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RREEEEABRK, BokTAEGESREEES. $TRE
ik kEEABHOE2 0T,

RuEEEARK, BOATRER SR, B4RAMAYE
24— 4 8B AER.

EEMEAT, THATEE ooy 7k AEE L H R
A Y R P

AT REIHER, RFERBEHARA R4 2R B
12, et b KR R ARP RmA R T E RS,
RERBIE, Sy, ABEHER, WAERH#TRAYE, A
- FREASERERE, Rt e,

WRERAYSEREGRNELTRIRNRGRTEREA,
AT 0 E B BT BB M R P 1T A E R

REARAGE—RALRFTE, BX 1 PY I EREXHE
H Ay TR HARAER [ (RFYHOH, N -8 kA
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BRI ) BB “FHE 5B [ ETRREMG Y&
¥ %o

N'Z — S % 8 H T T X AT R TU4 B At i 47
%P, AT . W.Greene, “Protective
Groups in Organic Synthesis’,
John Wiley and Sons, New York,
1981 #M.Mc.Omie, “Protecting
Groups in Organic Chemistry”
Plenum Press, New York, 1973,

RPFAERNTELRFTLAE, MBECENEFFET
Fley®ow, AHARMNERE G THREMAR BN KT BB TGAK
FHH BN RS WA REREH,

FIRP FREE T PN BEEE REY (LER) K
(I D) RFPEREEROBGARAFTEENAN-—RPZHAHR
EOR D TABEARENESTRRARN: 1, 1 -ZF%
FRaAKE, RTRERE, OHAERE, FEERE, A
EBE, TEERE, M-HETEERE, 3, 4—-F&E
— 6 —WEFAEKE, 2, 4-_AFEEHRE, 5-FHRE
P EEKE, I-REMPAEKRE, “XREFEEHE, R
WEABE, 2-FEEHEE.

HZEHN—RPRANZTSHEPHEE LR ARGR
RERATED.

KREHRABERNGHATERTR, LAHRENR2 £
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KYE (KGR

EXEEERLT, —BHENRP T RREREEEEY, £
HWERERGRTRARAB OB PHEFAEERTRAE. 5%
EHEEZUTREMEN TG, THERARBE iRt nE (
K fmde/ RUEBRAR ) BEEFERPE.

2, £EREAT, N XX EEBATHLE A BRI,
MR CD) BEEREFPHTEY (HPAREp L EXOEHE, £
BEHDHA (Z) — 4 —BHBE) LLRASWECHENR—I 5t
MERRERBELADES L AR E N RIEBEE LY.

EWBRGHERA R, RPEDHAGRBRLHRTHE
BRBEATE W hdstE. iR L, RAKG YOS E Ll AR
R EHGOE£HTIRE.

BT ARRPEAR LR ZHEA Y, REBRARBELE
EYHERFER.

“EME BERKNELTXBRPERERL, Fieser ,
“Reagent for Organic Synthesis”,
John Wiley and Sons Inc., %129
—130%(C1967),

AR AR SR & R HTHR .
Schwyzer&#Helv.ChimActa, 1955,
38, 69—709%HkHaiE:

ClCHZCH p BrCH2C00C2H5 r BrCH (COOC2H5) 9t C].CH2COCH3 ¢
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CICHZQNOE‘ C]‘CHZCHZN (C2H5;'l 2

BTaABG—-NMARNRATH. HEFP, RTHELS
R EFBE (DMF ) TH Ak AR E .

—fHH, EEERK ERE AEEEIE N KA
HBEFFEANE MG ES B, ERBRERNTNERT
s

A Ms e TEANBEL, RERL, —HE8H
EREE, BREA, PREMFEASY. KAHEEEIEN
HAFH_TEFEREK, —FRELK, ATEEREK, —FAY
W, X, BXRRAREY.

FRENBSHEETH, —FIR, —FEXFRME. Flake
EBERENAERETY AR RGEGFETHT, KSHTH
P =AW Z TR, FRAEKRY, AEREHNNTRE
o —ANH, BAELHTHRBREHNERLY 2~ 6, #5H
%, BUZHERABER. RAGREZTK,

“HEHE WERANSE AR TSR R X
B, BERABEXGES-35%, BFALESH20~3 0.
RMEBEEL10-60Cx@, HiFE15-3 0 C2E, Kb
R ATAMAER NS, BEH3I -4 8/,

HEREAT, THRAREKHEE#E (HPLC) XHEL
Wi CTLC) SRR M4 DU R BL 5 5 e ) fu 5 ik By 9 o (]
kit i, “EHR PEKTESHERLHRGRENRYE
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BEM, €&, AREWAT, ¥TFFE5 R = o R I E Rk
ABPEE, TRTL#—FRE, ATT-REPK. BREL
., TUAR R4 Bk o ik AR Bk 3 R Ads 3k 4o

G, it “EuE PEASERIENR ] | BiTEHE
AYAREEMFELET, £5-60C, BRFE10-30CHEET
K Mo

¥
-NHR, - (alk,) -/ X-alk, 7 -/ T—a1k3_7q~w 11

EigpE, AWREEFTUERERFERNKERFEN.

REHARBRERTAMNGATFHE (C2 —Cq ) KBS D
LBE, EVRY, AN, ETHE, KLRAY, RIFUAARS
& flo

REHENREERTEHGAFAN, N—ZFEFBE (
DMF ), x¥#X#8K (HMPA) , XiEEH, 1, 3-=
FH-3,4,5, 6—WE~-2 (1H)—%=8H (DMPU),
“HEFR(DMSO) RZFLTHKE ( DMF ).

