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R A & L F

1, AX IR HARE

i &
A& Gly, Ala & NH-NH-CO, R VA BEBRTARRITLE S,
BAAX II &L

R’
N

| 2
”‘u'l*N'R
| H
(CO)r, n
(CHp),

~
N

H o

C #&-(CO) »- (CH,) .~ (CO) .~&,— (CO) »-CH=CH- (CO) .-, ZHH#HHE AT, n,
p, TAHEOX I,
n, qEHFFRHFEATHANAL 2, 3, & 4,
RiA REZHHEATHARHXRL,
R' fz R®&E T — R &, R®
\C'RT I@
/(ILRS = 10

R

R, B°, B, RAEHFHHATLSHMNAH KA, Ar, OR®, Hal, NO,, NR°R®,
NHCOR®, CN, NHSO;R°, COOR®, COR,
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X Z H, Hal, REX Ar,

Ar REE, ETARABRRGRER, R, ARFE, —HZRK, K
RABRKGRE,

R, R, A RAFEHEATLSMNAR, OR, Hal, NO,, NR°R®, NHCOR',
CN, NHSO.R°, COOR® %, COR’,

R, REEHHATHAZH wx, ¥AXFL, B

Hal ZF, Cl, Br& I,

Bl RBEEAFERAREARBEPELERITEAS, D L BA&KE
.

2. BBAAER 1 HHE XS P oGt v R R I K.

3. BREAMER 1658 X 144

a) (8S,145)-2-(8-(3-MEAmKX)-3,6,9, 12-w9§-2,7, 10, 13- K &
MIR[13.3. 1]+ L58-16,18, 19-ZH-14-%) 7. % ;

b) (95, 155)-2-(9-(3-M A & %)-3,7,10, 13-WH-2,8,11, 14w &
Z 3R [14.8. 1] =+ 817,19, 20- =% -15-X ] 7 &;

c) (8S, 14S)- (8- (3-Be A A/ X )-18-F¥ %£-3,6,9, 12-w &2, 7, 10, 13-
R ENKR[13.3.1]+H%%-1(18),15(19), 16-=%-14-£X ] T &;

d) (65, 125)-(6-(3-M. % A % )-4,7,10- = £-2,5,8, 11-w & & R 3K
[11.3. 1]+ #-1(17), 13, 15-=5-12-£) L &;

Fog 169 3.

4, HERAZRINAX [P AXEGFT &, R hs T
(a)#B X I1I 44

H-Z-0H ITI
%

Z %
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Oy _OH
—B-C-N
HN-A—
X
0y _OH
—C-N
N #
HN-A-B—
X
Oy -OH
—N
H
HN-A—B-C—

HX, A, BRCEARAEL 1 FHEL,

RBX IIIT S AHREERIT LY AR H L,

=,

b) #BX I HEWAEMNIBAREBNLRE Ao iTE
HRALAHEHBX, /AR BIBLEZERBEGEAX (L2 EL
A eieg i,

5. #l&HWRAMGTE, ARHELAT, HRAXK 1 HEBX T4EH
Fo/B—FEAER L TREHESL £ ) —# BE, BRARFRERETH
B —RAARSEGHEY XK.

6. HHFN, ARELETLAEY —HBAZR1HEX IREGHF
/B FAERETHSGE.
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TRAZRIGEX IS DR A AT L TERSHEREERE SN
FMATEHBERER, cBEBR, SHREE ZSR, HEEL,
TR, S&RHE, WE, FREARE, XE, BREPLREABREYRE
KEFERA.

8, BARRX1BX IS WF /AKX LR L TESNEARTERL
HRELHRAFIBFHEA.

9. RALR1WAX IXGHF/AALRALTEXHEATHES
.

10 BAZR 1 HEX ISP P/ARAALRITRIGELEENER
VR .
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CA; +

M 35 4 I B M G SRR AT A B

AXRFRAX I G4ehA LA

b
A% Gly, Ala X NH-NH-CO, Ry A REBRTARLITAW,

BAAX IIg&EL )

NI
| 2
H, .
NJ\N R
| H

(FOm ]

(CH,),

~
N

"o

C & —(CO) x- (CH,) .~ (CO) .~ - (CO) 4.CH=CH-(CO) .-, HEHFHHAT,

p, THRAOXKI,

n, q EEFRATHHAL 2, 3, R4,
RFREZEHBZATHSMNAHIRL,
Rife RET—RH R r?
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R, R, R, RAFHEAT AN RE, Ar, OR’, Hal, NO,, NR°R®,
NHCOR®, CN, NHSO.R°, COOR® %, COR’,

