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T %N C,—C, FRIT IR,

R2ZH HEL R —RE 6-TFRHF. C-C, REALRKHY 6-7T
FHEIR, XA CC HARKE 6-TF %K, o

REZ CC %, C—C ELIMER;
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RJ 7%. C5—C14 ﬁigi C5—C14 ﬁ%: ﬂ‘f‘_ﬁ-

p=0. 1 & 2;
e
\ A
¥

R &2

R% C,-C, » 8%, X%
R Z-(CH)-NR"-(C,~C, Bt &), ¥ R"E H. -CH, &~-C(0)CH,;

RIS Z H SBALFPRE-1, -~ ALHFAH-2-8. HEMmA
AP WRAEBE, FU42FETARABREAEBTE-1,3-ZREHKK
W-2-BA R A B R T T AR B

R #» R® B L3 % -0R®, &K F-N(R®) (R™),

i

R #o R® Bk 32 H. C—C, i, C-C, kA, BE(CC,CoK
A REAC-CORE. C,C,BHE. REACCYRE. —F=-
A RACCcORE. FRCCHORE EFRCCHRE. K&
WA (C-CkAk, &

R ZRALBEAEOERIARKLF A R ZH XK C-C, ik

2. BAER 1 GWYE, EPHEBAERAEFTE-L, I-ZALFK
W-2-HR BT X 1(a) & TH:



10

15

-

........

AFRRCC . C-C WA, FX AFA MARAHAYT
i,

3. MAZEK 1 ¥, APHEAMARETERRELZHTX
1(b) B & 78

Xlko O/l-LHh
1(b)

AP RZECCobk. CColpdk. ¥, FE RARPEHAT
k.
4, BAEX268%WH, AT RETALHALF:

Rb ‘Rb‘ Rd
Ra Ha. RC Re

A REAEL, R.OR. R, R, REARHRAH FARZEFE
5. RAEXINGHH, LFRETHEMARF:

R R
Ra Ha' I:‘c Re

AP RZEL, BORY, R R RARHZH JHARZEFE,

6. BAEX 1 BFH, APz RiRRAGORREEAEA
£ 2 WA T A5 -CH,C0,CH,. —CH(CO,CH,) CH(CH,),. —CH (CO,CH,) CH(¥
£ ) . -CH(COCH,)CH,OH . -CH(CO,CH)CH,( # # %X X %) .
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~CH(CO,CH,) CH,SH. —CH(CO0,CH,) CH, (CH,) ,NH,. —CH(CO,CH,) CH, (4-=k"%).
~CH(CO,CH,)CH,(5- =k = ) . -CH(COCH,)CH,CO,CH, . & #
~CH(C0,CH,) CH,CO,NH,.

7. —#HAAUTEMYBRERGE NS, LTHRAERALEAN
4,

o

¥

Refo REIEF3Z HAFTHR, RERHRIARERE B5RAR
—RBR -TIHRBER., 6-TFHIRANE, REL5 R—RER 6T
% %35,

RA R AZH BEFXTEA AHERXRZEE RARA.
a-LERLBE. FaARERA;
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A H IR H, C,—C, FRIE A,
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RIZ CC &, CC,REERKER,
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R

REZ H& C-C ik, H

REZ C-C k. C,C AL, (C-C mE)%L, -(CH) ,—Fik.
R-(CH,) - (C,~C, 3Rk k), X Fn=l R 2, &%
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RIZCC, LK C-C X, #A
p=0. 1 & 2;
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*@l
A
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RZ C—C lmaX, &
R & - (CH,) -NR*- (C,,;~C,s &), # ¥ R°Z H. -CH, %-C(0)CH,;

R Z H SMAEATFTR-1,-—ALKAH-2-F. REHA
ABFEABRE, S42EV—AREBRBEATFTE-1, A EHK
W-2-B R H B A PR B

R*#F= R 3% 3k & -OR®. HA-NR®) RY™),

£ |

Rfo R4k 332 H. C,—C Bk, C-Coartnik. % (C,-C) kA,
REKXCCORE, CC A, AXCCRE —X--REALK
AC-Coii FEC-CorE. £F4(C-Cp)ik riyik (C-Cy
RE, A&

REEEABRRAMGORBRMASALFALR R HK C-C, k.

8. ALK T HWH, APHEsALeFE-1,3-—RERK
H-2-MAHTX 1@ Fare:
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EdRZE CColtdk. C-Cotidk, ¥ XFE AR RHAT
*.

9. RARK 7T HHE, EFPHEIRAAEFTEARBRERNTX
1(b) A & 7 €9

0 /FC /[)L
QLO O R!a
1(b)

FP R R Ci—Cio 2N Cl"'Cmﬁg» FR OZFE RBARCZHRY
.
10. RAZKL8HHH, KT RUTHEHFAEF:

mOR R
Mﬁi
Ra Ra' RC Rg

Ly REEZA, R.OR. R, R ROPRAFRE FARREFE
11, RAZXIGHH, L FRITaEHHEF

R R R
MH'
Ra Rl' HC Ra

EPREEZE, R R R R. RFRHLH FARZEFE

12 BALK 7T O, LPHEREARRAEYRBRERA
A2 HAT A F8: ~CH,CO,CH,. —CH(CO,CH,) (H(CH,) ,. —~CH(CO,CH,) CH(X
% ) . -CH(COCH,)CH,0H . -CH(CO,CH)CH,( sf # X X X ) .
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~CH(CO,CH,) CH,SH. -CH(CO,CH,) CH, (CH,) ;NH,. —CH(CO,CH,) CH, (4-2k =),

-CH(CO,CH,)CH,(5- =% = ) . -CH(CO,CH,)CH,CO,CH, . & =
~CH (CO,CH,) CH,CO,NH,.