“EHER SRBHKEAMAES 60T, BFEL0-
30C, RIFA20—35CRETHT, “FHs PHESL
HREXER LI )HERLEFAL: 5—-1: 30, RIFH
1:10—-1:20. RESHBETHAKEEEEXTHRAMN
3 5k e 4 Ho

A RER Tk, SRR ERmAEE RS ERK
LR B TR AT E WA R b 4 B . RERPEEHE
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¥ REMBRACK B 4 8 W e~ o ERLER A5,
BiRtHPHEWO8 8/ /0660 0 5RRTASERTHE
1 BB B PR A B & ke
WRFABURETE, Mz RKNAE 2 ERNER (BFH
AR ) KBRFET, ESHARNERKERRBEHHIE
Fle #4T. AEx RBLIEAHAT BAE LB YR | B TNER
SR BAR BT E . I RBE R AT RS TR B  F
kP EEA AR ABEC -4 AL, NTERT RESLH
&t KR, AR e B ) T, #47ERE Ml E.
AEAR | LS WH F— M oEFERE: ERETHNFE
T, EHEEHPER TN RPN BT LY (R Y H
—NRy alky XH&EZNR) —alk; (X—-alkz23 -—
THYS5RXr—Calka e —(T—alkslp —WHERA
r—Calks) -—-WEFRE, £F, #FR , alk, ,
al%k., alks , XPTHHPLEHEX, r KRGF, ¥8#
B RE RHB L. AR, DRFNLIK2, aFARHFRF
1R 2, XPTRERENHEE, RFAEL. RENEAR
A [ M B RN, BE ERN" R8N BB 4.
FEEHPWAREZ—NRs R —(HW¥Rg wlEX, Re
HCOORpw, RoA(C— C¢ YBEEXE_(Ci —Cq ) X
£ R 1 tdy, WEEEND RPHNCBBETES (RFPW
#—NHR3 ), iR w1 ®X) 58 a — B % — X
AFEMELFEREL RE PRBANFHETHTRM,
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R o —BAE - EMHERXERTHE ] . Med .
Chem., 31, #318-322(1988) Ahkri#
1T %

ARAHEEBBE AL TA2 E4Y, R -Ho R B/
BEMBARGRAWT HESEE—E EGFEHN, FERERHM
8119575581 1957 45mkHE, hBAR K
% AMEEL

HELPAIE, BAN-CBX-B-D-2-ME—-2-
BXhHHERE, Mbho-D—itiHERENR [ LoPH 5
— M EAERBRHNE A EATF1 46 8 2 2R EAM
HMER I BEAEW (EFAN—N— ((Cq —Cr2) fEHkBE
%) —B-D—-2-Me—2-EXUHHEEE, BIN-LHK
2—B-D-2-Me—-2-aXWHHEEL, Mba—-D—rit
HEERE, W, FETA. 4R L L - BLHRBEITLE
) o

ZHEaEE LR SRGAENRAEREZR THE, &
FREKREHT 5%~ 95BN RLBRAEAEL0-50TCiE
& T,

Rl eH (LPASMANE, BIN-CEHE—B-D—
2—-ME— 2 - BEUHHEHEE N7 - MHEFERAEER ]
ot (EFAHIN ((Cqg —Cr2 )M #BEE) —B—D—2—
HE— 2 —BX U wNEEL, BIN-ZBE-B-D—-2—-M
28X hwMEEE, Mbya—D—vidHEME ) REH
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R 17510 0FEFERITARM

BRFEHBEERTAASHA LR, BB daaitdE
RFAEMBEMNFET, AR SRR ER,

EE—HERAT, S TUEAAAE. BAN-ZRE-0-
D-2-ME— 2 -S XM GRE. MAbo—-D—rkddEHE
WX 1 B GEY, AW ARG ZRIRAE A LR
AT AR TR A

ATHEEmEE, S \EERPEEHAEREHH
BMEERVPEDRANKNEHNPHEREL -7, REXARE
MiE, BAHBEERULSER (ERE#REFBRABFEAAN) i
BANHR 2B Y. TUMAETERR, Amktidx, miEsd
MBRILRE, BAUHNEE RS- FREEFE. TUH
Mk kmp R I BHE, TR, #RMEAR T TH
BRTHANABREY, REALREEYNPHME, MERBRHNE
e REBHMAGLANBHERERRZ&%, &4, Bidw\&
FskA L BB R RBE TR R,

Het, £ LRRELZE, REFEKA~RBTEAGMER
.

P, TURFEHS ARG EERE (FlwSephadex LH
20) BEiERaxaRkEtidE. AlE RN ABEN L
zJE, AP RERRANSHNRAY, ALK/ X, A
5%—10 0 %LEEEHERN XML, REHT
ERBMNEETER o
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R I e BER T USSR, TR W
HERETLBERTAKAEMNTHFE A BHAFOR.
REAETEFMRGETREAHE, REAFFRpEE. AL
BRAT, TARARFETER. AT 5XERGEEN, AR
g FHITE € &k

PRBEAHERETANEHNTEFERETEIEHN, AT
RAEmALE T EES LS N EHRBHRZE, ARARNH
YL AR B R R L,

RIHEGHRRENDETNRMRBOESHNRMENR
HATHRER BT ARG R, ArxbRuiEln, SRR,
o, R8, TR, ZHZHR, AR, %R, TR, HiX
g, FLBR, HR&k, B L, fFHER, BER, rameic acid, 4
B, Rk, X%, LH®, X_FR, oK, AR, i
B, KR, FHER, Keek, LA, ¥RE, TR, AE#
Fo

AR LB Ak 3k 2 7 AR

RiE ‘AR ML BisHEMFEE ARG mRE, HHEH
BT EHAFEARER,

EHE “HRARME" OB aE L AENR,

ARANAHEHERPLR AR ETEREN, THBE
B PR fods 2 KA

B2, KRB YL KAREE, LHRARKEEN
HAAREFNEM,
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Eer L, BRAERFUTNE AT XS L BRMEY
RERNTEY. REREAEENTHOARALSHARARNY
i, MAESERTRAOREA S HLAT EFNEHR,

#ADifco Todd-HewittHF (BEKEKE
Fo R E)&ZOxo0id [so~-Sensitest@
(HHKRE, PHREFOHZRARBEY ), ARENEREHE
A AR ARG, T AAR ANAS PRI
RUBRBAGEFYUERLERDAETEERENL/m ]
(CFU/m1) %41 0%, RIEHH®KE (MIC)RES T
CHEL8—2 4 T ERANEEE KN REAEE,

FEARRKG DI NERBEREET R L

e#w22, 23,25, 26, 2742 9 ERaKEE
fE SR KRB ER gL 1.
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ARAN AW EEH T IRHEHHEAF21809 9%
HEEGFEFFEWO /880660 0FBBANUAYEAE
BB E M EN, WA HAEYAMIC (L / m1)
RAMET 3 2.