X & H, Hal, EX Ar,

Ar REE, ETARKABRNKGIAKER, R, XRRPE, _H=ZRRK, K
RABRKGEL,

R, R, R REZSHBEATLMNAR, OR, Hal, NO,, NR°R®, NHCOR',
CN, NHSO,R°, COOR®Z, COR’,

R, RPEFSHBHATHZH RE, XAXFA B

Hal £ F, Cl, Br & I,

B RAAAFERGEARA LA RLALITES, WD L BXHE
it

724 4= DE4310643 %, EP0683173 ¥ A7 T £ 4L 69 IR K Ak,

AEXRHEAHNREATARATEAARERAGHLLS, FRAZ
CNTHTHE.

CEARABX INEGWARLELAAMESBZEFHRANPRIFG
ZH., CMAETHAEREGHAN, FALWHa—, B—RP—F
KEashbRbzRgmMEAR, Al bhdTaRE58, XRKE
BEERELES. BRAWEERES wp, P oPs P Fa.P
Fra.Bs AT BFHHERHGERE.

EAERTHMA, #l4, J.V. Smith F/4& J. Biol. Chem. 265,
12267-12271(1990) ¥ #43& 69 5 sEE 9.

P.C. Brooks, R.A. Clark # D.A. Cheresh # Science 264,
569-7T1(1994) P HAE T EERRES hETEREG BRI AR E
BZEAMIERGERBXE.

P. C. Brooks, A.M. Montgomery, M. Rosenfeld, R.A. Reisfeld,
T.-Hu, G. Klier # D.A. Cheresh f& Cell 79, 1157-64(1994) ¥
RTWHEZMEGAGTRERERLAFRKRE T ERE LT HIE
HEFAET(EFCARET).

B IS THNEREGPEAIRGHENLAA, Fe, &
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HEaQRLEHAEORTHK (BEEG 1Ib/111a) T MGHEAR, #
% GPIIb/IIla #HM B LBt 4 5 2 H B 6 5 #. X Told
T @eg R B %

B MHBaRELAIBEZIMGBIAABARESR
(microaggregates) (microthrombi) 4% 7 &0 B M B 35 b 7 3 3 3]
RERET. NEMRERRARP THEZ BRIA#RLEZS
wA.

REATEHRZINERE, B3-S @B EETHAEmBRL
AL,

WF AR RS RSB A R 6 5
FORZHRLAN T, B GPIIa/IIIb M THEAA XL B4
.

B IS TRAEALZFPEERHGHHERLLSE, %A
FTREF/RET TR ER: BRER, wbHBR, SWEE, 3hikeE
f, X, TR, S&HK, WE, FREBERRRFRAERE, RE
WA BRRERR, v, RE, BRHAER BRAAMERX, ARBEX
T, A, BRRKXAALSE AR (ocular histoplasmosis),
ARBEXTR, BXYR, BOUFAR , RHBELERRE, LFEK
%, RERBRAERRF, REBRAE, SEMAL, LB 4%
HERBPIBESGIIRGH 0B L.

B I RSB THABLARBEDEFRSY AR TRABLH
., A, FERXRCBERABHFRT.

CMAEXEZEALBAMNGER. REBLDHEFRGHREXTHES P.
Valentin-Weigund ¥, & Infection and Immunity, 2851-2855(1988)
Wi 6G 7 kR, |

HWTFTRAX IS WR T EGRESWHMNFEHZ oL L
R EGROGEE, SNTEAARKSHEZNA TEMNF AL E
R FeRk, FHAZECNERR, A, BBAHERK UV-TER

8 AR AR,



" am e a =

..............

B IS TRERYEEGRESIEH Fo Bt R o o HE R F
FEHBTHHERROT BN AL BRI TFRES R
B, A R ATERNEARE, He, BHEEGAEE, T

L%

wE, AZARRE.

