |, 5- —AREE, ADRERE, BHEE,
B, K, EHKE, BBRE, WERE, BEREND
SRE, BBRE, 2, 3- SAREL, BRE, WRE, BE
B, WK, GWE, WEEE, WRE, WRE, BRE, K
WA, WU, WUE, WK, WK, BEWE, =
FIHE, B -WHE, NEKWE, MBE, BEE, EUE,
EWHE, SRE, WHE, UEHTHI- 3 AmAERRTC,
~C. BEMBEBKH | - NEERER 2 - WEFEHE

R25= W0~ 3R “IEBRR, EEHR TR EEEHA
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R2s,
RZEF—FHRTHMLMEEC, - C: &, C. —C, BE,
Cz —C, ftE, Co —C. Ix¥E, %%, HE, %&£, 8%,
FEE, MEXETOEEMRIN;
RINEF—HFRATHIHEEZC, —C, fx&F, C; —C, i,
Cs —CLoRfiRE-—IxE, IFE-(C, -C, )—IRE;
k, mfirgS—HERATHLHMES 1 -4 ;
nEE—MHERTHLMER O - 2
P, aNzES-FHEFRATHYMERO - 3 ;
tAVES—MHEATHYIMEE | —6; FERLT ACK , KM
L#ZCH, 3EMAECR® 8f, W
(A) BVAYRN, ZECH, R* IR BE X,
(1) HR* REERM, W
(a) ZXZ0H, X’ 2Hit, RS FERFE;
(b) %¥XMX’ &—0CH: B, R FMERE - NiCHs R
—N(CHz )z ;
(c) ¥XAX’ & —-0CHz CHs Bf, R® AR
~N(CHs )= ;
(2)3#HR* RZEHR, R
(a) ¥XMX’ £-0CHz Bf, R® RERFK;
(b) ¥ XZBr, X’ ROH Bt, RS FEEA0H;
(c) ¥XZ-SCH.» X' ZHBE, R® "R
—CHz OH» ®CH- N(CHs )= :
(B) IVMY&REN, Z&CH, R* RZ%, R® ZRHE, X
®#Br, X’ BH, ¥H
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(1)R* BCHs 8, W
(a) R3 FEEROH, t —meme&E, —CHz: — 1 —WRIE
, —CH: —~(N-4-FE-1-RRE),
—C(O)NH—%%, —-C0=H, —CHz20— (4 —1f
wE ), —CO)—Niz, 2 -WgE, —CH: 0
(4-BEHE), -NCHz2CH: ) (2 -& -4 -
RHEXE) :
(2)R* &2—-CHz CHz CHa ®, RIR> RiER
—CHz CHz CHs ;
(C) BV, YRZEN, R* RZ %, #H
(1)R° ZREE, X%, X' BHi, W
(a) 3R* BCHs BY, R FEEROH 2| —0CH2 CN;
(b) 3R* & —-N(CHz )= Bf, R* FER
—N(CHs )= :
(2)R® &-0CHs » XE—-0CH: , X’ BHB, MR3
MR REEWEK;
- FHFR, 41, KALELCH, MECR® 8, W
(D) V, YRIZES—PWHEEN;
(E) ZVECR™ #, ZMYRBH/EN ;
(F) 5YRECR® 8f, ZRVARBHMAN ;
(G) HZRCR* B, VMY RBHAMEN;
(H) AFYVAYMENKLVECR!™ MY RCR3= o, Z#
ZN;
(I) SVRMYRN, ZRCR?2, RZ RHHEZC, —C, KX,
R+ RC., —C, Ig&Em, R REER 2 — g%, B
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®, “SB0RE, kE, 3 -mwE, 4 -mrE, 2
- HRE-3 WX, 4 -FE- 3 -MEE, Wk,
5-FHE-2-H%WE, 2, 5-—HE- 3 -HWE, 2
-HRE, J-EBE, s-RE-2-ERE, 2-1
R ER 4 — RE

(J) SVMYRN; Z&CR® ; R2 RHHC, —Cs KE;
R+ C, —C, #&%¥; R, XA /£X’ B0, FE,
CFa » C1 —C. %%, C, -C, Ix¥#, C, - C,
RRE, RE, K¥, HEFHRE, KC, - C. #xH
£2; R' BC, -C. &M, MR R - N ( BUR
MEZ)H-N(C, —C, &xE) (BRMAER);

FHEHEG, BY ZCR?® B

I, K, L, M, Z, A, k, m, n, p, q, r, t, w, R3,

R, R, R!2, R13, R®,6 R18, R R21 R23 R24

R2%, MIR?” MEREN, R? BRELREXAANS}, ETUR

C, -C. fx%, BE

VEN;

R* 2C, -C. #x%, C. -C. W%, C. —C., #t#, C, -
C. e, o%, RE, PEE, —HEE, EFERN-H
ERPHE;

R? ZE—WROATHIIMESSR, %, C, -C, RE, BE,
HERM-COz R

R* MR EREHR —THTH, ¥R2° R-CR®)=KE-N=
Bf, R* B-CR?>®)=#F -N=; %R2° £ -CHR®®) — &,
R+ & -CH(RZ®) — ;
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X%Clr Bf" I’ S(O)nRa ’ ORB ’ ﬁ$£9 —(CHR18)90R8 ’ Egy

R5

— (CHR*®)NR**R*®, C(=0)R® , C, —Cq %%, C2 —C
HBE, Co —Cruot%E, C, ~CLlx®EE, - (C, -
Cuw)-—ftE, Ca —Ce &, $E-(C:. —Cw)—RE
%, WE, (C, —Cuio)-RWE, —-C(=NR"™)—-C, —C.,
— 4%, —C(=NOR*®)H, ®EC(=0)NR™R*S, KX HR =fBK
TUFEEAFERAENRLE;

2%, Cl, Br, I, S(0)uR® , — (CHR™®),0R® , HEHZE, WME,
— (CHR*®) oNR**R*®, C(=0)R® , C, ~Cs fx¥E, C2 —C
M, Co —Coft#, C, —Cofg8d%E, ¥E- (C, —
Ciu)-—fEE, Cs —Ce HigE, FE-(C:2 -C.) -4
£, W%, (C2 —Cio)-%WE, —C(=NR*™)-C, ~-C,
~%i&E, —C(=NOR'*s)H =C(=0)NR® R*5, X E R =BT
PFEEEAFTERAENRLE;

ZEHKs» -C(=NOR*®)- C, - C., —fx%, C, - Cs K,
C, ~Cs pifi®, C, —Cos IxEE, — (CHR*®).0R® ,

~ (CHR*®)»S(0)nR® » — (CHR'®),NR**R'*®, C3 — Cs ¥ix
B, Co —C.off#, Co ~Cwo—$%E, - (C2 — C 1)
&, FE-(C., -Cu)-iRKEE, KE, C; —Ce ¥Hix
X, HWE, E2-(C, -Cu)—ix#E, (Cy ~Ci) —EH
#, 50.(R® ), C(=0)R® , —C(=NOR™®)H ZC(=0)NR® R'=,
XERMBATUFEEMFIRRENHEE;

R MR” ESE WA THLMBEAS, C, —Ce fxX¥, Cs -

Glﬂ-ﬂ:ﬁ-ﬂgr —(CHZ )lear “(64 _CIZ)_KEEﬁE’
Cir —Ce InEE, —(C, —Cos In#)-FE, e, ¥,
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~5(0)z2 -FER-(C, —Co iRE) - EFEERIFE, MXE
MEERRTEEATH | - 3 MEAS, 8%, C, —-C, &
¥, C, —-C. EE, HE, NiIC(=0)(C, - C, H),
NH(C, —Ce #RZ), N(C, —Co $x%). , HE, A%,
C0z (C. ~Co fxE), MINEMNEFAMLERR; KER® M
RT WEZ-BER#E0 - 3R TEHRRH

—(CHz JoA(CHz )r—; H¥H, UERIAXLFERHEN, TE
E—EBRER—-ITRR, FREFERLHE 1 - 31885, C,
—Co fi¥, BE, HC, - Co REEMERAFTBR ;

R AR —-WHBATHIMELEE, C, ~Cs K&, —(C. —
Ci)3tEfxE, (CHz )eR??, Cs — C o H kX, - (C, -
Ce ti#)-%5%, £FHE, —NR™®, —N(CHz )nNR® R7 ,
—(CH2 )uR?%, —(C, —Co Ix%) - HFERFE, £
—(C, ~Co %) - RFERFETHI-IMEAE, L,
Ci -Co fi¥E, C, —Co fxEE, ®E, NIC(=0)(C, —
Ce &), NH(C, - Ce 4x&), N(C, - Co ix¥). , B,
BRE, C0z (C, —Co Ix%) AIREMEAEHRR;

R EB—-WERTHIMESR Y, B¥, C, —C, KEE,
Cs ~Cs FixE, Co —C, BEDREO - 3PRSHRY
%gi

RUAIRES-—HERATHIREES, C. - C. kX%,

C: —Co kkE;s (CHz) R*>MEO—-3 R
RAHEE;

R7"ER—-WEATHLMEAR Y, C, -C. REE, §E,

OR®2, SR?3, FINRZ**R24;
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R2FER—FHHATHILEES R °RC(=0)R™;

R22HH WA T ML kS KE, OR?4, SR2¢, NR23R24, C,
—Cs F4EXE, —S(0)aR* M-C(=0)R?5;

R2°RERRF K

R288C, -C. %%, C. -C, %, C, - C., %, %,
C, -C: REE, HERC. —C, REKE;

R*°MIR* —BER—TLTK, 3#H
4R* Z-CH(R?®)-n8t, R2¢ £-CHQR3?) -,

%R B-CR*®)=&-N=8f, R2° B—CR¥®) =FK —N—;

RORE, K%, C, -C. fx%, C, —C., fd%E, 9%, C.
~C2 HE, HE, BREE, RXREE;

R3ELC, -C. k%, C5; -C, FRERFE-(C, —-C, K
& ;

FHRYT, KML&RCH, MECR® , ZR2CH, R® £CH. , R2®
2H, R* REME, X&Br, X’ H, R' RCH: #f, W
R=% RggRH, —-C0- H ®-CHz> NHz :

B—BHFRARY ], KMLHBLCH, MRCR®, ZEN, #8H
(A) R2® &-CR®)=n, MR2® KR >»—RY,;

(B) R2® ENpt, MR* RE®HE, N2 , N0z , CFs
C0z H, CO= — 4%, IxE, BE, REE, O |
— (CHz )ul f%;

(C) R2® ZNut, mEXHEX’' ERKHFE, R® Wi,
MR RERE,; RE

(D) R2® &N, R* BCHs , R® 2&%n, MR> Ry
RAFE;
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A FRPEAE—-RBIPUASY, KT S F S ERAMREM
BTrERNEN ERERA —#HLeY.

ARBREMLEY (HHIRARBUFELEY ) B TENE
—~MEEBYEGCRF REMEHTHEIFENKHN. XEHTER
BAZBER—FhaDaE &N PRE.

Rt 3% 5K B 05 R 1 3% 41 iRt

EXRPPEERRTHREAFYTENRELBRERNER
BREFHERANRNBTHBREER, RERNBENRIT.

FRYPCRUETHITHEBEEER, RERNWENFE, BFE
EESRERA-—METERENN AR (1) ke, FiF
BTAHIRBARNERBECRF HAER K FRETREFERER,
RERARENERFTROERBLEADHEE.

EXFEGDITUFRSH P L. FAFHN, £ BAIRS
HRMEABOEEEXRES. FEHR, C=N AR CEDR
MLMRHEELTFELRREFRMLEDF. FHLRBERHE
HESEFRBHEAR. TUBHEAREHEBLAYIF -1+ F0
RRRMBEET, TUUXEERBSIEROERIE. WEH &R
FPEARAMBAREGRADY, HudEdsIHRENFs Rl
MAZEHMEBRENB &R WAEARIETR LS FEERR
RMRANLARHE, ENTUENRAFERDRENSBHRBE
"R RTHIBLENHFEN L EEEIRBEN, — 1 E5HBFTE
Fiay, EXRATSEROBAREFTEINLARHEABERN
Ty, BEBEEXRBEBEEA

SEMUEER (Hw, R* AR, m, n, A, w, Z%%)
AA—REAEETEATREEHR (1) PEXEMNETRLES
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mASn, S-—RENENEXRBYTHESRKERAMAIEL . F
0, E—NR®R® A, E—ARRETUMNFRENTRMR MR
ERMERPMUMER. BRI RFLLEATEEBELEDH, B
REN  RUEEAMESTREAFD.

ZFRUFHARE ‘& RECEXRNERNATHEERET
BHEMBEAENEEE. HE RNABESRE XHEWE, &
RIEMBENNE LWTUFE— MRS IR EAR - REHRE,
mzmE. AHE 5%, “HE” ERGOEEEREIBEHY,
ERIEMRBRENNELTUFE-ITHEZ MR -—REBUEHE, F
MZhE. HRE, FF., ‘HikE” RECEXERNESEN. ¥
TREIMTERRAGEETRERFEFRENBAENKREE. ‘K4
B R -THREBRRFHENEIARHENGE: “KixE”
RHRENMFTEE, OERF. URRSHER, HUKREE. T
E.RXEE. RO £, 3%, SEFAYN ‘97" X ‘X" ZHEA.
2. B,

XEFEN “FE R FERE” REBEE. BEEREE,

CREE” RBWIESENO. NRSHFEHM 1T 3 ARE
FHl, SHERARRS, ARAHFT RS -, 6 -RIO-THEK
BARFER, EHHERTERY. QB ERFEENFHET
FIER, EHFFARFH: 2-, 3 -H4-mrE, 2 -3 -%E
B, 2-HI3I-FHKWHE, 2 -H5 -=EME, 2 -3 -%#
[(bImEmE, 2-, 3 -F1-—EHE, | -, 3-H41-REHK
B, 2-E3-meE,  -®2-H3-BBE, 2, 4 -5
5S-G, 2 -FFEME, 2 -4 -H5 -KEE, | -K
Q- FHEME, 2 -4 -H5 -ERE, 2 -FHERE, 3 -
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#a-W5 - FBBE, 3-H4-R5 - HWE, 3-K4-%

5 —FBEEME, 3 -4 -BREX, 2-Wa2-H5-BREE, 2 -
MR, 2-=%%%, 3 -H4-PH%E, | - (2, I-—HREE

E), 2-R4-HWHE, B2 -BEHER. BRRBHE 2 -,
3-®m4-WEE, 2- RIKWE, 2-WmI-BHE, 2 -,

34 —mEkE, | -, 3-H4-REHKE,

AEPHFARE “HF” R RFE” BEEHBENI -3
T-RREFRRUFRE T A 4-TRRR=EKREES26- THE
REBI, RREF— A THREANY, B4 FEANHREEH. &
BUNRFOAFAERFRE. FRE. KOE. 2. BEE. B2,
2, 3I-TELEE, SAKERNELELE (NEKE), EFRRT
K,

FREFAARE &K ERBTOHS -7 -TERIAUFR
£7-F10- TARPBAREREAMER, CNERETFA 1D
AAMN, ORSHBYMARNARTAR. EXRRANBRET
THEEHGTEL, ETEREFERL;: FHLAELEEXNRERS
A EFBERROVFE. 2R TECHNEEBTEHHRET
RBERFLANCHNEERE. DREFEMLEPRREN, MNFE
RHARTUERBEFREFEF L EMA, SHNORFOHFaEE
REFHRE. S, HE. WWE. Wl HE. KEBE,
MEE., FHEHE. EHREDE. SRE. —SHRE. EHE.
ST EERE, BRE, 4 - RREEE. EEEE. 2 -]
WL, WEKE. WECWE, NEEKE. NAREHRE. +
SEHERALRERE. TEEE, Z%E. 6H-1, 2, 5%
meE. 2H, 6H-1, 5, 2— —oEsgE ., W E (thiophenyl ) . ®
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EE. X, WHE. REFGHE. FHMHE. X, BE
REFCZHE. 2H-WErgE. wbek. B E, wE, BRERE,
REWE. WX, hRE. ERE. ARE. PEFHEE. FHR.
SH-WI%RE. BRE. I H-BmE, g E, 44-RX. BE
WA . k. 2, I-—HERBEE. 1, S-ZHEEE. wEHKE.
ek, PIMKE. WMUER. dall - mREE. WREE. B —FRKE.
ERE. RE. HEE. FERHKE. BHRE. BERE, KEE,
BBHRE. RENF _SWMWE. EF_SMWE. WEEEX. g
W, BREEARE . DRMEMRE . . Mk E. MRIRE. MRRE.
:iﬂ%ﬁ\ﬁ:ii%ﬁgxé?%ixﬂﬁiﬁﬁﬁﬁﬁo%%
RHESFUNLRRERAERXNERLEY.

EEZEFARE BN BERABURFRFBHEERN,
AEBRRFE T RENLGYH, REBLH—IREI BN
EEAPEEMERARY. YBRAEZRENR (H, =0) 8, MAR
BRI —MRERFEHE L EBRR

‘BRELEGY” X BESH” EXRUTERLADERBE
E, EHARNBEAY TS BT RAAEFHRERYBFNE
BYRTo 8

AEPFHARE “AENEERAPE” EHCANESNS
BARTHTRESAMEARPOHIMER. SEMEERPFES
l&#%EGreene and Wuts, “Protective Groups in Organic
Synthesis” John Wiley & Sons, New York (1991 ) f1 “The
Peptides: Analysis, Synthesis, Biology” , Vol. 3, Acadenic
Press, New York (1981 ) #HoIm AL, SBARFERERNSE T
MEFR. EAAFBRACHANEERPESTUER. SERPEY
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PFaETH, EFRRRTRE: | )KES, HUFRE. =X2
BE. SE-FREANNFERRE: 2) SERORLEFMENS,
BEERE (Cbz) MBRMYEAPRE, | - (H-KEE) -
| -—HEZEBRERNI -GEFLHRE (Fnoc) ;s 3 ) BHENEE
M, WM TERE (Boc) . ZABE. “RAEFARE
MBFRERE: ) FKREEETHRESL, FUFRERENSAE
SRE: 5 REEX, HUSEFENTE; 6) SHEEFREX,
FM=FERRE;: UR7) SRME, UXERRBEN A
RERE.

FRWFARE “BEB” ERSA - PREHKEN -1 BA
MARMENLAY. AEELTHERAKER, BHONKEY
SEM, EHCHEPE LUBNSE AR EEERRFETE
HRPHEER. AEEATHEHOAKENEEREENES
Roberts and Vellaccio ( 1983 ) The Peptides, 5: 342— 429 fF
REMBE, AXRETLATERUSETRES. £5RHIFF
BN FHERORRANEERCE, ERARET: D-HERX. B
EMEm. 4 -BERER. N -Chz RFHEER. SE®. 2, 4
-CHRETH. BRER. TXER. N-FEEETR. ZEER
M. ¥EHER. -FEBER. HEEH. | -SERCEHE
BB, N-BEEREM. 3, - HEAWEH. N, - —HEZEH
FM. N-FESEHER. 4 -RERKE-4 - %8, 6 -KE
M. R-4- (EHE) -Hok&®. 2—-, 53—, 14 - (EH
) -¥9H. | -SEFRKEAM. | -REXAKERMNL -%
E-5-EERK.

FEEFEARE REBREL” RHFETRYOEER (AL
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HBEXL )BT
EREHRE K —HERBRHEIKREERENAF IS IMEER
(S5EEBEXE)4ARMLEdd. ‘B -8B SHRAEKS
SHILEY, PUNBRERKENESECERERAS . IEF KX
BFERATHIEHE—-MeEYRTARZY “REMY” -

“BRig” —HRBEHE- T EERMAENE M EERNRES
MRE-SFRERMEMHBEMBE

FERUEMB WERAMER HORFLAFLEYHNEY, K
FR T PBEEEYEIHREBERRELELFETEHEE.
THAMERMEFAE, EART, RUBREFUNBEENIIRE
B E: BAREFUAMOBEERFTNEE: 5%,

“BH” BANRLAZTEMADYBAIENNSH, EER
BEREL (] DENSEBNEMENEamEBE. R (1)
CEYHHNAREL LY TN RENS, ERFEEPRE
W, BHZEEZRERBELAY . WHEERX (1) adaPdhmE
E. BRFHEHRAI —LERE, SAMADELN, XBEH
BE, #HERBEMERE. HERHE. iGNFATAE, EFRR
FROIDRAYTHMAREEANZME (ZHKE) . FRHE
(HBER ) AT ME (XPERE) LY, $%.

FRBUGYHTHEHMERTUAIBLEYNHEERRRE
AMUEHENSENREMAKRT. FUENTIEFEHREEN
PREFE: B, REEKNAPNZIH. 2KZ8H. 28. BHE
=R ZH. ZERenington’s Pharmaceutical Sciences, 17th ed.,
Mack Publishing Company, Easton, PA (1985)p. 1418 +FH&E
HERER, XEBHABELULSE TRKSE-
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& B

AR\FOHBRAA -2 -EREXLEY, RAPH=RLLeD,
MACHERE LA YRR ERR LAY TUG FTEREN —RR
MRz (REREL -23) W& ,

g (I )Mkey, K ZRCMR? . TR , KRIL&EE
CHBf. WHNHNREELR | PR ERE. BETHA=REL
B (POCls ), =HFAB (POBrs ), HHMKE (MsCl), WHX
RS (TsCl) RFRENLEE, BEEMIELE. KHF
Pl Mo m e xFREL, H2-BE-4, 6- _RE®ERE (I11)
HRERBEM 2 NFFEAERZEANMEY (1), BEERABD
Cl, Br, SOz CHs . 0S0z CHs . 080z Ce Hse —CHa BSCHa » {EF
RPXE, ZMEPHNELH2, - BAMHER (V) E—-HEHA
BRFRM, INZ_%, FEEZ9EZHS, BEARTXYE, R
EE—TERTFHEBENDPRN, PNk, Z %K, HE, =
RGN, N-_—HERRE, fREFRAFnaE® (Nali), =8
HEBRRE (LDA) 3RRERERN, EfIRAEN. B47Y (VD E
ERFHEBEN, pimmEkm (THF ) &N, N- ZSHEPEKE (DNF)
FR, BINaH HLDARERBTHAENT BT AR SY (tBulK
/tBuOH ) & B )G, BAKELIKMR L' , HNRAKERE, FHR
MEPERBRELEFSIKX (1 ) mHEmREEL>D.
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R B2k 1

N_ N N_ __N -
O T (A BRBK)
(n ()
" il
R\/\/ Wﬁ/&/*
E ® ! |
2 g
/ \\/N\ 2 AL /\/&\m
| l
RS //\\/\x /J\/\
V) KHEZE

CR2
A (D) Mte&y, YHPFVAYRN, Z I KFLEFRCH
B, TUENRNBR 2P HFr A EHE. RROER (V1) B4E
BN, ANSEREEECRHEEGME (M) .
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R L 3 &% 2

H NH, r-u

NH, l
Z N R m
O/ H2NCN / NH W Vi)
FIS/\,/\X H—C]ﬁ‘_» l HCl
RN X B, o
—
(Vi) (Vi)
R? R
: 3 \/k/ s
R1\|/\I/R R? t/ !. R
‘ !
Yy # ~
/\-‘/N\H RaL: - ‘ \\1/N\g‘
| | L P
TN R N Ny
(1X) (X)

ek (V) e, BIWsESF (K2 C0- ) FET&EN, N-ZH
EERE (DNF) P RERE- T FEFHERLNBEN TS B -
“H M) REERENRERE (X) . B85, BAKNMBR 1P
REHEFF, KELER (X)), B4 X’ ZEWA (1) mihke
Y.
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RN 8 £k 3

by
e S
R _~_ _C R R N " (V)
\/\p/ HN(n? : \./\I/ g RS # X
! ‘- } |
N N No. N >
\{/ ﬁ \/
cl cl
(X1 (Xit)
Re e
| A N
R'\/\_/N\W \|/\l/ ~R?
, i , !
X NYN o N
G AN L W > ‘\ /N\
; H 2 ReL S T S
I : N
RS~ N Ny s~ N7
(X1 (XIV)

A (D) Meay, SHPVRYERN, Z, 1 KWL&KECH
R RNR® R™ B, WUEBNRMBRIF R ENE. EEEEY
B, IN=HERFETRORWMRLE2, 4 —8H-6 - KEER
(X)), ZERMERHEHHL -RREENHTY ().

BEE ENRMEER 1 PFAMEOFESET, ARRAER (V)
BRNEBHENMMEER (L) . AGHBERNRE | AIRNRS
PR FEHAThREL,
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H NH, @ v ®
S/ - o R OH R L
~ Z | 2N
M | I
| o] o (XV) NYN Na N
ne a > N Y
B | N /@N\H
/
(Vi) RS X RS X
(XV1) (XVII)
R R
w\) R |
RY R
- . N A Ne N
O Y
AN g
RNy RS 7> x
(iX) 01

£ (1)Mmitay, SEb1, K, fLRCH ZLOR?, VA
YRNB, bR AR RI R &, W (X)) ER
B 204 R AR B FETE TR B — MRS (XV) RRLE BN A D
(WD) o (WD HMEEASRERE, SHALR, FRES,
NEERBGELES M RRALEES (I, HHLEEEE
H, 4 %KCl. Br. I. OMs. 0Ts ROTf. (XVII) L EH B £
®A, BANRS R™ . OR® . SR® . CN. HHLE. HHE. HHH.
BHP . GEAMBRE —BRRNANEERA B & RN
WOIX), BEREFAETE—SEEELER~EY (XVIID) .

R 2~ EHBREE () Mk a e bR R B 5
R H
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KMk 5

A2 R2
l
X' NYN 1. n-Buli X NYN
N oL N
0T e 0
RS 7 x SnMes RS 2y
{V) (XIX})
E"-‘FX, %Bl’" H

HpXRI, SnMes

R (L) Mey. YHPXERENIMECEDAN, TUHR
MBRSHHRAPHGERNE. BFX BRREM 2 - HikaYy
(V). fI&EM, BlWn—Buli ®t—BuLi, BABRTFXH, &
ERTHREBENT, RAZHBNEARMEEFIMHMN 2 —ER S
F# (X=Li, R4 8), CEERNFLRA, AURS=FEN|k
B ((CHs )a SnCl) REBIHME 2 -BREI > (XIX) . X
PR TL AR RARBRANERENEARNE—SRN
HEXRELEY.

RO mikedy, YE$Z, KAMLHMACH, I & NxHCH,
R RZEM, THURUENELEPHRis#WE. KEEM2 -
EEREROME BRELTUAT S EE (XXII), HFR*
R* EHEMYM. ERNEEE | HEADESTEE - SSMEE
BN, BIOEBRRR, BERRNEBE | R 2MEN T EEEkE
LR ERATUANAREGLED .
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IR R 8% £ 6

1. R\U, B R 1. R, ZHE R R3
\ 0 AN ! ° =
(\’ 'oc : :]/Y a0 Y\rh/

N\ZN 2. H0" N\l///N 2. H,0* j N\I/

¢ 3 DDQ ¢l 2 DOQ cl

(XX) (XX1) (XXl

Br .