13. WERMNERE—FRGLEHERNER THREFEALA B
FRAEAGEIELGH BTG E.

4. —#HHEARMN, 2ERAER 1 A 7T HBRERBEFNHFT
R E- R
15. —HEAHURABERGEY, KTHREDSARAR
*1&7%%A%
B ELRFOAMRAR RN T &, @ﬁh%iﬁ
%%%ﬂﬂ%*7.&9.mﬁ@1ﬁﬁ$m§%w%.
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BEREETH

&R AR B,
KXERFABEREGF (pseudonycin) 4, LERBERA X
A-har gy,

XRRF

BEMEEAMNT 5B EMW Y (Pseudomonas syringae, 5HMH
EFRME)GRKERD TS EHNRRTY, HALCEFEARARE
P, (#l4e AN, Harrison, L. %, “BERBAE, HKF{ATHERER
B AA S ERANERGHK”, J. Gen. Microbiology, 137(12),
2857-65 (1991) A & £ B % #| US5, 576, 298 #= 5,837,685). L wi@Af
EROTABERBAOREAN P THEE. TARERA & 54
THABEEREHHE) XA, BRELELFACLARERALAR. R4
AB. 2AE. MEAAATR. HARF_AEATR. BREREAE A
A.B B.C CHkFsmMmaTLALRRARLSG L-Ser-D-Dabl-
Asp-L-Lys-L-Dab-L-aThr-Z-Dhb-L-Asp (3-OH)-L-Thr (4-C1) , # & A&
i N-X3% Ser ¢ OH B ksrim4. X e REE N-B ANl
X R, BPREREYEAAKS 4 — AT wREE N-BLH, |
BB E N 2R 3 4R ERBE N-BH, BEREE B X
#* 3-pAtwrksd sy, BEEEE B AR -RETRA
E N-BRiL®, BEREE C A4 3,4 =X+ KBE N-BLH,
ABBEREEC A I-AET R A N-BE. (#1451 Ballio,
AZA, “BATABREREG LW ETRREKR: RERE F,” FEB
Letters, 355(1), 96-100, (1994)# Coiro, V.M., ¥ A, “#AF A
NMR 3358 JUATALSEA S TR A F B H FNERRA LG TEARERE
MSU 16H M AW IEKRBEE A fyE®#ME,” Eur. J. Biochem.,

257(2), 449-456 (1998) ).
CBEEREEAA—ZAAMEER. P, SRERAEE
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RZH #%. CCREA BACCHKRAE XEFER-RHE

B 6-70F R IR &K C,-Co FEAK;

RRZ H &F¥5 R —RBR 6-TFRKF. C,C, KEERKH 6-

AFHR, XE CC REBRNRE 6-TF KK,
Rf)%. Cg_Clg *}%%, —;;X. C5—C11 ﬁig;

o

R

i
REZ H&K C-C, %, mA

Rh ﬁ Cl_C15 ﬁg\ C4—C15 ﬁigs (CI_CIO ﬁg) Xg-\ - (CHZ) n_%g\

%-(CH) - (C.—C, %% A), A ¥ n=1&K2 &
R%Z
g ‘ < > ’R'
m
b

RAZH B%. RCCrAL MmA
mAZ 1l 2&3;
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R Z C—C BEKE, &%
10 RAZ-(CH)-NR™-(C,,—C,%%), & ¥ R*& H. -CH, %-C(0)CH;
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AHREV—A RABAREEFTE-L - AR RH-2- W& A4
AL T VAR
R*Fo R® #k 3% -OR™. X A-NR®) R™),

£

R2f RP s Z H. CC AW FR X EARL F&
A, ETR, FTEA. #TEA RTEF)., C-C, mRAWwrai,
FTA, FRE rREAEFE, FRARRE. KTEF). 2E(C-C))
X AL CCORE (FlFTARRELE). R C,~C oA, &% (C-C,y)
KA, —R-BRERECCoRE, FEC Cm)i“i(ﬁ&a%ﬁd
RERCCORE Bl 3-ubmz AW L. 4w ATFR). ES %3
(C,~Ci) B (# 4w N-v9 £-1, 4-BFE K T A N- ‘ﬁﬁ-iaaﬁe) -‘&%

R TREABRAEOR B R A& A A (4 3 -CH,COCH,.
~CH(CO,CH,)CH(CH,), . —CH(CO,CH,)CH( % % ) . -CH(CO,CH,)CH,0H .
-CH(CO,CH)CH,( = # X X A ) . -CH(COCH)CHSH .
~CH(CO,CH,) CH, (CH,),NH, . —CH(CO,CH,)CH,(4- & 5- =% = ) .
~CH (C0,CH,) CH,CO,CH,. —CH(CO,CH,)CH,CO,NH, %), A

R 2 H& C,-C, k.

AEXEPHH—KAFTEP, RET—HHEAHAMN, e LR
6 IR B8 AW 2 Ao 5T 35 A 69 Sk

BEAEPHX—FhFEP, BBT - HAEEZLEFTHNIB TS
FRABBRENYFZ %k, rkoiEagniadpei i RENE £
W, AXPNARBTERBERE I NHALETRTETIHAR
ABREAHHG AR,

Z 3

A FAHRE, KAXAHRAHRE “BEL” BHASH 1-30 %R
Fe@X CH,, BA. REATARAK PTE X AL T4
)., A Werat, FTE &TE HEAEF). FRW K
Fik, FTHE, mAE, FTARAE HOEAF), AL 5FKRH
ZR[2.2. 1%, H[2.2185%F). MERETARHEBRKIEEA
BARM. KM, RAL ESAInsETOREARS AA LS
ey AR R L.

K& ‘A" BORLSAEY—ARBERBRGLIRE. HEHE
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TUARAE. XH. FRXERK. BB ETAREZRA IS AR
Rty BHAA. BBEBRAIRFRETHREFSAALEGAR
.

K “FE” BHRZAFEREKE (F X)) AARKE (H A
B, FF)RFHRD. EFETRARBIRKIA LA RKH,

AEMAEHE, BINZAWELSHE, RS 2hiE#Ah, b
IO HBRRAEALGFY, REZEERANG. Hlde, EXRAWF, K
EREAAFOIERBOREARRKE, PP E A AA TE
FFA. Fond, mEA (stearyl) #. K& “AH” H2BEH
AFQLELELAFARFAGRLE LRR, Flopk fF. KAX B
A WA BA ART9EREX (Carbamato) %, RAGIEXARRAK
BRAFES, K, KEBBAARBTERY, RRALZE,
AEF SPGB EREREA RO D, AENEHIGERALH K
BFH. Loz HEELAANSERRAGERE, A, A
&, 8. gA REA. FAL A kAR FRE —-F
—-wA AL F4&E ARARAE. EARAEEA RERAL &K
Avsi. A A BomA. HASE. BEE. KA. AX4a

&

R B X —£%58, eNAeKAG TREIREWL
AL FEGEAR., EARXRY, RERAEFAELGWEAE
B, MEABKEAAZ P TAZEEEF, KmELHRENREY,

RiE “HP” FHEA. B (Hek. Bid)., 2HEDH (H
. . FREE). IWBIH. HFEFHH. BERPACENFD
.

ARHE
PHEALZRABERBERRRF AR TR AT E DG EHER
WARE XK ERQKFAERARE TR GELE%RE ( C albican).
#HR & B ( C neoformas) #»BM F (A fumigatus) ¥ . #
WHLBIREEERBAETRTAZTOBARI 2,4-—8EATH
KEAANEGHMBETES - ABRUABRBERKE LT85, BIAH
(REREK)BEROACEGELAMYBRALEFR-1,3-—AEK

6
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A2 BEABEAAETRABRRERNLILSY, METAHKARSREELR
BEZALMALABAATRER. OB LAY AR
BAAR AN F @ttt ERXE X N-REBASKERGE
H.