LR PTEAFGEEARBREGBEERATARLS:

Ala

Arg

Gly

% 9,

Ac
Boc
CBZ = Z
DCCI
DMAP
DMF
EDCI
Et
FCA
Fmoc
HOBt
HONSu
MBHA

AAR
NH,
H,C —CH—COOH

AR

NH,
|
NH—CH,CH,CH;—CH—COOH
HN #
NH,

FER
H.N—CH-COCH

THAREEATEESL:
ik
HTAERL
FAREE
SHRLEBAL B
4~ E R Az
VA TVERK
N-ZLE-NN-(ZFPREEAFL) R -_E B
i
RAEER
-HEFRELE
1~ EEH =%
N-2 K 3R 36 Bt B B
4-FR X PR
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Me TE

Mtr 4-FR-2,3,6-=FE XL
NMM N-7 B "Gk
Obzl FAS

Oct FEbk

OEt %3

OMe -3

0tBu BT A&
POA * e tomit
Sal Kigat i
TFA ZRALR
Trt ZEXFE

R EREEABRTHEAESHIRFAABR, M EEPpTEY,
Blde, ABX IREGWGAS, QCEFMAILEBIAPECNGRLSY
(#lde, DLEX) . H5, KER, AfEAEX I4&HG85H,
T E S AERPERY THE.

AN G BLeEEXLRGES BT, Bp, AEKAARATR
REARRBLARLAERASHGENR, b, REXTHBRE, #
RFEREHeGEX I HEH.

XEROELIEFALSHSENTHRRITEY, #Hlde, £ Int. J.
Pharm. 115, 61-67 (1995) ¥ % & A% &k,

EAFRAMEGRERAIBECMNMEAC R LA,

AEXRAEFABRAZRL 1 AN I RSB AFLEGHEFT &, K
$AE T
(a) X III 4%

H-Z-OH I1I
EF

X
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0 OH
—B-C-N
H HN-A—
X
0L OH
—c-N
H HN-A—B—
0 OH
—N
H HN—-A—~B—C—

BX, A, BRCEARAEZR 1 LN,

HiB X 111 4B 65 R B &S L A IRAH & HF,

BRI REHAENIBAXERANLEEANCH—F AR
BHEBEAFERX, F/AARIALEREIRESGEX [ E

PR H A NG AR,

AEXHFTLE, REZA#HB, 22X X, A, B, C, R, R, m,

n, p, gz BABXI, II#4 111 b&52 L.

ALrERFXP, X4AkYH Hal ZE, ¥HAA2H ClXCH.
ErE@X T, REAF1-6ABRT, BLEPE, 2K, &
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A, AL, TE FTE #TEAIKRTE, BZEKE, 1- 2
-FETHE, 1,1-, 1,2-%,2,2-—FA /L, 1-24 874, a4, 1-
2-, X 4-FERE, 1,1+, 1,2, 1,3, 2,2, 2,3- K 3,3-=¥
ATE, I-R2-ZATE, 1-24-1-F4ARE, 1-24-2-FHRE,
,L,2-% 1,2,2-=F R RE. RAKANKERTE.

R', R, R R4k H.

R RABRFPREARBEETARITAES, #£3% N-FX, N-2 4,
N-FAE, N-FRXCFTESAED.

Hoh, EHMNEAREMBGTE, X, &%, TH, &TX,
HRERFRAE, - FHAHERTEY, £ TAE-NI-C(=NH)-NH,
AR E#TEE, X7P8E FEARAKCABREAERA.

RA= R4k, #lde, H, FPERCZA, B —FTHBFTEAIEL.

OR' ik, Hl4e, BEXFTEL.

COR' Zixsch, B FEA, Z8Xh, Huek, THA, X5
Ex sk,

Ar RFE, CTRRZARRKY, Kk wWE, LRAG, ¥5
HBFERE, -, B-XA-FEE, &-, A-ZA-ZEEE, &, |
~HM-ARAEE, K-, A-A-RR/EEXE, £-, A-ZA4-RTE
FE, F-, B-XA-ZRFPEEXE, K-, A-X-F2EXE, £-, 7
~RA-AEEE, M-, A-HA-KEAEE, K-, F-F-(-FPEE
B)ER, -, A-ZA-ZHBEXE, £, A-AF-CZRAFLE)
FE, -, A-RA-RAXE, 8-, W-FA-FARXEK, 4-, H
~HA-ZREFE, -, A-HAA-BEAEXE, £-, A-RA-FTAE
EEE, -, M-X-ZEEEEE, &, A-F-FARAELEE,
A-, A-FA-(BRFPLE)EE, &, M- (FAEETFTAEL)X
A, -, A-RA-(FTAEEACEL XL, &, B-HF-(N,N-=F
EaA)ER, -, M-H-(N-ZARRE)XE, 4, W-HKx- N, N-
ZCHARREE, -, R-RA-AEE K-, A-RA-REE A
-, B-HA-FEL, -, A-HA-CRFARE)EE, -, H-