M THAERIEORLOBEEEAE, KXRLSPHN
GEIRE M AR i 4

5K 1B 22 B B K R 3 4% A B o L ( A LR
). Wik, FRE, . RAERE, URLEMRE (@
A, BRM ), 4 AW RS G RAT 7 50 o B PR R B
Tk, SHERHUENEIREEBY R,

SR AW B E e B TRNR WA, ¥eEgha
ReREFH (FAHEA100%)., AP .H.Clarke#fs
M.H.Richmond# “Genetics and
Biochemistry f Pseudomonas”
(F-%F), John Wiley and Sonst1975),

Wob, SHESREN T S E T RERETE, KRAGH
FHT Y, ROBRTE, Wb AYED m S £ T BT EY
EHEFBAEAEH.

FBMIKEREC 2 0 3 Mmpay MRERARRE, KZH
RECGYEEARBPHEDS OB (meg kg ) kNS
W, APMEEREC2203HV . Ariol i %% Journl
of Antibiotics 29,511, 1976k
%o



P e |

WA #E O
a5 o lme/ia) po.
s.c.

2 0.09 60
6 C.05 81.2
9 0.06 4 80
11 0.03 B1.2
15 0.0k 2 60
33 0,06 T4 4




E2RI, TRITEAMRFEATHE R/, BTk
WEH (4 0meg/ kg, 7T/ 8WE/4i6) B K TEM
(ED50=<38mg/ kg jE, s 0 AEEFHEAE
kP

RiE LRI EREN, RLHE 44 AEAR TS K5 5§
ey &R, FIRB F0i697 b B BT Frg 7 oy 3 571 2
AR R IR o

HELERETH, TR~ A R LT AR RA SR
£ X BtsH.

ARANSHTUCR, RS RETERY, BERFELE
MESY, XTHERRE, XELAHTHREMANR. o BHHM
A RERE, AH, BRMNEESH. pAGEA Y, RTEHA
a8k, B A MET UAEF AR Ao RER A miLE, &
B4 WM, HAMGIERSSE, BE, KT KA4A
RS W, SR, LB, H¥E, £4%K; HEH
DA K SE L AR R R R A ) S A K o o B B
B, HAUTAEERABRmAEERN. TRAUEBAR, MERZHL
A WA T HR AT R M. S Aoek 8 X A R R A % A
A, KA, ZWH, AREENERAN, EFHEERR
% MR,

ARANAWHF—IMAREEEHP HARHAANEH N
HKBMYE, HE%T 8 AEA il — M,

XTHTRER, PHTRRAKEERABR, ERAYR



FAREFPES, GwKEH, L@, EH, BHEEH.

MTEBEY, KERAS TS SF NS RGBATL L
S, BREKADET T, o4, SRARL _BEIRFE
4.,

AT T LK A BL A SR R, AL,
FETUwER MM &FH, BEHf Eaou8H.

A—HEEE, FHESTTREARMEA, AT HE LY
R LB A E A

B RS HA G EIOAT#H S H E kit g oA odk
&, BHBREMHERURS RO RE H

AEANEHEELENO. 5-3 0meBHkes kghkE
WRMBETRARE, BRERD 2 - 4 K% N, BeYRIFHAS
H20-300meg  BUMNNEELER.

BT S R A AR R RS i 7 S, ERARA N R FIA L
WA By 2B

L - -k

EUTEREGY, RATUEEELTA E4H (TGA)
He-Rad— W FHEHAL0RE Y.

HANEAHRADTE NN TH I GEAA)ER, £
UEARKGB—D—2 — WA~ 2 — & Fbd 4 & WX ek
EHH 9 MNE

Z—(4)—-BRGECAC D

§—-FXIHME(ACL)



BIEBEE (AC3 )

B—FARBX(AC, ) A0

9 -FRREBRE(ACy ¥,

BEN-BZEBE— —~-D-2-ME—2 -AXhFHEH
XZ(AcGlu),

MEa—-D—-@3ZEHEX (Man)h

YZOH.

ZREWABEFTGCAC-5 RT. FRBEHRRE W
AR e, METFRESkH 0L Rk kR X,
B —HHMATGAC, , TGAC2, TGAL , TGACs
ZTGACs &7

FERA-HEEHAI MRS, WIREEAGHHEERE
e i, BEFTGAC2-5 RTH4 2 - HHRAY, WT
BHEEHES 1. YELpEERs 1 RidafE L RES 31
, ETHBZRL Y. BEFTGCAC,3, REHS2, 3HR
a4, FEFTGACss, EAS4PSHERAY.

RAEFL17392 (HENTHREFREZ)BEDTGXFR,
BHHEEL17054ML 17046208BTGAS—1H
TGA3—2%k%, BHBERERETRE (KNEHPHEHQFT3
012475)EDM-TGACkT.

ERMEERXMEEFAC) , AC2, AC3, ACyq #o
ACr, H5AHKAPR-D -2 —-HE -2 —AFhHNEHRED
HEEEBRERRE (A/AC)Y, #5ER ], REFTHRPH
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FARAF G, ERBHE P ERENNELY, MEH R
A # 4 A 46477
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L1 —30

YEETGAC25 BAYHNG — 4Bk, BRATRS
0% .

A.HEN? —XEBE (CBZO#EHTA HOUWRS
Bl —5

#4 . 5mIFERTREN1 Om | RAFRAREERT
HME 452 (H24mmo VD FERTAL E4Y (KL%
HA1-=5)F6ml (444mmol)ZZHE(TEA)IH
300m ) —FHFEEME ( DMF ) 89BHEBEH . 46 004
B, m600mI|ZM&, IREERE (H59g)FATLIHFT
/7KC1: 1, VV)WRAYY. FIBEREI S5 CRER
EAEAL .61, BEAL .6 | CHER, LBRYEEH
.

FABEHABEEPH4 . 8, A1 .5 1 ETHER, 4
EHNE, A1.51KC2XT750m] )k, REHEL5TC
BEREERFH200m] . MAZHZE(4H800m] ),
RN ESEHNEE, BB (H500m ! ) 3k, FEEE
TEZTHRK, BEH45 . T2 (H96%) AirBLaY.

B.#H&N  CBZ-#%17A, HAHWELE—H1 -
5, AFXAE

W45g(%22mmol)NiCBZ“%#ﬁ?A:i%
H(RREE—HM1-5)8450m | DMF#H#EHP, Ti&
THmAS . 251 (A3 7mmol )TEA#G6 0m ] RTH.