. .’/\. _NH, R A I, R3

e W&VJ£££§ m"§)
N\in 2. NlaCH,HTHF !/ 15 N

Cl 2 Rs/l\/‘j
et (n

AT )My, BEPZENS, TUKBRNEE 7 &5
PHEwE. CHAY=% (XIII), (R&RHFEEJ. Aner. Chem.
Soc. 77: 2447 (1956) #iR¥ ) TAMRMHER (V) LERNB R
I RBTARR. 2flil, 2, - =% -6 -FE=m, (THUS
3, 947, 374 FHEMFEWE ) TURNRARNER (IV) BEAT
KA R ZHEM (XIV) . ERFREERFLERABHNSHEEMN
BABIXANUE (XXV) EOHMBRAE, Ruli AR hRoxs
ERIKX (L ) H=%ikey.
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RE BT

NH,

R _N_ _R X R _N_ _RS
A T A
~ 7w N e

L RS B M
OXXIH) (V) |
Rs N
(XXIV)
; /
R\'/N\ F/Nuc NP
L e R Y
I/\\\'/ / V) 2 pw SN
" , |
R~ SNy / e
(XXV) j 0
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RPY 3 £ 8

| B R
' Bl
Y
R CH,NFSR? R CO,R'
/ ~ 2
\m W
x N7 x N
I
NP (NP
: |
5 P
i L o0 " X prxvi
. | HNFRER?
it R '
i;f" R, B R
R«Wconmw Ht\(\ﬂ/cozH
X N\/N 1. gkl N N
| 2. HNFSRY, s3] X
N NRS - & NR4
| B
P |
R: X ) RS = X
(XXX) (XXIX)

R* inEfirE
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R RAZEWMAENLAYEBRMEL 8 & M. BHBudesinsky
and Roubinek, Collection. Czech. Chem. Comm. 26: 2871— 2885
(1961) PREATMAEWENR (XXVD) AIEREBMAUKX (IV) M
BRERREBENPRESIR (XXVII) bRk HEESHNaFE 1 3
BAREFHRERER. 131 0MBREFH -kEM. 4310
THRE TR (RE -k e EP R (HEN, N-—HE
HRE) . CREZBKR (REN, N-ZFEZKE) . ¥BEE (R
EN-FEMEEE) . ZRETR(RE_FEFM). 581 04
BREFHEREST | 0MHREFHFEFER. X (XXNVID WkeY
ERREAENPBERUAR X k&P, Kb X B R (R&EC].
Br 1) . THMKREBERE. REBELY (REELH) . FF
B(REWRE)  RERSBRRREINRE. BRHEINEE -EE
MBM%EEESA (£RJ. March, Advanced Organic Chemistry
(New York: J. Wiley and Sons, 1985) pp. 364—366, 412;
H. 0. House, Modern Synthetic Reactions ( New York: W. A.
Benjamin Inc., 1972, pp. 510—536) ) . EMAFK 1 8l 6 PHIK
FHOREREN. KEEKERB (REZH) . 431 04 KREFHZ
MER. 4F1 0MBREFHRR (REONI MR 85 ) . Zix
EFABE (REN, N-—FHEFBE) . XK (RGN - FEupe
M) “HEFR (REZFEMR) . 531 0 MRETFHRERE
BRI 0P BEETFTHFEL. BEMUXBRAEAR (SR ] . March,
Advanced Organic Chemistry ( New York: J. Wiley and Sons,
1985 ) pp. 334—338) HEESO F200CHBEEE ( (%100 )
180C ) Rt BEM P AME B (R%ELII HNaCN) £ (&1L

McMurray, J. E. Organic Reactions, Dauben, W. G. et al.,
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eds., J. Wiley and Sons, New York (1976) , Vol, 24, pp.187-
224) , A (XXVIID) #yBEwr b = (XXIX) M. BN AR
ThREPRE (REN, N-_HEREBRE) . ZKREZERKE (%N,
N-ZHEZERK) . XEE (REN-FEHREEE) . ZRET
RRE-HER)RELZER (REM®RE) . HHN (XXIX) BK
AU H L EEERN, TS BETURSTE, REAR
HNR® R” IR BB S M (XXX) Ak, BEXE® (J. March,
Advanced Organic Chemistry, J. Wiley and Sons, New York
(1985) , pp. 370—373, 389) RAHRAHBEHREBEN, BARRH
Bo mibMEETRER(SCl) . EREE ((COCD2 ). Z&LRE
(PCla ). | (PCls ) BE=ZHMEILB (POCl: ). HHSE
MEFI1BATMRRTR2AAIREFHREIRKE (RE=K
 HRRZAZE) . 4E I OMRETFH S RER. 481 0MRE
THFE (REZBR)IZEFCH 1 0MKEFHFTER. BEE=
RERRGZER (REMR) . B4, R (XXVID) BB TR
HNR® R” My R R & p sk (XXX) #)BkRk, RE @ (B 1J. March,
Advanced Organic Chemistry (New York: J. Wiley and Sons,
1985) pp. 370-373, 389) I XA HEHEN, BRFAHKE-
BHABE 1PN REFOREGESN, BEKEW (REZH) .
1T IO REFHGER. 181 M REFHFM (KBNS
TR Wk ) . “IRERRKE (REN N-—HEBBRK) . 2k
EIBME (REN, N-ZHEZBRE) . FBE (REN - HEHg
M) “HEETR (REZPFEMR) . 58 0MEBEFHERE
B 1 0OMREFAISER. ANKAERE. KEESLY (i
EIEA) . FERE (REER)) SREBORMLEIRE. £
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(XXX) BB EREERN S TUAIENL SRR (XXXD) Bk,
HHAPERANCE, ReBEMadky (REELBE) . KEEY
BELY (REWIALE) . REBZRKEEMELY (Hlusik
ERTEESE) . CREENIALY (BNEL-RTES). 7
Wi, REFPAK (AU-RREEFNE) . REESKEWMME
k&(mmiw~z§ma>,mxm?ﬁ& BHAMNGE 136
TRRFHIREEER. BEEN (HUZHBPIAKE) . 6310
TREFHSHEREFEFER. CRHRNEBEHE-78° F200CH
BHE, RES50° F120CZE. RERAMABEHEERD L HSI BH
March X X@+ (pp. 1093-1110) Fik, W FHRBEXARE LA
B R A .

REBE IR TERR (XXXIID) MikaPiaRaibeus
Hiko EEHBEMFR (XXVIID) MBERR (XXIX) BT ERE
FAEARER (XX 8. SENEREAAE,. ReBEmElL
PREZAEE) . BEEHBELY (REWILE) . KR
EREEENELY (AUSLERTEERE) . ZKEEMEL
D(RAMSL-RTES) . PllKE. HKEFWR (BU_RBRE
Hilllz ) . REB=GREWMOSE LY (FUEL=Z2EWE), EF
m?ﬁﬁoﬁﬁ%ﬂﬂﬁlﬂﬁ¢ﬁﬁ?ﬁﬁ&m§§\ﬁ%%m
(FUZMENEs%®) . 681 0P RETFHLEERESFR. iF
FERBBEFELY-78° F200CHMEE, R%50° BI20CZH. &
FERMANGRESE, W& BiMarch $% 3% (pp.1093-1110)
FHE, T BEEAFREUARRRELADM. R COXI]) B8
ARARFXESERFHRAR® X MY B ool g2
(XXXITI) MMk SR PTHABAEE,. REBMELY, %
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. RERARBEL, REREH. RMERH ZIXEBRMBE, R
E_RABEA. BEBON - (SREHERE ) B, REN -
(ZREERE ) BEN. RERZELSY (FUTEHE) .. B
BOR% (Blnzee) . REZRLERORLY (HURLERE
®B).ZERER (BNZ2RE-RHFEZK) . XK (Hiul,
- ZEHFWHK[2. 2. 2] ¥RH1, 8- —HAEZBF[5.4. 01+
—BE ) REEE (HTriton B(EELNEE) ), BEFRFX
W, ERBEANEE-CERNKHEEHRES (J. March, Advanced
Organic Chemistry (New York: J. Wiley and Sons, 1985) pp.
255—446; H. 0. House, Modern Synthetic Reactions ( New York:
W. A. Benjamin Inc., 1972, pp. 546—553) ) . BEMEE 136
TMERRFHREIRER. 491 0 MREFHKER., 481 04
BRIEFAFEE, RENUTEWE _ 8. “KEFREK, 5

N N-"HEFRE. TRECER, REN, N-Z_FEZER. ¥
Bef, REN-FEMREKEE. 531 0 MREFHREEGH 1 0
TRETFHEER.
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CB—HH, EEAGEARERBEALE, R (XKD ik
AYTELRR (XXIV) Bikay, EPYRER. SEMRE
E(RENFERBEE) . CERBEAE (AUFRAKREE) . &
REEZRBEE (RASKFRREAE) . SLMBHEHEHESCL2 .
PClz . PCls . POCls - Pha P—CCls -~ Phzs P—CBras .

Phz P—Brz « Pha P—I2 . PBra - PBrs » BARTFXE. pgibtH
MRREFHNEBY FTRERT T EHSLARRREREY
(March %3k, pp. 382—-384) . BRIt A AHE (KERE )R
BN (RAPREE ), (BRIRKE) RBRF (RESHFRE
B ), ¥ERBERROERBE (RAEXPLERRE) . ERART
K8, BRBEALAE A RS B RSO (March 2% XA, pp. 1172,
382-384) FRTHSE— M. SEMRAERE. HeEMaik
WRBEER ), SER (RELR) RRLEBHRMERNLE.
AFEkfEBRRRLERNBNUSECRTEERNEATHA
BrE. XRMANAEESASRE (RE-EFER-HZE),
BERAEN (RENERBE B . R (XXXIV) AR
R® OH B9 fb 2 Yy 7 o4 7% 8 ob 4 JB 0 O B % 4k AR SR C XXXIID) Mk
Y, HERFER (March %M, pp. 342-343) . XHMHBHAIKE
BEBELY, RARLY. KABORME, RERMF. K2 E
MR, REBAREE. BeBN N - (SEEFREL)
BMk, REN- (ZFEREE)BREP. RER2ELEY (HL
ETE#). BeBNBE (Huzly) . SERL2EMELY
(FIUREEEE) . SREB (FINSZRR-RREZR) . &
FB (B, 4- ZEBEMF2. 2. 2] 4K, 8- —HAEN
5.4, 01+ —8H) REBEE (HWTriton B (FELTE
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%)). BAAE 1B REFHESEES. 491 0 MRET
CHTRER. 4371 OAREFHRM, RENSKNE - HERD
. CHREWRE, RAN, N-HEERE. CEEZRE. Rz
N. N-ZFEZBRE. FBE, REN - FEREKEE, 5I100%
FFHARESN | 0 RETFHEER.

e — B (Mitsunobu. 0., Synthesis I: 1—28 (1981) )
th R A, R CXXXIIT) Boh MR sk (XXXII) 09 9 bk 7e 48
REMFRZEER (RASZER) . BE-BE="- (KE5)
Bbl AR OF M aPRMHAE.

(XKD kAP TERRAEN S, EERRTROBRT,
FIRHNRS R” Mk &b Bt (XXXIV) Mk Ak & ( R8sk
9) . FAMKAEEENSRAER S dhkay (XVIID) #ik
Hik e (XXX BB EAR .

R A~ EEBRANR (1) MLAY TR NS
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(1988) i ) TRAMBRROER (IV) IRUEEEK 1 BUHFR
RE. FZEELB. ZRELH. YHXRRER A PRERET
R — AN E (XXXVIDD) R ERST (XXXVII) , Kb LEEE
Ef. RAEEZRAMFHTRELBST (XXXVIII) o (XXXVIII) B9
LERA#SEERN, #WNR® R™ . OR® . SR® . CN HEFH & ERK
HBACE A M &% (XXXIX) .

GHA (1 ))Mkady, SHPXRX’ BRREKAZREEL
PR EN, TUERMBRL | PH#HEMNESFTER.
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ERR, PIlnBEe. R, KEEHE. Sbd. B,
THRERKLA. ARNF, SERERNFETURERRELFAE
T, ABRE 2 -HEMEIL 4B E Y086 8 H b8y F RXXXIX
BIMEMS LML, FER, Sk, SRR, IAR. ®
. #REEABEHE T ERMIL] ZSniles EHRIIHENEM R
HYALIIL. E_WLYWREEN, FnEBEtAERERREHILIV,
FHEEMRELN, Bugilk. PERBE. FRARMEER Lix
o XLI MEHTUEGENEN, Hu+SEE. —FE. 5%
AHE. CHEFRE. —FEHR. —EHEZKBAN - FEREE
M, BEE, flustd. HRH. “RERKRE. AR0H, RF
B ARHEREST. R, FIURRF. ANE, KBF. DA
REZRERINEFENGENEECNERT, EHF~DTLUE
REpaEAMEEL. RETUHANLFRAMNHEBEFRATES LF

— B e E b & L& BRLY,

Rl )mey, SHFR® 2(CH2 )OR® , R® £
(CHz )«C(=0)0R?*, (CHz )«C(=0)NR® R™ , #(CHz ).NR® R” Hf,
MUEREERE] 2HARFENZ.
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SERMEBRE. REBEIG LR I UAEFHBR. HE
RERBED I -KERKY.

$—Km, A “Comprehensive Organic Transformations” »
by Richard C. Larock, VCH Publishers, Inc., New York, 1988
FHRRTERETUHLRBENLER. filn, RETUASRAZ
BTEHRTCHEREI B, 3 —EBwLLEYoIff —Kishner ## T (KCH
EREZHES ) RFEEERBIALIPEMNLEY. 15, EEM
AFBRLPEZZEHANTEHENEEBIIRAPE, Bl
AL AL=CH=CH- 83L& (Vittie R ), AWELRN-KTF
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SRTUHZBERFRML=CH2 CHs M4k &% (J. An. Chem. Soc.
81: 4108 (1959) ) »

RMBEX1 IFrAFE—REIPMARER WR® RAAMREY,
REUUBENS B, BEEHRENEAGRUBREM~EFIINR
T MRREXHER, RNEZ I AWUHXRAESREGRE &
EMBARERELHFAETHELSHERE -SFRE - Z2RELEP
MELII 286 —BELAYLY. LaPLV L H6 -8R LE
YLVI, BB ERELERLEGHLIII. 4% ER* RREZIHBRA
o, U ERLRECHRE. ¢, BHixEHMR Grignard)
Wt aplVIl TEBL&WLVIII, KPR =fE, R
BREMBIERYTLFILSYLVIIL, KPR =HE,
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EH, PSS EET, &% LALXIX (J.Heterocyelic
Chem. 28: 465 (1991) ) LA 4 Sk & LXK, FEXRI B E LA
FET, LXX AELMARMERTUSDLIXI, LPR22 BE. &
. BRERRE. RALRSIAR: BRLAYLIV B HE2—,
WAL EEBARER LR R BELABLIXIL.

REEE 1 SR ETUARNER? ERRAEREAEN
W, b aWLXX TR AR, BNRR Sz RERE RS
Eb YLK, MRBLELRR, TUHEELRNLEY, bk
FMSEFERSE SRR ABEB 2 8. B ERIIAR: B3
LXIV ¥ F gz —, Mol B BN R £ BLXXIV. LXXIV
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NEMELBERTUEE 2 - ERBEHLXXV. HTHE 2 RKEE
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(LX) L (LXXIV) g

/Lt . )\)I .
@ (LXXVI)‘Q

RS

FREM T -BR_ENRHERHFENREER L IFFR.

HWEHEEMR® MR? EAM—REHLXVIII mFsiapi
Y¥. Paudler and T.—K. Chem, J. Heterocyclic Chem. 7 : 767
(1970) #iR. XBRAEGHTUHF -8, HURETELETR
Kb BALXXIX. EFEHERNK, BUSLPNEET, AR
LXXIX £ER=FEBKLIXX. AABHARRMNHE 4 - UK 3
-~ TH (KPR 3 — T A ) JLXXX T lAIILXXXI.
LXXXI &3 — M4 FWDiels—Alder M 4 BLXXXII.

92



EHFFZHAT, FHEM4 -BRNRKI -TRESAEZRBI
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AP, T-“HRRBROTBWREER 2 0 Fx.

EZBH-ZBEET, BLXXXIV A B %A EELXXXIII
B IERELXXXV. A=RELTPERLXXV £B ZEERLIXXVI.
BEE-TBCH-TYENRELEALSHLIXNVI ERREALY,
BHAMLANZBAELEPLIXVI TUHLIRELEBLIXVII.
E. Basagni %, Bull. Soc. Chem. Fr., 4338 (1969) #& T H—
MREHEEWELXXXVII(R®* =1, R22=CHs , ®XHFER* =R28°
=CHs YW H &

ERBERME, cRABHNBRFETELIHL, 2—_.‘33&%%
&b@ﬁFQA%LXXXVHEEIﬁgiﬂﬂ:’%%LXXXVIII & PLAXXVIII
ER, FInEHnFEET, EdmARNESNERLAKEIILA
PLXXXIK. e APLXXXIX FTRARR &£ /S, 7T- @ RBBIRIC, H
FR3 =Cl WEFELAY. k&P LE- T FHAMBATHEWH
HER® ZAMLAPXC] Ak, flw, ERRANLaPRSE
MRERERFPENREZLEGY. IEENRE LR NERFTYPE
PiREELAEY. AR MeBr (R? =& . FEHSHEE ) LbHEL
APXC(R? =Cl) THENRRNLEDRLIFTHENRE. F &
RFERELAPXCI.
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R DRMRRBERE, AEAARMEE | 2005 EIRE RS
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ENE&2 2@RTR (I )MLADHAR, R(1)had
BY=N, Z=CR2, R3 BCOR?5, CH(OH)R®® #C(OH)R*°R>"=,
WMEFHEAR (FR]. 1. Levin, E. Turos, S. M. Weinrdb,
Synthetic Communications 12: 989—993 (1982 ) ) Bk, #EH#%
wH, MEFE (FIUE) BB (FIMUEEN) b, B=
EREH (RiEMes Al) FET, BT HKXINORR® (K R=
R® RIE&KE ({hikMe) ) BRI ER (XCVI) RyBE B R L B

(XCYII) MamERE . MMAHEAR (SRS, Nahm and S. M. Veinreb,
Tetrahedron Letters 22: 3815— 3818 (1981) ) ik, wEHEHEN,
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REBMEEN (S, 2R ) b, EdHAFHERN
R2°Li RE L AUERMeX ( KPP X =Cl. BrEK [ ) 4B, =
(XCVIII) BBz w b = (XCVIII) M. B—H B, UREH
A (£ RY. Ahn and T. Cohen, Tetrahedron Letters 35: 203—
206 (1994) ) ok, EHHEN (REBEEN (Flw, MR
W) )F, EXHE (RESHEEZMELY (HiW, CeCla ) #F
ETETAFNEKMRZLI A8, UMK (XCV) ke &
(XCVIII ) e9M. A5, EHRRERN (RAMEEN, HUiHRT
%KW )P, E-100 F150C (R&E-78 POC)HMBEHEA,
B AHOLRIEHRZOL] R e FHER® WX (P X =Cl. Br &
PYRR, & (XCVI) MBWHUEERREIR (XCVIIT) B (2R
J. March, Advanced Organic Chemistry ( New York: J. Wiley and
Sons, 1985, pp.433—434) . EHHEBEN (REMEEN, Sl
MERPUSmE ) b, E-100 F150C (R&E-78 BIBOC )M HEER
B, X (XCVIID) M@ LA FHLE K AR2e=L] gk F I
R=5=MgX (A X =Cl. Br &I ) RMELIRXN (XCIX) K (SR
EX@March Z5CR, pp 434-435) - Bb5b, EHEER (R
MXREN, FmZeRNEs%®m) b, EEHEEHMN 100 F150C
(fR%&—78 B100C )R, X (XCVI) MyBSE T AN KMRZ5=L]
G FHERZS Mg (H P X =Cl. Br 1 )R TUELNR
(XCIXD 1|, SBEREEATIENENEXN (2R LY
March &% Ck, pp 434—-435) . EREMH F4, R?25=R25a,
EHEEEN S, L (XOVIID) MEACFEMNLEBATIEL R (C)
M. ZEREMEE, B2RENELP( RESLE®. BEEY
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ZHTEERA) . SLZRES (NS =-RTES ). F@E.
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(FUM=ZERWALHE) . ERARTFXE. HRHENEE 1 86 4t
RIFOERREN, BEEN (ANZHRMEARN ), 631078
RFmEERELTER. CFEMRENEBEEREALOM-T78° 3200C,
REHNOCH120C. W L &S| FHHMarch 5% XK ( Advanced
Organic Chemistry, pp. 1093—1110) # ik, W HRBEHFRM
ARKR, CEARMEHEELLMA,
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gHA (] YMLEAYHLTLEAREER 2 SHRARFENE,
WA HEAR (HRR. N. Butler, Tetrazole, in Comprehensive
Heterocyclic Chemistry: A. R. Katritzky, C. W. Rees, Eds.,
( New York: Pergamon Press, 1984 ), pp. 828—832) fik, &R
BEMIHET (REOHIS0C), R (CIOMLEH (AT, X
FZ=CR?, Y=N, R* = (CHR"").CN) W AR & B4t 9y Rk 4L &
RmERR (CII) M. ZREBNTUR -IREFRE (ki
N-Z"HERBRE). “RhREZBKE (REN N-ZFXZ8K) .

AEE (REN-FERERESE), —KEFTR (RE-FTHR ) H
B2k, EEBRBENS, R (CIII) MkédH (AT, HPY=N,
Z=CR*®, R3 =COCHs ) TRk ERIKX (CIV) M4t

- IR HEaER. X, N -SRT_BREE (S, N-
RTZBEE), N- i SFX_PRER (#lm, N-HEE_HFHRT
B REN-NEUEATRLSE (fln, dRENZE) (BRE
X HMarch &% 3C#, Advanced Organic Chemistry, pp. 539-531;
S. Kajigaeshi, T. Kakinami, T. Okamoto, S. Fujisaki, Bull.
Chem. Soc. Japan 60: 1159—1160 (1987) LR X B3| HES %X
). BHBNAB LI IMREFH2ACAIEETFARKEER

iR (RE-HHRE_EZKR) ., 48 1 0 M RIEFHZIRER,
431 ORI FHIFE (R Bk ) UR6F 1 0PRRTMF
Bo WMBMHEBAR (H. Brederick and G. Theilig, Chen. Ber. 86:
88—108 (1953) ) Hfik, EFREARBEBEMNNERT, R (CIV)
B AR R ET U AR (CVID) MImkm, B—HE, W
HMAEHAR(BRI. T. Gupton, S. S. Andrew, C. Colon, Synthetic
Communications 12: 35—41(1982) ; R. F. Abdulla, K. H. Fuhr,
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J. Organic Chem. 43: 4248—4250 (1978) ) B H®, EHHEN
F, EERBRARAFLT, RN, N-Z (BEKE) FRE—
(EEEE) BRE (HUN, N-—FEFARE_FESE ) RE6old
BA (B (CREETHERETFE ) -—HEZE RN, R
(CIIT) MM DL Sl BmR (CV) . FIREHENEE 6310
TPRETFHSE, 196 MRETHREEERE, 431 04 BRETF
MEREMRE 4T 0MREFHRR (REZBR) . FAREY
DEBERE. REBRMEhy (RESkWH) . HFFEE (RER%E)
BRERMRBEREBE, UAFHEAR (BRG. Sarodnick,
Chemische Zeitung 115: 217-218 (1991) : Y. Lin, S. A. Lang,
J. Heterocyclic Chem. 14: 345 (1977); E. Stark%, Chemische
Zeitung 101: 161 (1977); J. V. Greenhill, Chem. Soc. Reviews
6: 277 C1977) ) whRk, EHEBE (CV) TLARBEBRTEN S
FRAX (VD) mEE., FEERENEE6I L 0 MREFHS
HR. LA BRETFHREREN, 431 0 M REFH-RE®R,
REAHLOANABRFHRE (REZBIKH .
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REBE2 3

Rt (CHRI")CN,
R (CHRM)oCN \(\(
Y e
N_ _N X
X \]/ NaN,, NHC! R
Sow O
| R X
- g iy
(o))
o ? N///\NH
! R1\/\/J R /
FU\(Y\CHJ» H \' \CH'ZX I AN =
N_ N HCONH, NN
e | EkA o
\ - e Re
’ \) B ‘ = | =
R5 y s
(Clily ‘ (CVI)
R,NCH(OR) ,
Eﬁ'. Gold’s IR

§
Y

i
NN W

N

/N o
X \T/ NHNH,, \T/

% NP# o | NRe
RS X RS X

ERRNEL 242 s RARAE, RASZTRFLUNER
M - HBEWELEY. B (CXD) 2AAEBRMER (CVIID)
mEmk. SRR EEEEREFATHRAWRMNL. BEH
SHEELRLREEE CLAPREHERNEY, AEZRITFR

102



PRGBERHELREEER (CIX) . LAWCIX ERELAE
ETRAERRMERREEREREER (CX), REEZBE D
EBREERE (CXOMFERRZZHREELYFBBH®Ee (CXI) .,
MEa®CX £, BIRNEHBRWEZRPREERH & T EES
8 —HBAE,

RE#BR?2 4

R3 OH
AN 3
\n/\[/ R § al
N N . I

Y 1) M Hno, NY/N NH,

;
RY 2ypoct, (E,N-Ph, I A G
3) Fe, AcOH, MeOH, i3k,
CVili m““ cIxX I _
R3 Re
1) (i-Pr),~N—Et, THE
N)\/N.\
Ty -
R NT N
X Y
1) NaNO,, AcOH, RS
Xl

\ N N
RS )l\ Z
R N7 NH

cx X
R3
)\/ 1) CH(OE),,Ac,0
TSN s
o0
R NT N
, X
”

t

cXI o

RS
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MRAEHRMHR: EARE, KIPURETUNENBL 2 5 Fin
E—PRIEAHENRE BAE. AEE2 09200CHEEN, &
FRERTMUBANBAT, R REMLEY (CXID) AEHR
PIREE 8 — RAEEHW (CXITD) - UXPHR, HEHBRCHE
W (CXIDHIR® BELAHEME B &R HZ M BR KR pym
W (CXIV) - @H, WRR' EAEK, 2ENAENERKNRN
ETNBRENREHERE. ERRNQER. BERZLLeY
EEHX.

RM#BEL 2 5
R3
N
Xy 7D
/h;L # >N
a) Rq‘ N N x
R, fmk
A %
CXll A
3=
(R°=Cl) R
R3
N
0
|
b) FU)\N/ N S
> A
N
CXIV

(R3=0l)
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Ea, JLKR/RLENMR (1) Wikay, i (COVID) .
(CXXVIII) -« (CXXIX) H (CXXX) BRIV B2 6 M1 2 7 FFR
FEHE. R (1D LEPHEEFAFONE T ENMRRESL 2 6
iR 2 A~ ZBE- 5 - HMEER (CXV) B ASKELRL
B EHELISHLAY (CVD), RE, La® (VD) 45A
BHAEMR® RXEEMMRS RMX 52584k 2 0 7R B 89 8 0
(CXVII) M (CXVIII) , EFMEZEREREF. A5mM, R MX
FHEAEXHR (1) BHkaPRFERBBBEA. BRARYE R
AL &% (CXIX) A (CXX) My 2 ASR/RBMOR® RXLE
BIKRiHSHA~TY (CXVIT) . (CXVIIT) . (CXIX) # (CXX) »
ENTME—-REE, S, ESERABEEL.

FHEHEREN (N-SRE-N - SX) KEERXLLY
TERENRR 2 TSRS, 2EBRE 2 - SEWR (CXX)
B SRR EB LY 2 — MER (CXXIT) - 768 B JuNal
FET, #HELHAEMNS - KEER. (CXVII). (CXVIID).
(CXIXD) M (CXX) 48 (CXXIT) W& PRI (N -l ) g2
mE (CXXIIID » (CXXIV) . (CXXV)FI (CXXVI) o (CXXIII),
(CXXIV)Y, C(CXXV) 0 (CXXVI) A EfHRY I St g
EEERERFREN (N-ERE-N - £%) AEER.
(CXXVII) ., C(CXXVIIID . C(CXXIX) 1 (CXXX) o
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RM#EE 2 6

1) MRS NH,

2) 10% Pdic
NO, *
| > s

N\/N 1) POC’S. HgN \/
roc l \\\\\\\*cmm
OH E arvy C1

CXV CXVI 2) 10% Pdjc X
| AN
NYN

1) MRS + MX
2) 10% Pd/c

CxVli CXVHI e e
KS/RS “)\/X
NYN NYN

CXIX CXX

/

X

cxvill
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R ggek 2 7

CXXVII CXXVIL CXXIX CXXX
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ERPPH (N-RF-N-HKZE)REEERE (N - &K -
N-ZE)EE=ROLTUERERNEL 2 S EHE. B8
MR, REFSRUEESHESE (BTMABrs ), TEHEEN
REGERF (CXXXT) TUBERILERABERRAMER - BELF
(CXXXII) o MENERFET, EfENPHEST, Hb, HHE
aEsn, KEERET 14N RETFHIIL4IMGERFHER
2 REE, ANBLRBRBLEEMBME. ABkEY
(CXXXID) MIBUR MR =% (CXXXIIT) BBAER (N —#31K)
FEBLE (CXXXIVa) R (N - 2% ) EEZ8H (CXXXIVb) « EBRF
T, (CXXXIVa ®b) BA M-S RELBEFELEY (N - %
- N—f%) SEER (CXXXVa) B (N-HF-N-izX )&%
=5 (CXXXVb) o

EREE?2 8

J

N N J N !
N & e \It/ Y CXXXllia
) + BTMABI, h\:l P T ¢ Ly CxXxip
\L/ ﬁ ~ B Y oo
a - .

CXXXI CXXX1 cl b: Z=N
1Aﬁﬁ
J N \' Rt ﬁ -
K7 X N 1. K> X
o J \z( 2. RAL M T \z(
~ N P " \L Br P
L Br \i/ ) \Fpr
R
CXXXVa CXXXVa
CXXXVb CXXXIVb

ERPNLEYERARFEAUTREOANWERE—LF RN,
FERERERKERE.
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LHEH 1
N-(2-B-4-HEFHE) -N-HL
—4, 6——HE - 2 -

ABA: B=HALB (60l ) BEMAHKERH M4, 6- =
E-2-BESR (37.1g)F, BERAYTOCHE L 548, B
MAER 2 3 /M6 BEAYNRHEEZE, S8EEKL, HZR
(20x100nl ) B, AHZHE, FRMETH, KZEGH—%
A EREE (19.778) . Mgl RFBTFAOE K BN (Z
) 19.5 AH, XEEEBAARAALREK (3.53) . £B8FH
2 —#—4, 6—- “HEMRE23.31g (HE55% ) o

AWB: W2 -84 -HEER (2.6s, |EE)MASEA
FaEY (2.03) FZ 2% (80nl ) MART, BADMAERLS
hete WEEBRE, BAYEK (2000l ) MZMZ A ( 3 X100m] )
THAR. AHZHMZEE, BBULARK, BRETHR, E3kSE
BixaBEk (4.92) . “YEER-60 HEWEH, M 25%
ZMZEBHCEER. BRRBERFRREEM D EEN - (2 -8
—4-FHEXE) -4, 6-"PH- 2 -WREK (3.29g) (WX
80% ) -

HBWC: HEFL-FPE- 2 —FHEMATHES (1.04 6.8n1)
FMREE (1.0ul, 558) MPBFEANEKE (40n] ) LR
BHFE™Y (1.0g) %, BAMEREHA 7 2 /8, Fk (50ml) A
ZBZE (2 x100ml) ZHAE, 4FZMZEE, Hihik, &
METH, ASREBEARE (1.06g) . HEFAER -6 0EE
W, R 5% ZMZBENCRER. SEELAYHEER,
H—HREEREE (0.80g, W59 ). TESH, HEM
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CiaH1eBrNs : 36C: 54.92; 36H: 5.27; %6N: 13.72; %Br: 26.09.
SCHfE : 96C: 54.61; %H: 5.25; %N: 13.55; %Br: 26.32.