7
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H-(RTFAL)EL, 4, H-Hxr-Fo&EEL, &- A-H-28
EXEE, B-, A-Z-mmAER, 4, A-IA-THREER, 4
-, A-HA-KBEAEE, F-, B-AA-(FHBREL)EL, & ”
“HA-RARERR, -, B-HA-FREAERR, 8-, E-R-FR
EAmAEE, -, H-A-FPHAEAEAZEL,

fFARPAR AR OESE, amit, THE XBzomi xv
B, TESE, POA, FEARA, z&BL, 2,2,2-=8ZE8 4,
Boc, 2-# AKX E, CBZ(¥X&L), 4‘»‘??%%%%, Fmoc, Mtr &
FE.

B IS HEREVHATFRSS, FERFESALARH
#hBX. BX I{EHalemAgREsX.

B, XAARNFARELEX I s, EPES—AHER
REAEERAZLHGLAY. DG —SERXERTATHFE
X Ia, Ib,Folc i+, A TAXI, BiLP

£lay, X £ H, REX Hal,
R', R 7 H,
m % 0,
& 3,
p,T 1, H
q £2%3 H
£ Ib¥, X ZH, RAX Hal,
R, R’ # H,

m % 0,
n Z 3,
P % 1,
r # 0, H
q £ 1, B



mm @ama  sava ansa

&£ Ic¥d, X £ H, RAHXHal,

Rl’ R2 "ﬁ'}gﬁn
~ ,H
f, » X
<" H
m Z 1,
n )%. 23
p, T £1, A
q 2.

BN I EWBEAFNEREBTRANG C I kP&, M
Ry HEGFT &k (Hde, A4REMNS Houben-Weyl, methoden der
Organischen Chemie [methods of Organic Chemistry], Georg-
Thieme-Verlag, Stuttgart), P AL BESTHAREGRAEE
HTRITEERHE. AXHBEAT, RETHEHRE, ENRAL
Wt BERXRE RAFR.

WRER, REDTRELE, WAFTHENALEREH TL
Bk, mAZA#FTT-FALFINEX I 4.

AR TS, A TERTESBE 14244
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o O
\/@ f__)k_)L_"". Ho~° soct H
v O"NH," NH,

MeO-~_;0 2 HOU=u@}
m 3. Boc-Arg(Mr}-OH NG,
“ NO,

NH, NH
Giy— Arg{Mtr)—Boc
v
Vil
MeQ O
1. HOV=u& It 1. RaNi
| ] NO, 2. 3R{E
2 or ]
oo TH HO o 4 Mtr Bk
Gly
L% H  (CHy
0 g7 -0 | Nm) q
Argihe)~ q=2 or 3

1¢



MeO Q CH, Boc,0 MeO o]
O =L
NH, NH-Boc
x p 4

NH-Bac NH-Boc A
xi HOOC
X
MeO-, fo : :cn,
‘BU-O (o] NH BﬁBOG
H-Arg(MIr)-Gly-O-'Bu \t Nii-Boc o Bud @
> N
N
o |
0
NH
N M
M H
MeO~_,0 CH, xu HO~ © CH,
HO 07 : NH 1. Bp ik NH
\ﬁ NH, 2. kK® Ox N
NH 0O ImriE
N N
5 N
0 o 1
X e
M
N -
xv B

11

------

asas aaaa




--------------

BE1PEEZS -[EA-3-Q-AAEXR)-AREAER ]. Org.
Chem. 25, 1785 (1960) &M F EMN 3-AEX TR, A_BP T
BREFE. LEREMGLESBNERAREGEEETRITAY.

BX ISR EERSBREHTHRALAX IITREHKRE. £
RAKAT, BEETEBAKSANFAS 5 RART, H, £
Houben-Weyl, 1.c., Volume 15/1I, 1-806 W (1974) P #4655 7.

BERELERKANALETRSA, B, BHL_FE, 4 DCCI X
EDCI, # %Mo@ RZAKRE (£, Angew. Chem. 92,129(1980)), =
FEBBEELYHR 2-TA-N-ZRELE-1, 2-=S8dk, AHHEHN
P, Hldo, ARBg S kBN LR, St DIF X FX 88,
Bielhy, E-FRAEAXXEENEET, £%-10 £ 40, £% 0
-30CERARBARE. AThER TS TFRAKRESHSTF AL,
RALERERTHITREE.