47



20/NeH G, BRBRAWEAS . 5 | LERLEET, dRKER
ECHS50g), BHEATOOOMIFR®. A C(1:1, V/
V)RAYT. AKEBREFBEEHEEPHS . 5, KEMA

1.1 VIEETH, #3505 CREARKIS T, HEAETHEAK
REHCHL.51), #BHENE, AI500m ] Ak, &

40 CHREAEZRTEL200m!l. MABOOm I ZRLE,
ARKELBTHRNEER, HS500m i OBESE, HFE3SCHE
T, BEH44 . 22 (49 8%) Atyirtey.

C.HENT CBZ-#%4i5A, EAMALE 4] -
5 6y N> Sm R

16g (#8mmol)N-_CBZ-#EHTAL LoY (
AR —HA1-5), RPEAEFAELEC(50—-100
mmol ) LR P16 0m | DMFEDMSORKAEZET
BEHE60-12040%, BEMAL160m ] LR, #x
1 .51 088 dREESHNER, A500ml TEE
B, RETZAPEETTER, GH4AEEUATTIEMAFIR
(HPLCRBE—M>90% )k (EE—HBA>85%).

D.#H&ESENTA ROWREE—HA 1 — 5 HNE %
&

B LAY (Smmel)ET500m ] F8/0. 04N
BB (T7/3, V/V)RAYP, FASHEERPYETHE
5%Pd/C(5g)HETEK. RE—%¥X(HPLC), A
#%E+ (BDHS545) BB EAH. A1 NNaOHEENAY
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WKHHE pH6 .5, MASOO0OmIETH. HEAREHEL0
CHRERFEEABALIS50m ], REMAI50m ] L&, ik
WENE. SRNZASEMY FHEHTA, WA R 1 &7
S a R FATH, MENREAFWHATSEES L R, X
EHATEBNTFRREUKES 3 MR,

E . AR ApAE &g 1k i 4

HITRAGHRFS L 0g) BTLH/ K11, V/
VIRSH (300mil ), wkEBKRMER (mAKETE
H700ml), B mBdEAEK(0.06—0.2%;
Merck Co.)HEi ZaEtthtgBarfnaigs
o CBCH CN#Aok, EREET A8 2R kim & BT 8 ok
B, Wil #4a. BULHEAP10%—-80%
HRERWEEEN, ( AABBEELHAASRFEAHEPH
3. 2), L400ml ~huttyiEE#IT1 5/, BEAHL
PCEM 25ml @i, HeEHEA7MaReH, A
EREGET M, T45CAETRERIE kA TATHE .
WA IERPCE, WESANER, ACHER, ZRTEZE
ThRE%, RE4HEHLeY.

LATFTPRAGKERAREENTALEAGH 1 S Loy
EEE, KYUBRERAEFT AN nEXLRUETRUALRK
BB, REAHELEY (K]I V) UHERBRALER. F
RMUTREH N EK,

YBEXAR AL, RETESENEREGERLY



Blmmo | ERFEHBZLEEARAEETAL B4
WCEAE B WBRAET10m I DMF., $ERIEL 0
%W1ONHc | (—MEEREEO . 1 Iml &%, HAIEE
FO.22ml, BB H 5 CTHMEMA, AFEMA40m ]
Oobke IIRCER RS, RRGEE, FRTEETEREE (
FFE>95%),

LEEHXENTAL oY (FREHTGAGL -5 ) A
21 CTGAC N gm. FHTHFE A HENS
RTAHK - BOC) $FHTA, EAWRELE—KS1-5

10g (45mmo | ) #EHTA, oL —Ha]
~5,1.2ml (A48 .5mmol ) =T (TEA) v
2.4g H8mmol YRTHE- 2, 4, 5 —ZHRFEHRKRH
B100m 1 ZPXFEBM ( DMF ) diE B THE2 4/
- REBHABA200m Ik, RINHc | HAABERIRESY
WEPHS3, KEM600mI ETH/LBZEE(35: 65,
V/V)BAMER, 2EFANM, AKEH (2Xx100m!)
,RETAS CREREERTBAL100m . MATRTE (4
400ml ), e AtiiE, M (4H200m1 ) #
B, TERTESTRAK, §810.3¢(498%) dttk
Bt

B" . #H&N" t —BOC—##HTA LA4HRLYE—4
H1-5, RFE%

XA LR PRB, 1t —BOC—#EHTA2 Xoh#



LA

C' . HENSt —BOC-#£hA2 S4YREE—40
21~ 5ty N2 % BEH

AR PEHAFEC, BFTFEHN(DMSO ) BHNL
DMFE&EH, BNTBCC—#% 07 A2 £4988RmAML
&y, RPHEE, £ (- -85%), FE(HPLC#HE>
90%).

D' . HESERT AL HAWRLE—mAtINT SBtH

B (NZ L -BOC— %2 A oWRLE— 1
WND BB C4mmo 1) E10CHETF40mI EAZHAT
BCTFA)Y. —BHRERGH CH 204, EEMFELT, W
ATFABABALSSHY, 10 CAHTHAEOIm ] FREM
BEPEAY. wA420m ] L, Ak EaBhinE, AT
BEER (5%X200m1)

BHAW 5 g) BTN k11, V/V)BRAYC
150m! ), AINNaOH#AZP HMAE 6 #AARBE,
HRLIEE . R e ey %, IEME7 =Pt

LEERHBAELT (DTG) N LBEN, RATR
3 K

A" L HENTRTERE (t —BOC) BMBELHT

458 (A3 Tmmol DIAEEL1739 2 (JHEEH
EHTFIH600m ] DMFR#HEAFT, WA19 .32 (4
6 5mmo | )RTX—2, 4, 5—ZREXEKRNM10 . 2



ml (H74dmmo I D TEA. RERAYEZTETHIEL 4/
i, REHAL . 5 L Akd. BINEBRBEANPHRBAZES , &
FR3IZBeEs/ FTEC2: |, V/V)EAHE H. 4
HAENE, A1 1 ARE, REE4 0 CHEREERRANI 0
Omlo. mMATOOmMI L&, SEkELEHE, B 200
mil CEBRK, FRATEZTHRAE, 2445 (92 %)%
HI A RR AL 4o

B . &Nt —BOC B4R E8

44g (%43 3Immod )N'E_t ~BoclEESET,
4.7m!l (#H34mmol > TEAMA 4m I HTIEH4 40
m | DMFGEREERTHE2 048, REMAL | ZRLE,
AR EE. BHL (A46g) EHATL .0 | F8E/K(C
1: 2, V/V)R4eY, AABEESAAEPHS . 6.