EME AL KELS Z8WE. np 120-1217Co

K 2
N-(2-8-4- (1 -BEZE)IFE) -N-HBE
~4, 6-ZHE- 2 —HRE

THA: BXREH], PHBATHFAFEFY (2.01g, 14.0lmmol ),
2-8-4-C1 -BEZE)ER (3g, 14.10mmol ) FZ ¥
(20n]) PHIRAYMBERL.S Hof, REVEEZER, EZMZH
(200ml ) IS EhMABEE (1M 50ml) ZH4 B, ENRELK
%, T/, HZE%E. BEDARKER, R : sHZBRZEN
ChRB®, B2 -N-(2-8-4- (1 -HEZE)XE)
-4, 6-_—HEBERK (3.28g) -

B ShEBARS®Y (1.64g, 5.12mmol ) HTFHE
B (10ml ) ALY (60% Fili+, 0.41g, 10.25mmol ) E25C
AL SAMFWMABER (0.82nl, 13mmol) . BEAYT25CH
#9008, EA (30n]) MZMZAE (1000l ) ZE4 B, FHK
WMEIZBZ B (60nl ) RBUKE, &FMBNEHEAE, T8, B
ZWAG. ARYBEEEN, KoM 8B ZHMZBHCIRER, &
RIS -BERAFEALEY (1.42) -

FHERETLE (10nl) F, FRAKELIZHERE C 1N
6l ) 43, WERLMEE, EETHEDE Cop 163-164T O .
29 3K
N-(2-8-4-ZEZ#%E)-N-HE-

4, 6- “HE - 2 -BREK
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ABA: B2 -BR-4-ZBE-N-ZBERE (2, 7.81mnol )
BF=ZHZB (20nl)H, BMAZZEHEIR (2.80], 17.5m0] ) -
HRAYEHEN, ERCHRATHRAERY 4 hif. REHAEK
NH. OH RINaHCO: ®ifh, HZMZE ( 2 X100ml ) B, FHFFHN
B, Bk, T8H. EZKG. IRKPHEE>W0Y%, EEERTT
— &K

S2%B: AABAGFATY, EXXHE | PHRRAMIE, &
IERFHRENFROLEY.

SCHE B 4
N-(2-8-4- (1 -HFEZE)>EE)-N-2Z%
—4 -G - 6 BB 2 - R

WA B2, 4 -8 -6 -HFEEE (4g, 24.54mmol ) . 3
W (2.14ml, 24.54mmol ) FIN, N—-_RHEZERK (4.52nl) T2
B (60nl) FHIBAYT 0 CH# 3 hat, 25CHHE 2 40K, RE
mE 1 e, HEREREN,. MAYHE ZMIE (200ml) EEHE
W RBE (LM, S0ml) ZRISHE, AKREAKRFTILE, TH§.
AEKG. WAURZBZE CHESH, 882 - K- 49K
R-6-FEER (3.88) »

BB : AEBFAPHBZY (1g, 4.6Tomol ) 2 - R -4
- (1 -PEZE)ZER (1g 4.67mmol ) FTZZH ( 6ml) Fim
RERL.S ot BHE, BAYEZMZE (100l ) AE ALY
RE®R (1M, 20ml) ZE 4B, FHERH KKK, T&, FiE
RAXBTERA. HXPELEREN., R : 5% ZMIBSKE
W, BB 2-N-(2-8-4- (1 -HEZEIFEE) -4
~ MR~ 6 -FEBIEMK (1.52) -
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EBC: FEBAI®Y (1.0g, 2.56mmol ) BUE N ( 10ml )
bR (60% 7 BT, 0.152, 3.75mmol ) F25°CAE 2 O
Sb, BEMARZIE (0.32n]l, 4mmol ) o BABTCHEKHE 2 4
NEt, BMBEGE S AE. EZMZES (100m]l ) ATk (20m]1 ) Z1H
SRE, BRARELE, THR. EZKE. By BARRER4L,
WEHH: 2 ZMZBMICKBEE, S IEERNFEIELEY
(0.94g) -

LRGELGYEBRENE & WERERETZH (10nl), A
HAEBIE 2% (1M, 4nl) 8. WEFHHEE, AETH
(mp 219—222C) »

KHH S
N-(2-8-4-(1-HEZE>FE)-N-Z%
-4, 6-_HE- 2 -EBERK

ABEA: SEILE Z8 (1M 38ml, 38mmol ) MF) 2 - K -
4- (1 -HEZE)FERK (6g, 28.2mnol ) MEER (4.7,
112.08mmol ) BFZ B Z B (100m] ) MZ W (13m] ) PEIBEHED,
BReDTHCHESE | Aof, ERBERAEREZE50l. BRY MK
By 3 e, WilE, WMAZEE (120ml) ., FHFEEE. B2 -8
—4 - (1 -HRERZE)FZEULEBE, T (10.4g) AEHH
HERTT -®RR.

SHB: ¥LBAMSY (5.0g, 13.47mmol ) . BREHF (1.868,
13.47mmol ) M2, 4— /R =% (2.8al, 27.28mmol ) ¥N, N——H &
FgEE (350]) PHIRAYMAER 2 4 M. BHE, REBEHRE
ZBZE (120n]) MR EL#KER® (0.54, 100ml ) Z @58, K
EERCEZE (120nl) BB —K, AHFENE, HAMEKK,
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T, AZRG. BRYBAERER L, RsH: 8 U ZHMIEEM
CHRER, BF2-N-(2-8-4- (1 -HEZE)XE-4,
6- —FEMIER (3.378) .

WO : DIEHH 4, SECPEPMFEX, ABETHAKMP
BB AL 5 AZ 5 B o B 4T B899 (3.0, 9.37mmol ) KEE 4k,
BRI FELEY. NHEM® (2.88) .,

HBENP S EdXES 4 XM HE, HELE Z8F3
B, mp 151-153C-

9 3

N-Z#E-N-(2-8-4-(2-HEEZE)¥E)

— 4 -G -6 -FE- 2 -ERRK

EEA: HZHE (18.8ml, 0.26mol D WMBIBRZE0OCAI4 —
BRZEXMRK (16.552, 0.12mol ) FH & ( 23ml, 0.29mol ) M
CHz Clz (100ml) $HWIBR &Y. BEADT 0 CHE# 2 bef, &
5CHHE 4L 8/ B, RAEMABUBRBIMNER (100n1) . B
CHz Cl- B4 8, BEKE, THR. E=E%S. HEDHEEREN
Bk, WM : 259 MELOAc CiRBFRM 1 | EtOAc/ 2%, FF
= (24g, BEIK ).

A %B : &#O0rg. Synth. Coll. Vol I. 111 HWRMAFEY 4
~ZHMEEZE-N-ZBEREFHRIL, XF, N-ZBER
(14gs 63mmol ) B Tk #4RE ( 70nl ) &, ¥ B ( 2ml, 77.4mmol)
WmEEE, FEBRMBRTOCHHAES 0 M. MATHRBRWNBEK
(20ml ), BFEMAH 0(200ml ), &, BIWENRLY. 8
A Mz 0(300m]) B, i, XEIHMEARLY. TEH
RICDERREE (6M, 100ml) P EHE 2h, A5 H B ENaHCOS
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FRFRIMEAY, BEZHBZIE (2 X160nl) #H. AX*EH
B, Bk, F@. EZES. Y ERRERAL, R
EtOAc/ 241 @ 1. UHFREEBR20%, FB=® (2.85)

BBC: 2-B-4-BZEXEMK (1.6g, 7.3mmol ) M1 2 — &
—4, 6—_HEER (1.1g, 7.3mmol ) FZ_BPFEHERML.5 A
o Wil g, BAYEELOAc (100n] ) MINaOH % C0.5M, 25ml )
YHASR. KEBEMEOA (500l ) BB—W, XA, FHK
%, TH, Ax&%. HEPHAREKERSL, Wzh#d: Et0Ac/ T
el i1, BEFY (1.32) ., BKE64%.

PB®D: BEEWCHA™Y (1.39, 4.77mmol ) BE T KCH= Cla
(30ml) A, ¥3, 4—Z=F— 2H— "% (1.65nl, 11.98mmocl ) I
A BEHEL: S0, (0.2pl) MMA. BE&YTF25CHES 0h, i
AB#EK: C0s (1g), BEHFMAMMNAHCO: (50ml) - BEAYE
EtOAc ( 120m] ) MINaHCOs #&® (20ml ) Z W4 B . HEAKZBHZ
BEE, TH. ASES . BT RATHF (1501 ) TR FHRE~PH
e (60% 4 BT, 380ng) F25CLAIE L 554, BHEMA
BZEE ( 1nl, 9.45mmol ) » BAYP T CHEE 1 2h, WHBER
4h, EHFMEtOAc (120m] ) AH= 0(20n] ) A . HILAKE
EtOAc B, TH. EZ¥&%. BRYHRREN4k, R 15%
EtOAc " E4e, UL S KET8Y%, BB™=Y (1.68) -

HBE: BEED =% FHeOH (20ml ) &, ¥¥H2 S04
(0.4ml > MAA, BWMAHC] ~Z% C 1M, 1.5n1), BBAYF25C
& 2h, BEEKK: CO0s ¢ 1g) FIERM, 7EEtOAc ( 100ml ) -
NalCOs ## (30ml ) MINaOH B (2nl, 2M) Z 4 ®. xEBH
Et0Ac (60ml ) EBU—K, &3#Et0Ac B, Bk, FHB. ES®
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. MY HAEKRENEL, Rzt 40% EtOAc/ Bk, BI~Y
(1.23g) » WEI5%, |

ABEF . BEMTYHETTHF (10l ) FHNal (6036 54 & F il
F, 120mg, 3mmol ) FOCHES 58, F2CHE L 544,
BELE (0.25ml, 4mmol) MAREAY FHCEHAE 2 0h, RNBW
7EEtOAc (100m] ) RH2 0(25ml ) Z @ 3 Be. B R PEELOAc B, F
&, HEESG. BEYBERENHAL, Wapt: 20% EtOAc/ Tk,
BB ™Y (680ng) (HEIY% ), PH LU HCl ZHLEHETHAL
A, mp 117-118.5C

L7
N-ZB-N-(2-B-4-(1-BEZE)EE)
-4 -GHE-6 -FE- 2 -ERER

E-T78C, BAETHEKN (150l ) PAIXEH 4 HBER
(1.4g> 3.34mmol ) HETEH (1.6MFE&%F, 3.3ml, 3.7mmol )
RE. HELSHHE, BUOEA%H (5nl) PR (1.0g, 4
mmol ) B, F-8CEHE 0454, FEBCH, REBHEREZ
MZAEE (100ml ) AITPHEAH (BA, 200l ) ZHSBE. KEZ M
ZEE, RERALEKE, TR, HZES. Y AEREREL,
R : ISHZMZIMEHBR, BEAMFEELEY (0.9,
mp 96—98C.

LB 8
N-(2-8-4-(1-FHEZE)XE)-N-Z&
— 6 -HE-4 - (2 -HEBRE) -2 -BRE

BEA: B2 -BBE (2.0g)BFTZH (50nl) F, B E

—30C, FTZBPHFEMER (1.4n0l , 150l) BEWA, K
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BERT -30CHES 048, BF 0 CHE 054 28 (K
Z®, 1.2nl ), A& (0.5m] ) MIPUE W ( Sl ) MBS WA L&
RN, #ETHEKMS (20ml ) B2, 3—-—H—-5, 6—-—HE-
1, 4-FBR (4.7%) WA, REBBRBETZERRES T4, BEY
WEOC, FEELWAKER (3M, S0nl) MmN, BEHEL 045,
FHANE, KERBETR. RERZEN, RINHKXDHARE
B (RIBHEIOWZHMZENCTHRER, Rc 0.4), BF2-X%
~ 4 -FEER (1.4g) . n. p. 48—50C.

B%B: FTOKTMETERER (1.6M, 2.7a1) F 0T
BIFTAZEE (25m] ) PEIER (0.66g) F, REBEWT 0 CiE#E
1 5+8h, WE-30C/KE, 2 8- 4 -HEER (1.0g) T8
(10nl ) PIBEBEBMA, REBHET -0CHEHE3 054, BF
DCHHEI O, RAEHEMR (WKEEMO0.45n] ) » 7 (0.5ml) M
PUSEekh (1.0nl ) IREDELERN . B THEK%M (5nl) $ i
2, 3-ZH-5 6-ZHRE-1, A-F¥BA, RNABRTZEEH*
St WEOIC, REMASEBHAER (3K 50nl). &8
BHE, Kt BERETR, BZ50, MaluRkYAREEN
(30% ZMZ BT %W, Re 0.55) 4idk, BF 2 -M-4-HE
-6 (2-—EWE)ERE (0.21g) . TESF, Bl %C:
51.46; 3H: 3.33; %N: 13.33. SLW{E: %C: 51.77; %H:
3.35; %N: 12.97.

AEC: 2-®-4- (1| -HEZEZ)¥EH (0.26g) M2 -
E-4-BE-6-(2-BWE)IBR (0.21g) FZ_BPmk
EBHE 2 4/het, RERNBAYHZRZERRE, SELPKER
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(1096, 3 X100ml) %%, TRAEHNE, REBENESIE MR HR
B, HAERER#EW, R : 0% Z2HMZBECKEE (Re 0.5),
BABEKN - (2-B-41-RPREXE) -4 -BHE-6- (2-
EWE ) - 2 —MERR (0.1g), np 98— 101C, R (NHs —-CI~
DDIP ) 390 (M+H) * .

#BD : HEECH™Y (0.1g) ZEMBISLM (50g) FF
AUEARWHTHBERP, MER, MARZLE (0.1g) ., BEDER
2 40, MBAYYRH, WMAK C0.501) . BEEN, BHEYH
BRTZBMZEYP, A% (3 x50n]) T, BRBEHN, E5 8
BRT L, RaH: 0 ZHMZBMCHRAE (R 0.5), BEE
&P (T0mg) , HWHEH.

RAERSEMFETH&EME, o 95-97C; &K (Nis
—CI/DDIP) : 417 (M+H)* , TWESH : Bt (C26HzeNs BrS
~HCI ) : 9%C: 53.10: %H: 5.00; %N: 9.51. SCHE: %C:
93.78; %H: 5.22; %N: 9.10,

KR 9
N—-(2-8-4- (1 -FEZE)IEE)-N-
FHEE-4, 6- _FH- 2 -k

AXRBMTXER 20 5%, EdSBAPRBEHE 2 -8 -4 -
(1 -HEZE)FERK (4.0g) M2 -H—4, 6——HEBEHEF
BlepRImAEERBES K, R (NHs —CI-DDIP) :
1M+ Y - ALBHHLSBEBFEIRER (RPE) KL
BIF®ROYRE, B/l (Nl —CI/DDIP) : 374 (M+H) * .

WARZEEBEKRE, np 146- 148,
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KHel 10
N-(2-8-4-(1-BEZE)IFE)-N-
Hi#E—4, 6-—H&E- 2 -BREK

BEEXBAHIPRERH - (2-8-4- (1 -BEZE)
ABEE) -4, 6-—PEBRMNENFHR, FELGYE HBEERE
Ao BEP, M (NHs —CI7DDIP) : 358 (M+H)* &

WETZRBEMASERY.

LG 11
N-ZEZ-N-(2-B-4-(2-HEEZE)
XE) -4, 6-—HE- 2 -mEk, R

THA: BRUTEE 6 PR EM kTet. Lett. 33:
373—-376 C1992) v AMERI HiE, 4 —RZEFREHRL. $FK
( 2g, 14.58mno! ) HF25m] MICHa CN #, WA & FNalC03
(1.68g, 20mmol ) MIISMIKBHK . BAHMKBHEI2-15C, I
A# (3.9g, 15.35mmol ) « RMEAPEDCEHE 1 6 M, RE
TEEtOAc ( 100m] ) FINaCH %% (20ml, 1 M) ZR 4B . Et0Ac BEF
HARE, TREEZES. Y HBRKRENSEL, H1:1 Et0Ac
/OREBRFI.8s Y, FEATK.

SEB: FHEAM™Y (6.3, 23.%mmol ) & T 100m] EtOAc
f10ml EtOH MB&&MP, MAEER (4.7g, 112.5mm0l ) , &
HMA3In]l WIMHCl 2BB&. RERELZEEL, £E50m] &
M. MARBEAYH ISnl EtOH BB, WAERsS M. B¥HE, WA
100ml Et= 0, {RiERE FELOAC Wik, TIREF4.5¢ =8, =%
55% o

AHC: B EBAFMHYME (8.538, 24.95mmol ) . ERAEHF
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(3.84g, 27.72mmol ) M2, 4— R =M ( 9ml, 42.65mmol ) &

DMF (70m1 ) & hu#h B9 16h. X PLIE & B #EELOAC ( 150m] ) AI50m1
Hz 0 ZH 4B, HHEMHz 0C 2 X80ml ) MEARES, Ti@#
ARET®S. IRYAEKENEN . H1 1 EtOAc/ i
B92.8s ¥, FE30%.

A%D : 3.3g (8.93mmo]l ) X HMCH=PWHEF60ml CHz Cl:
B, MA3. 1nl (22.7amol ) B33, 4—=H — 2H—- MW %0.5nl #Y
RRE, RERGYWEZDCESE L 6 /08, BMA0.2n] MEK, %
ZWH 3. WAI00m] EtOACTI100m] B RINaHCO: B, ¥FHE
BH. KEBEMH100n! MEL0Ac ER, &3FHNE, ANalCo: . &
KfEHE, TRERE®RS. HAYHEERKEN AL, H20% EtOAc/
ChBBal.2e 9, =E31%.

AHE: $EBD/IM~YET 150l XARTHF F, MANaH
(60% 4 B FihiP, 220mg, 5.5mmol ) o BMAYHECHHE 1 54
g, MAO0.5m] (5.7mmol ) IR Z IR, RMEAYESCHEE 1 6
I, AEMHBER 2 A8 KA 100n] EtOAc A130nl He 0
ZEGE. AUEALKEE, TREAZES . BaYHEERER
ik, H10% EtOAc SR BI L. 1s P¥. KFEYETF 20l
MeGH &, A 3ml A9 1M HCI ZHER, BEYESCHEE 2 buts
RIEMA30nL 1M #NaOH, FEtOAc (100ml ) B . EtOAc EFB
KERE, TRHARAZES . ISP REGLEERTF S RN,

SBF : %HBEM~Y (950ae. 2.4mmol ) HTF 100 BT A
THF =, FNal (60% 4 # Fi#+. 140mg, 3.5mmol ) 4LE, 7E25C
WHISTHEMA2Sm] BZE (4mmol ) - BIMREAWT
WH 168, RISTEELOAc (100m] ) Ak (20m] ) Z W4 . HH
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BREHEXERE, TRARZREG. BRUYARBEER4L, H0%
Et0Ac/ S4B B500mg ™%, AEH FEE~YR{ hLm,
mp 129-1317C.
L1 2
N-(2-8-4-(1-FEZE)¥%)-N-
ZE -4 -BE-2 -BRE

PEA: AKX SMERCHFANB HE, HLH s
BARIMFY (0.2 M2 -8 -4 - (1| -HEZE) FRER
BIMENBERHN - (2 -®-4- (1 -FHEZE))EE) -4
—HE -2 -@wK (0.7g) s it (NHs —CI/DDIP) : 307
(M+H)Y* &

BB : XK SMERDIFRHA &, PEANTYH
RGEELEBRFTENZPYN - (2 -8-4—- (1 -HEZE)
AE)-N-ZE-4-FE-2-B&EK(0.3z), WU EER
BRBE- |

YRS REAEY T ENE, mp 145-147C. Ki# (N
—=CI7DDIP) : 334 (M+H) *+ .

LHH L3
N~ (2-8-4- (1 -FREZE) ¥E)-N-Z2%&-4 -

FE-6 - (N-BRE-2-BZEHEE) -2 -BRE

BEA: #1082, 4--¥ -6 -FEERM0.4g 2 - (FH
E)ZBHMZBAER (50nl) B3R 2 4 M0, ETENEINEAZY.
HHARKREWSL, FEs5s v FHMEGRBEP370ng 2 - 8-
4-FE-6-(N-BE-2-BZEHEZ) &R, Ki¥ (NI -
CI/DDIP) : 202 (M+H)>* ,
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EBWB: bRAFYPIMEEER KOEARMSEN, N-= (1
-HEZE)ZENSAHERER (0.35) B HEEHERNE
X (MOM— %) BBk, BIRPMH™Y (310ng, Kil246
(M+H)* ), HRPFYRTELEERNA

ZB|C: AL, SECHAE, RPMHMON-HMAT2 -8
—4- (1 -PEZE))ZHRAR. EXEFEHT, PERERPE
BHEEZRBIIN - (2 -®-4- (1 -FEZE)IFEE) -4 -5
E-6-(N-HE-2-BZEEE) -2 -H=HK (F#N. -
CI/DDIP 379 (M+H)>* ) o AHEGTRHRMN, KEEWNLBBFR
HERY, (MOM- BB (NHs —CI/DDIP) ) : 453 (M+H)*+ ),
REmpl s, PHRDMINE, FRZHE#TiREL. EF® (5n1)
M CIM Snl) BHEY, ZEEHE2 4 HHON-BBHRP. F
HMIAFGE, sELaplBERERE3.

HRBMEA LR ERE. B BRI 407144640 (M+H) +
Hic{E 407.144648 (M+H) *

, KHEs 14
N-ZE-N-(2-#-4-(1-HEZE)FE) -4 -
RRNEHR -6 -FE-2-BrRK, S-EikD

tkMJ. H. Bushweller %, J. Org. Chem. 54: 2404, (1989 )
MAE RERBAKLIBH 2 20>y, BIFRSH>Y.

KHH 15
N-(2-B-4-(RAESE)XE)-N-zZ2&-
4, 6— —HE - 2 -HBREE

#BA : Kajigaeshi % A7EBull. Chem. Soc. Jpn. 61: 597—

599 (1988) ki, 2 -H- 4 -BHEEERNEREL1L -8
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RAEFBMBRLTER. 4« - REREEE. | 4B =8L%E=
FEEN 2 4EMBRBIBENOH:CH2Cl- (2 : 5 ) IARTEE
B m. SREBREZEED, BHEAERER. HEUBRT A4, B
CHz Cl: BB BREY=R. FEBREAHF, BRBEETR, g,
BEREARBI-REWRY, LEEEESL, H&15% Etlic W
Sh¥EBl. (Re=0.43),

#%®B: NHALXEH 1 £ BB -CHITE, FLEBAFALSE
BRERBIGIELEY .

EmHl 16
N-(2-8-1- (1 -FEZE))EE)-N-ZE-4-
FE-6 - (4 -BRERE) - 2 - HRRK

WATHEBFFRATHF (100] ) FHRLP (60% 4 X TFuE,
0.24g, 60mmol ) I A0.52g ( 6.0mmol ) Mok s IE KRR & % ik
ERREE, B 1AM, ARRHEERGYESE, WAL e
2-(N-(2-B-4-(2-FE)FE)-N-ZEHE) -
4 -BHEHRE- 6 -HEER (5. 1mmol ), HEHHE2 6,8, B
EREBRESYE N LN NaOH BH+, BEH*FHEA BB K. &
FENE, AREMETHR, S8, MEXS. HEWN (Et= 0 %8
ALBPEEMEELSPI00ng, =309 ;

mp 145°C; NMR (CDCl,, 300 MHz):d 7.5 (d, 1H, J = 1), 7.2 (dd,
IH,J=7,1),7.1(d, IH,J =7), 6.8 (brs, 1H), 4.3-4.15 (m, 1H), 3.9-3.3
(m, 11H), 3.1-3.0 (m, 1H), 2.9 (septet, 1H,J = 7), 1.3(d, 6H, ] = 7), 1.15
(L3R, 1 =7

TFE T (CarllnBrNa 02 O it ®{E: C, 56.38, H, 6.08, N,
12.52, Br, 17.86: Xq{&: C, 56.07, H, 6.05, N, 12.29, Br,
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18.08,

9. 3. W
N-(2-8-4-(1-FRZE))EE)-N-Z%—-6 -
FE-4-(4-GHEFE) -2 - BREE

BEAT, TEHEH750mg (1.72mol YN - (2 -®— 4 —
(1 -HEZE)XE-N-ZE-41-FE-6- (4 -TBHER
) - 2 -WWEIEL.4nl FTATHF HE9B W, #5005l 5 A9 THF
&% (14,3.6n1,3.6mol). AFIERNBAYABEZERERE, H#20 |
Mot WEZRE, BEMWAISn 2K, BAYENAEERE
B, BAS04H. #EZERE, RNEAWH A 3N NaOH &+,
RaHFHEOAc BE=K. &#FMHFNEHENS0. TH, T, ®HE
BaE. MRYEEEN (EtOAc BB BB MRYFEHEILEY
300mg, ™%39%, (Re=0.3) ;

NMR (CDCl;, 300 MHz): d 7.5 (s, 1H), 7.2 (d, 1H,J = 7), 7.15 (d, 1H, ]
=7), 6.5 (s, 1H), 4.3-4.1 (m, 1H), 3.8-3.6 (m, 7H), 3.5-3.3 (m, 2H), 2.9
(septet. 1H, ] =7), 2.55-2.35 (br m, 3H), 2.35-2.25 (m, 2H), 1.3 (d, 6H.
J =7, 1.2 (t, 3H. ] =7);

CI—-HRMS: B 1{E : 433.1603 (M+H) , 3£tk : 433.1586,
EHEE 18
- ((2-R-4- (1 -HEZE)ZX)ZEHE)
6 -HE-4-BREKRTR
RRATEZREELY (0% 4 TP, 4.82. 120mmol )
RTHF C150ml ) BB FES 0 T oA S HE IO 42. 82 ( 118mmol ) 2 —
((2-B-4- (1 -FEZEIFXE EE) -5 -BFEx— 4 -
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WRARMTPE. FETESKE, —WMA3L.2% (16m], 200nmo] )
mﬁaﬁ,mﬁﬁﬁﬁé%,%ﬁ@ﬁ24¢ﬁoéiiﬁﬁ,%i
PURIERN,. REBRAYAZCRZERNZ K. #F0HHNEEA
REFAR, REETHR, 2@, BETREAANEIEEHEY. W
RYEEEW (Bt 0: 25 1 | B ALBIAWMES: (1)
2-((2-8-4- (1 -FRZEFE )EE) -6 -HE—
4 - ERAMTAEL O, FEIK, Re=0.8 A ( 2 ) 20g KM E i
REELEY (Re=0.7) . FEKELE, EXTREINE G
Bt &P18.0g, >=E399 ;

mp 81-82°C: NMR(CDCI,, 300 MHz):d 7.5 (br s, 1H),
7.25(d. 1H, J=17).7.15(, 1H,] =7), 7.1 (s, 1H), 4.3-4.1 (m, 1H), 4.05-

3.75 (m, 4H), 2.95 (septet, 1H, J = 7), 2.3 (br s, 3H), 1.3 (d, 6H, ) = 7),
125, 3H, 1 = 7);

CI—HRMS: ++ %1 : 392.0974 (M+H), Wi . 392.0960.
SCHRE® 19
N-(2-8-4- (1 -HEZE)EE) -N-Z&—-4 -
FE-6- (4 -FERBEERE) - 2 -BER

HREHE 1 6 FAMABFE, BRE4 - HERESL AT
FmE~%;: op 81—-82C.,
LmEd 20
N-(2-8B-4-(2-8BZE)¥E)-N-2Z2%-
4, 6-"HE - 2 —mrER
WMEAE. FHCl - ZEMBETHP-EX R PEABETILSY .
mp 58 —60°C .
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K2 1
N-BFZ-N-(2-FgE-4- (1 -FEZE)
FE) -4, 6-_FHE- 2 -HRK

FBRA: BEEO I MFE, Bo-HE-5 -FEEBRSLA
B v ] 4 1 B o

ABWB: EEETHF +, FlEMSLWIRREYSEANE
EVEELBIFENTY. '

Lsl 2 2
N-ZE-N-(2-8-4-(¢1-BHEZE))ZEE)
4 -RREBHR -6 - PFE— 2 -

HEEE L B T ERNREN 4 PR — R R EED

eIt ay;: p 51-53Co
LHEF 2 3
N-[2-8-4- (1 -HEZE))F¥E]-N-zZ%-4 -
HE-6- (4-BHE) -1, 3, 5-=%- 2 - &

FRA: ERSRPTT-20C, 1 04808 AA,. ER
HEH (300mmol, 3M ZME®, Aldrioh) WA MRS
(12.9¢, 69.9mmol ) BICH= Cl= ( 300ml ) B¥eh, H S — 20C
HAH4.5 A, RERNEBEMT - 15CUTH M6l K. HERK
RAWAEEE, WAL KM, BE | AH. RERATE,
BREBMAT—FEBEK (11.068) - Y FRARBEER
(CHz Cle 3B, BB #BIGEEEN2, 4- “H— 6 - FE
~ S - =7, 44g, FEE5%.