WEFERGRESH, REWRENLS4E 14 XZ .

RTHEAEX III444%, L TUEABX ITT SN iTEY,
HE MM ERGRR, RBRRALE, THRGIARSREFRENR
B, REE—BBLEETELEESEAEIK FANRE (Hlde,
A4 B o Houben—VWeyl, methoden der Organischen Chemie
[methods of Organic Chemistry], Georg-Thieme-Verlag,
Stuttgart). EFRXBREHERRER, #Hd, WA HOBt X N-2R
P BB K.

WBE, REAMBEEMN TS, SEABRKALDHELRLELSN
HAETHA, RAARAI=ZCTE, —FEERE, sboiddk.

ERAERABEEIRLER EENY, BREEIRLEEGHK
REIZRA LR LFREL, Kikdr, A, BSR4

BE, BAXIIIREBIHG. CTHECLGRESRF EHE.

XIS HLTEAIEN TR, LEZAHE, XEBFeMAE
BT A S Lk kT 3.

HENABTEHNIBREABORBIRIRERE-ARXEAHS

12
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REP/REE, EANENRPHEE /A LLGRAY, KR
%, REHRTENRTRAGFTARKERY ANRAY, Hde,
BXITTPRENNGSANR EH (XFR REABPFPE, Hdb,
Boc =, CBZ) #4b.&-¥.

REDG—FTRAERE, REZEFHHRTFOFHALEAREPA
s, flde, BT TREZEZAGSAREK-ELAAY (R
TROREEGRYFE) .

AREUITF I TAESANAIRAGERY ELAP/Z 2L, o
REEHBRPERR, ESEBATTARBERE.

RE‘KEARPE RAFCLOARREETHY (A Fma)
BERITLFRE, PES T PRAAESRTIHELFRAZIER
kel —RXEAALN, HBRRRKIBRRAGBE, F£,
FREATFTEIFRE. WTRARYEENMERE (REREA) &
BERE, BASEMNGERFPAIEAHENGEZE; 22, hikE
MEA1-204, BHABF 1-8ABRT. K& “BBA” EALW
BEPHEBEARKGER. COHMEARER, FEBWX, ¥
FHALFE BRI GABRGKL RHAXGE, ¥, REAEL ¥
FEAPHENRIREEZE. REDOSBEANH T AR > LE
E oAk, T FRERFEIESL FHERETEREAR
TEPBRE FaKBA POA; REAFEELTEAEL, ZEEL,
2,2, 2-ZRCAEX, Boc, 2-ZEZE; FRABEX P CBZ(“XE
A7), &-FEFEEL, Funoc; FEHBEw Mtr. KANEERY
£ 4 Boc #= Mtr, HZE €4 CBZ, Fmoc, FA T BE.

RiE “BEABRPL LABFCLHARAREETHLEERSN
ERE, BEST PRSI EFTINENFERBEIEE SR ESY
Ed., —BEEAAAALRARRIABRRGFTE, FREIBRE, 7
SfROERE. WTEEARPRAMERERAREMAF ARG R £,
A EMERFXIEAERNNGER, 22, RACHNSAH 1-
204, EHERLAE 1-10ARERT. REARPEASGHTAH, F&, o

13
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-AHEETERE, X-TEBHRL RTEAFSE, #HAKBTEAFP
RTH. COOHEBZRALRTEAENG B IXHES.

WREFRAGETFE, A TRABRKR, FH8EER TFA X &4
B, BLTRALEANBR LB RAR, AABAMER L
ANFTERBRHEAX I RS WAL RBESTED T HE R R, Tl
ABRERN, EREZLRAY. SEHHREENEALIAREN, #de
BRILER, BRI i kbR —ER, Bid DMF, ARBL_§ ¥
W, B TE, LEXFAHE, ALK, F5 LRENGRIH
CRGENY. ERMAZIGENY, RAERAT S TFA, HER
ALEBE 70% HRARA 91 RSB EIXER. EBEGREBEAY O
~H S0 CHRELBAATE L34, %4 15-30C (£32) .

A H Boc, OtBu#= Mtr Tk, #ide, KARA TFAEA_EFTRX
£ Mm% 3-5N HCl A="E ¥4 15-30C K%, Fmoc AHTHAY 5
~50% — WK, —TEX®"T DMF F&E&ZE 15-30CH£,

ZETERATRYVEABRHER, RARE, 28EMERAR.
WEREREEHIITHREE, #B TPA/10%E &S, THREHEY
i RABH=ZFFTE SR TFA/ETRX TFA/EREFTEN, 7
AHRE, KA, SBREGX7L#nE: miIRammMer
MEZXFPENBHRE.

