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1. A TR HARA LR ETHEZAGH:

Bit-Gly-‘,GIy-GIy-Arg-GIy-Asp-Ser-Pro—Lys-OH,
Bit-Gly-Gly-Gly-Lys-Thr-Ala-Asp-Cys(Trt)-Pro-OH,
cyclo-(Arg-Gly-Asp-D-Phe-Lys(N°®-Bit)),

~ cyclo-(Arg-Gly-Asp-D-Phe-Lys(N°-Aha)),
cyclo-(Arg-GIy-Asp-DfPhe-Lys(Ne-Bit-Aha)-Gly),
cyclo-(Arg-Gly-Asp-D-Phe-Val-Lys(N°-Bit-Aha)),
cyclo-(Arg-Gly-Asp-D-Phe-Lys(N°®-Bit-Aha)),
cyclo-(Arg-Gly-Asp-D-Phe-Lys(BOC-Aha))

2. BHHEHN, AREETLAEZV —FARAER 1 G444
P/ R—FREBEETRSHE,

SHRERAMNERIGKA Y FR/AA LB ETESHEA TH
EELZOWFMNGAE,

4. ARABAER 1SS HBELFREHLAELSTS.

5. RAIERK 1 ¥4 E EUSA B R F FACS 94+ A
HAREMERKRELG T B AREH.
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A ENED

AEXRFEXIGEHEFEH AR S
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Q

1y,

X¥

QR%HHE, XH-NH- (CH;) ,- CO-3%- NH- ( CHy)
n— NH,

R' % x-Arg-Gly-Asp-Y. A-Cys ( R?) - B - U &3 - ( Arg-
Gly-Asp-Z) , A+ ZANES QRAXEQAFAN AN F4EE,

xFy B ABIRARERELER -, = -, W-REKEL,
AP EASLAMImEA Ala. Asn. Asp. Arg. Cys. Gln.
Glu. Gly. 4-Hal-Phe. His. homo-Phe. Ile. Leu. Lys. Met.
Nle. Phe. Phg. Pro. Ser. Thr. Trp. Tyr& Val, B L& R
A ETHITAE,

AXRBLE, RAAspRARATH —AMAK: Ala-Asp,

Thr-Ala-Asp, Lys-Thr-Ala-Asp, Lys-Thr-Ala-Asn,
Lys-Thr-Gly-Asp, Lys-Ala-Ala-Asp,
Arg-Thr-Ala-Asp, Ser-Ala-Asp, Gln-Ser-Ala-Asp,
Glp-Ser-Ala-Asp, Gly-Lys-Thr-Ala-Asp,
Asn-Gly-Lys-Thr-Ala-Asp, Ile-Ser-Ala-Gly,
Arg-Ser-Ala-Gly, Cys-Asn-Gly-Lys-Thr-Ala-Asp,
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Tyr-CysrAsn-Gly-Lys-Thr-Ala-Asp,
Asp-Tyr-Cys-Asn-Gly-Lys-Thr-Ala-Asp,
Asp-Asp-Tyr-Cys-Asn-Gly-Lys-Thr-Ala-Asp,
Gly-Lys-Thr-Cys {(Trt) -Asp; -
Met-Adp-Asp-Tyr-Cys-Asn-Gly-Lys-Thr-Ala-Asp,
Asp-Met-Asp-Asp-Tyr-Cys-Asn-Gly-Lya-Thr-Ala-Asp,

BA#AAE, XA OH. Ala. Arg. Asn. Asp. Cys. Gln.
Glu. Gly. His. Ile. Leu. Lys. Met. Orn. Phe. 4-Hal-Phe.
Pro. Ser. Thr. Trp. Tyr. Val XA L RKEKAEXHG N - 744
Prad, RAZRATIH—BGKN K Pro-Arg. Pro-Arg-Asn,

Pro-Arg-Asn-Pro, Pro-Arg-Asn-Pro-His,
Pro-Arg-Asn-Pro-His-Lys,
Pro-Arg-Asn-Pro-His-Lys-Gly,
Pro-Arg-Asn-Pro-His-Lys-Gly-Pro,
Pro-Arg-Asn-Pro-His-Lys-Gly-Pro-Ala,
Pro-Arg-Asn-Pro-His-Lys-Gly-Pro-Ala-Thr,

A FPERER AA- Cys(R)-B-U. HEAAFBFREHE AKX
Ak,

REAH. Ci-¢%%. Trt. Dpm X Bzl,

U% OH. OR’. NH,. NHR°X N ( R?) ,,

ZE5EBIRAEEABELAR -, Z- AwKAL HPEAR
AAELTHH Ala. Asn. Asp. Arg. Cys. Gln. Glu. Gly.
His. Ille. Leu. Lys. Met. Phe. Pro. Ser. Thr. Trp. Tyr.
Val A M , LEKEBRETHSTE, LEEABBATERAG S Xidd a
- KA Fa - BELKAME, MBLKEE,

M*%NH (R*) - CH ( R®) - COOH,

R°AR - R'. R-RIR - R,

R‘#% OH. NH,. SH % COOH,

R°H Cy-g-BRAE,

ROH Cro 1 ERAFER,

RAC - EREXLAERE,
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RRAH. C; - ¢ A Cr-pEREER,