5 BEAFPFRA-1, 3-8 LKA H-2-MBALSDTAEATE
BE I HTFHERBAEAER. ATHBGAN, HET I8tk
S, K, RABREARAREERGL, ANMTAEAMAGEL
B RF EABRE T AN,

jLO vﬂm ojL
= ==

0
0. _H
T

0

|
e
28— A

BE& 1

10

HFRELRETEEFMaNE, FLTHEEFAGHENRS.
RAATTPEARRERLASD TSR FTEBE I AT+ 668K
5 BPAER. ATHBHBH, HRET-HIHRALLEH. KA, 4
HBBEAAREBBGRE, ANTRAERARRAGELSRF F4RE
FiTEW.
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N FXELSBRTREFHENE, FLTHEEHAGFHEFS.

Ede Fh R, BERAEFRATERERESBHRAS
W, Tk EIEH B % K (Lipodepsinonapetpides), XA F &L A&
BARGFKFIFOEATFHALR 4- R 7 A% (ClThr). 3-£ K
XA 5.8 (HOAsp) . 2,3-BLA-2-RA TH (Dhb) # 2,4-—HETR
(Dab). AR THEEREGFRBHRAG LT FREEREF LD
(A, A’. B.B. CH Ozt THALEFmEMEL Hilton
FAT 2000 F 48 14 ARIGAEA “BRTHARERBLFHER
¥ # (Pseudomycin Production by Pseudomonas Syringae)” & PCT
8wk, RLAF 5 A PCT/US00/08728. Kulanthaivel F AT 2000
S 4R 14 8RXGEAH “BEEHEF XKW (Pseudomycin Natural
Products)” # PCT ¥4 ¥i#, &35 % PCI/US00/08727. A& US
5, 576, 298 #= 5, 837, 685 ¥, HRFCMNMIIAEA LS.

FA-HREARERALINTABERG S EARAERARA
. FADFHRMSU |4 pAIHETEESEHRERR L4 MSU
16H, # # &£ US 5,576,298 # 5,837,685; Harrison % A

“Pseudomycins, a family of novel peptides from Pseudomonas
syringae possessing broad-spectrum antifungal activity,” J. Gen.
Microbiology, 137, 2857-2865 (1991); ¥ & Lamb % A &) “Transposon
mutagenesis and tagging of fluorescent pseudomonas: Antimycotic

production is necessary for control of Dutch elm disease,” Proc.

Natl. Acad. Sci. USA, 84, 6447-6451 (1987) .
ELEF—HASHBERELINTARERBAAKRTANCHE

M (Bl Xk XM, WEHEDFTEES) GRERAR, Hlde LH.

g
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K, TAFRLGESE. REZARZMED T EHH. KRR ETH
WTABRERBAEARTURZATAR, E AR, “HF4AR”
ABRIRRBETTARERAEFARATHEAEAER (Flra &R
PAAARARBIZBRERFEFTYTEBRLRABHRISTHD). 5
X3EADEARE, HAGTREREL (THABEELRA A MSU
174. MSU 16H. MSU 206. 25-Bl. T7H9-1) #93:rdmeg 4 i & F L.
B, SEFRGBER Bl oEak, REAPTH) TR BT RS
e ity LR AR.

THBENRE MSU 16H A the American Type Culture
Collection, Parklawn Drive, Rockville, MD, USA R AAXTHFH,
EBR&ATAH ATCC 67028. THBEMEREHK 25-Bl. TH-1 # 67 H1
F 2000 % 3 A 23 H4E# A the American Type Culture Collection
FELANEARTHRET:

25-B1 4R #& 5 PTA-1622

TH9-1 4% #& 5 PTA-1623

67 HL 4#& 5 PTA-1621

THABERBEHA T EABARELESAEF BRI ABRLERE L.
Eh A XA, “RX4K RBAERAR PRATaANTHR, €
TUAZL AL A E BT OB ENERY, ARl B Eiabs
K x-HE). WFFEHN (o PTERRLE EMS). —3RkAFk. N-F
E-N-AREAN-FAEESNIC) A BAR), IR FBAFLPEET
ASFHEL. FREREFSOTARERETERTRARLAA AT
ARTANENFEMNLBEEOEALES, - REARSTERES—
HRXEABERBE, LA -HRILCRERAEGRERA X (4
B EREAE B). AEXEAMNGEKEHTAE—HRSHARERS
5. REMAAENGERNPRETALN, RRAEEFTERTES
Wi NIG #2 % 1-100 pe/ml 9AF. KERXAALT TR LHE
REEBHLERPRENGEFEFEKGRE,

ATAFTHERE: AKIH. A KREFLEETRERE. HE. £K
&4, RAMEEY, TUNTARERGNKRESEYW. REXAH
hbLeHESNTABERE AREIRE. RARBLER PRI
BHEEO P N2 BEHFEALEARP/RFE—HRASHEXTEH 10 pg/nl

9
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WBELRBEENFRERBENTABELREEH. RARRSAS
EZ#HZEVAAR, HROARE. AL FRALALGGREL
rAEKE, ZAFE-FHREHRERE £ OHME.

BRASBYT ok, B3HLTEBRERGEKR, TAE
FEAEM. RTXBEASERE T2, E3EAEM DNA &K
A, THTHBELRARAKBLAELEARAGEE>H. Hld, AN
TRBHEZERH]R, RAAIASERNSARBRERB LI LD ERE
B, ARFAEZAOBRERAE .

ATATHEBRERATFLANR T T REREF—FRSHBRELR
HE, BAVRELHAAAEH=MHAEFELR, ABXSRR. &
AE. BERILASHRREEREFEFEIZE. 24, HHA
BE-#ASHGLPEFSPBEAS. ETHBEERARS AR
AXFFEREREREEFGF4TRAIER. ARFHOERAN
%4 22C-4 27C, WRAY 36 P-4 96 MW, ATHRELELBNIE
FEBRTEHASEFEATHARESBRERGENATRAEG. K
SREFRELEY 5-50Maf g, FHhkY 0WaRE. BER. LAK
SEBHAARRSY IR TRARYEFE TG RERA.