AWB: WIRPT, 2, d- 8- 6 -FE-S—=8 ( 3g,
183.29mmol ) - 2 -H-N-ZHE -4 -BHEER ( 6.07g, 25.07



mmol ) MIZRAEEZEIK (3.28, 25.07mmol ) E )% (60ml ) &
MAER= Dot BREBN, BRPAREEEN (CHz Cla %8,
BB ) dib B EE WA MK ™Y (4.58g) , P EE8% .

ABC: AXEPTEERESBBEIMAY (5000, 1.35
Cmmol ) BFTF20m] ZEixd, —WMA247ng (2.84nmol ) Bk, R
TAHZEHF 1 7 hEt. RERNEN, &Y HIBIE SK (1
D3, MEWARERER (Et0Ac/ 24, 1 3 ¥EH, &
B sk, WERFYHEHEKY (55008 ) ., =HEITH.
CiaHzsNa OBr

LHH 2 4

N-(2-%8-4- (1 -BHEZE EZE) -N-z%

-4 -BRE-F- (BEHE) -2 -ERE

AERYPT, LW L SHPEPRS YENHELEETA
THF S s 0 i, AEIEEHBEAWEAKS, HCHCl: BR=
Wo BHFMRNBHRRE T, e, REEZENBIFREFER
Mk EEHRREY.

LHEH 2 5
N-(2-8-4—- (1 -HEZE)EXE)-N-2%
—4-HE-6- (FEEFE) - 2 -BREE

BERYPT, EXKTHF $FHXHA 2 4M=PN1.1 SEHE
e, MAL] YEORPE. WAHE, EREYEAKFEE
CHCl: BBREK. ##OBRBARRETH, 48, RERZ.
HAYAERENEL, H210% EtOAc MSIE KB ADI% S & i
. (Re=0.37)
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K 2 6
N-(2-8-4- (1 -FHEZE)IFE)-N-Z%
— 4 - & - 6 - FRE (thiomethyl)- 2 — vz Bk

FEA: 2-B—-4-REEEMK (8.9, 42mol )RI6 -—BE
—4-HE-2- HBEE®R (S5g, 2mmol ) EEKRPTLA,
FEICH# 8 Iif. RNBAPREZER. AXYWHBRAER
(CHz Clz " MeOH, 25: 1 ¥, %M ) HkBH0.16g B&H &k,
P E89% .

FEB: AWM ®Y ( 6g, 18.6mmol ) NI=HELH ( 20nl,
214mmol ) ERRRPTHERR | S5bh. FREBREAYREZH, 8
REMA200g K, WHEA 058 E kM, KBERBZMZER
BC3X100ml) . #3FRHEHERI00n] AR100m] EhKMESE,
ARKERATHR, 8, BRBENHTE. le HBREWKRY. i
KOHREEN (CH= Clz /B, 1@ 1 %B, BE) 4LET
4.48g EWHMWMRY, =E70%.

SEC: EKAF T, #EBA™PW4L.3g (12.65mmol ) BT
0ml ZHERRES, PESHMA TS (65818, 16.45mmol.
60N THMTHP ). MEBFEETHEZRE LN, REBESHFM
Al00ml KFFHZBMZEERK ( 3 X100ml) - A#FMEHEH100n]
AF100n] HALE. FHEAX KRB TE, T8, XEBNW
T4.8s wHERY. KYRHBREER (Et0Ac S8, 1 : 6 %,
R LB H4. 4 WY, PEI5%.

L&D : EXRPT, EFBCH™Y ( 2g. 5.4nmol ) T LB
B (558mg, 7.6mmol ) ZESOml TR MIMER 2 0 hBF. BE
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BRE, WRYEREEN (CH= Clz /B4, | I %B, BE)
Mk B E1.868 JUMRY, X%, 447 : MS (Nis —CI/
DDIP) : 380 (M+H)* ,
w2 7
N-(2-®8-4- (1 -FEZE)FE) -N-ZE—4 -
BHE-6- ( FRE ) -2 —WER, S- "8k
HARPT, BEEH 2 687~PW1.82 (4.8mm0] ) BT 100l
CHz Clo ', S ESHMA3. 168 #13 —RiTEEFH ( 14.67mol,
MEES0— 853 ), MERHKEBHE I 0458, RREMTEILYE
Snl 10%WAHMENE, RREBAYAI500] Cla Cl: B, HE
F100ml 5 %6 BMEMMI00n] HAWKE. ENRERARBRNTR,
B, BEEMMT19 ARCWRY . KYEEKEER
(CHz Clz %6B, BB ) @b BH1.6 Bk, FE9H. HS
(NHs —CI/DDIP) : 412 (M+H)* .

L 2 8
N-(2-8-4-(1-FEZE FE) -N-Z%E—-4-
FE-6- (FR £) -2 -EEK, S -HiL

FETHMB 2 6 7Y (770ng, 2mmol) MIF MK (200n] ) o —
KIMABHEY (648ng, 3mmol ) A4 (10ml ) B, WENES
PER 2 810, RERNEN, MEAYEZRZE (2000l ) Rk
(50m1 ) ZEA M. #HENERN HA%E. FUERATAR
BATHE, 48, REENB20m BEHLY. kYREREE
¥ (EtOAc Sf, 1 ¢ 1 3B, K ) 4B I570ng kY, &
H7156. MS (NHs —CT-DDIP) : 396 (H+H) * .
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L2 9
N-[2-R-4-(1-HEZE)FE]-N-ZE¥-4-
HE-6-FHE-1, 3, 5-=Z%-2 - K

%8 (197mg, 1.82mmol, 1.2 4 ) Z@MWABINaH ( 73ne
60%6 k4 Bk, 1.82mmol ) MIFEKDMF B, TEEH 1 534,
REMAKKES 2 322 EBAI™ Y (560mg, 1.52mmol ) » ¥ HH
MESYEERTHEH 2 0. BIERNBEAYEALS, HZEZ
HMEN=K. FUEARBRETHR, d@, BERS. ER@RHZ
EREN. AU IRIBANCHEERBIFELEY.
C2zHzsN4 OBr I+®{E : C, 55.46, H, 5.46, N, 11.76; SCofd -
C. 55.30, H, 5.41, N, 12.02-

EHEH 3 0
N-[2-B-4-_HEREIPEEXE] -N-Z%-
4, 6-—_%® -1, 3, 5-=Z%—-2 -

AHA . B4 -EEEXEHMZE (5.0g, 30.27mmol ) RIBEEE S
# (3.81g, 45.40mmol, 1.5 ¥ = ) WMAT ZHMEHRMAS0: 50 iy
REEMNT. BePRHFE0C, FBmMA . (11.53, 45.40
mol, 1.5 %%) . BEEANBAWAZESR, R#7 240, AR
HREST, XER_-ERRKE. aFXFHENE, FRMETFIR,
Fw8, BEKS. BIMERYEREER G, HE30%ZRZ 8
MOk EBAD 3 - - 4 -HEXFMZEE- Co HiolN0= T NS 204
(M+H)>* 309 (M+NHs Dt .

AWB : BHTENaH (0.21g, 5.2mmol ) #325n]1 FC/KDMF Bl
FHMAZEAN ™Y (1.0g, 3.4mmol ) ,» EEEH 1 0458, RF
MA0.8g (5.2mmol ) BBZ 4%, HH 2 4/hH. BREEESYEA
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Ko, BZBZEEN. FAEEGRETSR, &8, SE®S. 48
FOZEREFMEL, A% ZMIEMCKRERA/H 3 -/ - 4
- (N-ZE)HEEFHFBHZE, CiaH1aNO2 T MS 320 (M+H) * ,

FBWC: WAEBA™Y (0.32g, 1.0mmol ) BF iz, B
BIOARFKE (0.188, 1.0mmol ) o RNYMMBER 4 hit, BE
BEH#2 4. REBAKY, HZRIEER. FHILERARRS
T, 28, BEXSF. HXDEEKEN4L, BS10%ZHKI 8
MESERBEAN-[ 2 -84 -ZEBREXE] -N-2% 4,
6-—%8—-1, 3, 5—=ZB— 2 — B CalizlNa 02 Clz T MS 467
(M+HO* &

ZBD : HEECH ™Y (0.26g, 0.6mmol ) BHET20m] —HH
fReh, WHE-20C. ZBMARLPESE (IMZBEK, 0.9,
0.33g, 3.0mmol, 55&E ). ERMESYHEEER, #4108,
REBAKS, 2B. KEFZRERER, 4FFIE, FREE
TR, I8, BEXRSG. HEPEEREWRSL, H830%2ZB2Z &
PR BIIFEELEGY. CisHisNs OICT MS 453 (M+H) * .

LHEH 31

N-(2-#8-4-(1 -FEZE)EE) -N-FHE

—4 - BHA -6 -FE- 2 -ERER

mp 109—112C. JCES W (Ca:H=xNas I0HCL ) : B C:
483.99, H: 5.48, N: 10.88, I: 24.65, Cl: 6.89, Sc{&: C:
48.81, H: 5.43, N: 10.59, I: 24.67, C1: 6.86-

KHEF S 2
N-(2-#-4- (1 -FEZE)I)FE)-N-2%
—4-®W-6-FE- 2 -BREE
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Bl e # R @9 6K &8 FIK= COs E A3, BUMATHE & 39.5nmol
15m! (118mmol ) ZMZ M Z E5R12.0g ( 14.47mmol ) K= CO= 7E120ml
RAZBEIMAEFIO M. RAEREREEN, HAYEHKE
frdide, H40% EtOAc DHRUEBBIIRER, SEMHIEP7E27%.

ULERERBIR 4 - BEER (2.472, 6.69nmo0l ) & F 20nl
POCls &, HE5CHHA 4 /pot. BREBEHBA KD, BHE3 05
Bh, F100ml EtOAc B, EtOAc R A K®E, T&, BER
HEN. MADEERER AL, F20% EtOhc/ SH¥HAH1.64
AR 4 - B, ~HEE3%.

MEE/PIM4 - HERL.6 7% (1.43mmo0l ) MET 10l Tk
DMF = @30.33 3¢ ( 8.25mmol ) AINaH ( 60% it 4 Bk ) 25 C— £ &K
#1508k, ABMAO. Tnl (8.75mmol ) MEL], RN ME O CHE
2/het, TE25CHA 1 6 /B, 7E100m] EtOAc F25ml K Z @4 R,
EtOAc BRI K (2 X30ml) . BhiA%E, TRAREREZEN. B
DEEREWSL, 8% EtOAc/ CHEXRBMAT1.2 EHNENE
k=Y, 709 : CieHisNs Cl1I IR ES 7 : Bl : C: 46.23,
H: 4.61, N: 10.11, Cl: 8.53, I: 30.53. 3£ : C: 46.36, H:
4.57, N: 9.89, Cl: 8.79, I: 30.38.

B3 3
N-(2-FRZ-4- (1 -FEZE)EEX)-N-
ZE-4(S)- (N-HE- 2 -MERFERHE )
— 6 -HE- 2 R

AR TF. #i0nl TATHF FRIL AR EELED.66 35 ( 1.59
mmol ) » 70mg( 1.76mmol ) » NaH ( 609 3l 4 84 ) M0.19ml (1.6
mmol ) BJ (S) —~N-HEBFEMEDCHE 3 6 /hat, REEHRK 2
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A, BEYEIOn] EtOAc F20ml KZE A, EtOAc EAA. &
KE, TH, BRERZEN. IRPEERENHL, H0.5%
NHa OH.” 5 % CHs OH./CHz Cl- ®%cBliB2I340ng ™ &, WERH I M
MHC] ZHEBRAEBHELN ik, np 101-103C (4 W) .
CzzHaaNa 10 - 2HCl TE#7: HilE C: 46.57, H: 5.86, N:
9.88, Cl: 12.50; 3cW{E C: 46.49, H: 6.02, N: 9.45, Cl:
12.69.
KRB 3 4
N—(2, 6-Z8-4- (1 -BEZE)FE-4-
RIS — 6 —FHE-— 2 —EREE

#8580ng € 2.46mmol) ) 2 — M — 4 — BB - 6 — FEE R,
793mg (2.7mmol ) 2, 6- =&~ 4 -REEEKEA216ng (5.4mnol )
NaH (60% B & ) R EXPFERK 6 hod, EEERERHL, H25HY
EtOAc ChHedE B, ™HE79% . mp 194—195Co CisHazNa Br= S 3T
oW HisfE C: 44.46, H: 4.56, N: 11.52, Br: 32.87, S:
6.59. LMMIE C: 44.67, H: 4.54, N: 11.24, Br: 32.8, S: 6.62

K35
N—-(2-HRE-4- (1 -FEZE)FE)-N-
ZE—-4, 6-ZHE- 2 -BREK

AR REIEYRAN L -R-4 -RAEEREERMn -
BuLi 7ETHF P 0 C#t {7 - R B, MEAN_-_PE _-HHIA4 M
. BEKERHEL, 8% EtOAc/ CIR¥ER, P~E37% : np 64—
66'Co CisHasNs S TTHE 47 : B C: 68.53, H: 7.99, N:
13.32, S: 10.16. L4 C: 68.43, H: 7.94, N: 13.16, S:
10.02-
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LHEH 3 6
N-(2-HRE-4- (1 -BPBEZE)ER) -N-
ZE-4, 6-—HE- 2 - imt
HA—BREEWEXME 2 5 MM o 141-142C.
CisHzsNa S+ HCl TS #7: B C: 61.43, H: 7.45, N: 11.94,
S: 9.11, Cl: 10.07. XMW C: 61.07, H: 7.40, N: 11.80, S
9.37, Cl: 9.77,

L 3 7
N-(2-PETRBE-4- (1 -FRXZE)EE)
-N-ZE¥-4, 6-_HE- 2 -BRE

25°CTE 6ml MeOH A1 3ml /A, 3UMEH 3 5 MBI ( 300ng,
0.95mmol ) M300mg  1.41mmol ) ¥INalla KM 2 4 B RMRE
BE 1000l EtOAc M125ml A Z 4B, EtOAc EBURE & . A%
&, T, RERZEN. H4YLERENR4L, H1:1 EtOAc
OB P20 R, FET70%; np 144— 146,
CisHasNs Os JTEREA 47 : Bib{H C: 65.22, H: 7.60, N: 12.68,
S: 9.67. LM C: 65.12, H: 7.63, N: 12.48, S: 9.71.

LREH 3 8
N-(2-B-4- (1 -PEZEZ))ZE)-N-Z%
— 4 -EEMEFE- 6 -BX - 2 — @

FELAWUNHREEERFH . CollaaNa IS TEHH
i C: 48.72, H: 5.38, N: 11.96, S: 6.84, I: 27.09. £
g C: 48.80, H: 5.36, N: 11.84, S: 6.95 T: 27.05.
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LHH 39
N-(2-B-4-HEXPEZFE) -N-Z2x%-

4, 6— —HIE - 2 — R
RELEDURBAREEERBT . CielzoNs 10 TTRZH -
B C: 48.37, H: 5.08, N: 10.58. 3CJE C: 48.27, H: 5.00,

N: 10.07. |
LHE 40
N—-(4, 6——HE-2-BEEX) -2, 3, 4, 5-NH
—4- (1 -HEZE) -, S-¥FRERX

¥4®m (15.32mmol VB2 -8 -4 -RAEERN2.53 R
(18.4mmol ) #4, 6— “H ¥ - 2 —BEEWH T 300l DF .,
A4.8 3 (34.4mmol ) #IK= CO= R1600mg € 9.2nmol ) BIHK, B I
MBS MHBER 2 /. ¥w#HE, MA30m] EtOAc, BEEHEY
B W E200m] EtOAc ﬁ]50ml kZ 4B . EtOAc B A (3X60ml ),
kR, TR, REHEZBANBHMRA&Y, FEF P RAEER
AFTERNE: MS(m. e ) 275 (M+2, 20% ) : 274 (M+1, 1009%) .

EEHEFY0.6 ® (2.2mmol ) BT 8nl TRKMZHES, I
A132ng € 3.3mmol ) Nall ( 605 %k ), AW MMBER 5 A6
SEMA0.220] (2.2mmol ) 1, 3I-ZHWER, NP BF M 2 hoto
XA 60mg ( 1.2mmol ) 5NaH ( GO9S A HE ) » SKEEMM 3 SBfo ¥
HiE, BEEHEY, BEREBN, IRXRDEERKEWAEL, F8 Y%
EtOAc Bt & P220ng B37Y, MEFEI2Y : 7 HRM -
PEE : 314.169095: SSMMAE : 314.168333. B 1M MHCl Z ME4t3E,
i M, o 157-1597C,
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e 41
N-(2-FRBE-4¢4- (1 -FEZE)FEE)-N-
ZE-4, 6-"HE- 2 -k

R 3 7TASERLY (100mg, 0.3mmol ) # 4ml CHz Clz M
8ml AP E5EIFXE=ZEMK20ng (0.0%mmol ) 17542 8 4 04. 5ne
(0.6mmol ) F25CH#H 1 6 h. BA®HEGONl EtOAc R 40ml K
s BL, EtOAc BERA, BhAkKE, TR, ESH%. LY HARKE
W, WaiRH25% EtOAc MCRER, B FP85ng (=X
81% ), mp 174—175.3Co CisHosNs 02 S MITTESH : M1 -
C:62.22, H: 7.25, N: 12.09, S: 9.23. LMW : C: 62.13, H:
7.28, N: 11.93, S: 9.12,

Ll a2
N-(2-ZHRE-4- (1 -HHEZH)¥B-N-
ZE~-4 6-ZHE- 2wk

FELGYTTRWELES S 6T YNHERE T ERE. op 128
~130Cs CisHarNa S~ HCl MITERSH: BHIE: C: 62.36, H:
7.71, N: 11.48, S:8.76, Cl: 9.69. M{E: C: 62.64, H: 7.75,
N: 11.43, S: 8.59, Cl: 9.58.

KRS 4 3
N—(2—Zﬁ§~4—$i§IQEZ§$§)TN—
ZE-4 6-—HE- 2 -BRE

FELEYTHASLES 1 A= YR FERHE. np 77
—T78Co CioHaeNs 0S BITTE S 47 : HibifE: C: 63.66, H: 7.31,
N: 15.63, S: 8.95. SEJ{E : C: 63.70, H: 7.32, N: 15.64, S:
8.94.,
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K 4 4
N-(2-HRE-4A-FEETREZEFE) - N -
ZE4 6" —FHE- 2 -BREEK

#9.0g I= (35.4mmol ) ME| F20ml CH= Clz P 4g(29.5
amol ) 4’ —HEZEZMAS3.6¢ ( 42mmol ) NaliCOs BIS50mI 4,
BREYTHCHEHE2 0ho EEMA20R] EFRINaz S0 B, HH
10min. 7£120ml EtOAc F10n]l RZ |4 B . EtOAc ERAKE, T
. HZHRE, BRYESERENAL, Wz : 25% EtOAc B2
EHE, BRXWe.1g (WE: 79% )

m40ml Z®AM10ml 3 M NaOH B3R &9 Pm3.05¢ 47 - KE
-3’ ~BA-%XZ® (11.69mmo]l ) FIMAHEERLEMI2.10e
(25.20mmol ) ,» WIRADMAER2h, HERGHRERZE, #HiY
#E100n] EtOAc M30ml /KZ 4B, HA, $HAKFEERELOA B, T
R HZRS. BRYEFRKER AL, Wapi: 20% EtOAc M3
EER, B =P2.8¢ (ESL3K ).

E#RY1.5¢ (5.18mmol ) BB R K EMYL, 6 —HE -2 -K
EEEREK, EVREEE, SIHEEMEY, WETK.

Exma®l.1g (3.64mmol ) A Tnl "AZHEPHIE LW
190mg ( 4.73mmol, 609% Fihe ) A, B@WS.5 hot. RMEEY
7E100ml EtOAc M20ml Kk Z[E4 8., MA, HA®EKEOA B, T
B, HEER%. BAYHEEREREW, R3H: 25% EtOAc &%
BE, BF™YI00ng ( W EL2% ),

£ #® ™ #900mg ( 2.98mmol ) K= CO= 470mg ( 3.4mmol ) RICHsI
0.2ml (3.54mmol ) F25'C&¥ 4 h. REE100m] EtOAc F20m! 7K
Z M4 B, BEKEREOA B, TR, EZERS. BRUTLEHW
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EERBTFTHRM.

LB >=¥940ng ( 2.97mmol ) A Nall 160mg ( 4.0mmol, 6036 F i
)M 7ml FARDMF F25°CHE20min, REMARZ$0.32n]
(4.0mmol) « BAYT2CHHE 1 6h, E100ml EtOAc FI120m]
ZEAE, BHKREEOA B, TH, HZEE. HAWEREE
Brdide, WahH . 25% EtOAc Tk, B3 >P600ng ( W E58% )
mp 106—108C> CisH24No OS BITTHE S 47 : B H: C: 62.76. H:
7.02, N: 16.27, S: 9.31. XM{&: C: 62.75, H: 7.03, N: 16.12,
S: 3.45,

KHEB 4 5
N-C2-HMRkE-— 4 -FEETERLZEEE ) -N-
ZE-4, 6-"HE- 2 -ERE

WERFA®RILY (0.3, 0.87mmol ) HEF10m1 CH= Cl= &,
M — % HEHR (nCPBA 85% ) 0.53g (2.61mmol ), BAYT
25°CPE# 16min. FiNa- S0; HIERM, RMEAYEAOR] CH2 Cle
M30ml 5% NalCOs ZH4BL, , FRAEHE, AEKRSE, FLY
ZEREMAEL, W3t 40% Etlic B4, BT ~H430ng, K
4096, mp 151-154Co CiaH2eNa 0 S WITESH : BhE: C:
07.43, H: 6.43, N: 14.88, S: 8.52. L4l : C: 57.24, H: 6.40,
N: 14.18, S: 8.60.

Kisi 4 6
N-(41-H-2-HEEXE)-N-2%-
4, 6~ “HE- 2 -ERK

2-B-4-EEXRNL 6-"PE- 2 -REBEEE, K

93% . ¥lg MWEY (3.22nmol ) BT 10n] F®a, ¥ 4nl (4damol )
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IMHCl 2B, BEYTFCHHAE 2h, REXKGRZEMN, W
KPYEISOn! 1:1 BELOAc/CHz Clz BYR AP A80n] HARINaHCO-
ZESE, TRENLE, KZREFF00e WKLY, F R
VETI0nl TAZHRFERZEOIC, MA110ng ( 2.92mmol N.aBHa »
KFEGYEMRZELC, EBH20nin, BEMACHs I 0.36ml ¢5.76
mmol ), AP TUHCHHE 2he KERBREZEN, HALYE1000]
EtOAc M30ml tBANalCOs Z§ 4+ BE, FEh/KBERELOAC B, F1&.
HZWR%, PRYERKEFAk, Wb 20% EtOAc B, &
= P840mg, BE S W E30%, MS (m e) : 326 (M+3, 100% ) ;
324 (M+1, 93% )

PAERFHEGTZEL, WEIYN, np 91-93Co CisHiaBrNs $
RITES S, B : C: 51.15, H: 5.15, N: 11.93, Br: 22.68,
S: 9.10. LW : C: 51.25, H: 5.15, N: 11.89, Br: 22.42, S:
9.22,

KEEH 47
N-(4-ZE-2-FREFE)-N- (1| -B&
CE) -4, 6-ZHFE- 2 -k

PARBTHEXES 4 6 YN ENEHEELEAY, o 85
—87Co CialHasNs S WITTES . HietE: C: 68.53, H: 7.99, N:
13.32, S: 10.16. XM : C: 68.56, H: 8.08, N: 13.24, S:
10.27-

Lmbl4 8
N-(4-ZE-.-FREXR) -N-Z£-
4, 6-—HE- 2 -BREK
MEMTHELES 4 PN T ERNEHEELEY, op 140
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—141Co CirH2aNs S+ HCl MITRAH7, Hibf: C: 60.43, H:
7.16, N: 12.44, S: 9.49, Cl: 10.49. X {E : C: 60.42, H:
6.89, N: 12.36, S: 9.61, Cl: 10.63.

LHEH 4 9
N-(2-BRE-4-(N-ZEBE-N-HEZE)
ZE)>N-ZE-4, 6——HE- 2 -k

IEGTHEEXHE 4 6 PR EHERELEY, mp 158
~160°Co CiaHzaNe 0S BITTEAA7. Bkl : C: 62.76, H: 7.02,
N: 16.26, S: 9.31. X4E: C: 62.67, H: 7.07, N: 16.24, S:
9.56

L5 0
N-(4-ZHE-2-HREFE) -N-ZE-
4, 6—- —HE - 2 —HrkK

DA THAZES 4 6 FPMHEHLHEELSY, np 99—
100Co CisHasNs 0= S AITTEAH7. Hi(E: C: 62.58, H: 6.71,
N:12.16, S: 9.28, SKH{E: C: 62.83, H: 6.78, N: 12.08, S:
9.44.

XHEH 5 1
N-(4-HEE -2 -BREFE) -N-Z&-
4, 6— ZHE- 2 —HEERE

¥352ng ( lmmol ) 4 — B — 2 —BHREEREER. 14, 3ng
(0.1mmol ) CuBr #0.5m] ( 2.5mmol ) 25% w.”w MeONa. MeOH &R
BYE Sl TATHF WA/ EH].5h, RHEAYEI00n] EtOAc
M30nl KZzMaB, EtOAc BAK ( 2 X30ml ), EiAKE, T4H#,
EZ%%, IRYEuREFRM, R : 20% EtOAc Ok, &
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*¥210mg (MCE69% ), mp 128—130Co CieHzaN2 0S - 1/4 H2 0O
MITCRSH, HwE: C: 62.41, H: 7.07, N: 13.64, S: 10.41.
CW{E: C: 62.06, H: 6.97, N: 13.26, S: 10.47,
LwH s 2
N-(4-RE-2-FREEXE) N-ZE-
4, 6——HE- 2 -BREK
DAY TFHEALHS S | “YMHERNEFELEY, p 112-
113Co CialiaNa S WITE ST ¥, HiLHE:C: 64.40, H: 6.08,
N: 18.78, S: 10.74, S’QM{E: C: 64.28, H: 6.16, N: 18.58, S:
11.08.
xR 5 3
N-(4-ZBE-2-FREXE) -N-Z&H-
4, 6——HE - 2 - R
WEZEPM 3N CHs Mgl ##1.1nl (3.3mmol ) 3B F10n]
FTAEDLER S 28 (0.5g, 1.68mmol ) ¥, BEYF5CHH
2h, EH 1h, FAAMI0% HCl HLIERR, FHEE2 034k, R
MA 1M NaOH EZEEHERT, BAYWHEOAc (100m] ) BW, F
MEMK, SARE. TR EZES. FADERRERGL, &
48 : 2096 EtOAc Cix, BB ~®370ng (W ET0% ) ; mp 125-—
126'Co Ci7H21Ns OS B THE S 47, HibfE: C: 64.73, H: 6.71,
N: 13.32, S: 10.16. LW E:C: 64.53. H: 6.73, N: 13.08, S:
10.19.
Lmedi s 4
N-(4-PBE- 2 -HFREEXRE) -N-Z%-
4, 6-—HE- 2 - EERK
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ARG TFHEXEE S SHITPHHFERNEHFELEY, np 139
—141C. CieH=sNs OS BITE S H7. HibfE C: 65.62, H: 7.04,
N: 12.75, S: 9.73. XJW4& C: 65.33, H: 7.19, N: 12.51, S:
9.62.

KHEH5 5
N-(4-(1-BEEZE) -2 -HEEERE) - N-
ZE-4, 6-"HE- 2 -BRE

#127ng ( 3.33mmol ) NaBH. MBI #ZE 0 CHI20nl EAZ B
MILREH 5 MM (1.058, 3.33mmol ) 1, BAYWERELTC, &
#16he HERFGHREZEN, BKPEI00n] Et0Ac F30ml 0.3M
NaOH z M4 B, EtOAc BFK. #hKk¥, TR, EER%E, #iP
ZEEEWSL, Wz : 2:1 EtAc/ B, B8 1g %, o
46—-49C. ¥ FMH0.72g (2.27nmol ) AT 5m] FTADNF H#Y
108.09mg ( 2. 7mmol ) NaH ( 60% Fiti# ) F25°CR M 20min, HEF
A0.3ml (4.8mmol ) CHs I, BAYEH 2 0h, EMA60mg (1.5
mmol ) EJNaH (6036 ) , A BEMO0.1ml CHs I, BAY B2 16h.
BREWEL0On] EtOAc M30ml RZEA R, ZMZEERK (2 X
0ml) . #As. TH HERS, HROSHEREHAL, R
209 EtOAc Chi, ARBRES=P600ngs. PR IMHCl 28
KBV AL MER, op 120-1227C

Xl s 6
N—(4-(N-HZE) -2 -BFREFEE) -N-
ZE-4, 6-"HE- 2 -ERE

#0.2¢ (0.58mmol ) 4 —~N-ZHME-N-FX -2 -FHEXE

BEERAEIOn] ZBAUS27208 ( Snmol ) KOH 5 2nl APHBEK
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E#H 4h, FMA200ng KOH, HZEER 3he KEZERBREZH, §
AYTE100m] EtOAc F130m] Kz @ 4B, EtOAc BEHE AR, TR,
HEXRS, BRYEEREN AL, Rz : 1: 1 EtlAc/Cix, B
=% 140ng, 4 %E80% ., mp 141—142Co CisHazNa S BT E S #7,
il C: 63.54, H: 7.33, N: 18.52, S: 10.60. XWE C:
63.63, H: 7.41, N: 18.55, S: 10.80.