MAN2 VEETHEE, £30 CREARAKBLITE, SHAN
By, A1 IKitE, REHFI S CREREERAKTEA300
mile WATO00mI 8, WEKEAEHTRE, A500m |
LEBE, RAEEERTES THRAR, HEH42 .52 (96
% ) WA ARECA o

C" . #H&N"t _BocHasssiraN g

B1dg (%10mmol )Nt —Boc—MAMMs
THAXEAE(100-150mmo | )& Y6 ENHEKSY
200m ] DMF#itt#E# P, £ZRTHMAS . 9m] (415
Ommo | ) kilE. ARRHEFRERETRNHBEHEH. X



T, AR T RN, FEEFHEEO . SonolX
e, YEAH - Ed T EE, B¥ 1mmo | (kB
B, YIRS HHEANAMARM TG s, EE2mmo | k&, R
WA RN EEA K. AN AW P ERERETTRY
A Ca fHaTEMFEMERE R, KRATEEE W

Mo, BV FELRKEER T 44 KR E,

3—6utE (B DA AT, RE—MARTE 3 /DEHART
W), mAG00m! 20, drEkENE, AI200ml
Mk, FRTEETRAA, #HELEERENET TERAYE
R Y CFES>T %,

D . EBAE % Ty N s

Immo | FRBEH M (HPLCRixE—H%>85%, &
YRS TERRNE RGBT ®REIH25-30m | £k
TRIOBBEREFRTREZ 098, REE25 CREZRA
$o WMRBRAMEHABTISOMIA/THC6: 4, VSV)
e, AARBERSGHE N EAEHT. A1INLEREF
REMEPHS . 0 (AHLE ), iBERETAFEH100g
HEAHK(0.06—-0.2%4;3s Merck Co.)#HiEH
o

E” . FR Ak a1 4

ERELRFMERL I AR, RERSEBENL 0%T
FEABHES 0% MO . 0 I NSEBER, A1 50, RN
200m !l /BN, FIREL1 Om ] Gl k. HAREZHE



R, WAEBWMETE, KEEHERBATKT BB (
30-100m) ). WASZEEBHLHE, TREEFENE
th, BT BMkE, ERTEZTR 2 - 3 RAHM4GLEEHIN
T H A B AR

Wy BRI, U ANEEY10%-60%T
HARKBREN, AMANZRIBEEERRMP HIREE2 .5, 7
15 3148 RL Ay . 786 2

M AEYHRMTCAC, H¥E—H9, DTGH
DMTGACHEH~-NHR, —alk; —(X—alkaz)s
~(T~alk;?) ¢ ~-WCH) &k, AHAZHET, THHAKX
[ VP FRE S 4.
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SEHH 31
WEL I e 31

(R = H, A/AC=AC2_5, B=AcGlu, M=Man,
Y==-N(CH - : - CH.
' 2)3 ?(LHEIZ (LH393Béa ki

CH3 CH3

2g (Hlmmol )NZCBZ-#%HTA, £44 (W
rIABRHRAPERE O 2L, 3-ZWE1, 3-FIHKH
20m I DMFAREERTHEL Mo, A2 0m | EAT
B, BmA200ml 28T dEkES EHNEE A5 0
m LA, TRTASTHRAE, 851 .95 g BN
CBZ—-#E47A, E44, 1 -FHE -3 - (FREE))FE-
BB o

Ml .37gC0.65mmo!l)tRtaeddy100m!
A FEAEE AP, FHRT AL (9. 4mmo | ) EKXK
WHEEAMHT2 .52 C10.1mmo !l )B4 —-BLEZFE
Ho RRRAWEAS CHIEIR, REAHELO0T, #HIA
100mlAKd. RETT30CERTH, k8 ABuOH/
EtOAc(1/2, V/V)RAH(300m] K. 2%
A, 40 CRERMENMB (H20m 1 ). WAL180
m | LE, WETEGEK 1. 12 g iEELAHHN CBZ
WY, EERAL FARESHTEL, 880 . 45 ghked
31,



LHH 3 2
HEX 1ews3 2

(R=iI, A/AC=¥, b=H, M=H,
Y=EIHCH2)3-Nt".H 1 f@ic}: L, Br @ }

CH3 Ha

FeBRS A 3 1 ik . B2 g NT.CBZ—BAms4
P (R WREE), HRbHH3 2.

M3 3

#EN11LEH3 3

(R=H, A/AC-AC5 . B=Ac Gli, M=Mas,
Y=—NH(CHz2)s NIl CU. 1y XHCOOCH
(CH3)YOCOCHz: 5v=~NH(CH2 )4 NH (CH.;
NHCOOCH(CH~)OLOCHs #iRaH)

EET, M2g(0.9mmo | )kAHOHHN_CBZH
4 CERELEHE)HS5 0m ] AADMF BT, WAL . 2
g (l11lmmol ) EA%EHW2 . 7Tg(10mmol ) a~
CHMEX - AMBEELEYRE, 3G, BAERSHEA
500m] BB, KEAFWER, AA100m] ZRLEE
ik, mLHA 1 RS TEMNL, B30 .57 gkMAeY
33.

EKH3 4



HER a3 4

(R=H, A/AC=H, B~H, M=H,
Y=NH(CH2 )3 NH(CH. 4 NHCOOCH (CHjy
OCOCH> 5Y=NH(CH2 '4 NHCCH2 )3
NHCOOCH(CIH; YOCOCH: &44)

HHLEG3 LAY R, #EA2 g hEW23HN_CBZ
Gietn, G20 .6ghe43 4

L3 5-36

e kaH35

(R=H, A/ACHACZ_S, B=AcGlu, M=Man,
¥=-[I~I(CH23 3—!:!1—CH2CH2 {OCH CH?_) 2OH)
CH CH,

2
3

FuX [LEaH3 6

{R=H, A/AC=AC2_5, B=AcGlu, M=Man,

Y=-N- - :
F (CH,) 4 ?cn CH,OCH,CH,OH}

272 2
CH CH

3 3

B5.32(42.5mmo 1 )N_CBZ_##H5+A2
W56 0m| FRNBTHE, FEETAAL ~FH-3— (F
EX O FABE (OERASIIFHE), 1 TmIReMHIA
¢ 1CHz CH2 (OCH, CH2 ) OH#we 1 CHa CHa
OCH, CH> OHWELRZAE-BLERMNML . 86 g (