AETABEREGZ IR PREAZRASG pH LEFHSY. BE
B EASEDH TRAAZ, FRLRZREYG pHAY 6 A LHEY 12
JHRAEGHE, RS LNRORM. KkRAREN pH REA 6-4
zid, THABRERB LA PEFD P AKH TR L —FHASHR
PMEE. K, H#dlie (fed-bath) RFFEmAF H LR,
MABRXEFlERE) BN pH TURG . BRERBES TR
TUER B RAF IR LA EGESIRHFERRG.

THABRERERARAORBETAYRTLGOBRERA LN TS
. Blde, BHMSU I6HA 67T HI S g2 & EREREAF A 2%
FABREEBAEBAC, ARMENNY 4:2:1, B 67 HL >
B R £ T B b Bk MSU 16H A7 246 5% 3-5 4. 5 # MSU
16H#= 67 Hl 484k, B4 25-Bl A B S ERE £ B A & F ey
WMk C. Bk THO-1 R ERZITEFAABEREE B HFEMRERE
EFBHAERLCEMRNS. Fli, ZEARTATENRERAL B
ZBRERBEARCHEY 10,

10
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B, BAWAHTAYR -REAFSRUEBHBR. FERBERY
FHLHTABL R L-LRBREA LG N-BEALARSKR. B4 N-
SR AT B 4940 T R 3% £ Belvo FA TR Wik ed M h “BEME £ N-
Bt AL 4% £ il 4 (Pseudomycin N-Acyl Side-Chain Analogs)” & PCT
FRSFAANT_ F, BRIARIEASS. — ik, A
ATHEASRT RRARALEGBRERBEREDEFALF SR
hdm: (1) RERRERY; Q) AE N-86 M4 60105 X BT
Bdt; (3) ARERERRL; F=(4) MEREIHKEPY.

BE 2. 445 GREETRERRERY HABOBAAR Cinth
HEFEFTEARY. MRALAGPEAOHRARERXHE, RAE
ARG AEETRAAS FORCEEERABTRAGAL FHRE
FAMRBPEAATREAE TN ERBERBR L, AdaELEELE
AEBRVERN S THARSZAAKRYT. E4HALARYF ARG
EFREAZE. AMEAFARAZE HEFRARE FAFTRATA
AR AFAEXEABATAAEL. AXEABAFAREAERELA R
TREZEE RRAAZREFREA-_THRERL. RAWRARP L
AR2RTAEZEE (t-Boc). HAALEZKA (Alloc)., AAEX_FTHRESR
EAFaEEL(CbZ X (BZ). E4NRPLAAGH —FOH TFHEL
T.W. Greene, “Protective Groups in Organic Synthesis,” John
Wiley and Sons, New York, N.Y., (2nd ed., 1991), at chapter 7.

BEAyRSBR AP (Bl 3,4 — R BT ORKRE) G N-BeEAGOK
BAEATARASKENPORABRARYVP OB ERAEFLESDI A K
A, EANBOLELEPZALR. RANRE=ZRALE. XA
ZRLENE, TAEERABETRTHAZRE. Ri, S&A
LEE, REBFAEY OCTHT, ELHAXENKLZCETH.
K. REBRAY. AMENRKZRAERE; KM, MAFREHNT
REHEALCI Y., EMNELREVSRyREAGBRERB XA (Hl
BERAEBHC)TABHUME, ELOMRARCEILEEIRL
#7585 (164-16081 FEBt# 58 (&) & 161-16091 A Bt # 4 88 (%%
&), A Wako Pure Chemical Industries, Ltd. %#f). & # ECB
BLEBLEE. T A4k A KA HE KA R A o474 BB Bt 7T 2 SR
AR, Hldo, RASHEFRAEBHEITATRTALL T LK

11
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# 3% #): Yasuda, N. %, Agric. Biol. Chem., 53, 3245 (1989) #= Kimura,
Y. ¥, Agric. Biol. Chem., 53, 497 (1989).

Bom = (LR EREEL) AARLSHAGHEALTER
HEBRAAMBER AR, “BABFHLER AREGEARREFHR
MEBEEOERARRRE, E4NENLBRAREAZEMEBZLALARASR
T RRENRE, ILLAHAE, FXRT, RALE. FEE 4K
FHhER RFREWLEEX =, K2R AEXRE 2K
AL N-RARABKER, NN -ZRKTEFHR-0-Kf N-ZE-N-F
AARL);, LHE. TEE. SBEEMbPARRE. LASRRE
A ¥ 3 8EASPERRE); Rt (Feiith. 2ibniemn
).

TUAHFEHBATERALTET. ESHBROELA-ANASEAN
A RE. KX (6EMH. k). 2L RALFBRAEHY
&, ERBERASARRAYEESR ARE 2R REEP/
AFERAEABRRGFT AR PARE. 2EA REAF/ARERAR

&, T ABRSRE, £ FPH2REEN; = 285K (HOBt-#
i8) A AF BuAL BB 65 4% 4.

—2 R ARBS AR (e EARE)ZE, TAEARALBAH (4
4v 10% Pd/C) WA T AL AL RERYP LA (2. 4/ 5 46).
SEAARVPEAARBGAAAZLY, TRRAESAL=T RGP AL
XA AP AR, ARTORP /IR EHRELR
KT HB RS £4W b Z-Dhb £ 465 T A S H# k.

KEBIAATAFNS: BALBARKS N-StEARHSYFSRR
ERBEELSHY L4 —RATRKELHEGMNELTHES -
A, ABBRITERATREHR.

B RBELASLBEREERTRARRN /A BAXRLAR
2 agil, TASALECARGTERELBELED.
A BRAMGITEDEOH FHAEE Chen FATRABRHFGA
% “Pseudomycin Amide & Ester Analogs” # PCT % #| ¥ #% A 7|
E b FERANARIAAST, ZBERABGT AR TIUA
HETRGEEN S LTRSS 5 E40 5 008 B Rk,

12
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BEEAAGBRTARARMBBEARAT AN ABLT R
k2. ABRBELESTHRELENMOEEAR TR (W4 HC1. TFA
F)HBATRARBEREERADETREFTELR . ARl
54T, EABR (Plod R AAREKRW)OHFATHERELRAE L
wepBFEEANREARIRAE.

BEEAAGOBRTAERAGRBERAR A FEARBRLY R
kZA. Bd, BANGERERBTHEREIAGAERGMH. 0,
BRAEF=vk-1-AA X -kl s X ¥ .58 3 (PyBOP) 4 4 1845
F, BEANFARESYBHGARL 84 Ly —BEA (X EHALT)
WoEEE., R, EAAEN=Zd-1-£-N,N,N ,N - 7 EREW K
mek & (TBTU) 46 4 184k & % M A A 3 4 Loy —Bb k.