S THROEYPE (4, CBZ AFA), A THALLERE
HANBET (B, FLEEALHNEERL) oL X XPLHE
MEMNAERREEN, IR, e, B FTEX LB E L DIF.
WE, AMAEY 0-100TH25 1- 200bar 655 5 FHAT, Hikh 20
- 30C# 1- 10bar. CBZ A HAMREHHS, #lde, £ 5-10%
Pd/CEFER FRER PR (KREEA) £ Pd/C LEFTE/DMF T 20-
30C &4 T #47.

B ISR TEARBLAALAGE R E, HieEBRE
ENTLBEERAFLEAREREABRGEXEN. HNR, TH
AR L THESENBRREATRRAANY. B THEALILE,

14
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T as emas Nasm azna

Bl AR, A0RPESIEARR, BRI LA, SL84,
A, ETHRAANR, KRB KR, KEE FTHEEBA, 45
HZEAEFERSAER, FRIAAR, Hi, T8, 2%, A%, ¥
KB, —TLRALE, A=K, %%, F-%, T58%, Li8, 2
B, BLoM, ¥RR, K4R 88 LXKk BR F8%,
T-RLHE, L858, 2-BL L%, £5t8, YTPE#%, X%
Fo— R, AHAAR. FAEBRTTHSHRE, Hi, T8,
TRTHEHR/HtBX 400,

A, B IREGHHBTARIERE SRS EI R L TREHN
EEAELE., ARBATAENLEA, HAL, &4, 7. &, Bhe
#, LR oERKRGER, e, —FE-, LA -_FELAEH,
$LE-, _LE-R-_FREEE ROE-R_nEEE, —F2
RLEZERE, F, RO, s HARAHMEABHRN L.

AEREFEHERBR 1 o /AL ERETESHENE
HPHM, FIRALEAFER, ALY, THAILEE VS —FHEAL,
BT /R FREREBAXGH, R EE, 5-FREFHLAER
o ELFRGEANEH K.

AEXRRFRESSA—HEBX I KEUP /AL ERLTHRE
MENHHHA.

ZXERMNTHREALABRLEANY. SENBENEAMRL
WA, ENETHEFH e, vR)RXEBELY, HFLARUR
AREHXLYH, BENAE5HLGWEE, Bk, HbH, FE
B, EREA_E, RL-_8, ZLBEYHE, BE, BB R
W, BREE, Fe, Lk, A, AM, Hi, afRiAH, K
£, B, BEHN, #BX, BT (Guices) RFAMNA T oRELE, M
ATEBRLSE, Fk, KRAHRERSKER, TLERFR, LARX
HABRTHRENSEYE, BHRE, LEABMNATAHIFLE. ks
WELTARKEETRFTH», ATHEGERNAN. AIFHHALIXE
/R TEABNAFN, GHHN, BENP/BRH, LALLM,

15
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RTIBasBEENE, GFHRK, EEH, Hixib/X—#HH 3#1
wERB R, B, —HXSHRLEE.

HTEAREFLY, TRASAHAERLAHETRE ST HHEHN
KEEMNREYH (e, COLREAR) PHBARE. 548K, Ak
WALT, FRASBTUARERLBIER, L TAFE—FHXE# 5
S E B ETRSHEN, A, L8, THHEFARAZSAEAER
"L,

B INEHBRE AR I TESHETAHEBREGWHAMNA T
BRAR HARATERBRER, aBBR, SHEE, ZUR,
kR, TR, S&H, B, FTRERE, XE, BREFLETR
BREGEREF AR,

BAZRIGER ISP/ A LB L TEZHRLATLE
ARIFREENARAFTLE, FAATHAEIEARABZRXY X,

AXHFALT, XRAVKIRTEBRER TEARLTHAGKRS
FEed, HHNREEMT US-A-4472305 P HE SIS Y, KA Y
0.05-500mg B 6§ H 2%, #HE 0.5-100ng HFHELEHREBA
%, AMEHRELAY 0.012ng/kg R EZH. HTH-ALEKEH
MRAHNE, BERAHAEHEAE, #e, FERALKLESHGIE,
BEOSE, KE, E—BRA, BEA, R, LGRS,
Hiuwk REAHBHAHPEZEFAROEERE. KE&EBFILH.