62



13.5mmo | )HREF. 45 CHEIIHE, HENBEAY
AHELIST, AINHc I ¥ PH#MEZES6. 30 CHEXRY
AL, BB Er 1 meiisd, 881 .9g/ka%3
580 .97 gH4%36.
EHE 3741
HETGA3 - 1B G £
4g(#H2mmo |l §EHTAL BB HLE-AH)N
ELBETEY (W EFREHF T TTEERVIH100mI 90
NBIROBMABREZTR TR ot , REARBN, dkEL
mEMFET200mIHL O, P HRE8 /G, FifFEAETT
AP SH 400 grblrfeat ey iz L. wERHEA 1 17 EiEiR
“, 15 BlARA A4
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4g(H2mmo | ) HEHTFIEYNELBETEYD (P
FHEHEATTTEEV I  s80mi 1, 2—ZHWALK
(DMF ) BEgAeTR FMiwl X, ABAHCc 1. RELE
i EAE. AL H i ERR g, B EARREAS W,



rgEnn fan-t (Cuorun-' Cuoten- &,
] 1
i
| | |
THN= (Cu) rN-C (a0 un-C Caoyun- | w agooy | oy z1 St
| |
Cun- € Cmovan-F Cuorunt Croyan- | 5 rnroow ¢ g _ o1 v¥
w | I
_
e fan=t o an-f Cuovan- 1 s ntoov | 5 €Y
}
|
‘un® Cuolun-? (Cmorum-| w [noov | g 1 Y
il
X W H /Y &SN
: &5
lped IT¥EE W

i

2k

-

Y]




FHEAL6-550"  —pr® (RABABR-FEMD)

mommo | #HEHTA, SHEHp) (KEELEEML
iR a4 ) ANTRTESRA  t —BOC) BHBEELTY
6 0m | ZHIERCDMS O #hEEHBE#RF, FOTHAI Om
mo | FELagdEEE (HEFEmT )1 0mmo | BEEE
ZEKXB(DPPA) . ERTFHRENUE, REMA240m] T
B, WENFGER, ik FEE ARG RS, 52
B TGACEREEN" t —BOC— MAESE B
BOC—-DTGHER) .

#BOC—-DTGHBERAERKHSSHBOCHRYP LGB
AT, AdEEFETE lmmo | XEMEHETI0OmM] Tk
ZRLE, HATRAR R (Bl sE DT G N SRRy
FED ), TUMBBOCFHE.

B” 4l ta%46—5 58P EHEg

1.280.0 —R(2-£FA)RZ-H1900 (
Jetfamine™ ED2001)2MFluka Chemie AGHI
By (A4 4 6 B R IRRE )

2 .0 THhEH4 T -5 20FEREYKE, £EBT IS
HEREFHEE-_~(3-BOC—-&WX ) K
BOC-NH-(CHz2)s NH-(CHz2)3 —NH-BOC

W142g2 - (HTEEREATRE— 2 —FKTLM (
BOC—ON,Aldrich-Chemie)®300miMQ
2% M (THF ) ZEBAELIOCHNHL2m I R(I—-AXEHE



XOBKB(Fluka Chem' 2 AGIYH400m] THF
BEEEr. FRTHRIEFL6 060G, KREH, HiRARY T
F1 1R, SHABEAINNAOH(200m!] )%
B, REBRAC2ZX3I00m! vk, HEHO .01 NHc ]
(2X500ML)#EKR. ¥A44H1INNaOHHEZEPHSE, A
500m | ETHER. 2ZBHENE, M250m ] Ak, %5
KEERAERTATOm ., TOCRHERE, BRSES, TEK
&, RAGHEACSY, hFERTX.

'MW -NMR:2.93, 2.44,1.47(CH2);
1.38(N-BOC)>6.68(NH)

3.N , N ——HB-BOC—-Z-(3—-8WH) M
AFHEH4T~50)

ERT, H45 gt -R-BOCHEERZZEN500
mlLACEREBERET, A2 1m] 3-B—-FFEH2 5 g%
B4, RMRAHHEHERE, REARFREERAGFEA100
mil, WEA800mIAME. MLKRIH(2X800m!)
RERAERCPHS Y. 2BANM, AKC2X200ml)
ik, RERBERAEFLH100m 1. 6 CReERE, Tk
EoBHNERER, BH34g - (I -H-BOC—-4F
#£) 8% -1 -7k

'H-NMR:2.94,2.63,2.54,2.37,
1.47(CH)3+ 1.36(N-BOC)?; 6.73(NH)

WERFHAET200mIAHE8 . 5gNaOHHLHR



o MBEHFMN4E gMAHE CGEEBAH, Aldrich-chemie), &
BHAE2 SAKETEMAL 000, EREAFFEREH, ¥
BREAWAETS 0 0m | T E, HERKAKKER (2X
100ml ), REZBREH, BRE43 4 gnBLeW.

'H-NMR:2.93.2.54,2.32,1.49
(CH2), 1 .41 (N-BOC?Y»: 6.77 (NH)

4.3~ (3—8FHE -3~(3, I——FEEXAX)
~fHxE -1 -FARCHTHEHS 1)

BT, ,M19g3, I-—WELAE -1 -FERLEKH
B4 00m ] AKZEEESHEY, MA20g-H—BOCHIH
KZhefn 2 8 g BB 4, BH A 3 gt RERSWER 6
i, REHE, ABREH. AeHHEAET400m XK, A
600mIiCRMZERER. »HHNE, AAEKE(2X200
ml ), REEXRBEHN, BEMKREAY (8. 7g), WAL
S —-BOCH £, LaELURT TEFRK,

'H-NMR:2.91,2.42,2.31,2.16,
1.47CCH2),1.36(N=-BOC), 2.09
NCH )

FRTHIOmM]I EAZRLEAES LR HHI 0m] =
FFEAA, REEREH. HhREASET40m | AALHE
, EETH#ALEAHC | ERRAF Y LK. dikks, §2
3.8 gHilkbd, AUERAY.