TRRBARERBAZTTEL EEFLARXGFIARETHARRE
A BXER. ok, ZHHRBIBRE) —ABRAEK
ARATHERNNES. K& “THAL RBTANBRPANRR
BHEsdnsgri . E40ELhoERLYE. ARRE, R
¥, nBAHd. rAmE rRARAE Fhagd KEARHE.
BEnd Bu—-23% #%_8% GHERE E5%bL AxsL.
s Aarand FRrearmi oogE F&id. RAERE
x9mi, somd HBend dhssld i LRRH.
me sk, ¥mid Aasd Xke&Esnd FHRE. HAHEAE B
B, Armi. HERKE BRRE BESRE. —HRRE,
ZALBESF.

A& “BRH RBEA-AXEAERS> T (PRERB LW
HAW)F—AREAHRENY FK, LEFOREK SHEMN
AAW, BREAKRZAKREGY. EMNAHEFRABIRTH iR
BTFEEEMNTHERANALESEBALERENLEE X LY R
.

TRBETEAFREAARCOEERRTERERARERLR
£, FORBEREBE. BRERALTHHAARSDER,. AL, o
B/, Hlde, NARFEAISTHRBLEOALS BT GEER
HEABERBAENHGERRETRABI R 0 BRLEFEGALA
HRABERRA A TREE FHARAMEE K B PR,
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ERBEERRY (FRERBETNH) RAREH D THEHGH
MR EALEL ENIEE-HSBRALH THEMAENSESHHANE
X, Tl ESAH 0.1%99. O%wt s EHRS, EFAHLY 1054
30%wt.

FheALHRMW, KiE “BEMNE X “HNELE ARSAZH
APAMERFBARNOFZEARAS YRR EL., SR AMNELE
vRFIEHRELHN, AR, KE. LN, RO, BFRAS
. A, BAKEN. THEASNEEZE PR L LEFNH XL,
KA, FEAMNETATEARREY FTRARKABRGBILH.

BHANETUARED DS S EFKN. FDREGEFERLR. AT
BHEGFTXFHPIHERNTL. 2EXHIPHEANELFTHERRE
B & 3 B & #4 .

EHNEE. HEMNFBRYNTRABBRRAR A2 o LiER
TFHH: gkdh. % KERP/IKBRERSY. FAXRK
M. . . BA. KRF. ARG REK. BN AR
BRETFERBRIGERAF AR, SR TACHEREAN. HALA,
A@ERMN., SA4M, BEHN. HAMN, REIM. LN, &FH.
By A, Skl FokH. AkAARAS.

WAL TAEREHF LS. BT HAERTF (Flk
FRAEF). ok, EHFEA. HAGLALEF R THATE
L E SN

LEBmASKRENE, ELHZF, XLV REIHBER
THES (P R2IATHE), PREEFEHER-TFTHFE. AT 55
GEHEMANGH F2H 10ml E4 A K WFD AR DHEP FEE
BAHEM RAREHERAEAKT 1| 24. REALHZW, HHF
Bkt — T BT kg 5%%) H 46K (D5W) ¢

BERB LIRS HOEFTRAARAE SN, FAaiEHHATH
HEHARHER: BESERELFH (WOELSHKE (C albicans).
HFRBLER (C parapsilosis). RELRBEEF (C krusel).
XFBLEEF (C glabrata). RAEB LB (C tropicalis) AW &
FREEBFE(C lusitania)), RSB E S (B AR KB (7
glabrata)); MERLZH (BB E (4 fuwigatus)); ALEREAE

14
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AR (PEBRALREE (X capsulatum)); TAHREEFR &M (FHR
%k 8 7 (C neoformans)); ¥FABBEEF (FERXFLEH B
dermatitidis)); BB EF, KX BRAKEZEMN. Pseudallescheria
boydii, BERRETHE. PALRELTLHAF.

Wk, REBESHFRMNENERATHRESELBTREX
ZEBEBAENABTAR. AN, RBET—FHHAALATHGS
k, BHA R OERAAPOBREIREEN S5 ARBE. K d ke
EWHOCL%AAMBELE. K& ‘B OEXANLEDS
AMELRESLS AZATRMIABEIRLE. BABHEFELAR
FHALCHES, floBdpfng, IEFEIL LSBT L
B ERALAER ARG R T LD ARG BN,

ARBET—FAFEAREN Tk, OQENEEIFEFTGEE
HHLAARETOALPEDHN. KT raiEbFaeaRA.
HRREHEFTRAEEEE. A& “ARE AREGHWHNAEER
MERLESHE. 2HNNEMALATRERENR: REHGHAF
FERE, BENFRAEAERRA. FENRAANGHT TS
BEGHE AAMNEFTERFTRARBILFEREN. HBHTA
- ERAE-—RBANHSRNEGFXAER. EF ETUANY 2-3
RIEHEZEY 2-3 AREK. UG AMNEUNE-XHIMNELE) L
A4 0.01 mg/kg-100 mg/kg R E oG E MRS WG M FAF. KL H
THERFAY 0.1 ng/kg-60 mg/kg, FREAY 2.5 ng/kg—40 mg/ke.
BEIBFROUIEATHIHN: A, B HeH. BRL), £HEFH
W (B, B, FREY). IVEIIW. FEIW. BEFLEE
165 3 o # .

5 745

BEANLEBFERAATHBEREAS A HFGHH:

ACN-Z. i

TFA-Z R &

DMF-= ¥ J& ¥ Bt f&:

EDCI-1-[3-(=F A AL AA]-3-CABN—_ PR T

BOC=& T @K #E A%, (CH,),C-0-C(0)-

CBZ=F &4 # %, CH.CH,-0-C(0)-

15
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PyBOP=Xf =wk-1-R & X - =t xR g5 RAEM &
TBTU=4F £ 5f = -1-%L-N,N,N', N’ —v9 P X WRsve fome i
DIEA=N,N-—F- & & LB

AT &M 11 Mk EEH 1-7T TR 7>,

OH

o
OH
g E
Ci
o
s}
[} ."'H n
Nk
o
R?

.

NHR"

Rl
0
AN
! p
o NH
HO,
NH
n"nn\_/\(ko

o

N N

R"HN o

IT

RAHERGEMNPZE:

BARREARBASRB AR ATy AR ERTREBOH R
HREMOAKSMNZRARER. ERNEZRABFRTHAAGRED
ARROGCARY. SMNEIHSG pl) AaEL%E x657 BA6E
BsFm kA 10-12 mm ARARBRSGHHE, ASRAAGSHEE.
)% 3. Dk

A2 0. 24, 48 Fo 72 BB AN I EHEA 0. 1 ml & 3] E4EH (20
mg/kg) Z#HK (VLRI E. —0FH 2 R bR, aHERH T 5. 0%
HEBPRERALAARY. AR —KRRBZEANIREE T XFEW
AECEATONEE S . WK, $&. K. ExHFpEM
EEW B rakalERGET.