BRI HETASERTOREAR THE EPE#EE, 44
RTHEEBREGGHELX.

Ak, AKX I44%, ERHATALH (anchor) kX, #
o, HEHRE, 4B RABERAL.

SENRELUBAARESWEAN, RARLAFRE, XAKRL
FPRCEE, Hi, XABEGEBPHLE, BRER BT EH®,
FiBE, 2 TR L _%X Tentakel polymers®#5 % 4-4.

ATEBEZaHAMAEFREEIHARBERLFALLGELR
BAFEHFEY.
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L TR LETE I

B IREGHLSAESAAFRPSHERTIUIEZR L TE
BEBAAE. TRALCEGHRILFFTERNBIERRLHHSH
MukFHK. Kk, BANE#RREODELFERFIMNEEHA
Mk, SENHSNA, Hie, LFEHRGR, Fl, DiL
BAGBLR, —LBABELS, — KT8 ABEe%, 548, ¥
RB, ABRKSHAFERGEBRRPP-HERR. 5, 4
EAFAAFERBRIN (Hle, —HEAETSRAEEAHE8) Ok
FHAANRFARF S, SEGRBNE, A, OR/FAE/THE,
Hide vk 82:15:3 KBRILEG RS Y.

R, LTRAIRACERAAFERGREDEA LE 5735
AFERGEX 1LE4H.

EXETXY, HMARERRAET. £R22C. ETEHG L#E
B, “FRABRAE ZH: +REFL ALK pREEE #Harsd
HAEpHA2-10ZH, REZLFHGHER, AKX K TFRER,
SEANM, RRABRATE, 38, XX AePA2BREEER/
K&, RT= A HPLC LR G (54F), ZA&EZFHLST:
BF: Lichrosorb®RP 18(250 x 4; 5um)

ZBLA A 0. 1%TFA XX &k
#BLA B: 0. 1%TFA F 90%ZAE, 10% KRE#&
Aig: 1nl/44%
#E: 20- 95% B/50 44
A 215nm &R,
3k 2§t - M 4K 69 9 B AT i S T AT
Ji#% (MS): FBA (B BF X&) ()’

LA 1

17



Y canm Amak sxaa

NH,o
o
H

NH

%}&%ﬂ:%%% 88, 14s-IB

BRBE 1 HERFELARGRS)-3-AA-3-(4-FR-3-#L-
AER)ARTRGR S-IX). ¥EERCoF oAk, BR
(3S)-3-AA-3-(4-FE-3-HME-X LX) RRTHECS-INBREELE 2
6 EMFT ERERE Mir-RFeisdd 3S-££-3-G-3-[1-& ¥
AEETEE)-4-ME-IS-TA-RATHA]ABLEE)4-FALEL)
% B YV B (S, S-XIV).

IRAL

H 616mg Mtr—{& ¥ 654684 3S- R E-3-B-(3-[1- (B FEXRA YT
) -4-BE-IS-TE-REXAPHRE]ABRAA)}4-FEAER)RRYT
B¢ (S, S-XIV) % T 80ml DMF 5f A 800ml —E FRAR. HiLdhidH
2-20C H# & Kk FmA 300mg EDCI, 98mg DMAP #= 0. 176m1 NMM, & &
BHEA. FERKEHFFHAFHE 2000l F485265 NaHCO, &k 7
H. HEREFEE. F3 100ng B/, AH L HPLC Sk, &% 54k
J& , 71 5| 44mg Mtr—fR P 65 3R R 1L 4% (8S, 14S)-[8- (- A H &) -18-
¥ x-3,6912-w9 £ -2,7,10,13-9 & F X F [13.3.1] + L &
1(18), 15(19), 16-=%-14-X 1 Z % ¥ &, RT 26.1; FAB 716.

KEFkE Mr FFE

Wit &£ KOH/F & KR53 Mtr—R 47 #93R Kk L4 4 (8S, 14S) -
[8-(3-Mm A JH&)-18-F%-3,6,9,12-w H.-2,7,10, 13- & & XK
[13.3. 1]+ L8k 1(18),15(19), 16-=%-14-%]1 L &. & 25mg & L4

18
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44 ®wmEeAa msea mLTa

MET AL REA BUGZRLBRTHAATRREREIR. BERs
"REEZNTRSE, AALH A4 4 M HPLC %4k, 3 9.5ng
(85, 145)-[8-(3-M A m £)-18-F % -3,6,9, 12-w &2, 7, 10, 13-
® & XK [13.3.1]+ & 1(18),15(19),16-=Z H-14- L ] 2 &
(8S, 14S-1B). RT 20.2; FAB 490.