'H-NMR:3.2-2.91¢(6-CH2)32.13



—1.90¢(3—-CH2)>5 2.73(NCH3)

TEBOC-DTGHA, #ATAMEGRER, WHKZ
WHEAYH (1 0mmo | DFETINNaOH(40m!lI), &
GHERRGBMET, WELYEFT _AFEHC100m1 ),
BAEY. ARENE, RELDTFE - FALETEREE
Hlo

5.3 (3—-8FFE~-3-02, 2—ZZXEEXTLE) -
-1 -F (ATHEHS 2)

XA ERToMENIE, FRA2, 2-ZLAEE-1 -
CHALEME (21g) 5-R-BOCYHEEZK(20g) K
B, HEFHL 1 gL ey —R—BOCHEd. UAame
FRAAZRALHE AP B, Kk, v ke Bl
W (), REMRAFAE (8. 2g8),

'H-NMR:2.6-2.3(8—-CH2)31.42¢
2—CH2)3;0.92(2~CH3 )

R R P o AL B — I 6 0 F 254 BURBAR
(Merck Co.)kt, A2H 1 %53 EH_8F K /¥
B(9: 1, V/V)IRAWEAHNNE, #TTTLCRE, #E
kI o

6.4-C3, 3-LFHREBETE)RE (ATHEY
53)

W15.8g3, 3——_HEEEX-1-FHELH300m |
EAKCEHGREAERT, MAIm | 1 -FEXKE1 4 g ¥R



e RENBEWEREE 6 i, REAHZEZTRITE, KRE

#, HREBELYAETIOOm !+, FIT4FK(2X200

ml Y RBIABER. » &0, H200ml Ak, REX
ad. HHREEAY 9y 7 T300m1 95%TH, 3
gl10%Pd/CRILC25 . 1 ARE). 6/hTAARKL
| Ho BB AR, HXALc | AEHYER. KESHHE
K, AEKTHRE, TR TASTRAR, RE7 g GHFAL
o, AZHE .

"M -NMR:2.79,2.53,2.30(CH: —%
%)>2.79, 2.23, 2.15C(CH2 —HXEEWE);
2.10(NCH3)

B RSB AH (62> T2NNaOHC(30ml),
BEEH_SFE 17 0m ] ) BRGFARENERN, BHEE
Mo ERAHKERSEY TN FREET AT HEMREWS 3,

7.N, N —-HC3-aFXF"EL)F—1, 5—-_f&H
N, N —R(3-EXFHX)BE-1, 5—_F

RHSTEMEC LAY, K&K Israel, M.
J ., Rosenfield S.S.,Mdest, E.J., J.
Med.Chem.1964, 7, 7108, HEYHa -
, AR T- RO AL, REAEARMENS TR
ﬁﬁﬁﬁ%o

TAXRVIZHTREA  FRELOHAKEH (46—
55,
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HPLCAa#H: BVarian®E#iio, 5000
LCHREH2 OWMANREELME ( Rieodyne B)HE254nm
UV i,

t: TEH Lichrosord RP-8C20—-308k) Wil E
#Hibar Lichro Cart 25—4 (Merck)
(1.9cm); AGEAMEML ichrosorb RP-8
(10fk)MHibar RT-250-4(Merck)
o

AR A, 0. 2%HCOONH4 KE#;

B, CHs CN

Ak 2ml 4

FAt: 2 04A

P : 300 ABTEAPHAHHEEN20-60%. —&
REEMEHREH ETTEV .

BT . A TMCS (F2EHM) : Ha O=4: 1
(V/V), REHBLEO . 0 1M c | mAARBEHRS W%
W, im0 . 0 INNaOH®TE, —BREEASYEY
BrT&] X,

R Eal ( TMS) EAWH(8=0.00ppm) #
DMSO-D¢ ###EE20-30CiEX500MHZ 'H-
NMRi#(EABruker AMS500A#EN). EXFHT
— RS RARHAFELHEC pPm),
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F oW ()
545 v, ()

24 15.8
25 15.7
26 15.7
27 15.9
29 12.5
30 15.9
31 13.6
33 15,4
34 14.4
35 13.8
36 13.4
39 13.1
41 11.0
44 14.2
46 6.7
47 14.4
50 13.6
51 13.9
= 14,2

13.1

19.5
55 21.0




IX

RI—RFENE i 4B (W),

i

)

\

wOW N e WMo

10
11
14
15
21
22

- {9 )

158 AT v L RKH

72
o
59
67
81
78

4
i

75
T
HE
B
£l

E

EW

675
690
681
681
506
511
512
510
504
492
496
441
442

(x3)
(x3)
(x3}
(x3)
(x4)
(x4)
(x4)
(x4)
(x4)
(x4)
(x4)
{x3)
(x3)




Fa¢- 3

W5 P (%) E W
23 86 456 (x3)
24 84 348 (x4)
25 83 349 (x4)
26 86 361 {(x4)
27 81 351 (x4)
29 a8 369 (x4)
30 83 349 (x4}
39 96 421 (x4)
41 g1 408 (x4)
44 83 386 (x4)
46 28 1910 (x2)
47 61 499 (x4)
48 60 486 (x4)
49 66 487 (x4)
50 a6 356 (x4)
51 34 363 (x4)
52 39 350 (x4)
53 56 475 (x3)
54 55 360 (x4)
55 51 355 (x4)




) X
BRI WA, 0 0 0,
FIRRW—MREMACE S 0 - N M RAH(6=0- 00ppn)

a2

(Y]

61, 2.95 (- BEE 0083, 1.18, 1.46,
2.02 ( BEAERL [ 4 185,62

( RCH y . a

(LR AN, 6.18-8.45 (FRE I 5

/it/%—ffbj/‘ 3,45, 2.22, 2.3, 2.08, 1.66 ( CH2 - w'ﬁ )
0.87, 1.73, 1.5, 2.00 ( BEEE );
1.88 (LHGEA f .

he15-5.70 (WA ooy ho2t-8.06  ( FHHFF0 )
BN H

A4 6 3.524 2.73, 2.8, 1.91, L5 (CH, - 4 );
0.R4, 1.35, 1.uh, 2.0 ( Bndké4E  );

1.82 ( ZBGHiEN ) 342 ( HES );
£.15-5.69 ( AKX CH );6.29-¢.53 (FMBUF ok Bn)

a4 3.68, 3.12, 2.98,2.05 ( CH,- U );
0.84, 1.16, 1.44, 2.01 ( BEEHE );
1.89 (LBERAME  ); 3.2 ( HER ),
13-5.58 (RK CH ); 6.21-8.53 S FRBK B 1)

.