ABRAAGPRANEH 18-20 gL FEH eG4 ICR K (T
M Harlan Sprangue Dawley, Indianapolis, IN k).
&
HE4-AFE-5-FE-1, -~ AL HAE-2-8 (1a-1):

16
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Br

la-1

BlAM# 0.1 mol 4,5-=F&-1,3-—R LK KHE-2-8. 0.1 mol
 ONRBEABEREA 0.1 g 2,2-BME = (2-FTAAM) G 70 ol WRALEK
s (CCL) A%, 6 bHZE, HARAHAKSFIIFLE. ERA 2x50 nl

K. 2x50 ml fALRERFH — 50 ml Kk, ERARBRATERIFA
KEF, EEETFHRIER16.5 g85%FHR) 4, CREALSLEMH la-
1 — 3085 1H-NMR 3 #%.

&S (1a-2):

10

/ji\
0 0]
/ \zO\n,H
0
la-2

{44 1a—2 2 4 B Synthetic Communication, 22(9), 1297 (1992)
AR 6 kA, KT 11.5 g(78% &) di & .
B &L 1a-3:




PPN

......

OH

la-3

A ACTH 11.5 g4 1a-2(H % d). 500 ml 37% HCL = 300 ml
PEARSHRFIR. RERZRGMRENRE. BTEERE(1:1
s LBLE/TI)RHAER 5.27 g(33.8%) &%, TALALLH 1a-3 —
545 1H-NMR 2 3%.
HE&ELePH 1la-4:

Lo
=3

la-4

10 ¥ 3.0 g s 1a-3 fv 2.02 g "8 30 ml KAGRSWAHZE
0-4C. ¥ 5.08 g AFTEAAEEXEG 30 nl AHE RPN LRSS
My RIS 4.5 . ZRRASHAL 1% AA4HM (3x30 ml), IN
HC1(2x30 ml). 7 (2x30 ml) A= 3K (2x30 ml) %, HERARABRMH
FH SEFA_ETREE. REEAFAHFIRALGS. FiZH

5 AN 10 ml —EFRPFmACKEBERILE. ¥RSPHEE, AT
bokdk, HAATTFBREAR, K7 6.39 g F)eh >4, X IH-
NMR ¥ 5 la—4 #9484 — 2.

Fl &% 1b-1:




- .-

...........

Cl o OAc

1b-1

4% 1b-1 7 eA4£ A Synthesis, 1159 (1990) ¥ Ak 6§ 7 34 M.

) &4 5% b-2:
o
0
PN
qo 0~ oac
0

1b-2

A 0C T4 4.57 g(30 mmol) #&% 1b-1 #) 40 ml = RAFRE &
AF 3.91 g(34 mmol) N-#4 3388 B MHA 2.7 g(34 mmol) 2 & 100
ml R FEERY. OCTHH 30 248425, EERTRERSYH
0 BAA. ROMEKERKERwAFBANAAABRMA TR S
G, AEFEN, EKF 4.0 gG8%~ £)hhikas, i IH-NMR##E 5
1b-2 h4H— XK.
# & CBZ- ¥ ei e E % B(2a-1):
BEEREE BRMA/EFT DMF(20 mg/ml, Aldrich Sure Seal)
5 B, BERTHREGEAEMAN-(FARAZRAL)HARMEE (6 eq).
£ T3 32 b, @it HPLC(4. 6x50 mm, 3.5 pm, 300-5B, C8, Zorbax
BYBERE. EERTTAHAZ#HALBLRREHRSEE 10 nl.
BHHAASAB P AN AL HE 6%, AEM44E HPLC 454
ATRZERFT-ERTEEBK (LGS 2a-1).
20 H&LSY 2b-1
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RY. R'#= R''=H
R= -MH(ZF B &)
R® = -OH

2b-1

¥ CBZ- P ey LM £ B(2a-1) (400 mg, 0.25 mmol) 2 F 4 ml
XK DMF . 4k mA TBTU (79 mg, 0.25 mmol). DIEA (200 ul, 6 %
) A A (14.2 mg, 0.25 mmol). £ZEHE. RATHHARE, HH
it HPLC M. Bk X ETAZTHAEHKSE. A @dH 4 HPLC
ok, Ak FEER 209.2 ng(5l. 1%) £ &8 K.

EE5ETH 10% Pd/C F 1% HOAc/MeOH ¥ 44k RALAT & 3-8 &,
A4S (279.1 mg, 0.169 mmol)45 5-4. WA SHIERFEAZTT
k. HHEABWA 1:1 KAN RAEBRE, K54 & THREMF 208.3
mg (98. 6%) £ &4 K (2b-1). & &HA L H-NWR 4 £,

W& EH 3a-l:

RY, RU# R"=H
RZ = -OCH,
R® = -OCH,

Ja-1

%1 50 ml B EEHF A 10 ml %2} LB A 251. 7 mg CBZ-HKR#
BENEF B(2a-1) (0.156 mmol). AEFRASBFMmAL 1 nl BT
BUEA HCl ARTRL) FEEETHAEHEHIR. REERZ
THENR I ARRADEAAL -~ FTRESHATALIHEET 10
ml MeOH/1.5 ml % AcOH & F#47T—¥. #MA 249.7 mg 10% Pd/C
FAESME 30 54, SERIEAANF2EHE HPLC R, SATE
Z 5188 120. 9 mg W§4tA4 3a-1. C,H,.CIN,,0,, (MHH) *#9 MS (Tonspray)
I H A2 1264.89, F£EHEAR 1264.3.
%14 C-18 W44 (4a-1):
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A lot M o “\/0\ o
Mo A
R = (CH;),CHy (CH,), CH,

da-1 da-2

4a-4

4a-3

~78C F & F M558 4a-1 (6.22 g, 19. 1 mmol) 64 — R ¥ e & #& (190
ml) PN ZFAB R A FALR (10.9 nL, 68.69 mmol), HBF ALk
TiCl,(2.94 mL, 26.71 mmol). R EHE-T8CTHHA 1 I, REE
~40°C FHE3 2 k. WH, REA FE (15 ml) k5 A =& ¥ 5 (200
ml) #HE. FIRRARERAHM IN HCL (2 x 50 mL). K A%,
AMELEFRALEATTREFI —A4Y, HLETAKEE (10%
EtOAc/Thc) R 4k, 755 5.51 g (78%) 89 B &9 % % 4b-1.