LHwp) 2 3
HO (o)
NH
O._NH
T
HN H (CHa)q
N
o
0
NH,
N® "NH
H
%ap 2(q=2):

M 85mg Mtr—4% 3 #9514 % (8S,14S)2-[8-(3-M X & X )-
3,6,9,12-v9 #,-2,7,10, 13-v9 & £ X 3K [13.3. 1]+ A8 -16, 18, 19-
EH-14-RICEB A, HREEM 1 HERFT ]S 14. Tol &) 98%=
BLBE L, 73 13ng % (8S, 145)-2-[8-(3-M A H/AL)-3,6,9, 12-
v §.-2,7, 10, 13-9 & X 3K[13. 3. 1]+ 8B -16, 18, 19- = -14-% ]
Z.8; RT 17.2; FAB 476.

L3 3 (q=3)

M 300mg Mtr—4& 47 &5 16 4% (9S, 155)-2-[9-(3-Mh X & & ) -
3,7,10, 13- £,-2, 8,11, 14-w9 K & A3 [14. 3. 1] =+ %% -17, 19, 20~
ZH-15-R1LE ¥, BREEM | SEMFE, F5H Ting &
(98, 158)-2-[9-(3-m k &H %)-3,7,10, 13- &2, 8, 11, 14-w & &

19
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R 3 [14.3.1] =+ #&-17,19,20- =4 -15-% 1 Z %; RT 18.3; FAB
490,

Lk 4

{-

K Mtr-#R ¥ 65444 (65, 125)-[6- (- EHE)-4,7, 10-= 4,
-2,5,8,11-99 & AR [11.3. 1]+ &-1(17), 13, 15- = -12-4]
LEI 4, BREXRN 1 GERFE, F3(6S,129)-[6-C-HEH
& )-4,7,10- = £ -2,5,8,11- v & £ W 3 [11.3.1] + & # -
1(17),13, 15-=%-12-%] L &.

EL#H) 5- 8: m
Oj,NH /
HN /
o)\ru
f%
(C|'.O)m

H-NANR




BREEAS | OERFESAT FARSH:

2EBE X C m n R' #= R?

5 H -C4rR-CH=CH-C 4¢-0 3 H

6 Cl -C4f—CH,~CH,-~C 4§ 0 3 H

7 CH, —CA4fR-CH,~CH,~CO 1 2 C{
~..H

8 H -C4-CH;CHCO 1 2 ¢
/C‘H

TH RAEMT ARG HHHN:

L4 A EH AL

L REBAF, H4A 100gBX I RSP g BB E—
&AM ON AMAE pH 6.5, R AL E, SEAEHIK, AL
BEATAETRIXAHA. BAEHIKFLHA Sng FHALS
.

L34 B #H
¥ 20g @ X I EHAS GRS YE 100g X 99815 #= 1400g T
TR R, BIABETPHELAF. HIRHNSA 20ng FHLESH.

LB C BER

M 1g B X I #¥44 %, 9. 38g NaHPO, - 2H,0, 28.48g
Na.HPO, - 12H.0 # 0. 1g fALF AL 940m] R EBA T H R ER. #
LA ZE pHG6.8, JFiMEE 11, REERXE. BRERTUARRRERS Y
EX: YR

EL#HD: H%E
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¥ 500mg B X, I FHA4SHYE 99.5g LLHAELBLE44TRA.

F3H B B H

W kg BX I EBAEH, 4kg LB, 1.2kg LA ERH, 0.2kg
BoF 0. kg RIEREGRAOMWEBREFATELEY, BHEE S 10ng
WS RN

LM F: SRR AM
XM TR&BE BhE, BBEFATEEAESE SHEEN,
HE, BRERPHEEN K.

L G BE
BEREFATER kg B I FHALS B S ETRERERE T, &
BAKRETSA 20ng EHLSY.

P H 23K

¥ kg BX I HEHALSHEOL REMAKFTHERRE, 5%
ZHR, ELBFHTAEATR FRXREAHA. FXEHLA 10ng 8
4.

L 12 BAREAN

K 14g BX T EFHAASHET 10L F35 NaCl X% P, FWEER
SEARLELETRGOTFRAZEINRTEEF. ERTRAERE
F. —RFH(F 0. 1nl)4a% T4 0. 14ng HH =
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