ZX ()

11

21

— .

3.68, 2.92, 1.98 ( CH,- e ), 0.82, 1.25,
143, 2.00 ( gegds )s 1.87 ( CEEREME )
A17-5.65 ( NIk o )y 6.26-2.57 ( FAER T folk NG

3,48, 2,98, 1,98 ( Ci -~ miE ); 0.82, 1.12,
1.43, 2,01 ( BE3ME ); 1.86 ( ZBBLEE ),
4.16=5-62 (Jk i ); 6.18-8.58 (XM FHIKN H)

3.7, 2.93; 1.98, 1,73, { Ci,~ 4§ ); 0.83, 1.23,

.47, 2.2 (e B ) 189 ( 7B EEE )
£o13-5.58 (K CH ); 6.21-8.62 (FHMTFRfk NI

$3.525 3.13 (O, MR¥R); 3.42-2.07 ( OH,- TR );

0.83, 1.16, 1.45, 2.02 (FEak it );

1.88 ( LEERENE ); 4.06-5.32 ( Bow )
6.18-8.53 (M@ Tk N H )

3.52, 3.04, 2.81, ( CH,-N ); 4.15-5.62 ( fkcH )

6.18-8.62 { XX FF A/ NE )




-

F L&)

16849 22

24

3.17, 2.93, ¢ B2, 1.8%, 1.80 ( CH, - e ) ;
415=5.A1 1 T

5.18-8,53 «  rh AL AT T B )

342, 2,983 1, 1,72, 161 { OH, Iygpg ) s

A

["I 15-5063 { f’ kS Cf{ )’

6.19-8.43 { FHRMF KD B )

LS

338, 3,32, 2.0 0 OH, SN ), 1,89 ( CH,);

LuA7-5.68 L0 o 0 18-8.48 ( FRRMF
AN H)

3,34, 3.0%, 2.84, 1.78 ( Cil,~ & );

4.16=5.58 (I7cn oy

8.31-8.48 (7 B FAujh N H

3.36, 2,98, 2,87 { CHQ -N ); 1.89, 1.77 CH2 );

4.15-5,62 (MK oy 3,

6.18-8.42 ( FHEM-FHK NI HE )




16841 27

29

30

34

3.12, 3.03-2.82, 1.88, 1.81, 1.65 ( CH, - WEE );

4.15-5.62 (K o );6.19-8.41 ( FHRMFHK T H

3.48, 3.12, 2.83, 2.64 ( CH, =N ); 4.18-5.61

(MK cH ); 6.21-8.70 ( FHRMFAKNE )

3.49, 3.11, 2.95, 2.85, 1.85 (cH, M H# ),
4.08-5.81 (K cit )y 6.21-8.56 ( FHRF T Aok
NH )

3.01 N{C}i,}) 5 7.95, 2.21, 1.68 ( CH, - et )

3)

28, 2.06, (NCH,); 0.83, 1.21, L6 ( WEHE );

86 (CEEREEM R ); 3.48 ( HEHE )

1 17-5.82 (K cit ); 6.14-8.62 ( FHRAFRK
NH)

he]

—

ot

[\Y]

:01 (CHy=CH), 1.23 (CHy); 4.13-5.62 [ FK o)y

19-8.47 ( FERBFHRKY )

o~

1

82



' X (%)

{68 #0135

/;.&

11 39 |

5.25 (cﬁz-o), 4. 51 (CH2(IH); 2.06 (NCHa); 0.81,
1.23, 1.45. 2.02 (g s );
1.87 ( ZBe/e X ); 4.12-5.69 ( g CH );

6.14-8.48 ( FHM FamLV H )

5.22 (082-0); 3,72, 2.82 (CI12 - sk );
1.93 (Nc:113); 0.83, 1.14, 1.43, 2.01 ( B 4%

1.87 ( CEERZARMHE )5 4.18-5.72 ( )k CoH );

6.31-8.45 (i Br F-sfu jlk N 115 )

3.68, 3.34, 2.95, 1,99, 1.84 ( EMIE );

1.87 ( ZEBEAREH & }; 4.18-5.61 (gk CH );
6.19-8,56 ( FikM -FAjk I H )

3.7, 3.37, 2.98, 1.98, 1.82 ( L% );
1.86 ( LmeHj Mk ) 344 HER );

4.16-5.58 (K CH ); 6.29-8.54 ( FHM FRk
NH)

)




F ¥ (#F)

a6

47

5C

51

52

3.41, 3.23, 3.16, 2.94 | ““H - e )s 1.12,
1.23 ( CH - WEE ), 0.81, 1.15, 1.46,

2,00 ( BEEEE ), 1.86 ( CuLH HIR );
£.26-5.59 ( Jik Ot ); €.23-8.00( ki FA0fik

NH)
3.!4.5, 3.09, 2-35, 1.84 (CHz" fwyjﬁ ); 0.82’ 1.14’

1,46, 2,03 ( B4t )s 1.86 ( ZBtH R iR )

4.12-5.62 ( K CH )5 6.23-8.43 ( % i Tk
NH)

.43y 3,24y 2.85, 1.24 ( CH - figkf );

4.12-5,62 ( JIK CH )3 6.21-8.51 ( FHEMR FHoik
NH)

3.45, 3.39, 3.05, 2,91, 2.12, 1.98 ( CHy~ 4% )

2,74 (NCH,); 4.13-5.59 (fk ci );

6.18-8.61 ( FRERFANL T H )e

3.48, 3.12, 1.89 (cnz-ﬂufﬁ )i 1.18 (20H;~ LE );
4.12-5.61 (K cH); 6.20-8.50 ( FHEMFAMKEIE )




® X (%)

/’ftéffi’/ﬁ

551

54

. . . n
342 339 3,30, 198 (0~ R, o0 - FiE ),
2.75 (NCHy); 4.05-5.63 (MK cn ),

6.32-8.52 ( FHEBIFHMP N 1 )

3.32, 2.98, 2.76, 1.86, 1.52, 1.24 ( CH, - M%%);

413-5.62 ( K cH );

6.31-8.42 ( ik B0k § B ).

3.37, 3.34, 3.07, 2.86, 1.75, 1.59,
1.26 ( CHy~ 4% ); 4.24-5.61 (K CH );

6.21-8.34 ( FRMFHR N H )

8S
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