KB 5 7
N—(4—- (N, N-ZHEE) -2 -FREXEE)
-N-Z%E -4, 6-—-HE- 2 -—ERK
¥60ng ( 1.5mmol ) NaH ( 60%6 Fidish ) ¥ 4 nl FTADMF gy
0.36g (1.2mmol ) 4 —~N-HE-2-FHREFXREERES, REY
B #20min, MAO0.1ml (1.67mmol ) CHs I, BKLEF25CRME 1 6h,
BAYH/EE100n! EtOAc F20m] A ZE4 B, EtOAc BHK. #
k¥, FH KEKEG, MAMESRBEFAL, R 20%
EtOAc/ 2%, BF ™% 150mg (¥ FE40% ), mp 119—120TC,
CizH2aNs S B)TES W7, #icfH C: 64.52, H: 7.64, N: 17.70,
S: 10.13. EM{E C: 64.55, H: 7.65, N: 17.50, S: 10.31,
KRB 5 8
N-(2-8-4-(1-HEZE))ZE-N-Z%
— 4 -HRE-6 -HE- 2 -BRK
F250] ZHEFRTHZRS 2 3857 (453m8, 1.2nmol ) F
“HE (1.7g, 20mmol ) MABER IR, EERLIBRITE, BE
HEEGRGEGCH, WABRKRENEHR, HzH: 1028280
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SiEwW, BOEEM12e, CI-HRMS: MM : 362.0868 (M+1),
WL : 3620864
LHEH 5 9
N—(2-8-4- (1 -BEZE)EE)-N-Z%
L -BEZEETE -6 -FE- 2 —EEK

HE10n] ZHEH EXRNBR 1 2 FBLAHLVIL (0.41¢,
0.92mmol ) , MEILH (76mg, 2mmol ) FEEEHE 2 1 A8,
1.0N sk B Befb, BE®E 1 02 %h, BHI.ONEELAMIEL,
A-EHEREN, aHRENE, IRBETHR, EZ%E, 58-89
Wike, AESERERGL, ROH: 0K ZRZBERER, B
27 ¥ 345ng (K920 ) o CI—HRMS : + M4 : 408.1287 (M+H) ,
LW - 408.1284,

LHB 60
N—(2-8-6-%8BE -4 -HEEEXE)-N-
ZE-4, 6-ZHE- 2 -k

. CEERBRPT,
BN- (2-8—4 6-"HEEXE) -N-Z%—4 6--FE%
—2-BREREN _EHR (15 BERETK FAHEEDLH, B8
MAZSRE (1M ZEFEER, 0.581) - REBREHARE
ZEH, BEIE. BARLEREE, KEAHANBMEAKIL, —K
FiRREN, 4FNENEBREETE, EX%e, SIBaEK,
AhRZMZE  CRELS. BF™W5%e mp 157-160C. 7
R4 H. BRE %C: 51.15, %H: 5.15, %N: 11.93, %Br:
22.69. WM %C: 51.02, %H: 5.10. %N: 11.83, %Br: 22.52
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X 6 1
N-—(3-8-4 6-FHEXE) -N-ZX-
4, 6-—HE- 2 -BRE
ZBWA: (3-8-4, 6-—FEEEXERNLR) : ¥ TF20ml
WP ATB (5.27g, 33mmol ) BEMBI2, 4— —FHEERK (5.0g,
33mmol ) MIBRMHF ( 10.4g, 75mmol ) #E30nl LiFPHBE S YD, #
HF2hmE, REBAYBHKEIR, RBRETR, EZ%k4%, 83
BaEtk, ZEBEENEE, R 0% Z2RZHHCIKER, &
P BEE &Y. 77 (HE23% ) .
BB ERAXKEY 1, L BB~CHHE, REFLESBEA
MERERBIAFELEY .
L6 2
N-(2,3—- =84, 6——HELEHL ) -N-
ZE-4, 6—_—FHE- 2 -HmREK
FEA: (FH2, 3-8 -4, - _—HEEER) : 2, 4—-—
HEEER. 1 43ESRYE=FEE. Mo LYEBREEFN: =
WREKE (25 )MBEFTEREH | be, BELSTE, BB
ZERR, RRYBBTAS, A-EFRENZR. 2FmMEREH
RBRETHR. dBAETRRBIRCHRY, SBREENEN, &
A : 2006 ZMZEMITIREE (Re=0.2) &
AWB: XBLHH |, £ BB~CHysk, REFLEAEA
MERBERBINGELED.
EHE® 6 3
N-(2, 6-Z8-4-(ZEE)FE) -N-
ZCE-4, 6-_HE-2-mrk
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BE|A: XB4-ZHE-FEMRLTE (HKajigaeshi %,
#EBull. Chem. Soc. Jpn 61: 597-599 (1988) #RF)EAMT2,
- "M -4 -ZHEE-XR. BEXR. | SEPN=AFE=F X,
QHBEHBMBENOT :CH2 Cle (2 : 5 )MIBWPTEREH 1
M. WREE, BERERE, BKYETFH2 0 §, ACHz Cl=
B IW, GHFREME, MgS0. TH. S, HEK%, BIHaEm
Ry, ZEHEEERBW, RHME10¥% EtO HORBERK.

BB : XEXEH . FEB~CHFE, REHLELSERA
MERZRBIAFELEY-

LH 6 4
1 - (2-8-4-FHEEFXE) -3 -KE-
4, 6—ZHE- 7 -HEE%R

FERRE-T e #3542.80g ( 0.200mmol ) (K. Gewald, Z.
Chem. 1: 349C1961) )M 2 —-®| -4 - FHEEK29.20g (0.200
mmol ) E50ml KZEA120n] ZEMBEDTHBRTELBEYPT
B 20, BEPERGREARFPZERVZE, HEDERTIER
ZEY, AEBIOYBMAABRSE, TAERA TR, BXBIH
kY, ZEBEENAL, KoM 80:20 Sk ZBMZH, B
IN-(2-8-4-RHEEXE)-ETHFE-TZHK24.23s,
(3409 ) Hi: (m+NHa ) * =321.0, HEE 321.0.

ZBB: @i0ml M ARTHANNIRWERN 00l ZHH
BRERPMAL11g(3.65mmol Y N—- (2 -8B-4-BEE-—XXE)
~ETFE-TZHR (FEA), BADTHASRERPTEE L 6 pat,
REBREBN,. PRYBWMTZMZE, REKHA I NEB®. 10%KE
TMBBEMEE A, FBEBRALNKREATR, BRRBIBEHLY,
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BRBT -HEPikR, MA20e #E, BREDRRET, BRaepHaEC
R RI150g HEEEWHETE, 10. 15, 20, 25 AW ZHMZ /B
ERBERE, 8391 - (2-8-4-RREFE) -2 -K%
-4 —HE-ME0.65g (M X599 ). HilF: (ntH)+ =304.0:
HHE: 304.0. BERBAEEWN, Wap#H: 70: 30 Sh BB,
Re=0.22. HESLHMCBERTHEMM

A%C: 18.51g(0.0609m0le) 1 — (2 -® -4 -RHEEE)
-2-EE -4 -KE-mrg, 300nl 2%, 0.6nl KILMA 10l
(9.75¢, 0.0974mole) 2, 4- R _MWHIBEYTEIRIPT, HH
Mom 4 /M0, %, REREEN, IKYBTZIRIE, BRAE
10 EMEAMNL, BRHEAE, TARBATR, T, BIBEE
WRE&Y21.762, BRYEEKEF4L, H0. 10, 15, 20, 25
U ZBMIBEHCIRBRBEESRR, 1REs 1 - (2-8-4
- REEFE) -3 -KE -4 S-ZHFE-— 7T -FRBRI17.6g
(78% ), mp 105.8C, RMif: (m+H)* =368.0749, i+ H{E
368.0762 ( "®Br )QF}.&HE-E’B?, BAEMTO:30 Cix-ZHMZE,
Re=10.45-

KEH 65
1-(2-R-4-RHEEFE) -4, 6-
“HE-7 -BEB%

#4.00g 1 - (2-8-4-RAEEFXE) -3 -RE-4, 6-
THE-7 -HEZEBA40n] SHRMAERSYER | D, B
BREKXKL, MARKERXEZEAYrl EHBY. READHZIRIHE
RE, FERBTO0: 40 WOk ZHMZBAER, T—HEEE,
REBW, MYl CRER, 81 -(2-8-4-FF
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EEX) 4, 6-Z"HE- 7 -FRWB2. 455 (BEG6% ) . KN
(m+H)* =343.0818; i+ Ml 343.0810. BERTLC, BRFMT70: 30
B ZMZ . Re=0.57.
KM 6 6
1 - (2-8-4-RAEEE) -3 -HE-6 -
HE -4 -FE-7-FE8%

737mg (2.00mmol ) i Hi 6 4 (BB ) B>, 324mg ( 2.00
rool ) XA MAGN] —HENARGY TERFKTEENER T
m 2 he, BRREEEN, HYIKERER4d, Bo. 5. 10
MISHMZMZIMOIABHBERR, 831 -(2-8-4-8BF
EXE) -3 -WME-4-FER -6 -FE-7-BELBBRHM1 -
(2-R-4-RBHEEFE) -3 -RE-6-FHE -4 -HE-7
—® BB, R EH4 5 50.38 F0.28 (BER, BHFHM:80:20 2
R/ ZHMZEE) . GHHHERETEREH 6 THRRELNLEY
Hinmr BEM.

KB 6 7
1 - (2-B-4-RBREEXXE) -6 -
HE-4-FE-7-H#%%

#130mg (0.302mmol ) 1 — (2 -B-4 -REAXEE) -3 -
FE-6-FE-4-FE -7 -"AR%% (KB 6 6 ) R10ml
5N MMEIBRAYER | hot. BEYBEKE, MAKEXEEZR
Yrll EEHN, BE4DAZHZIBER, ZGENE, HERE
Wik, WahtH: 70:30 EoR -2 M ZHE. BF1 - (2-®-4
- RAEXRE) -6 -BHE- 4 -FE- 7 - FE2B0E112ng (HE
92% ) o B : (m+H)* =405.10; M {E 405.10.
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DEI#EMHERD 1 - (2-BA-4-FREXE) -4 -FR
— 6 —FE-7-HE%%, np 95.8C-
| LHs 6 8
1 —(2-%—4, 6-—FEREEXE) -3 -
RE-4, 6——HE- 7 -HEH®

ABA: REXEH 6 4SWMAMFE, W2 -R-4, 6- 8
FEERABN- (2 -84, 6—_HFEEFE) EEXETHEET
“Ho. Bi#t: (n+H)* =322.0, HHE 322.16, Re=0.19 (EER,
BRIFME0: 40 Tix ZHZHBE ) -

BB : REXBH 6 AL BBHRANTERLEEANTYRE,
BIL-(2-8-4, 6-_HEEXE) -2 -KE-4-RE-
e (HCETII DR-=0.19 (R, BFN:60:40 SR/ ZBZ
B .

EHC: REXBH s S BCHFEHEBMBHN DA, 4-
RoWLHE, AF1-(2-8-4, 6-—FEEE¥E) -3 -KE
—4, 6-"HE -7 -HRB% (KEI2Y% ). K (nt+tH)* =
388.0, HH{E 383.00 Re=0.44 (RER, BHAMGO0: 40 2K 28
ZH) o

Xm#i6 9
1—(2-®|—4, 6-"HEEER) -
4, 6—Z—HE- 7 - FE5%

#200mg | — (2 -@H-4, 6——HEEFEHE) -3 -HE-
4, 6-ZFHE -7 —HEBBRMI0n] 5N RMMBEAPER 1 S,
BREDRBXEE 6 s HFELE, §9/185ng HEP. BM40ng B
WEHRHCHEERELER, RHMW5:5 | -BTK. 2B, &
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Pl-(2-@—4, 6——_HEAEEE) 4, 6—_FE-7-H
Bigkllng, Bi¥k: (n+H)* =360.9, i+¥MHE: 361.1,
TRHT0
1-(2-8-4-BEEFE)-6-8—-3—
WE—- 4 -HFE-7-FHEE%

FHA: §3.04g XHH 64 (E%B ) B™P. 1.9nl (1.9%¢,
14.9mmo]l ) ZBMZ B ZBERO0. In] RELMAEIN] ZEFHBBER
1 6/hbt. RHEHHBITE. TRBF1.68s K&, mp 202.4C, X
1 - (2-BR-4-REEXE) 1 -PE-7-HEBBR-6 -
M. BEEILC, BFN CK - ZHZE (70:30), B—84, Re=
0.29, Wi Cat+H)* =370.5; HHE{E 370.05 ( 7%Br ) -

HB : 185ng 7 — HAFW- 6 -8 (HEA ) AIS0nl =K
SR BEYTFEHELISOCKM | 006, TEMH=HELRE
REREBRZE, IRXRDEZRZEAKRZASR, 7HHEZKRZEE,
EHIOBERAPIY, FHEKE, BRARRATE, X, I
MEERTLC &M, BN : s ZHZB (70:30), BRFRe
=0.52 T —EBMF A, FRe=0.45 M0.29 R ENH. BEHE
Edi, 5. 10, 15 RN ZMZBCRBEREERB, &R
=0.52 &4#™=%109mg, mp 123.8C. PR 1 — (2 -®— 4 —
FREFE)-0-K-3-HKE-4-FE- 7 -FHB%R,

£ L1 |
1= (2-8-4-REEXE) -6 -8—-4-
RE-7 - FH Bk

#olmg 1 - (2-BH-4-RHEFE) -6 -K-3-R%

—4-HE-7-FREBRMI0n] 5HBAHBEEDER 1 b,
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FRHNBRBEKRL, WAl REA, FZHRZHEENERY
MEaY, RREAEAE, FRRNTHENRER, ARDESEE
TLC W, RAM: 24K ZHZ8 (70:30) , BRTFRe=0.58
RE—-EBMFR Re=0.52 A FHBOEBFENA, HxDHEA
ERTLC B, BEERSHZYI0n, KRESEBRTRER. R,
(m+H)* =363.0247; i+ : 363.0264 ( "®Br, 35C1)
Lsl7 2
1= (2-8-4-RAEZFE) -3 -R&E
-6 -HE- 7 -HEH%

#0.10m] MM 1.085¢ (5.07nmol ) SCHEBI 6 4 (HZEB )
B =9 0.80ml (0.797g, 6.03mmol ) ZMZ R4 —HMWE20n] 2
BHoBERY, BA4YWER L 6 Mo, B, BR, B35k H b
Ry, XPRKILC, BANW: ik ZMZE(70:30), BRE
B ERS, Re 0.47 F0.41. B RYETZMZ 8, M 200!
BEE, REDERET. ¥BEXRMUKYMEEC K60l R
MEWEBRSE, H0. 5. 10. 15. 20 M2SUMZMZBCERR
BERE, RBELME-MTHA/H L - (2 -H-4-REEE
Z)-3-KRE-6-FE-7-H#5%, 0.328, Rr 0.47. &Y
THOKRER, B2&#H 1700, np 176.0C, B (n+H)* =
354.0595; I+ ¥ & : 354.0606.

LRH 73

1= (2-R-4-REEXE) -6 -FE-7-HALE8Q

BRLEH 6 SHRM RS LR 7 2H~YRENERRE N,
RINWEHRAFTR =Y. ERTLIC(BRAN: S ZHZ8 (70
230) ) BRR«=0.57, B/i#¥ (n+H)* =320.0641, Bk
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329.0653,
LHE T 4
- (2-B-4-RBREXE)-4-%-3 -
RE-6-HFE-7-FHH%

ZHWA: Bl.24g | - (2-B-4-BEE-FE)-3-%
E-6-HE-7-AFRWGR (ZHM7 2 )M1.42¢ 5% TEFR
T20nl EHMBFRER 6B, KREADDH, EHIOKERIAHE
mY, AHEASE, BRBNTHR, RXEIMLY, BETLC(Z
G HM(95:5) )BT TFR- 0.88 H—MES, Re 0.34 £
—IER. AKYHBRENER, R -NEK, BH1 YFENY
“ERGEREN, ARENKRRNEN L - (2-B-4-BEEX
Z) -3 -RE-6-FE-7 -FHR%% (Re 0.88) /0.92g 1-—
(2-R-4-RHEEXE) -3 -RE-6-BE-7-F2un
~7- 1Y (Re 0.34) : wp 179.2°C, Ki# (m+H)* =370.0559
848 : 370.0555 ( "°Br ) »

HBB: HB370mg 7 -ENLY (EFA)MN Sl SHELBTY
REYER 2 /Dof, BEBGH, BEKL, BXEZAEE=HE
LBAR, REYAREKAAZRE, AZBZBEN, BNHEHR
BRATHR, RZBN, SNEIXY. BRILC( Bk FE
(95:5) ) BRR-=0.79 H—FXBE. BAYEARRHSTLC HH,
Cift ZMZEE (70:30) B, Bo&#. ACRELLET
198mg 1 ~ (2 -BA-4-BHREFE) -4 -8-3-%E-6-
HE -7 -®&FES%, np 123.3C. K#¥: (nt+H)* =388.0197,
it ¥ {8 : 388.0216 ( ?®Br, 35C1) .

151



LK 7 5
1 - (2-8-4-FHEXE) 4-8-6-
HE-7-FRBH%

#190ng 3 - WME- 7 -AREBR (XKEFH 71 )R 5l 65%
RENBRAYER3 0408, FERMEKE, HZBRZEER, &
AL A, HREATR, RZEBH, IR FfYLsHE
BTLC (Tht  ZMZE (60:40) ), BRFR-=0.67 H—FEH.
AP ETLC ¥H, F8130ng KEMWKY, WKPH 1 - (2
-H-4-RAEFXE) - 4-K-6 -FE-7-ALH%. RiE
(m+H)* =363.0246, ++H{H: 363.0264 ( "®Br, 35C1) .

XEH 7 6

CN-[2-B-6-HEE£E-ME-—-3 %] -N-

ZE-4, 6-ZFFE- 2 -BEK

AWA : 73.18g (25.6mm0l ) Wk L ABM s -KE-2-H
SEMKEEON] —HPEM20n] FHFAEEF, MA10g (25.6
mmol ) =R AFE=ZFEE, REBRAYEZTETEH#H 2 4/ P . R
FREXEBEN. FRMN&PETK, HZBZEBHER ( 3 X100n1) -
ERRBEEREE TR, T8, RERS. HEYEREE %
b, FE0NIMIBHICIRKERBI s —KE -2 -H-6 -HH
EM%. Co H» N2 OBr MS 203 (M+H) *

BB FEABANTYHEDNF PHL.2 LBEMNaH 12 - K
—4, G-_HEER (LR 1, PEAODBERERN-[ 2 -8-
b-FHERE-ME-3-8] -4, 6-—FE- 2 —EREK. ’
CizHisNe OBr MS 309 (H+H)* .

HEC: LAF BB YA L4 MEEC FEME &
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BAAEELBIGEILAY. Calli-Na OBr MS 337 (M+H)*
LG 7 7
N-[3-B-5-FE-HE-2-%]1-N-
ZE—4, 6-"FH- 2 -WRK

EBA: 1.0g (5.35mmol ) MR LATKBM 2 -KE-3 -8
~ 5 —HEMREDN FH1.2 SEMNaH FI2 -/ -4, 6-—HE
W (KM L, WA BRERN-[3-8-5 - FE-HK
—2-—#%#]1-4, 6-"HHE- 2 -, CizH.aNs Br MS 293
(M+H)t .

ABB: SRANEYARNLREH NS BRCHFAHE T ERG
RELBEIFELEY. CiuHiwNa Br MS 321 (M+H) T &

LEE 7 8
N-[6-FEE-HR-3-%]-N-Z%-
4, 6— —H ¥ - 2 — R

FE25ml FADMF B RI200mg BN — [ 2~ 8- 6 — BGE - W
ME—3-—#] -N-ZX-4, 6-_—FE-2-BrREY, MWA500ng
K2 CO0s « 100mg Cul #0.4nl "BHk, R MHAEE 6 PBf. RE
BRMBEAYTE, BREAKS, HZBRZEER (3 X50m) .
RRRTREREZEN, FENKDEEREENRAL, BE20%2
BMZEMCHRER (Re 0.4) B3FEEL 4. CualisNa 0 MS 259
(M+H)* o

LR 7 9
N-[2-BR-6-FEE-HE-3-K]-N-Z%—4-
HE-6- (4-BKE) -1, 3, 5-=H— 2 - &
BBA: EXRHZEO0CHSN CHz Cla $#2.0 % (12.3mmol )
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B2, - "HM-6-BE-S5-ZB (LHEH23META)S, @
Al.ln]l (12.3mmol ) BHk, REBEHZEE, EF2/hnt. RE
BREBGYBAKS, 4B, KEHCH2 Cl. $E¥ ( 3 X50ml ),
EHEIE, TR RIBENEHEF-YEBEEREFAL,. H30%2
BMZENCKREHNSI 2 - K- 4 - (N-IBHL) -6 —HE-S
—=WBRo Ce Hi:Na OCI CH+HDY* &

BB BEZBIRTHSHA T 5. ABAMEY (0.6 H,
3.0mmol ) MILM® 7 9, L BAM™H (0.63 %, 3.0mmol ) EE
BHE 2 AP, AFERNBAYHALAS, HZMZBER (3
~50ml) . REREARBRETER. 8. AEKRSE, EFXrY2BRs
BRATEL, BN ZMZENC KBRS EE~YWCH.rNe 02 Br
MS 381 (M+H)*

ZHRC: rALEBHYHANLBHA S ML BCHRAHEB &
HTRELBIHEELEY . CislHaiNe 02 Br MS 409 (M+H) *
KHEH 8 0
N-(2-8-4-(1-~-HEZE)FEE) -N-
ZE-4- (N—- (2 -BWHE) -N-
HFERE )BRE -6 -FREERRK
0.1g (2.4mmol ) AL (60% W% B ) AR IEBET A
Wig, Z3F 5ol No N-ZHEFRBE (DMF) o, HETHMN -
(2-B-4-(1-HFEZEIFE-N-2ZE-4- ( (2-W
WHE) -SE)RE -6 -HEBRERK (1.0g, 2.2mm0l ) BT A&
DMF ( 5ml) B#. 3 0445, MA0.37g ( 2.6mmol ) BHE, K
MBEEWHEAE L 88t MOMASON] %, AEGEMESKELY
=W aHNENERRRETS. 8. AERGEBI —KeH
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Ry, ZHENEL (ZBMZE:Chk 1 - 2%B) BIEFEEBREY
B & P850ng, ™ H§2%, (Re 0.35) -

NMR (CDCly, 300 MHz): 7.5 (d, 1H, 1 = 9), 7.3 (d, 1H, ] = 12), 7.25-7.2

(m, 1H), 7.12 (dd, 1H, J = 8, 1), 6.8 (s, 1H), 6.3 (d, 1H, J = 12), 6.0 (br

s, 0.5H), 5.9 (br s, 0.5H), 4.65 (br s, 2H), 4.2 (br s, 1H), 3.75-3.6 (m, 1H),
3.0-2.8 (m, 4H), 2.4 (brs, 3H), 1.40(d, 6H, ] = 7), 1.2 (t, 3H, ] = 8);

CI—HRMS: t+ ¥ {H (C2sH=BrNa 0= ) : 471.1396(H+H)+ ; &
{6 : 471.1387,

LHEHl 8 1
N-(2-8-4-(1-PEZE)FE)-N-ZE-1-
((4, 4-FZ_HSEMRFE)RE) -6 - FEHBRREK
0.12g ¢ 3mmol ) H b4 (60964 B ) FH ORIk &R FEBATH
W, BF T Snl ZATHF F, HATHM4L -MEZ_H45®
(0.43g, 3mmol ) BYFEATHF ( 5ml) B&K. RMNBAYWAEEH
BE, BR300, ABGRHEZE. MAL1.0g (2.54mmol ) B9 2
—((2-8-1-(1 -FEZE)-FE)ZEZEE)-6-H
E-4-BreAMmEE (s 1 8 )MFEKRTIF (100l ) BH, K
NEADEZEEEI st ERMEESPEA100nl 1 N AINaOH
BERT, RAGHZRZBER=ZK, a4 FEHE, HAMeS0. T,
HAE, RERGRI—FamikY. SEEFRAGL (K. P89 :
1EBROBIN-(2-B-4- (1 -FEZE)IFE)-N-Z
E-4- (4L 4-FZZHE-MEFEDBE-6 -PFEERERK
260mg, HRERHEEMKY . F52%, Re 0.75. CI-HRMS: HE#E
(Ca2aHs:BrNs 05 ) : 503.16578 (M+H ) ; LW{E : 503.16571-
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KWl 8 2
N-(2-8-4-(1-PEZE)F¥E)-N-z2%
~4 - (4 -SRAMETE)BRX -6 -FEERERK

26mg MIN- (2 - R-4- (1 -HEZE)FE) -N-
ZE-4-( (L - FZ_FEMEFEORE) -6 —BHEER
WrE2.5n] 1N HCl BHA2.5n] THF MBABRNPTHARERRE
BETHEHE2 0 0. REBESYHA LN NaOH BHlEP, BZBMZE
BHR=W. eFMEVNEHIL KNeS0. T, T8, BMEKGHIE
€ 30 R 47 B 1k & $240mg, 5 100%, Re 0.75. NMR
(CDCl;, 300 MHz): 7.5 (s, 1H), 7.2 (d, 1H, ] = 8), 7.1 (d, lH, ] = 8), 6.8
(brs, 1H), 4.3-4.1 (m, 1H), 3.95-3.85 (m, 1H), 3.75-3.6 (m, 1H), 3.55-3.4

(m. 1H), 2.95-2.85 (m, 1H), 2.6-2.3 (m, 4H), 2.0-1.6 (m, 2H), 1.4-1.15 (m,
12H):

CI-HRMS: i+ B (C22H=BrNs 02 ) : 495.1396 (M+H) ; LA :
459.1386.
LRE 8 3
N-(2-8-4-(1 -HEZE)XE) -N-Z&E-4-
(4 -HRMEETE) FE -6 -FEFERK, ik
BIRPT, BHETHEFBEHNIKEER ( 1M, 29nl, 29
mmol ) MBIN - (2-®|-4- (1 -HEZE)IFHE)-N-Z
E-4- (4L 4-FZ-EE-MREFTE OZE -6 -HEERRK
(1.67g, 3.3mmol ) T /ATHF ( Tml ) BT . RNEBEH AT
BIREE, BHE2 0, RAEREZER. AMKER, BERNE
BYHREEAREE, BFELPIHEREZR. REBEAYRERS,
BRYBATER LN NaOH BBRLE, HZBMIBERN=K. 43FM
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HHLEFNeS0. T}, S8, BRERGHFINWRKY. EHERAL
(ZBMZEBHRN)) RERFEMRYN - (2-8-4- (1 -B%
ZE)FEE) N-ZE-4- (4, - FZ_-EEXRETE)FEX
— 6 — FE MR B 860mg. CI—MS 489, 491 (M+H) .

MY MBET10n] 33% HCl BWA 5ol THF MR EBM P F
BERERTESEE S A, REVRZEER, B LN NaOH BREk.
BRBREYHIBMZEBERN=K. ¢FEHIEARBRETE, T8,
BEXRE/I MRy, ZEHEFAL (ZBZBE:SK4 0 1 HB)
BTI600ng MIFEL DM BER, HilRY, BFEENK. C1-
HRMS : 3B (CozHaeBriNa 0) : 444.1603 (M+H) ; LT -
444.1594.

LEMEEY 0.55, 1.24mmol ) WHTF Sl ZBEH. B LN
BHC] 2B . KELRNMEFAARENZREER. EET
BEIAEBRKLEY500ne, ~F4% : mp 186—-188°C: TEAH
(C2zHzeBrNe O—HC1) : BE3E{H: C, 54.92, H. 6.24, N» 11.65.
Br, 16.64, Cl, 7.39; o : C, 54.62, H. 6.37. N, 11.41,
Br, 16.57, Cl, 7.35.

ZHEH 8 4
N—-(2-8-4-(1 -BHEZE )¥E)-N-ZE-4 -
(kg — | — B )FH—-6 - FEERERE
EOCARKEYPT, BN~ (2-BH-4- (1 -BHEZE X%
) -N-ZE-41-BEFE-6 -HEEEMK (1.57¢, 4.3mmol ) -
=ZK (2.5nl, 17mmol ) IZHEK (150l ) MBS PHMFTR
% (0.54g, 4.7mmol ), RMBAYECCHEELS Iif. REK
KEWED LN HC] B# . WMAANaHCO: AW AR AANAC]L B
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BRXEREAY. AMgS0. TR-_EHRBFR, TBERERZBNE
AREBHHRYN - (2-R-4- (1 -FEZE)F¥E)-N
- ZE-4-HRBEHE-6-HEFREMEL. 6g; NMR (CDClas 300
MHz): 7.5 (d, 1H, J = 1), 7.25-7.1 (m, 2H), 6.5 (s, 1H), 5.05-4.9 (br s,
2H), 4.3-4.1 (m, 1H), 3.8-3.6 (m, 1H), 3.0-2.85 (m, 1H), 2.8-2.6 (br s, 3H),

2.5-2.25 (br m, 3H), 1.3 (d, 6H, ] = 8), 1.2 (1, 3H, J = 8); CI-MS: 442,
444 (M + H).