% 4b-1 (8.56 g, 23.3 mmol) # = ¥ (155 mL) &% F AmA PCC
(10.0 g, 46.5mmol). B B &£ R T Btk 18 I bf, KEdit— Celite
#itk, BRAALTZTREHIN -RBRLEEZLY, BRAELTARER
(10% EtOAc/ T ko) $ 4k, 35 8. 36 g(80%) F A K (AMARF).
Pix P G0 F M4k (8.36 g, 22. 8 mmol) 7% T THF (60 mL) F= MeOH (30
ml) ¥. GEERFMAT.SMKOH (156 mL). £RTHHF 3 PHIE,
BEER A, e B R4WM Et0Ac/EL20 (3:1 %, 350 mL) #H#&.
AMERKG x 50 aL)fe i Kbk, MEAMEZE TRIEAET
KGRI ALY, HLATAKEH# (10%Et0Ac/ TET) 4, 73] 6. 22
g (96%) 45 B 49 & & E K& 5% 4e-1.

P8 4c-1 (6.22 g, 22.0 mmol)&E T THF K&E%& (5.5 ml KAe
55 mL THF). 7% % % F A NMO (4.42 g, 33.0mmol), 3EFH A 0s0,
(280 mg 5 F THF, 1.10 mmol). EFRTHHERELA. A=
B4 g). BHESE 2 8, REM Et0Ac (300 ob) A&, EA
BAWRKQ x 40 nL)F R Kk, FEAMESLITRIFEARLET
RGBT, HaHHE T MeOH (200 mL) A (40 mL)
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W EEE R P A NalO, (10.6 g, 49.5 mmol). ERTHHF 1 I #
25, REHERE Celite REF AL HAERIK &% (30% EtOAc/ TE)
2k, 234 10 g Ol100%) B AEB-FAR, FhHHERFORERE T
T (100 nL) 3R T (14 ml) P. TR T WHEER T A NaClo,
(15.97 g, 176 mmol)#= KH,PO, (17.8 g, 132 mmol) 49K % #& (50 mL).
BRWEERTHEG DK, K5 0CTH BNHCL #iER B £ pH=4.
B p4 A 3:1 EtOAc/Et,0 (3 x 250 mL) RAEMER. HMEREK
&k TFRARSE, B3 7.3 g OL00%) H%HE 4d-1, ¥HABEAT
BAR K.

HEBERY £ C-18 (144 4b-2):

o 0 O”"N JK/\(CH,)"CHJ
H H
N N NH
o:a 2
OH NHR

¥ 5% 4d-1 (2.1 g 6.99mmol) & T LK THF (20 mL) #= DMF (20
ml) ¥. @EE®R T MA HOBt (1.23 g, 9.08 mmol)#= EDCI (1.74 g,
9.08 mmol). £RTFHH 8 I'HXJE, WA CBI-RYHBRERALH
(3.87 g, 2.80 mmol). AFBRTHBEAL 2 X. b5 HIpLEM.
BE R RSYmAEDF 44 HPLC 25 EREGEH 4 R). 2 TH
2 J&, &5 % 550mg (12%) 89 CBZ—#:4pr 5 C18 Be A 474 W 4a-2 5 HOBt
EHMER (1 g). S MAR (1.0 g 2.40 mmol) T &5 CBZ-
B BERE F4 (1.33 g, 0.96 mmol) f£ £ 7K THF #» DMF (% 10 mL)

22
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PRE., BERAT ELRMAGRETRXE, REANSESN CBI-RY
8 C18 474 % 4a—2 (606 mg, 38%).

-78°C T #1 CBZ-4% 7 45 C18 #7£ 4 4a-2 (550 mg, 0.33 mmol) #5 10%
HOAc/MeOH &% (55 mL) ¥ A Pd/C (550 mg, 10%4E4 ). RAEME
1.5 KA ETFE4c 40 4. @44 HPLC SR RA B, BRI,
AEBEANFELTTHERT IOCKRSE. HRARPHERET 1:1
SR LT HA AT, 53 250 mg (60%) & B 65~ & 4b-2.

ERATHALHEMAY, EABTHBRELRE EFLESDEARA;
Kin, RABEBEAARKERE, RTEALARR N-BESBELR
BERSH AN, RAMRATFRETASRLEC N-BEFTEY,

x4 1

AT ERABHHABLERBAC (n = 12, R = -0H) & —
B, —BRAIZBRAGBRAEREARZETRETHNOHE.

QLS AEBERBAEC (1.5g 15 )G DFERAA) FALS
LAY lad FATRTREFRASY 3 X, FHRBEEMNF
¥k 4 Wit i#4g HPLC (Waters™, Delta Pak C18 #:) KM AT
Wy Ao 7 A 6 RS-

86 mg —BRKMGBERE X C (1-1);

87 mg —RARMBEERB % C RAD (1-2);

177 ng —RR BB ERE £ C 69248 (1-3);

132 mg e —BRARGBERAE C (1-4); #

248 mg R MGMERB X C (1-5).
HEBAOTER RO THRAO DR T, RARLEINEHIKN A
. BH—BK. —BRRGESPRE_RRGITHHFRLEE —Z
M. Bk, ARKNGEEREE CRARROBRERLEE B
ARRIETTRSGKRGNE. BT %IRRT HH I (EDy,»20
ng/kgx4), MAHAREFTREEGERASAL.

#BREEGARAFEEHET LGLH 11 —RK. ZRRAX=
BRAGTEHEHS, L PR, RVF/RRRE
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3 B n=10. 12 #= 14.

o 1-1 o 1-5 ERE 5 FARLSBEERETE C HUHKR
ha., RAMKIHLESY 1-5 HAESKRMBNES, FAREILS
B 1-1 HRFPESRER. BAERE, RARLEILSY 14 &
N

e 2

AT Ld EpABEERE S B(o = 10, R®F R = -0N) #—
AR, —RARZRAMASEER AR TRETHHOHE.

HETF 500 ml —FTRAPEEGBERAEB (2.0 g 1.65 mmol)
Bk MmA 574 mg (2. 47 mmol)fL4¥ 1b-2. EEaTHEHRSHT
A, REBRZRARSES 50 nl H# B &AL HPLC 4 M AT 4 B2
&R 0-30% 0.1% TFA/ACN b 4% #F= 30-70% TFA/ACN 40 a4,
BCE 59%.