#0.1g (2.4mmo] ) FHILWIHCIRFERIWMHTHKRE, TFTF
10ml FAKTHF &, —RMA146ng ( 2.14mmol ) %%, RMEGPFH
BEEREE, B# 2 6. vEZERE, TRERAYPHMESH
BRI TR THE (10nl ) B REBEYHERAES 8 haf, A
e, HCBIBBRR=W. &FHHERNS0. T8, 218, W
FERGEHI —kY. EEHEWAL (ZBRZBEH)BH (1 HN
—(2-B-4-(C1-FEZEIFE) -N-ZE-41-EHE
— 6 -FEEEKI0ng, S~FLW. Re 0.7 (2 ) FELEY
600mg, & ™~3FE59%, Re 0.07; NMR (CDCls ,

300 MHz): 7.6-7.4 (m, 2H), 7.2 (dd, I1H, } =7, 1), 7.15 (d, 1H, J = 8),
7.05 (s, 1H), 7.0-6.8 (m, 1H), 6.05 (s, 1H), 4.95-4.8 (m , 2H), 4.25-4.1 (m,
1H), 3.8-3.6 (m, 1H), 3.0-2.85 (m, 1H), 2.4-2.1 (br m, 3H), 1.3 (d, 6H, ]
= 8), 1.2 (1, 3H, ] = 8);

CI—HRMS : # B & (CaoH24BrNs ) : 413.1293 (M+H) 5 XA -
413.1275.
KHEH 8 5
N-(2-RR-4-(1-PEZE)FZE)-N-ZE-4 -
(3 - (REEXE ) PEEPE) -6 -~ FEBERRE
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EOCASRPT, N-(2-®-4- (1 -FRZzE )%
Z2)-N-Z&E-4-FHE-6 -HEBREK (1.0g, 2.7mmol ),
=Z % (1.4nl, 10mmol ) M ZEH i (20ml ) BB A Y P n 8K
B (0.34g> 3.0nmol) « BRREBFER 1 55 4hsh, BAREEX
HE 8 4R

MmEAEH 8 4, 0.128 ¢ 3mmol ) HALWAO0.41g ( 3mmol ) 3
~HEEFYHEIOn] TATHF RN . 7 i PR RS Y & Ak THF
(100l ) &FW. RERAYEERBELSE 1 s hnt, WEZEGH
A LN NaOH #FHF, HZBMZBEER=ZKR. AFHEFNEEEX
Mg30. T8, SREREXRE/I kY. Z2HEEWAL (ZR2
BE: Okl IR BANENECRENIFERLS Y00, &
F=E60%, Re 0.7; NMR (CDCls » 300
MHz): 7.5 (s, 1H), 7.3-7.1 {m, 4H), 6.95-6.9 (m, 2H), 6.85 (brd, 1H, ] =
8), 6.75 (s, 1H), 5.6 (br s, 2H), 4.45-4.3 (m, 2H), 4.25-4.05 (m, 1H), 3.8 (s,

3H), 3.8-3.6 (m, 1H), 2.9 (septer, 1H, J = 7), 2.3 (br 5, 3H), 1.3 (d, 6H, ]
=7),12 3H, ] =7}

CI—HRMS : i+ ®{E (CosHaoBrNs 02 ) : 484.1599, T4
484.1592.
KwH 8 6
N-(2-8B-4- (1 -PEZE)IEXE)-N-zZ%&
—4 - (2 -BERE)BE -6 - FEEERK

E-T8CASRY T, 50l RATHF oI ETEEMCESR
# (2.4, 1.34nl, 3.24mmol ) FFHMO0.49¢ ¢ 0.27ml, 3.0mmol ) &Y
:-REE. MREE, RMNEBEAYE-TSCHRHES 0448, Mil.og
(2.0mmol )My 2 —(N- (2 -®-4 - (1 -FEZE)ZE) -
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N-ZERE) -6 -HE -4 -BEARFRH (XBEHN 13 )HE
ATHF (10l ) BH. RAGERNBEAPYHEZE -60C, #HHE 4/,
MAEAMAINAHCO: RBEK, RERGYEREEZR. HZMZEHE
B=E=W, &FMEIEBHRERK, AMeS0. T8, S8, RERS
BBl 2EEHEL (ZBZB: Sk : 1R &
P2 Y950ng, R—IFREEME, ™FE5%,

R, 0.43): mp 97-98.5°C; NMR (CDCls, 300 MH2):8.0 (s, 1H), 7.60
(s, 1H). 7.4-7.2 (m. 4H, ] = 6), 3.05-2.9 (m, 1H), 2.8-2.7 (m, I1H), 2.6 (br
s. 3H). 1.4-1.2 (m, SH);
CI—HRMS: ir®{H : 445.0698 (M+H) , SCH{E : 455.0699; T X5
# (CzoHz1BrNa S) 3+ E 1 : C, 54.05, H, 4.73, N, 12.61, Br,
18.02, S, 7.21; EPW{E : C, 53.86, H, 4.66, N, 12.53, Br,
18.20, S, 7.46,

KB 8 7
N-(2-8B-4-(1 -FEZE ) )FE)-N-Z%
—4 - (2-KEE)BRE-6 - FEERRK

E-TBCESKRFPT, £1 - (ZHEEPE ) ™ (0.63g,
Smmol ) MK Z M (50ml ) B P HMET EAMCKER (2.4M,
2.1ml, S5mmol), BEMEACSFIHE-TSCHEAE L ~Hf. —K
MAL1.47e ( Smmol D BI 2 — (N— (2-R—-4—- (| ~PEZEOE
E)-N-ZEEE) -6 -HE -4 -WIRAMTE (THEH18) .,
REME&EWH2 MR AZER. WA LN HCl F®Mpi=1CKEK) .,
REB&EHEHF 1/, MAIN NaOH BRERMBERME (pli=
10, R ) . HZBMIBERH=W, AFMFEINER MeS0. T,
SREBREXRERI —FEFHEER. ZEEFSL (K5 : FH I
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DB ) BRI GFEAAYI00ns, H—HEBTMWE, FELY,

R;0.43): mp 75-76°C; NMR (CDCl;, 300 MHz): 12.2-12.1 (m,
1H), 7.7 (d, 1H, J = 1), 7.45-7.35 (m, 2H), 7.3-7.2 (m, 2H), 6.55 (br s,
1H). 4.3 (sextet, 1H, J = 7), 3.8 (sextet, 1H, J = 7), 3.05 (septet, 1H, ] =
7),2.65 (brs,3H), 1.4(d, 6H,] =7), 1.3(t, 3H,] = 7);

CI—HRMS : + B {H : 428.1086 (M+H) , LT : 428.1089; TE4H
B (CaoH=2BrNs 0) ¥+ 8 4&: C, 56.08, H, 5.18, N, 16.35, Br,
18.66; ScyfE : C, 56.20, H, 5.10, N, 15.88, Br, 18.73.
b8 8
N-(2-#-4- (1 -HBEZE)FE)-N-ZE
—4—- (5 —BBRRE) -6 -HEBRRK

0.16g ( 1.4mmol )} HALH (35% 4 BTk ) JH C 5% vk 3 3 W4T
MG, BF T s5nl TKZHP, EXRPTRHEOIC, HHEF
MA0.27g (1.4mmol Y I 5 —RBBRPT K ZHBEE. HH3 0458
B, RERAYRHE-T8C, ZEEWMEIFRHN (-78C)H#
TEH (LLTMREBE®, 1.6ml, 2.7mmol ) BT KZ 8 ( 5nl) B
ABEBEY. RINCEEFRE-T8CHEAE I 045, HM0.5
(1.25mmol ) 2 - (N—-(2-RH-4—-(1-BEZE)EXE) -
N-ZEEE)-6-FE-1-BEABRFR (XEHA1 8 )HR
KZBE(5nl) B WEXKEFS 7P, BERNE, FZMZEE
BEREEGW=K, aFOFIEHBANNCO. BWEEM WK, B
MgSO. TR, B8, RERERI —BiEeHRkY. SEEREL
(ZBZE Skl 4%l BIFELAD40ng, B—EEE
Bk, %24%, Re 0.2: mp 77— 79°C; NMR (DMSO—des » 400MHz,
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90°C): 11.6-11.35 (br s, 1H), 8.30 (s, 1H), 7.75 (dd, 1H,] = 8, 1), 7.55 (d,
1H.J =1),7.4-7.35 (m, 2H), 7.35-7.25 (m, 2H), 6.9 (s, LH), 6.60-6.55 (m,
1H). 4.1-3.7 (m, 2H), 2.95-2.8 (m, 1H), 2.4 (brs. 3H), 1.25-1.] (m, 9H);

TLHEDH (CosHanBrNa 0) HH%E: C, 62.90, H, 5.28, N, 11.74,
Br, 16.74; <& : C, 63.13, H, 5.60, N, 11.37, Br, 16.80.
LmE 8 9
N-(2-8-4-(1-HEZE)¥E)-N-z%

— 4 - (4 -BRFEZ )>BE -6 -PEERK

ES5 - I0CEREXATAEAN O- —HEBEREHME (1.46 =,
15 mmol ) BYE (20 nl ) BREFPAMSPEEHIERE ( 2N,
7.5nl, 15mmol) ,» HRMBEAYEEE | IWAAZTEE. BEA
DRBE—WHHARL, AMFEHF2 - (N-(2-®-4-(1-
FEZE)-¥E) -N-ZEHE)-6-HE-4-BRHEKT
B (SKHEHI 1 8 ) (2.25 3, 5.73mmol ) WITE¥ (40n] ) B EW .
MAERAFREAE L 6ot WHEEE, BAYHASY HCl BH
(100l ), BN HZHMZBHEN 3 K. 4F 15 HEHNeS0.
TR, 38, HETHRERIRAHRY . SHERGL (ZH
PERE=1: IDOABFIN-(2-8-4—- (1 -HEZE)EXE)
“N-ZE-4 - (N-FE-N-FEELABEE) -6 -FEER
B (1.0 3, P %41%, Re=0.4) 5 CI—MS: 421, 423 (M+H)*

FREBEETYETITATIF (100l ) - HM4 - MEERLE
HZMPHIBERE (24, 1.25n], 2.5mmol ), REEAYEE 2 2/
Bfo B 1IN NaOH &% (50ml) LR M, B2 82 8B K
BRIK. GHFMOFHEAMS0. TR, $BEEASTRES, B34
Hewmky. SHERGL (ZRZB:2K=-1:9)83 %k
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B kbR~ (700mg, HEHK65%, Re=0.5) :

mp 70°C; NMR (CDCl,, 300 MHz): 8.3-8.05 (m, 2H),
7.55(d, 1H,J = 1), 7.2-6.75 (m, 5H), 4.85-4.7 (m, 1H), 4.3-4.15 (m, 1H),
2.95 (septet, 1H, J = 7), 2.5 (br s, 3H), 1.4-1.15 (m, 9H); CI-HRMS:

H®1E (CaaHzaBrFNs 0) : 456.1087 CM+H) * , CIM{E : 456.1084.
LHEH 90
N-(2-8-4- (1 -BEZE IF#E)-N-2Z&%

— 4 —HE-6 -PEERE

W2-(N-(2-8-4- (1 -BHEZE)-FE)-N-
ZEERE) -6 -FE-4-BRERAMTHE (B 1 8) (10 %,
25mmol ) . Z B (100ml ) % 1N NaOH % (250n] ) IR &Y T H
REBEREE s/ . ?HEEZRGE, EXTHERAYE=F2Z2—
R, BWIC] AR EL. BRHRM I, &HHHFHLE HMNeS0.
T, 28, EETREEN, PE-ERelE (9.0 &, =
95% ) o mp 102—104'C- NMR (CDCl= , 300

MHz): 7.55 (d, 1H. } = 1), 7.25-7.20 (m, 2H), 7.15 (d, 1H. } = 7), 4.30-
4.10(m. 1H), 3.88-3.7 (m. 1H), 3.00-2.85 (m, 1H), 2.55 (br s, 3H), 2.30 (br
s, 1H), 1.30 (d. 6H, J = 7), 1.20 (¢, 3H, J = 7); CI-HRMS:

HHE (CizH20BrNs 0) : 378.0817 (M+H)* , SCLJ{E : 378.0813,
4. 1
N-(2-88-4- (1 -HEZE )FE) -N-Z%
—4-ZBE-6 -FHEERER
B=8H (4.9 %, 19.6mmol ) T180C. HBEHEFETHEET
Bapnt. WHEER, TAKRPT., ERAKTHF (50ml ) S HBEHE

BEE 1 6B,
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N AP, AE#FIEN- (2 -H-4- (1 -PEZE)
ZE) -N-ZE-~-4-BE-6 -FEEEK (3.7 %, 9.8mo0l)
MIFAKTHF B (25l ) HHZ-78C, MMBEEHEMIBER
(1.44, 7ml, 9.8mmol ), —T8CHWHRHEEESY 1 M. BEiLE
Hi¥Cell: BERERBERNEBEAY P, —T8CHEEH S St. W
MEBE XA ZMBER (1.4, 7nl, 9.8mmol ), FE 1 6 PHAKREK
HREAYHMBEEFAZER. ERHRNERBAPE-T8CRHE, MA
INHC] BBLLREN, MAEZE. AZBMZHENFAIINES
P3W. ARMEHNEANS0. T, 18, REFTRETSL—H
RemRkYy. ZEEWAL (ZBRZB:2&K=1: 4) UHFHR
FEE~Y (2.5 %, FE6E8%, Re 0.5) ;

NMR (CDCl,, 300 MHz): 7.55 d, IH, ] =
1), 7.25-7.15 (m, 2H), 6.95 (s. 1H), 4.30-4.10 (m, 1H), 3.90-3.70 (m, 1H),
3.00-2.85 (m, 1H), 2.80-2.05 (m. 6H), 1.35-1.20 (m, 9H); CI-HRMS:

HWHEHE (CieH2BrNs 0) : 376.1024 (M+H )+, SCJ0{E : 376.1042,
KB 9 2
N-(2-R-4- (1 -HEZE)>FE) -N-Z2¥-4-
(BE-3-MwEE-FE) -6 -HEWrE (XU472)
EBREN-(2-8-4- (1 -FEZE)FE)-N-Z%
—4 - (3 - MlEXHRE) -6 -HE®RMK (0.6 %, 1.4amol)
M (Snl) BERPIMAESLN (0.11 3, 2.8mmol ) - FH
T1ABE, AETEREERNESY. B IN NaOH HBAE. ¥#
HZBMIBMERIK. aF THHEHNERE KL, HAMeS0. T, i
8, HZTHRETRIAITEaWRY. EEERGL (Blff: FH=9
1) A BMRKEFEEY (600mg, ~EHI6%. Re 0.4) o
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NMR (CDCl;, 300 MHz): 8.65-8.45 (m, 2H), 7.55 (br s, 2H),
7.3-7.1 (m, 2H). 6.25-6.15 (m, 1H), 5.7-5.5 (m, 0.5H), 5.45-5.3 (m, 0.5H),
5.15-4.95 (m, 1H), 4.3-4.1 (m, 1H), 3.9-3.7 (m, 1H), 3.0-2.85 (m, 1H),
2.45-2.2 (m, 3H), 2.3-2.2 (m. 1H), 1.35-1.2 (m, 9H); CI-HRMS:

HHEE (C2HasBrNa 0) ¢ 4411290 (M+H) * , LIWE : 441.1274,
XEs9 3
N-(2-8-4-(1-PEZE)FE)-N-Z%
—4- (4 -HEEFE) - 3 -mEE-

EHE) -6 -FEERK

ERRATHEFT 4 -BFFM (0.2 %, 1.1mnol ) BIFTKTHF
(10m] ) BHBEHTHRHE-T8C. MR TEANRRER (1.74,
1.4ml, 2.4mmol ) &, WHERNEAPHO0.5 Sf. MMBEBFN - (2
~B-4- (1-FREZE)FE) N-ZE-4— (3-Wm=E -3
) -6 -FEBER (0.45 %, 1mmol) AIKATHF (10ml ) B,
ERPIHAERNEAYELABEEZER. FESYHAEANG Cl
B, BZBMZEER I K. a# THEHEBHeS0. T4, 18,
AETHGE/IMKY . ZHEHHAL (ZBRZB:Sx=4:1) 7
BEFARBREFEA~Y (170ng, #F31%, Re=0.2) o np 63—
70°C-

NMR (CDCl,, 300 MHz): 8.6-8.4 (m, 2H), 7.7-7.5 (m, 1H), 7.5 (s, 1H),
7.25-7.05 (m, 6H), 6.95-6.75 (m, 2H), 6.25-6.2 (m, 1H), 5.85-5.7 (m, 1H),

4.25-4.05 (m, 1H), 3.8 (br s, 3H), 3.95-3.75 (m, 1H), 3.00-2.8 (m, 1H),
2.45-2.1 (br s, 3H), 1.35-1.15 (m, 9H); CI-HRMS:

T HE (CzoHa1BrNa 02 ) : 547.1709 (M)t , LN : 547.1709.
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KHH 9 4
N-(2-8-4- (1 -FEZEZ ) )FE)-N-z%
—4—- (3 -WMERE) -6 -FHEEER, Hn

DWHEDTHSE (200]) FMAH (0.08 W 3.5mmol ) « MK
Mk, MABEN-(2-8B-4- (1 -FREZE)IEE)-N
~ZE-4-ZBE -6 -FE-BRERMK (1.0 %, 2.67mol ) M
ME® (5nl), HEREEYST8. MALKENM (Gold’s
reagent ) (( ZHEEVHEETHEE ) ) “HE - %Ly (0.66
%, dmmol ), FMEBEHE 1 IIH. EETEZRMNESY, HEH
BMB &Y, HEMNaHCO: BEEE B, AMeS0. THRETHE,
HETHRZBENT/AIFECHESE, TORUREE*YHEIBLHEN
—(2-B-4-(1-FEZE >EE) N-Z%-4- (3-—-HEg
ERHBE) -6 FE®RER (700mg ) : NMR (CDCls » 300MHz ) :

7.9-7.65 (br's, 1H), 7.5 (s, 1H), 7.25-7.2 (m, 2H), 7.15 (s, 1H), 6.1-5.8 (br ‘
s, 1H). 4.3-4.15 (m, 1H), 3.9-3.75 (m, 1H), 3.2-3.0 (br 5, 3H). 3.0-2.85 (m.

1H), 2.8-2.6 (br s, 3H), 2.5-2.3 (br s, 3H), 1.35-1.2 (m, 9H): CI-MS: 431,
433 (M + H).

ERSATHETHEE (15l )M EREHBBE BT AR (0.15
%o 4.7Tmmol ) BREEREBETER | 6 Mt REESYEAK
HHALHEMZERERIK. AFTHHEHEANeS0. T, @, A=
TEHETRIMRY . SHENAL (Z8) BIREFBRBER
EABGFEE> Y (600ng, 59% 2%, Re 0.4) : NMR (CDCls , 300

MHz): 7.6 (s, 1H), 7.55 (s, 1H), 7.3-7.2 (m, 2H), 6.8 (s, 1H), 6.75-6.6 (br
s, 1H), 4.3-4.15 (m, 1H), 3.9-3.7 (m, 1H), 3.00-2.85 (m, 1H), 2.5-2.2 (br
s, 3H), 1.3 (d, 6H, J = 8), 1.25 (1, 3H, ] = 8); CI-HRMS:
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8 {E (CiaH22BrNs ) : 339.1137(M+H)* , SCH{E : 399.1140.

BHERATRAEALEN INHC] ZHERLE. RAEWRE,
HEAABZMER. OCAETFHBABFRFETSY ( 500ne,
FEET2% ), mp 235—237°C;: NMR (DMSO—ds >

300 MHz): 7.9-7.7 (m. 1H), 7.6 (s, 1H), 7.4-7.3 (m, 2H), 7.2 (s, 1H),
7.05-6.85 (m, 1H), 4.3-4.1 (m, 1H), 3.85-3.65 (m, 1H), 3.05-2.9 (m, 1H),
2.45-2.1 (br m, 3H), 1.25 (d, 6H, ] = 8), 1.2 (t, 3H, J = 8);

TTHEDH (CieH22BrNs —HC1 ) H+HE : C, 52.75, H, 5.31, N,
16.03, Br, 18.29, Cl, 8.12. & ¥W{& : C, 52.53, H, 5.28, N,
15.93, Br, 18.44, Cl, 8.17-

LHEH 9 5 |
N-(2-8-4-(1-BEZE)XE)-N-2Z%
—4- (1 -HEZE) -6 -HEEREE

EERTHEEN- (2 -8-4-(1 -HEZE)FEE)-N-
CE-4-ZHRE-6-FE-ERE (0.5 %, 1.33mo0l ) . 28
# (1.1 %, l4mmol ) . MEWS LM (5%ng, 0.%9mmol ) XHH
(5nl) ARMRAY 0PH. WMAKNCI EZBFWERHE (pi=
2), RETREZREBAY. BAERB£Y, HENOH B
BILAHIHERIW. ##FTHHIEHNS0. T, dRERE
THS%E, BIHEY. EEEFREL (ZRZE:SK=1:1, &
FEDT B NH. OH=05:5:05)8B3 (1 )N-(2-8®-4
— (1 -FEZEIFE) -N-ZE -4 - (1 -EEZE) -6
—FRE-BRERK (80ng, FFEI6%, Re 0.34 (22 k=1
21, (2)FEEMmKFEE> Y (180ng, ™E36%, R-=0.34
(®f5: BB : NHa OH=
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95:5:0.5)): NMR (CDCl,. 300 MHz): 7.5 (d, 1H, ] = 1), 7.2-7.1 (m, 2H),
6.4 (s, 1H), 4.25-4.05 (m, 1H), 3.9-3.65 (m, 2H), 3.0-2.85 (m, 1H), 2.4-2.2
(br m, 3H), 1.9-1.6 (br m, 3H), 1.3(d, 6H, ] = 8), 1.2 (t, 3H, ] = 8); CI-
HRMS (C,H..BrN,): 377.1341 (M + H), SCqm{i :377.1330.

K9 6
N-(2-8-4-C1 -HEZE))>FE)-N-Z&-4-
(2-(C4-HBE) -1 -PBEZE) -6 -PFEEREK
FICASATE#BEN - (2-8-4- (1 -FEZE X
E)-N-ZE-4-(1-BZE) -6 -FEERE (1.1 ®,
2.7mmol ) « =Z & (1.5nl, llmmol ) Z=#HF i (15ml ) ARME
BY. WMMERBR (364meg, 3.2mmol ) , WHEAYL.5 it 18
BAHKEE LN HCl &, BANaHCO: B EMWANAC] HRFKHE
ME. FMeS0. Tif, d8, AFETREZBNTEIBEWULAHRAY
N-—(2-RR-4-(1-HEZE )FE) N-ZE-4-(1-H
MBEAEZE) -6 - FEERME (1.0 %) : NMR (CDCls » 300

MHz): 7.5 (d, IH.J = 1), 7.25-7.1 (m. 2H), 6.55 (s, 1H), 4.3-4.05 (m. 1H).
3.85-3.6 (m, 1H), 3.0-2.5 (m, 4H), 2.5-2.05 (br m, 3H), 1.3 (d, 6H,] = 8),
1.2 (t, 3H, ] = 8); CI-MS: 456, 458 (M + H).

FRBBEE~EN, N-_—HEFBK (DHF) (20n]) F5
FAb (0.54 %, .lmmol ) BA&, TERBEHEES 7K. B4
ZERE, B¥REYHE T A (2000]) 4, B9, BZMZEEHE 3
Wo GHTHHIEHNS0. T, S8, ESTHRETHEIHRY -
ZEEHAL (ZBZ8 2K =1: 3 ) MBINHmKN- (2 -8
~4- (1 -HEZEIERE) -N-ZE-4-(1 -REZE)
— 6 - EERER (440mg, R 0.24) . NMR
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(CDCI., 300 MHz): 7.5 (d, 1H, J = 1), 7.25-7.1 (m, 2H), 6.65-6.55 (m,
1H). 4.3-4.05 (m, 1H), 3.9-3.5 (m, 2H), 3.0-2.85 (m, 1H), 2.55-2.0 (br m,
3H). 1.8-1.4 (br m, 3H), 1.4-1.1 (m, 9H); CI-MS: 387, 389 (M + H).

100105 CHABRLYHRE . BHILW (600mg, 9mmol ) .
¥ ib# (492mg, 9Immol ) FADMF ( 20ml ) A BB A Y112 St ¥
HEFRS, FRMERESYE TAK (200n] ) F, B LN NaOH HHH
Hakit (pH>10) FHEGRB I K. &F THHHZEANS0. T1E,
d8, EZTERGETREIBKRY. SHEF Gk (55 : ¥F8=90:1)
ARPFEEE (R 0.22) . AZRELZSVAACEEERE™
¥ (35mg, E™FE3% ) : mp 127-129°C- NMR (CDCls , 400MHz ) :

7.75 (s, 0.4H), 7.7(s, 0.6H), 7.45 (d, 0.6H, ] = 8), 7.4 (d, 0.4H, ] = 8),
7.3-7.2 (m. 2H). 6.5 (s, 0.4H), 6.48 (s, 0.6H), 4.28-4.0 (m, 1.4H), 4.28-4.18
(m, 0.6H), 3.94-3.82 (m, 0.6H), 3.8-3.7 (m, 0.4H), 3.1-3.0 (m, 1H), 2.45
(s, 3H), 1.5 (d, 3H,J = 8), 1.4-1.3 (m. 5H), 1.3-1.2 (m, 4H); CI-HRMS:
430.1355 (M + H): 430.1347.

X9 7
2-(N-(2-®|-4-(2-FE)IZE >EXE)
— 4 —HRgE - 6 - FEEERK
HET R (400ml )M 2 - M- 4 -FRE-6 -FEER
(47.0 %, 252mmol ) 52 -8 -4 - (2 -HE ) ¥, (54.0 %,
252mmol ) B AP ERSATHRERH 2 0 /it WHERAPWEE
B, EREZERN LKS,. FEAKRIAVERLERLY, $HZ
MZERBIK. GHTHEHNEANS. T, TR8EETTRE
BARTRILEHKY. SHERAL (ZBZE :BK=1:1)
THIEEMREFEE~Y. BB -CRELR, dBUEBEEFE
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RETTRUBEERE™Y (42.8 %, ZF47% ) : mp 7576

°C; NMR (CDCl,. 300 MHz): 8.6 (d. 1H, I = 8); 7.65 (or s, 1H), 7.4 (c.

1H, 1 =1),7.3(s, 1H), 7.2 (dd, 1H, J = 8,1), 4.0 (s, 3H), 2.85 (septet, 1H.
J=7),2.5(brs. 3H), 1.25(, 6H, ] = 7);

TCEDH (CieHisBrNs 0= ) H® M : C, 52.76, H, 4.98, N,
11.54, Br, 21.94. XM : C, 52.71, H, 4.99, N, 11.38, Br,
21.83,

LHEH 9 8
2-(N=-(2-8-4-(2-HE)¥¥X)-N-
CEEE -4 -FEEE -6 - FRERME

EEZEBRESAY T, ##4.8 3 (120mmol ) ML (50%
W HY ) ACK (50n]) REFUGEEFTE, BEF150n] Tk
THF FRIZEER,. E3 0T 5B MASHMA42.8 B2 — (N
284 - (2-FEOIFEEE) -4 -PHE- 6 -HER
B (42.8 %, 118mmol ) » KEMEEFAUE, —RANMARZE
(31.2 %, 16ml, 200mmol ), MAERADBBERE, B2 125
Bf. REBAYRHEZRE, MoHMAKULILEN, #EZK
ZEERIW. &#FTHHENEA K 2K, HMsS0. FREE®E,
HETHREZBNETRIRCHRY. SHEWHL (ZKZi: S
=1 :1)ABH2AES: (1)2—-(N-(2-®-4-
(2-WE)XERE) -4 -FRE-6 -FEEBR (4.6 2, >
F11%, Re=0.8), (2)EMREE~Y (20 %, Re=0.7) »

HAeCR#ERETYELR, ASTTRITAIEE (18.0 %,
F239% ) : mp 81—-82°C, NMR (CDCls , 300 MHz ) :
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7.5(rs, 1H),7.25(, 1H, 1 =7),7.15(d. 1H, ] = 7), 7.1 (s, 1H), 4.3-4.1
(m, 1H), 4.05-3.75 (m, 4H), 2.95 (septet, 1H, ] = 7), 2.3 (br s, 3H), 1.3 (d,
6H, ] =7),1.25 (t, 3H, ] = 7); CI-HRMS:

EE: 392.0974 (M+H) ; LA : 392.0960,
KHEF 99
2-(N-(2-B-4-(2-FEYEE)-N-
ZERE) -6 -FHEER -4 -AW, SHBK

Fomk S (60% 4 BT, 0.2 ®, 6.0mmol ) B,
B ERFTRANEH® (100l ) Fo FHP MBS (0.52 %,
6.0mmol ), HERMNBEGYNAZEAREERE | hot. BRERAE
PRHZER, MA2-(N-(2-8-4-(2-HE)ZFEE)
~-N-ZERE) -4 -PRE-6 -FE-ERK (2.0 %, 5.1
mmol ) » FEWH 2 6 hHf. BREBAYWHA 1 N NaCH BH#E+F,
WHEFHIMZERBRIW. #FTHHEINEHS. T, 285
FEETRSE. SEEN4L (28 ) THAIE &K E Y (900ng,
FEHE39% ) o mp 145Co

NMR (CDCl,, 300 MHz): 7.5 (d, 1H,J = 1), 7.2 (dd, 1H, ] = 7,1), 7.1 (d,
1H,J =7), 6.8 (br s, 1H), 4.3-4.15 (m, 1H), 3.9-3.3 (m, 11H), 3.1-3.0(m,
1H), 2.9 (septet, IH, 1 =7),1.3(d,6H,J =7), 1.15(,3H,] =7);

TREDH (C21H=BrNa 0= ) 3 H{E: C, 56.38, H, 6.08, N,
12.52, Br, 17.86. &¥W{&E : C, 56.07, H, 6.05, N, 12.29, Br,
18.08.
5K i #1100
2-(N-(2-8-2-(2-HE)EXEX)-N-Z%
BE) -4 - (BHRPE) -6 -HFEER
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EERBESAT, gBF2 - (N-(2-8-4-(2-FHE)
FE) -N-ZEEE) -6-FEBE -4 RBMEHKBEE ( 750ng,
1.72mmol ) ML K M BkWEE R ( 1.4ml ) = 5% bn 5 0% 52 A 00 4 sk w
EW® (1M, 3.6nl, 3.6mmol ) » HREBEAYNMBMERREER &
2040, BRNBEAYHHEZERE, BBMAZE (3.5n1),
MBERI 04%. ¢HEZHRE, HESYE A 3N NaOK B &+
HACBMIERR IR HTHHFHERANS0. TH, TBEHZE
TH%G. ZEEWEL (ZBZE) T88WRIEE~®H (300ng,
7F39%, Re=0.3) : NMR (CDCl= » 300MHz ) 7.5 (s,1H), 7.2 (d,
1H,J=7),7.15(, 1H,J =7), 6.5 (s, 1H), 4.3-4.1 (m, 1H), 3.8-3.6 (m,
7H), 3.5-3.3 (m, 2H), 2.9 (septet, 1H, ] = 7), 2.55-2.35 (br m, 3H), 2.35-

225 (m, 2H), 1.3 (d, 6H, ] =7), 1.2 (t, 3H, I =7): CI-HRMS:
H®E: 433.1603 (M+H)* , SCq{H : 433.1586.

3 #9101
g-[2-®-4-(2-FHE)EE]
—2-HE-§-HE®

SHA: ERKERHIREKEST, FHEER MR (400l )
mAd, 6-ZRE-2-HEHE. WxiE, ERKEFSETHEERS
oosbk, REZETEEC 048, HEREADEAKP (60%),
k@i, FEHEREEME. Bk (5ml) k. ¥EYRETHE
EREFTHRIE, 822.6 &Y.

SBB: BASATH “TEREA” BFPFMA=SRE LB
(125ml ) Fo SHMAN, N-ZZ %MK (25n]) ., BREBEY
150 78, REWHHEZR. FEADEAKF (750 %D, H#H 1
hEt. LM (4 x400ml) BBKE, AFRNY. BEMEK
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(300ml) DY, FHEMHNaz S0 T TREHFIETR
B, "B/ —W|EEK (12.5 ).

EB®C: ¥ “ABFEB” B (3.0 R)MAZR (5.5ml ) X
M (25ml ) P ERBEPMALY (3.0 ) ETE0-65CHHH
Bapein. PHEZEEIR™Y. KGERETR —IREHKE,
HEEHEZBZAE (5 <100n]) B &HaFHHEAENOH ( 1N,
2 X100ml >+ 7 C100ml >, FoEsk (100ml) $&o FHHLAHE ANa= SO
T, dREAEEICHETEALIRABEE (2.13 %) MS
(M+H)* 178,

EBD . ¥ “HFC” PP (2.0 %), 2-B-41-BHEEX
B(2.4%). RZBRAEZK (1.52 B)EA, MAREGVE
160C, $¥z£2 54 8h. ARBENAEWLRN (CH2 Clz : MeOH=150
1, BE) . RESFFONESTEIEaEEE (1.455).
MS (M+H)* =356,

SBE: N, d§ “2BD” P (1.2 %) . FFR=ZHM
(10ml ) RBEEF C10ml) B&, EHLS M. REPHRE R MR
Y, MAK (50ml) . FAEENa= CO0: HEKBEAHERL (pH=8)
FRCHCI: ¢ 3 X80ml) BB, AFMHEHRKY BNaz S0« T4
SWEERSE, TEIRBAaWHKY (1.63 X)) . BREEWHALE
(CHz Clz :MeOH, 50: 1. BEE) THARKRHASHEB/KRI [ 2 -
-4 (2-FEIEXE]-2-BFE- 6 -8E% (0.94 %),
mp 49—52C- MS (M+H) * 367,

5 i 71102
3[2-8|—1-(2-FE)FEE]
— 2 -HHE -6 -G
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Ne 9 [2-8R-4-(2-WEIFE]-2-F&-5
—HEH (1.3 %) 50K (10al) BA. ERK6AH. KAREY
AREBRNASE, HWAYHREENEL (CHa Cla : MeOH, 50
1, ER)GIEEEE (0.54 ) . MS (M+H) * 416, 418,

SCHE #1103
I[2-BB-4(2-FHEIFE] -8~
BR-2-HE-6-HEgH

WA AR WA R, SRERB (4001 4 Hm
A, 6-ZRE- 2 -PEERS. MRE, TKETRERGY
6044, REEEBREC 04 . BRESBHT K (60%) L.
k@i T E— R EE . Ak (50m1) %o RETTH
K BDI22.6 ZE.

EWB: No FHHE “SBA” P PWASKALH
(125n1) F. RESHHMAN. N-=ZEXE (2501) . HREY
ER150 S5 ERHEZE, BTk (750 %) F. B AR &
ERZ M (440001 ) 8B, HERHAF. REYHHA (30000)
¥/5, MNaz S0 FH, BRERGTHIWAEE (21.51 %) .

HWC: HZ M (1lnl) RFM (50n1) FMA “HEB” 7>
W (6.5 %) o ZERBEFMABH (6.0 ) 5 TF60-65CH# 2 b
o, WEEE, 3. REEHTHARECEE, KPR IHRIH
( 3X100ml ) B &3 BIFHEHNaOH C 1N, 2 X100ml ) . 5k
(100m1 ) B#hsk (100m1) Bt HHLHE fHNaz SO. FH, HEE RS
RARAETEHLMBRHERE (4.75 %), MSIH+H)*+ 178,

H®D: 5 HSEC” FH (LTS H)52-R- 4 - REE
B (5.71 B)BA, HRREGYMAE0C, £H6 055, #
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R 1LY &% FCHL12 (300m] ), HHEBMANOH ¢ 1 N, 3X250ml )
Bk (250ml ) $&. HHLHE ANa= SO0 T4, REEHIEEKE
(9.28 %) . HHREEW (CH2Cl= : MeOH, 50: 1, BEHK ) &k
REETHIEOEERE (6.27 3 ). MS (M+H) * 356,

ABE : EEiB (50%, 20nl ) FWA “ABD” g% (2.0
W), ERTHMEHEN (0.407 % ) AIKBE® (2.0m]1 ) - 4.25
PEE, SREBREY, WEEE, BHRHEEW (CH2 Clz : MeOH,
50: 1, )4k, FaEEAWKRI[2-B-41-(2-FHE)
#E]1 -8 -BH-2-HE-65 -HE¥ (0.75 F). MS
(M+H)* 368,

5% 6 #1104
S[2-B-4-(2-FE)FXE] -8 -8B
— 2 —HE- 6 — Gk

Ne THI[2-8-4 (2-HEIFXE]I -8 -HE-2-
FE-0 BB (1.34 %) 5%9% (100l )RE, EBHE2.5 hf,
WMACHz Cl= (200ml) ZER AP, REHK (2 X100m] ) FEK
(100ml ) EBEWE. ENEANaz S0 T, ARERRNESS
HRADHBREEN (CH2 Cla , BER) 4k, TEIECEK
(0.62 %) o mp 145~ 148Co MS (M+H) * 417, 419,

5% % #9105
2-(N= (2, 4—_HEEEK -5 -&) - N-
ZEEE) 4, 6- _HEBR

FEA: N THE=ZEELB (130n] ) BN, N-ZZ XK
(32nl) PWAS —HERER (25 %), MAEREEH 704
B RHEZRR, WENBAWHA KT (600 %), WH (60
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Ao )RMEGYEZERLINER. HZ8 (4 X300ml) BBAE, ¥
REMEH, ALK (200m] ) 3%/5 FHNaz S0 T EHFHNHT
BRaGweE (17.69 %) .

#%B: KBETO0nl FEe “BEWA” B93> (17.69 ) H
M KBETHEIRRETRIIRERENSE®E (30% (EE), 38nl) P, W
S, ZERTHREBEYRALIHE, BE 4PN, RPEZERRF,
BFREBGYHE TK (500 %)+, dRUELERNSEBRED
(10.38 %) o

A®C: FETMKAREE (Parr reactor ) FAIZ 8 (70ml ) -
HE (1onl) MKk Clnl) MBEEYEPIA “HEB” &Y
(4.1 B)RPAd/C(10% (EE), 0.15 %) . FERELREY
EEMEEWMIMESEERYFEE. FERIBREIBENY,
REBEEHBIAREBHERE (3.32 %) .

FHD: ERESATH “SHRC”" WP (1.086 ) k2 -K
—4, 6—_FFE-BI (1.0 X)BTFTHF (50ml ) - S WA
# (0.336 32, 60% (EE) 4B THF ). MEBEERMLYPS.5
M, WHEER, dBBREEF. KERE, EREAENEH
(CHz Cl= : MeOH, 90: 10, # K ) B E%E (0.52 %) - MS:
(M+H)>* 262

ZHE: RIXPE “SBD” 179 (2.0 %) RMZ Ik (1.49
ROBT-FERRRE (20ml) +. WA RLW (0.383 %,
60% (EE)ZBTHF ). MEE, ERTHERAE2 2 e, W
K (200ml ), HZBRZEE ( 3 x200n]l) RBUEAY. 2HOENRY
Ak (100m]l ) MK (100ml ) $&, FNa= SO0. FRET®, ®&EE
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TRAIRPEERE2 - (N- (2, 4-“HEEERE -5 -%) - N
—~ZEEE) -4 6-ZHEER (2.68 ) . HS(H+H)+ 290,

BIEBTHNENNLAYBBRFIMAHENR, THLERE
ZhEAYRERE. LTEFTMBRUENEERAELNTREERYE, W
EBATHUFBRGR FEMEREN. TE (AKX I1ERL1 7 ) i
THERFEERPRZRLEDUHEMER. RPLL “Synth Ex”
FA—RBEREAGRETEH 1 - 105, 45 “MS” K “HRMS” 4
PR EEms HERBEE.
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LN | R
N
7
i \ N\R‘
!
Re” N
%

s s R R’ R’ XX R’ m.p.'C
1* 1 CH, CH, CH, Br,H CH, 120-121
2 CH, CH, CH, CH,0,H CH,0 112-113
3* CH, CH, HEE  BrH H 127-129
4% 2 CH, CH, CH, Br,H iC;H, 163-164
5 CH, CH, C,H; BrH H 94-95

CH,  mgumkft CH, Br.H CH; 40-42
7 CH, CH; CH; CH;O0,H CH,0 120-121
8 CH; CH, CH, Br,H Br 101-103
9* 3 CH, CH, CH, Br,H C,H; 126-127

10* CH, CH, C,H, BrH tC,H, 191-193

11* CH, CH, CH; Br,H tCH, 193-195

12 CH, CH, CH, Br,H CF, 106-107

13* CH, CH, C,H, BrH CF, 125-130

14 CH; CH, CH, CH,0, CH,0 145-146

CH,0
15 CH; CH, C,H, CH,0, CH,0 115-116
CH,0

16* 4 CH, N A C,H, BrH iC;H, 219-222

17* CH, ekt  WERE  BrH iC;H, 208-211

18* CH, CH, ¥iHE BrH nC,H, 116-118

19* CH, CH, C;Hy Br,H nCH, 124-126

20 CH, CH, nC;Hy,  Br,H  nC.H, 49-50

21+ 5 CH, CH, CH, BrH iCH, 151-153
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AN
[=]

e
22*

23*

24*

25

26*

27*

28

29* 6

30
31 8
32
33

34 10
35 11

36
37+

38
39
40

41
42

43
44
45
46
47
48
49* 12
50 13

51*

RI
CH,
C,H;
C,H;
CH,
CH,
CH,

CH,
CH,
CH,
CH,

CH,

CH,

CH,

CH,
CH,

CH,
CH,
CH,
CH,
CH,
CH,
H

CH;,

CH,

R3
CH,
C,H,
C,H,
4-CHO-
VR T
CH,
CH,
CF,
CH,

4- 1 g A
2-pE Iy
CH,
CH,

CH,
CH,

CH,
“HAER
ORAE-1- 3

G kAL

CH,

CH,

CH,
CH,

CH,
CH,
CH,
ARG £
CH,

) kA
CH,

N(CH,)CH,-

CH,OH

R4

C,H,
C,H,
C,H,

e P 2
CZHS
C,H,
CZHS

C,H;
C,H;
CH,CN
CH,
WHE
RN E
C,H;

C,H;
C.H;

C,H;,
C,H;
C,H;

C,H;
C,H;

C,H;
C,H,
C,H;
C,H;
C,H
C,H;
C,H;
C,H;

CH,CH,

179

XX’
Br,H
Br,H
Br,H
Br,H

Br,H

ILH
Br,H
Br,H

ILH
Br,H
Br,H
Br.H

Br,H
ILH

ILH
Br,H

ILH
CH,S,H
(CHy),N,

H
CH,S.H
(CH;):N,
H
CH,S.H
CH,S,H
Br,Br
Br,Br
ILH

ILH
Br,H
Br,H

CH,O
CH,0

Ri

cC.H,,
iC;H,
nC,H,
iC;H,

iC,H,
iC,H,
iC,H,
C,H,-
OCH,
iC,H,
iC,H,
iC,H,
iC,H,

iC,H,
C,H,-
OCH,
CH,-OCH,
iC,H,

CH,-OCH,

CH,-OCH,

CH,S
CH,-SCH,
iC,H,
iC,H,
I
I

iC,H,
iC,H,

m.p.C
170-172
120-121
116-118
61-63

141-142
149-150
323

117-119

96-98
95-97

146-148

MS

145-147
HRMS



&R

L LB
52*

53*

54+

55*

56 14
57 15
58 16
59 17
60

61 18
62

63 19
64* 20
65* 21
66*

67

68*

69*

70*

71*

72*

73 22
73* 22
74

138 24
139 25
140 26
141

RI

CH,
CH,
CH,

CH,

CH,

CH,

CH,

CH,

CH,

CH,
CH,
CF,
CH,
CH,
CH,
CH,
CH,

CH,
CH,
CH,
CH,
CH,
CH,
CH,

R} R*
CH, CH,
CH, CH,
CH, CH,
CH, CH,CH,

S'gl:’f‘t Ju.ﬁi C,H;
R i £
CH, C,H,
C(=0)-4- C,H,
LS
CH,-4- C,H,
M R A
C(=0)-1- C,H;
WK e
C(=0)OCH, C,H;
C(=0O)NH- C,H;
N 2
C(=0)-(4- C,H,
B 3 )-1-
UR 5
CH, C,H,
CH, CH,
CH, C,H;
CH, C,H,
CH, CH,
CH, CH,
CH, CH,CN
CH, CH,
(2-F g A ) CH,
-1 - g
4'%&“%%& C,H;
4'ﬁ{tn%'%1t C,H;
4‘%%'1'”&%% C,H;
CH,OH CH,
CH,0CH, CH,
SCH, C,H,
CH, C,H,

180

XX
H.H
ILLH
CF,,H
Br,H

Br,H
Br,H

Br,H

Br,H

Br.H
Br,H

Br,H

Br,H

OCH,,H
H.H
Br,H
H.H
CF,,H
Br,H
Br,H
Br,H

ILH
LH
Br,H
Br,H
Br,H
Br,H
CH,0,Cl

RS

H
C2H4‘

OCH,CH,

iC,H,

0-iC,H,
iC,H,

iC,H,

iC,H,
iC,H,

iC,H,

iC,H,
iC,H,
iC,H,
iC,H,
iC,H,
iC,H,
CH,0

m.p.C
175-177
164-166
127-129

52-55

MS
145

b RS

107-108

81-82
115

81-82

56-58

175-177

51-53
234-236
61-63
iH-MS
3H.MS
#-MS
99-102



=g
L LB
142

143*

144*

145
146*
147

148

149
150
152

153

154
155
156
157

158
159 27
160 28

161*

162
163

Rl
CH,

CH,
CH,
CH,

CH,

CH,
CH,
CH,

CH,
CH,
CH,
CH,

CH,
CH,
CH,

CH,

CH,

—a \

OCH,Ph
O(CH,),SCH,

RS,
—N <Ny
"_«‘\, h

cl
NH,

R4
Csz

C,H;

C,H;

H
C,H,
C.H;
C,H;
C,H;
C.H;

C,H;

C,H;
C,H,

O(CH,),S0,CH, C,H,

_._o/\/"\)

o~

v
SO,CH,
SOCH,

O(CH,),N

(CHy),

C,H;
C.H,

C,H,
C,H,

O(CH,),SOCH, C,H,

NH(CH,),
N(CHy),

C,H,

XX
Br,H

Br,H

Br,H

CH,0,CI
Br,H
Br,H

Br,H

Br,H
Br,H
Br,H

Br,H

Br,H
Br,H
Br,H

Br,H

Br,H
Br,H
Br,H

Br.H

Br.H
Br,H

181

RS
iC,H,

iC,H,
iC,H,

CH,0
iC,H,
iC,H,

iC,H,

iC,H,
iC,H,
iC,H,

iC,H,

iC,H,
iC,H,
iC,H,

iC,H,

iC,H,
iC,H,
iC,H,

iC,H,

iC,H,
iC,H,

m.p.C
78-81

131-135

98-102

170-173
117-121
.-MS

. MS

H-MS
#h-MS
.MS

.MS

i MS
#-MS

H-MS
- MS

.MS
- MS
#-MS

143-146

- MS
.MS



AR

S LH R R’
164 CH, NH(CH,),NH,
165 31 CH, L
166 34 CH, gift- @ust

167 32 CH, cl
168 35 CH, CH,
169 37 CH, CH,

170* 36 CH, CH,
171 38 CH, w7
172 39 CH, CH,
173* 40 CH, CH,
174 41 CH, CH,

175 42 CH, CH,
176 43 CH, CH,

177 33 CH, N-B#js

HE
178 44 CH, CH,

179 45 CH, CH,

180 46 CH, CH,
181 47 CH, CH,
182* 48 CH, CH,
183 49 CH, CH,

184 50 CH, CH,
185 51 CH, CH,
18 52 CH, CH,
187 53 CH, CH,
188 54 CH, CH,
189 55 CH, CH,

190 56 CH, CH,
191 57 CH, CH,

192 CH, mgmshe T
193 CHy; mmghrFa
154 CH, g 8E F 2L

R4
C,H;
A
H
C,H,
C,H,
C,H,

C,H,
C,H,
C,H,
C;H,
C,H,

C,H;

C,H;
C,H,
C,H;

C,H;
iC;H,
C,H;
C,H;

C,H,
C,H;
C,H;
C,H;
C,H;
C,H,

C.H,
C,H,
CZHS

CH,
C,H;

XX’
Br,H
ILH
Br,Br
ILH
SCH,,H
S(O)CH,,
H
SCH,,H
ILH
ILH
S-,H
S(0),CH,,
H
SC,H,,H
SC,H,;,H

SCH,H
SCH,,H

S(0),CH;,
H
SCH, H
SCH,H
SCH,H
SCH,,H

SCH, H
SCH, H
SCH, H
SCH, H
SCH,,H
SCH,H

SCH,,H

SCH,,H
Br,H
Br,H
Br,H

182

R5
iC,H,
iC,H,
iC,H,
iC.H,
iC,H,
iC,H,

iC,H,
iC,H,
CH,OCH,
iC,H,
iC,H,

iC,H,
CH,CNO-

CH,

iC,H,

CH,CNO-
CH,
CH,CNO-

CH,
Br
C,H,
C,H,
CH,NCO-
CH,
CO,C,H;
OCH,
CN
COCH,
COC,H;
CH(OCH,)
CH,
NHCH,
N(CH,),
1C;H,
iC,;H,
i1C,H,

m.p.C
i#-MS
109-112
194-195
BAx
64-66
144-146

141-142

Wik

K
157-159

174-176

128-130
77-78

101-103
106-108
151-154

91-93
85-87
104-141
158-160

99-100
128-130
99-100

125-126
139-141

e

141-142
119-120
106-107

119-120
211-212



Gy

scf s R R’ R? XX’ R’ m.p.C
195 CH, Vg 0E F & CH, Br,H iC,H, 186-187
196 CH, CH, C,H, Br,H iC,H, 150-151
197 CH, CH, C.H, Br,H iC,H, 159-160
198 CH, CH, NN-—7 % BrH iC,H, 101-102
LRKE
199 CH, CH, NN-—z# BrH iC,H, 65-66
HAELHE
200 CH, CH, NN-—®Hg BrH iC,H, 118-120
HEE
201 CH, CH, Et Br,H OEt HRMS
202 CH, CH, Et Br,OMe OMe 113-115
203 CH, CH, H Br,0OMe OMe 177-179
204 CH, CH, H Br,H OMe 118-119
205 CH, CH, =S 8 Br,0OMe OMe 88-90
206 CH, CH, Et Br,H OMe HRMS
207 CH, CH,OCH, Et ILH iC,H, HRMS
208 CH, CH,0(4- Et Br,H iC,H, HRMS
HEAER)
209 CH, CH,OPh Et Br,H iC,H, HRMS
210 CH, CH,O0Q2-mfuz3t) Et Br,H iC,H, HRMS
211 CH, CH,OCH,(4- Et Br,H iC,H, HRMS
R HER)
212 CH, CH,0CH,(3,4,5 Et Br,H iC,H, HRMS
- ZHFRER)
213 CH, CH,0(2- Et Br,H iC,H, HRMS
WE IE 2E)
214 CH, CH,0(3.4,5- Et Br,H iC,H, HRMS
ZHERER)
215 CH, CH,0(3-(N,N- Et Br,H iC,H, HRMS
THEE)- )
216 CH, CH,OCH,(3- Et Br,H iC,H, HRMS
N BE BE)
217 CH, CH,0(4- Et Br,H iC,H, 136-139
7 R ER)
218 CH, CH,0(4-(1- Et Br,H iC,H, HRMS

R g )-8 L)

183



B

s osm R R? R* X, X’ R’ m.p.C
219 CH, CH,0CH,(4- Et Br,H iC,H, HRMS
n BE )
220 CH, CH,OCH, Et Br,H iC,H,
221 CH; CH,OCH,(2- Et Br,H iC,H, HRMS
Ik g L)
222 58 CH, CHO Et Br,H iC,H, HRMS
223 CH, CH, H Br,Br OMe 175-177
224 63 CH, CH, Et Br,Br OEt 107-108
225 59 CH, CH,0CH,CH,0H Et Br,H iC,H, HRMS
226 CH, CH, Et Br,Br OMe 101-103
227 CH, CH,OCH,CH,0C Et Br,H iC,H, HRMS
H,
228 CH, CH, H Br,Br OEt 165-167
229 CH; CH,0CH,CO(4- Et Br,H iC,H, HRMS
G pk£)
230 60 CH, CH, Et Br,OH OMe 157-160
231 CH, CH,OCH,CH, Et Br,H iC,H, HRMS
(4-R5 Bk )
268 CH;, (4-(2- 4 2t- Et Br,H iC.H, 57-60
)RS )
“RE
269 CH, (1,2,3,4- Et Br,H iC,H, 143-145
P S s bk 5L ) -k
270 CH, (2-mkmg#-F i) Et Br,H iC,H, 87-88
A - RE
271 CH, MeNHCO Et Br,H iC,H, wW-MS.
272 CH, (4-(nifmz) Et Br,H iC,H, 51-53
W e F B3 4t
273 CH, (4-Q2-mmgH) Et Br,H iC,H, 114-116
Wk BEF A3 R
274 CH, (4-Q2-mgmg#b) Et Br,H iC,H, 1. MS
WK 8 T 5L )-#k 5t
275 CH, (4-(2-B&s- Et Br,H iC,H, 102-104

EH) - R )
FE-E R

184



AR

6 x4 R R’ R* XX’
276 CH, N(2-k i - Et Br,H
1 #E)-N-

HEZERE
277 CH, (1,23.4-pjysg  Et Br,H
e ik 5 )- AL A,

Hhae ik
278 CH, (4-mgmekt-ugmg Et Br,H
TE-FE
279 CH, —®HE-g#- Et Br,H
CiE !
280 CH, (4-(2-mgmp)  Et Br,H
R R T &)
& - dhgh
281 CH, (4-(2-mpmzg)  Et Br,H
WK B8 T 5)
- $hgh
282 CH, Me,NCO Et Br,H
283 CH, 3-mjnpst- Et Br,H
BRE - i
284 CH, 3-mymes-gx Et Br,H
285 CH, 3-%g-ma Et Br,H
286 CH, 3-mpmesg-gs Bt Br,H
287 CH, 4-Pgs-¥g FEt Br,H
-

288 CH, 2-mimigsest Et Br,H
289 CH, sl (4-B4gs-  Et Br,H
ERIBEE-FE
290 CH, m(2-skmizt)  Et Br,H
BEERE
291 CH; (2-mkmyst)- Et Br,H
RERHE
292 CH, (4-84(- Et Br,H
ERIBRHP R
293 CH, —#%x-g&x Et Br,H
G,

294 CH, x(4-mngx) Et Br,H

RERE

185

RS
iC,H,

iC,H,

iC,H,

iC,H,
iC,H,
iC,H,
iC,H,
iC,H,

iC,H,
iC,H,

iC,H,

iC,H,

iC,H,

iC,H,

m.p.C
H-MS

88-50

HMS
#H-MS

117-119
125-127
80-82
105-107
165-167
#.MS
171-173

104-106

136-138
63-65

97-99

#,.MS

H,MS
56-58

68-70



B

SEf s R
295 CH,
296 CH,
Y i

EH R

75 CH,
76 CH,
77 CH,
78* CH,
79 CH,
80 CH,
81 CH,
82 CH,
83 CH,
84 CH,
85 CH,
86 CH,
87 CH,
88 CH,

R}
(-2 5%-1- Et
HEIZE
-gg-Z%  E
R? R
CH, CH,
CH, CH,
CH,  Jpx
CH, CH,
CH, C,H,
kit CH,
CH, C,H,
CH, CH,
CH, CH,
CH, C,H,
CH, CH,
CH, CH,
CH, C,H,
CH, CH,

R4

XX
Br,H

Br,H

XX’
Br,H
CH,0,H
Br,H
Br,H
Br,H
Br,H
CH,0,H
Br,H
Br.H
Br,H
Br,H
Br,H
Br,H
CH,0,

CH,0
186

RS
iC,H,

iC,H,

RS
CH,
CH,O

iC,H,

CH,

CH,0
Br
C,H,
tC,H,
tC,H,
CF,
CF,
CH,0O

m.p.C
w4, MS

H-MS

m.p.'C

178-179



LA
89

90
91
92
93
94
95*
96
97
98
99

100
101
102
103
104
105
106
107
108
109
110
111
112
113
114

115
116

117
118
119
120
121

Rl
CH,

CH,
CH,
CH,
CH,
CH,
CH,
CH,
C,H,
C,H,
CH,

CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,

CH,
CH,
CH,
CH
CH,

w

R3
CH,

A Rk A

Rk £,
CH,

CH,
CH,
CH,
CH,
C,H,
C,H,
4-CHO-
WK 7 &
CH,
CH,
CF,
CH,
BT S

2-mEm R
CH,

CH,
CH,
CH,
CH,

e} B £,

A mk £
CH,

CH,

CH,
CH,

CH,
CH,

FRAREY Y
CH,

R4
C,H,

C,H;
ISP S
"N E
C,H;
nC,H,
C,H;
C.H;
C.H;
C,H;
C,H;

A E
C,Hy
C,H;
C,H;
C,H,
C,H;
CH,CN
CH, 575 #
R
C.H;
C,H;
C.H;
C.H,
C.H;
C,H,

C.H,

C,H,
C,H,
C,H,
C.H,
C,H,

XX

CH,0,
CH,0
Br,H
Br,H
Br,H
Br,H
Br,H
Br,H
Br,H
Br,H
Br,H
Br,H

Br,H
LLH
Br,H
Br,H
LLH
Br,H
Br,H
Br.H
Br,H
ILH
LLH
LH
LH
CH,S,H
(CH;),N,
H
CH,S,H
(CH;),N,
H
CH,S,H
CH,S,H
Br,Br
Br,Br

I.H
187

R’ m.p.C
CH,0O

iC,H,

1C;H,
nC,H,
nC,H,
nC,H,
iC;H,
cCeH,
1C;H,
nC,H,
iC;H,

194-196

iC,H,
iC,H,
iC,H,
C,H,-OCH,
iC,H,
iC,H,
iC,H,
iCH,
iC,H,
C,H,-OCH,
CH,-OCH,
C,H,-OCH,
CH,-OCH,
CH,-OCH,
CH,-OCH,

iC,H,
iC,H,

CH,S
CH,-SCH,
iC,H,
iC;H,



L

122
123

124

£t

130~

* shdh

R! R} R* X, X'
CH, N B4 X C.H, LH
H CH, C.H, Br.H
CH, N(CH,)CH.- CH, Br.H
CH.OH
CH, CH, CH,CH, CH,0.
CHO
CH, CH, CH, H.H
CH, CH, CH, LH
CH, CH, CH, CF,.H
H H CH,CH, Br.H
* 3
R! N R2
Y \/
v
X' }
N
\R4
RS X
R! R? R* X, X
CHO CHO CHCH, BrH

188

R* mp, °C

iCH,
iC,H,

CH,

iC,H.