HEZADE S (—BRANS (eSS 2-D, AP RV RHAR=
-C(0)OCH,0Ac, —BAR W (4H 2-2), K F R'#» R'"=-C(0) OCH,0Ac
A R'=H fo Z B W & (e4-4 2-3), £ F RV, R¥"%= R""=-C(0) OCH,0Ac)
BEAMNEZHAEERBRLIBBLBEENEAASDRK, Bh, BHK
AFWAh M,

5364 3
#RAE X EkS 2 PAARGERFHASBRERAE BO = 10,
R fw R® = —OH) 85 — K. —BRAAZEAHYG, LT R RF/RAR=
~C(0) OCH,0C(0)C(CHy),. 4 & & T @ 5 A Hd:
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— A, R
A —BURH R R

<
’_l

0!
N

3-3 BAZRMAH R + V=R + RY
3-4 ZHRAK 85 R + R
3-5 B R + RV + R

B d-1. 3-3f 35 S AABESKRERARME. A A AHE
HETHRILIRBELSTEGEKA I

F ] 4

ERE LR TS 2 PHARAYAEARAG EHERERLAEL C (=
12, B2 R* = -ON 8 —BAK. —BRAFZRKHHH, L+ R RY
Fo/% R""= —C(0)OCH,0C(0)C(CH,);. % H BT & 5 A&
-1 —BR e R
RA—BAKH R R
BRAZEAMG R + R R + RV
ZERAKHRY + RY
ZERRARMHR + RV + R
AAMZAES 4-1, H 4-3. 4-4 % 4-5 AURZEHHRELR
. BER 4-2, 4-3, 44 0 4-5 WEFREA LA RRELEFTENHK
AR

NN

W
]

N
oo

|

RN
o

|

o
o

|

FHB 5
AL ER RS 2 PHRAMERFT AHEBLEEE B = 10)
B —BK, —RRPFZRROGTSE, AT R, RVF/H R=-
C(0) OCH(CH,) OC(0)CH,. 4@ Z T Z A uG474 % (b4 5-1). AR
ZHRAR IS B R BRSNS B,

E Y 6
BBk A 2 PR EA N AR EREE B = 10,
R 4o R = —OH) 69 —BLRK., —BRMP=BRGHH, L FR. RF/R
R'"= -C(0) OCH,0C (0) CH,CH,. M ET ZJAReybit s (oot 6-1).
A ZBRARGKAHEFTRERORALFEBLETENKAY

25



10

15

20

25

30

R, oA BB B

FHp 7
M5 X AN 2 PRAGERS HHEBEREE BO = 10,
R2 %o R° = -OH) ¥ —HUR., —BA P ZBRea 8, Kb R RVP/H
R"= ~C(0)0CH,0C (0) CH(CH,) CH,. &M Z T =K eyfrL4 (Lah 7-
1), FEZRROGLAVETFTTEHARAL FBBLHEFENKN
ha, R R BRI B

x P 8
EHp) 8 A 9 WU THFSLRABERBENSHERINYE, K
PHBELMEESHTH L- AR LN N-BREARTEE. _
#RE LR LS 2 PHRAGEAFT ERNEREREEL C-180 =
14, R®#= R®=-0H) (4b-2) ¥y —BK. —RARF=ZRRe9aH, K+ RY
RV F=/% RY= —C(0) OCH,0C (0)C (CH,),. MM ZE T ZBAK4FTEH (4
M 8-1). Bk ZRRKWILSH B FREAKSBRA P,

534 9
#AEEETEN 2 FAHERANEAF AHNERERBE C-180 =
14, R*#= R®=-OH) (4b-2) 4 —BiK. —RRFZRA MW, KL+ R
R f= /%, R""= —C (0) OCH,0C (0) CH (CH,) CH,. LB X T =R M 4744 (L
A4 9-1). R ZRA WSS 27 T A6 B4 kAL,

E&H 10
5P 10 BETEXTHOR—FTHH, A THBRERA LR
FABBRIEADEBREAZEHY A — S-LBAAITEY,
A4 10-1, 10-2. 10-3. 10-4 #= 10-5 &9 4-m:
R". RY. R“= -C(0)0CH,0C (0)C(CH,),
R?= -NHCH,CH,N (CH,),
R = -OH
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% # #% 3-5(864 mg, 0.52 mmol) 4§ DMF & #& (9 ml) ¥ w A\ 1-=F
ERA-2-£4 % (7.9 pul, 0.52 mmol)# TBIU (168.6 mg, O.52
mmol), ¥ EMA—FAE LE (423 pl). TR THH 20 2425,
B R #4-Mi@id B 48 HPLC (ACN:0. 1% TFA/K)# 6. %A% THREKMA 295
mg (34%) #94L2-4 10-1.

RY'. R™. R™= -C(0)0CH,0C(0)C(CH,),
R*= -NH(ZF A &)
R® = —OH

102

o 102 R L L@egiaE & 486y, 124 R 0.052 mmol

FaEAERE - FARE-2-RA LK.
RY. RY. R = —C(0)OCH,0C(0)C(CH,),
R’= -NHCH, (CO,CH,)
R*= OH
10-

(]

o 10-3 RS Lo 7oK, CEAFIRRTE
R¥F 1-—FERE-2-84 Lk,
R'. RY. R" = -C(0)OCH,0C(0)CH(CH,),
R?= -NHCH,CH,N (CH,) ,
R® = -OH
10-

NS

oot 10-4 24 A5 L@eigR k4 Re, 244/ 0.052 mol
R'. R". R""= —C(0)O0CH,0C(0)CH(CH,),
R? = -NH(3f & 3K)
R® = —OH

10-5

fobth 10-5 REA S L@ AaR 5 & e me, 2RM 0.052 mol

27
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25

W -1 REWH 3-5 F4#M 0.052 mol FAEERE I-=FEEL
2-RE UK.

FHp 11
M 1]l BETBRERAELSHWAGEAR, L PABERE
FHOELARABRLEAYRBARRTEHARER -BLERTAED.
SR 3-2BAFRSLED 11-1:

Q
g
-
RV, RVfm RY'= YI( CH’

R? = -NHGR & A)
R*= -OH
11-1
GAAERAH2-1 W E)H M ERAQAA)PARALL SEH
A% lad FATETRERAGNY 3 K. FLRBIENFEEAF
¥y i@ i B 48 HPLC (Waters™, Delta Pak C18 A )3 4k, #ffit&4 11-1
AERLC—RKp K~ 4.

I p] 12
LhH 12 HETHEHGER, FPTHRLARPEAXRLARLE
BRI ITEH AR ED.
B 12-1 854 A

A
W°\/T:—‘L

R'. R"f=R"= °

CH,

R = -OCH,
R® = -0CH,



FMAEHHESH 3a-1 (1 2 )G DMF E&R (L A) P 1.5 HEH
A% la-d FEERTHEERGHY 3 X, RoRBREIENFFES
W i@ it R AR HPLC (Waters™, Delta Pak C18 #£)#% %k, R{FHESH 12-
1 AR EE—BRAFo R 6 .
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