R mp, °C
iC,H,  104-106



RS X

R R’ R* X, X’ R? m.p.C
CH, CH, H Br,H iC,H, 124-125

“Re
Rs X
R' R’ R? XX R® m.p.C
CH, CH; CH,CH;, Br,H iC;H, 144-145



oo
B8

S5l 3
133
134 23
134*

135

136

137

232

233

234

235

236

237

238

239

240
241
242% 29
243
244

Rl

CH,
CH,
CH,
CH,
CH,
CH,
CH,
Cl

OCH,

cl
CH,
CH,
CH,
CH,

CH,
CH,
CH,
CH,
CH,

RJ
CH,
LS
e} AR
TRANET N iy
RE} B £
Wk BE
N'-N-= 7 %
Cl
OCH,
Cl

K 04 Bk T
i B A
N(CH,),

i £

N(CH,),

HEMGE T A
TEAE
EE A

-ZHERE
UL

R N R3
g
N
Y
N\H‘
X
R* XX’
Et Br,H
Et Br,H
Et Br,H
Et LH
Et ILH
Et ILLH
Et Br,H
Et Br,H
Et Br,H
Et LH
Et Br,H
Et Br,CH,0
Et Br,CH,0
Et CH,0
CH,0
Et Br,H
Et Br,H
Et Br,H
Et Br,H
Et Br,CH,0

t4¢

RS
iC,H,
iC,H,
iC,H,
iC,H,
iC,H,
iC,H,
iC,H,
iC,H,
iC,H,
iC,H,
iC,H,
CH,0
CH,0
CH,0

iC,H,
iC,H,
iC,H,
iC,H,
CH,O

m.p.C
w.MS
. MS
59-63
- MS
#.MS
- MS
#.MS
ah-MS
1. MS
wH-MS
>200
90-95
65-58
w-MS

72-75
70-72
89-90
140-142
65-70



EH A

245
246
247

LB & BEs

251
252
253

62

61

RI
CH,
CH,

RI
CH,
CH,

R’ R* XX R’
d-gxge Et  BrCH,0 CH,0

HC(CO,Et), Et Br,H iC,H,
PhCHCN Et Br,CH,0 CH,0
R iC,H,0 Br,CH,0 CH,0
Cl Et LH CH(CH,),0H
cl C,H, BrH iC,H,

x 7

Neo N
% \(
Re N
~Re
RS X
R? R X, X R* R®
CH, Et Br,OMe OMe Br
CH, H H,OMe OMe Br
CH, Et H,OMe OMe Br

1491

m.p.'C
95-100
H-MS
50-52
- MS
H-MS
. MS

m.p.C
133-138
179-181
143-145



L FREH R

254
313
314
315
316
317
318
319
320
321
255
256
322
323
257

324
258
325
259

64

74
66

65

68

75

CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,

CH,
CH,
CH,
CH,

R3
CH,
CH,
CH,

£
cl
Ph
CH,
CH,
CH,

N £
Cl
Ph
Ph
CH,
CH,

CH,

LY
Cl

R3 R0
A3
\ 2
s N7 N
7
RS
R® X e
CN Br H
CN 1 H
CN Br 6-CH,
CN I 6-CH,
CN 1 H
CN 1 H
CN (I H
CN 1 H
CN Br H
CN 1 CH,
CN Br H
CN Br H
CN -SCH, H
H Cl OCH,
H Br H
H -SCH, H
CN Br OCH,
H I 6-OCH,
H Br H

192

R’ mp. C
i-Pr 105.8
i-Pr

i-Pr

i-Pr

I-HEgRz K
gz X
-HERZ &
I-REEZ R

l-HgRz &
OCH,

i-Pr 179.2
i-Pr i
i-Pr
i-Pr
i-Pr MS
343.08
i-Pr
OCH, MS 388.0
i-Pr
i-Pr MS 363.0



L &REH R

326

260
327

328

329
330
261
331
332

333
334
335
336

337
338
339

340
262
341

342
263
343
344

69

67

70

71

CH,

CH,

CH,

CH,
CH,
CH,
CH,
CH,

CH,
CH,
CH,
CH,

CH,

CH,
Cl
N,
Me,
CH,
Cl
CH,
CH,

R3
Ph

CH,

SLYi
Cl

Ph
-NHEt
-NHC(=0)
CH,
OCH,
-OCH,Ph
CH,OPh
2- g
HER

an)

jan

o Im T T

T T T

-OCH(OH)Ph H
ERERE H

-C(=O)N
(Me),
-NHCH,Ph
CH,
CH,

-CH,OCH,
CH,
CH,
CH,

H

H
CN

s

Et
-CCH

Br

Br

Br
Br
Br

Br
Br
Br

Br

Br

Br

Br

Br
Br

X‘)

H

OCH,

H

H

6'CH3

6-OCH,

193

T T

Lo

os)

snjyeoiite slille »

RS
-
&

OCH,
1-B %
ZE
I-

L&
OCH,

i-Pr
i-Pr
i-Pr

i-Pr

1-Pr
i-Pr
i-Pr

i-Pr
1-Pr
i-Pr

i-Pr
i-Pr
i-Pr
i-Pr

mp.C

MS 360.9

MS 405.1

123.8

MS 363.0



e
345
346
347
348
349
350

CH,
CH,
CH,
CH,
CH,
CH,

R N
R? X
CH, Br
CH, I
CH, Br
P I
Ph Br
CH, SMc

£ 9

X?

H

6-OCH,

6'CH3

194

RS
i-Pr
i-Pr
OCH,
i-Pr
i-Pr
i-Pr



% 10

X
xl
75
4 R' R’ R X X’ R’
351 CH, CH, H Br H i-Pr
352 CH, CH, H I H i-Pr
353 CH,  mgmkft CN  Br H i-Pr
354 CH, Ph CN  Br H i-Pr
355 CH, CH, H SMe H i-Pr

15



341
264*
265*
266*
267
356
357
358
359
360
361
362
363
364
365
366
367
368
369
370
371

Gy

EH R R R <
CH, (4% CH, Br
OCH, z#% CH, Br
OCH, i CH, Br
OCH, i CH, Br
i-Pr ZE CH, Br
i-Pr HRE CH, Br
i-Pr W E  CH Br
i-Pr ZE CH, Br

i-Pr Z¥ s Br
i-Pr WHRE WA Br
i-Pr WEE W Br
i-Pr ZE A o {2 Br

OCH, z# CH, Br
OCH, A% CH, Br
OCH, #®m\#  CH, Br
OCH, Zz#% CH, Br
OCH, Z%  WHft Br

OCH, A% Mt  Br
OCH, /%A"%  mmf  Br
OCH, z%  mwf Br

14€

Z

CH
CH
CH

K
CH

9
fam
Z

O
fam

zzZzzzzzzzzzzzzzg
zzzzzzzzzzzzzzzzzz

L
CH

(m+H)
321
337
259
409



B

xH xp R

372
373
374
375
376
377

378

379

380

381

382

383

384

385
386
387
"

105

24

*h
m

OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,

OCH,

OCH,

OCH,

R4
ZH
T
RS
ZE
LE
R E
P
ZH
ZE
HHNAE
WA
V¥

Z# OCH,CH,
#A# OCH,CH,

RS
ZE

R3
CH,
CH,
CH,
CH,

g X,
CL Y
EL Y

R A
OCH,

OCH,
OCH,
OCH,

OCH,CH,
OCH,CH,

OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,

t97

4

CH
CH

CH
CH

CH
CH

CH
CH

T EEEEEE

T EEEEEEE I

ms
(m+H)

290



4l
388
389
390
391
392
393
394
395
396
397
398
399
400
401
402
403
404
405

CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,

R3
CH,
CH,
CH,

AL o £
cl

Ph
CH,
CH,
CH,
I kA€,
cl

Ph

Ph
CH,
CH,
CH,
CH,

RS B A

R®
CN
CN
CN
CN

CN
CN
CN
CN
CN

CN

CN
CN
CN

om

CN

Br

Br

Cl
Br

Br
Br
-SCH,
Cl
Br
-SCH,
Br

198

OCH,
6‘OCH3

RS
i-Pr
i-Pr
i-Pr
i-Pr
-RERZE
R:E-E P
I-REEZ K
-RERZE

l-HEsz i
OCH,

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
OCH,
i-Pr



24| R' R’ R X X R’

406 CH, Cl H Br H i-Pr

407 CH, Ph H I H 1-Bggzx

408 CH, CH, H Br OCH, OCH,

409 CH, CH, H I H 1-mggzx

410 CH, CH, H Br H 1-Bggzx

411 CH, A kA H I 6-CH, OCH,

412 CH; Cl H I 6-CH, i-Pr

413 CH, Ph H Br H i-Pr

414 CH, -NHEt H Br H i-Pr

415 CH, -NHC(=O)CH; H Br H i-Pr

416 CH, OCH, H Br H i-Pr

417 CH, -OCH,Ph H Br H i-Pr

418 CH, CH,OPh H Br H i-Pr

419 CH, 2-mE ) & H Br H i-Pr
HEH

420 CH, OCH(OH)Ph H Br H i-Pr

421 CH, F-HER H Br H i-Pr

422 CH; -C(=O)N(Me), H Br H i-Pr

423 CH, -NHCH,Ph H Br H i-Pr

424 Cl CH, CN Br H i-Pr

425 N-Me, CH, H Br H i-Pr

426 CH, -CH,OCH, H Br H i-Pr

427 Cl CH, H Br H i-Pr

428 CH, CH, Et Br H i-Pr

429 CH, CH, -CCH Br H i-Pr

199



e
430
431
432
433
434
435
436
437
438
439
440
441
442
443
444
445
446
447

R!
CH,
CH,
CH,
CH
CH,
CH,
CH,
CH,
CH,
CH
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH

[y

[

[

R3
CH,
CH,
CH,

T
cl
Ph
CH,
CH,
CH,
3 o £
cl
Ph
Ph
CH,
CH,
CH,
CH,

LG B AT

CN
CN
CN
CN
CN
CN
CN
CN
CN
CN
CN
CN
CN

os)

CN

Br

Br

Cl
Br
Br

Br

Cl

-SCH,
Br

26¢

X’ R’
H i-Pr
H i-Pr
6-CH, i-Pr
6-CH, i-Pr
H 1-#ggz%
H -RE#z%
H 1-\gfzs
H Lpggzs
H |-RE#z%
CH, OCH,
H i-Pr
H i-Pr
H i-Pr
OCH, i-Pr
H i-Pr
H i-Pr
OCH, OCH,
6-OCH, i-Pr



K
448
449
450
451
452
453
454
455
456
457
458
459
460
461

462
463
464
465
466
467
468
469
470
471

Rl

CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,

CH,
CH,
CH,
CH,
Cl
N-Me,

CH;
Cl

CH,
CH,

R3

cl

Ph

CH,

CH,

CH,
A £

cl

Ph
-NHEt

-NHC(=0)CH,
OCH,
-OCH,Ph

CH,OPh

2-gEup A
HaE
OCH(OH)Ph
-E-NE A
-C(=0)N(Me),
-NHCH,Ph
CH,
CH,
-CH,0CH,
CH,
CH,
CH,

=]
T TN o opom o T OE T WL R

H

H
H
H

CN

o)

H

H

Et
-CCH

:Dmmm:

T or opom T oxm omom E T

RS
i-Pr
-EgEELH
OCH,
l-HEEZE

-z
OCH,

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr



5L 45
472
473
474
475
476
477
478
479
480
48]
482
483
484
485
486
487
488
489

Rl

CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,

R3
CH,
CH,
CH,

A o4k
cl
Ph
CH,
CH,
CH,
A
cl
Ph
Ph
CH,
CH,
CH,
CH,

EL: S

Br

Br

Cl

Br

Br
Br
-SCH,
Cl
Br
-SCH,
Br

202

X,

6‘CH3
6-CH,

T I om T T

CH,

asjilian)

OCH,

OCH,
6-OCH,

RS

i-Pr

i-Pr

i-Pr

i-Pr
ez
-PEEZ &
I-Haz R
I-AEEZH

l-HgERkz &
OCH,

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
OCH,
i-Pr



SC 4] R R? R* X X’ R’
490 CH, Cl H Br H i-Pr
491 CH, Ph H I H l-EgEREZE
492 CH, CH, H Br OCH, OCH,
493 CH, CH, H I H l-FgEEZE
494 CH, CH, H Br H I-REHEz R
495 CH, 1 k4 H I 6-CH, OCH,;
496 CH, Cl H I 6-CH, i-Pr
497 CH, Ph H Br H i-Pr
498 CH, -NHEt H Br H i-Pr
499 CH, -NHC(=0)CH, H Br H i-Pr
500 CH, OCH, H Br H i-Pr
501 CH, -OCH,Ph H Br H i-Pr
502 CH, CH,OPh H Br H i-Pr
503 CH, 2-nE Wy Rt H Br H i-Pr
HEE
504 CH;  OCH(OH)Ph H Br H i-Pr
505 CH, F-RER H Br H i-Pr
506 - CH,;  C(=O)N(Me), H Br H i-Pr
507 CH, -NHCH,Ph H Br H i-Pr
508 Cl CH, CN Br H i-Pr
509 N-Me, CH, H Br H i-Pr
510 CH, -CH,0CH,; H Br H i-Pr
511 Cl CH, H Br H i-Pr
512 CH, CH, Et Br H i-Pr
513 CH, CH, -CCH Br H i-Pr

203



LB & REH

514
515
516
517
518
519
520
521
522
523
524
525
526
527
528
529
530
531
532
333
534
535
536

101

102

Rl
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,CH,
CH,CH,
CH,CH,
CH,CH,
CH,CH,
CH,CH,
CH,CH,
CH,CH,
CH,CH,

R3
CH,
CH,
CH,
A
Ph
CH,
Cl
CH,
CH,
CH,
A
Ph
CH,
N o
CH,
CH,
CH,
EETVE
Ph
CH,
cl
CH,
CH,

% 15

X
RS
X X’
Br H
I H
Br 6-OCH,
I 6-CH,
Br H
SMe H
Br H
Br H
I H
Br  6-OCH,
I 6-CH,
Br H
SMe H
Br H
Br H
I H
Br 6-OCH,
I 6-CH,
Br H
SMe H
Br H
Br H
I H

i-Pr 132-135



LB &K

537
538
539
540
541

LB S RSB

542
543
544
545
546
547
548
549
550
551
552

103

Rl
CH,CH,
CH,CH,
CH,CH,
CH,CH,
CH,CH,

R!
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,

R3
CH,

g Bk A

Ph
CH,

L) B A,

RJ
CH,
CH,
CH,

R
Ph
CH,
cl
CH,
CH,
CH,

L

X X

Br  6-OCH,
I 6-CH,

Br H
SMe H
Br H

% 16

X ~ |
N
R
X X
Br H
I H
Br 6-OCH,
I 6-CH,
Br H
SMe H
Br H
Br H
I H
Br 6-OCH,
I 6-CH,

20§

R*  Mp(T)
OCH,

i-Pr

i-Pr

i-Pr

i-Pr

R’ Mp(C)
1-Pr
i-Pr
OCH;,
i-Pr
i-Pr
i-Pr
1-Pr MS 368
i-Pr
i-Pr
OCH,
i-Pr



E6 4mxH R R’ X X R’ Mp(C)

553 CH, Ph Br H i-Pr
554 CH, CH, SMe H i-Pr

555 104 CH, mgmkft Br H i-Pr  145-148
556 CH,CH, CH, Br H i-Pr

557 CH,CH, CH, 1 H i-Pr

558 CH,CH; CH, Br 6-OCH, OCH,

559 CH,CH, mgmft 1  6-CH, i-Pr

560 CH,CH, Ph Br H i-Pr

561 CH,CH, CH, SMe H i-Pr

562 CH,CH, (I Br H i-Pr

563 CH,CH, CH, Br H i-Pr

564 CH,CH, CH, I H i-Pr

565 CH,CH; CH, Br 6-OCH, OCH,

566 CH,CH, et I 6-CH, i-Pr

567 CH,CH, Ph Br H i-Pr

568 CH,CH, CH, SMe H i-Pr

569 CH,CH, mmft Br H i-Pr

&

EHZERESTE:

HAB & Wik AL FE Mt Sprague Dawley ki ( 180 - 200g), #rpkh4)m

HER BHEMNGETHES, #T- 70 CEAFEEMHA. MEy%E, ¥
HMARKRE, #TF 22 T A Polytron(Brinkmann Instruments, Westbury, NY;

Setting 6 ) F 4% 50mM Tris, 10mM MgCl,, 2mM EGTA , pH 7.0 # 20 {51k

R B P SR 20840, 4 CHALM I 48,000 x gar. 10405, 25
LHE EHRERNRME PR ESE, T 4 CLl 48,000 x g g 10

204



b, PEMNEELREWEFEEE, DIATKEEN20- 40ng
RBARSRE nl, BFTENUE. RELowry (Lovry et al.,
J. Biol. Chem. 193: 265 (1951) ) Fik, IS mMBEaESEN
BERESTEBNE.

CRF Zth&& : X LEE. B. De Souza, J. Neurosci. 7: 88
(1987) P HAMFEHRTRELEFTNE.

&2

ERAHANER P, 1.5 MREBMES L (nicrofuge)
B o IR 100 4 1 1251, %CRF ( 4B H50pH— 10nK) » 100w
MEBWE (TEFLTAREE (oM r h CRF HKE, MMwEE
HRMES) RI00u] BREFR (WLEFR) . MARBSERS
300ul. AEMMEHIEE. B. De Souza,J. Neurosci. 7 : 88
(1987) FA R F22°CF M 2 /hot. #id7EBecknan MEBLE PN
12,000xg BOSAMEELERM. RERST EFRRAUE “BE”
MBS ERENERE. BRERRE EFR, WAKRAIPBS &
0.01% Triton X—100, FHEMKRNEYEEFSL, KBRLEFZE
FENHRSNRENSERE. NHEEUHRDMFFHKRERNER
LIGAND (P. J. Munson and D. Rodbard, Anal. Biochem. 107: 220
(1980) #HERBEZLAEE. E—BFENBERAE: ETHEE
MEREEETF - REREEZSSHHAFEZARHINEREEW
HARBUPIEFRP. LIGAN) FRE2RERAUMNBEBREES
RUEHR, MEFEKBEEN-ITS52HRPELEXEZNETE. XD
BH (Ko) REBEE (Boex ) WEHEZBIH FTESHVUEXAD
FERBELNZEUHTEEN. sEFTREFH S ZHBERNEZY
BER, NMEGTHNTREBEERTHEFEMNEIXRARLIFES

207



BEHE R
=5 %4 i

ERXEFXERYF, 100w ] [ 3511 %CRF ¢ [ 251 ] oCRF, %
WEE200—300pM ) 5H100u] BWE (EbSFEFAARENSSE
R, %2 1oM E100M) X100u] WEEFHEHBESIRAR
MBEAK (BEFA0u]) —EFF, IABYRBRERRN, RN
RE22CH ¥4 2 /hbf, #idFBecknan WEB LEPHE.L (12,000
Xg) BILERF, FEHEANRHANESHEDRHARES
Bo BEMA Inl KA EWHAK0.019% Triton X—100,
BUOBZRIBBNFEREIREASKE, TUTRARASE
SONF MMM EN. EHRHEAZELIMA 1ol RiIFEH X
wm A CRF Cr h CRF) MMEM. BLIGAND BRE4FES 84 L
MBE. STS—-S48%, RUMFCHERESCRF 24 ([ 125]]
CRF) ZMZAMFEAIRMAH BT HEALTR P HEN. X®iT
BEFRNENSKOEANHEY (K S FERFRZIRAN.
WA, BEAFETH—RF T A S, KRR e
RIREHE, MWW B M EK.. LIGAND BEMSH L4 BT 4
BB SHE, XTHREEAEE. SFEHEK (0 — BORF o-av.
%d—Phe CEF12-41) » RARWHFHILEY, REHWERBELT
B AR UEHYBERTROARBERE FRHSEN TREY
&

EREAGYHENRBREETARL 7. TRH, ¥TFHZH
FEREUNRSLLY. TRAFERAREHMTEEME, B
TEEARRPEEER FHENMHER.



SR — e AP EXCRF W%+ HIK. < 10000nH, BRTANKE
B RL17TH, AUEFROWEEBNETK: #Hi. K. E25u
THY: +++ 33 <500nM; ++ 79501~ 2000nM; + 52001~ 10000nH,

17

xHS  AREH WP

K,(nM)
I 1 + -+
2 ++
3 + -+
4 2 + <+ +
5 ++
6 + 4+
7 ++ <+
8 +++
9 3 +++
10 ++=+
11 + =+
12 . ++
13 +++
14 + -+
15 FREaT
16 4 ++
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X8 SRxel e

K(nM)
17 +++
18 +++
19 ++ +
20 + 4+
21 5 +++
22 ++
23 + 4+ +
24 +
25 +++
26 + 4+ +
27 +++
28 +++
29 6 -+ +
30 7 +++
31 8 +++
32 +++
33 9 ++ <+
34 10 +++
37 +++
49 12 +
50 13 e
51 ++
52 +
53 +
54 +
55 +++
56 14 ++ +
57 15 ++ +
58 16 ++ +
59 17 +++
60 ++
61 18 +++
62 ++
63 19 +
64 20 +
6> 21 -+
66 +
68 +
69 +
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xBs  AmxH W

K,(nM)
70 +
71 +
72 +
73 22 +++
74 +++
78 +
95 ++
130 ++
131 +
132 +
133 ++
134 23 + 4+ +
135 -+ +
136 +++
137 +++
138 24 ++ +
139 25 ++ 4+
140 26 +++
141 ++ =
142 ++ =
143 -+ =+
145 +
146 +
147 +++
148 +++
149 +++
150 +++
151 +++
152 + -+
153 +++
154 + 4+ +
155 + 44+
156 + 4+
157 + =+
158 + 44
159 27 +++
160 28 ++ +
161 -
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xHe AmRxe WA

K;(nM)
163 ++
165 31 +++
166 34 +++
167 12 +++
168 35 +++
170 36 +++
171 38 +++
172 39 +++
173 40 ++
174 4] +4++
175 42 ++
176 43 +++
177 3 ++
178 44 +++
179 45 +
180 46 +++
181 47 +++
182 48 ++ +
183 49 +
184 + +
i85 51 ++ +
186 52 ++ +
187 ++ +
188 54 +++
189 35 +++
190 56 +++
191 57 ++ +
192 +++
193 +++
194 +++
195 +++
196 +++
197 ++
201 +++
203 ++
204 +
205 + 4+ +
206 ++ +
207 +++
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THE AREH W

KinM)
208 +++
209 +
210 ++
211 +4++
212 +++
213 ++ +
214 ++
215 ++
216 +++
217 + o+
218 +++
219 +++
221 ++ =+
222 58 ++
223 ++
224 63 +++
225 39 +++
226 +++
227 ++ +
228 -+
229 +
230 60 + <+ +
231 +
232 ++ -
236 +++
237 +++
238 + 4+ +
239 +++
240 +++
241 + 4+ +
242 29 ++
243 +
244 +
243 +
246 b
247 + =+
248 +++
249 30 +
250 + -



xBE AAXE W

K,nM)
251 62 ++
252 +
253 61 ++
254 64 + ++
233 74 ++
256 66 +++
257 63 +++
258 68 ++ +
259 75 ++ +
260 69 +++
261 67 +++
262 70 +++
263 71 +++
264 7 +
265 76 + o+
266 78 + +
267 79 + ++
268 +++
269 +++
270 +
271 - -
272 +
273 ++
274 +
275 + 4+ +
276 +++
277 +++
278 +++
279 +++
280 + =+
281 +++
282 +++
283 +
284 + ++
283 -+ +
286 + -+
287 + =
288 + -
289 +++
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290 +++
291 +++
292 + 4+ +
293 +++
294 +++
295 + 4+
296 +4++
297 80 -+ +
298 82 +++
299 83 +++
300 84 +++
301 85 +++
302 86 +++
303 87 +++
304 88 +++
305 89 +++
307 91 + -+ +
308 9 ++ =+
309 93 ++ -+
310 94 + <+
311 95 +++
312 96 ++ +

W CRF — 1 iy B 35 MR 3R b B T5 e 0 3

WCRF- MBI B ERA SRS MBRAETSRG.
Battaglia et al., Synapse 1: 572 (1987) . M2, ZE4
BB EF100mM Tris—HC1 (pH 7.4, 37°C). 10mM MgClz - 0.4mM
EGTA, 0.1% BSA. inM RTEBRXHEW (IBMX) ., 250U . nl B
MAEBE. oM BYBRIMA. 100mM 5 —-=WEEF. 100nM
oCRF, MBS (REHEEHIO®-10°H) B0.5ng BB BEMNS
R (R#40~60ng BH ) H5200n] BWEEIICRN 1 045, @

215



A 1 uM ATP./32P 1 ATP ( K% 2 — 4 nCi/ % ) SRR
A 100m]1 50mM Tris—HCI, 45mM ATP M1 2 W+ R ERBMAK LR
o ATEEBCAMP MEW, SHmEEMAIL] [3H 1AM (X
£940,000 dpm ) o Wit FEDovwex MELEH LM ELED, Tk
[32PJ1cAMP 5 [32P]ATP 3. MR ERBATL0%.

FEPHRER L GDERRT P EAEFEE. 1Cs0<10,000nM.

BEAEDEXR

IRBAFEFARTFEXFHPOATHE—EYIH TR R ER”E
KB EDRENEE. EHBTENLRER A MEE® (Acoustic
Startle Assay ), REREBIXE (the Stair Climbing Test) ,» k¥
M5 ® (Chronic Administration Assay ) o #C. W. Berridge
and A. J. Dunn Brain Research Reviews 15: 71 ( 1990 ) — 3x & #
RTREREC-EXTEETERPET L4 FENKERAY,

AEEAEEXDYRIHADY EWKL Y. 2AREFLS
RMBRHEIFERNTRAXREYT T4

HEMKBRERRBUERELEYY TRIVEE, HREER
BREBEMBENSES LB R LB FORERAET LN
ERTBTEY. HENKREREXHEARENLEYHFRT T
EMAERUEHLER.

ARV G LR KBNS TREIWADDEAG S Ik
FABESERADHERRIAYN. LAY TUEREROHAE
AERLERER, EHRBHRTARESHECRTNER. N9
BHEMER, E-REREFEENRASRRRE RN E S B
SRENGYREE GBS,

AEMNEMEARR - ECARELT, SBEXY: 4y
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MHBHEHIE: ABOBRARRE,; PHENER. FERBER
B BREERERBRS: YHORTHE: BITORE; Ry
MBR. BTHRRRRERS, TSEORERWN LAY, NE
HEAFHED.002 E200ne FEHMRS . BEH. SHAK0.01 E10
1 ke #—EWKER, ARFEBAANYTBAFBHHH.

EFHAHMAY (A4 ) BE—BETAHAY L ng E100ne
MERRS . EXRMBFALY T, ERASHAREE NS AL
B E 0.5~ 95% .

HHBRSTUBEENEOR, FAREEANREH KRN, F5

EWH, BTURRENE, WEN. WENE KRERM. AR
Ak e ETHRE AR AN YT T LIRSS,

BRRRAN T EERRS MESMRE, fin (RBRT
B AME. BN, BEME. EERISEENEY. TEETY
REAEHRAN. AARREN Y THRBB R AT TE— RS
AAREBREY. EHRGAATRANKESERRESD. A
THEE—-RANKY, RTRPERERS RETSEM, REXS
o 7 0 R

OB W TR o T O SRR, T BT RS AR
2.

B2, K. BRETERGE. K. BHEARE R GH
ARERHE (B RS RZ B HEE I BASARE N
B, FEGRANARBGASTERRANAANE, EENA
EH, HE, MRRE. FEASROR. RALNUTRESH.
TREW. ARNES, TREARTLBE, WEETHBEN.
FRBERL, REDTA BUEE. 55, TEBABERINAL

(gl
[u—
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Bln ¥, BHEPMRRMES R TESHBRN.

BEENHERETTFEHRPIFAMNSE S “Renington’s
Pharmaéeutical Scienses” 4 A. Osol. F.

FERUEYFERANAENETRRTT
BT

ARHRRETAEILH 100ng BERRFRRS, 1500 A8,
Slng HERKbne BERFERRIGEN RS EARBIRER
o i AR o
£ 05 B B R -

WEEERSSTH LSS (HuRT. B aiRg) o
T8, AEIERBES HE, FEEAER, ATiBR—ag
100mg EMETAKEREEN. RREEAETR.

i

REHANESRELZROERH R, BELAERERE
100mg EEMS, 0.2ng BERY, Smg FEREMEE. 275me MES®E,
llmg ¥E#, %98.8mg AWM. EHMAXTHTHELGKERRSHE
0

EXRABLEGYIRTHAESTHEIR. RBRESFEGFHE
CHFEPHRANRFEED.
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