R*A C - ¢RA,

Hal # F. Cl. BrXI, A

nAl, 2, 3, 4, 5, 6, 7, 8, 9X 10,

PREFAEAFERNREARIALABITAWEL, Mk D
L ##HHT.,

WO 9415956 ( A B RGN A FZARELRHN ). WO09413313 (4
&4 LHRH R A ) X W09418325 (AW ELGRAHT) F+
F LR FLET EMG 2GRS

T.J.Lobl ¥ A Anal.Biochem.170,502(1988) % ¥ 32 %], # 7 &t
S BEERENE LEFTERS AT TR ED E4. £ DE 43
10643 . DE 4336758 . EP0406428 # WO 89/05150 ¥ + 4| L&k 2
FEIVIES EX- 23 3iAx

AEXRHBEGREABEAANEGRRAGITGLEY, 5|k
HBEATENHE PO . ACEAAX ISP NSERLAE
FRAAGEHENE, CNFNEATHEAERLSZGHAN. SNHR
HRTav, B ;XD s ELEOLHERARGMENR, Hohds
’E’é]}é*% p 3%‘3‘%@%#%%%‘. li’_‘%.b'ft’e‘%ﬁﬁ‘%ﬁ'é ayp ;. a
vBs. ayB . aybBegfa B s AXAK IHEATH, #P
J.W.Smith FA £ J.Biol.Chem.265,12267-12271(1990) ¥ Ff &£ &4 7 ik if
%

P.C.Brooks . R.A.Clark # D.A.Cheresh ¥ A f& Scicnce 264,569-
71(1994) PR AT o F X AN hE XS EG R EREGBLIARY
1B M.

P.C.Brooks . A.M.Montgomery,M.Rosenfeld . R.A.Reisfeld,T-
Hu. G.Klier # D.A.Cheresh ¥ A% Cell 79,1157-64(1994) ¥ 354 7 &
AP ERIER, ARINELERREGLEARGEBAF RS
69 7T fEobE.

X1 oo ashbRKNGMEER, bk
b hdpikakSAk (HBEG Ob/IIa) GAREZHER, KatEHh GP
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Ib/Illa #EMMEETHBERAIHES MY K. X - S THRLTUATRE
SR FAEEE:

BEARGEIN BT 24y HABAINZARE L BB E
A, BaDBE () aiid. HEaRETIFEYRYH
BEH, FEFRLRREG AR,

PBEETHRARTLER, NaA THhEarti—VHEans
#. BT BESBAL LG EZGRSBBEFG L LG hF %
BRSKRGELSHMS, Bt GPUa/IIIb ERMNFEAARNERBHE
I H M.

RERSHRAEAFRLEEGEH THAGERD R, AL THRE
Fot ot Bk, SHURE, FHEBA,. HHREFREL. X8 FA,
SEMm. BB, ETRBNRATAER. RRAERTAREZRE LA,
RHERLARERS. RETh, G4, RASKKEAR. LRAEBRE
¥R, FEAYE FAR FHEELEHR. YERHEOBR. FIREHEL
. FRB. RERBRERARF. A5dd. @fAR. A¥AZE
LHERE. S, ENEGoESIRTRENHEA.

EEANLEPHR. HAS, FERCERASSFARAEIL T,
XIS TRAALTEERDR. ERFAT, CMREAMNEA. TH
A P.Valentin-Weigund % A 4t Infection and Immunity, 2851 - 2855
( 1988 ) FHEGF HRELRLBERGRS.

TR IR agEEaR5 oI LG EEGR KGR
WS HEAN, BRTHENEARRSEHLE, ATATERE TR
B fe i, BALPEREARZ—ATHESZER L GLAA.

hAhHEaRESWHMNGX I SHETHRAEARTF A,
AFRREARERE LIPS A TR TG RIKNET
WE. “AdiiEied” GTEARNELEFARE KL B GHEN
R A T .

XA TIAFLAGEABALNEEATTAGRARAL:

Abu 4 -8ATR

Aha 6 - RATE
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Ala
Asn
Asp
Arg
Cys
Dab
Dap
Glp
Glu
Gly
His
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Ile
Leu
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Phe
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4 - Hal-Phe
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Tyr
Val
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MBHA 4 - FR-_FFEE
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OBut BT

OMe L
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POA (A TEHRE
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Trt ES & P
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QAR#HE, RA-NH- (CH;) ,- CO-%-NH- ( CH,)
n — NH

R'# x-Arg-Gly-Asp-Y. A-Cys ( R*) - B - UK - ( Arg-
Gly-Asp-Z) , X P ZAMELE QRAREQAALNE Aok,

o
S >=o
: N

L

]

X I ¥
L% Cl. Br. 1. #BSGRERFRESHG OHELH, X
(b)) HXIVRAESBEX VLI RITRLRS:
H - R (IV)
IV F
R' & x-Arg-Gly-Asp-Y . A-Cys(R»)-B-U 3% - ( Arg-Gly-Asp-
Z), AV ZAMEE QLI AQRALENS LW E4E,

H
!
S >:0
§ H H 0 Y,
Q./L
AVY
QAFRHAAE, XA -NH- (CHy) n - CO-%-NH- (CH,)
.- NH -,

LAH. Cl. Br. I. #EMXERDEESH9 OH LR, X

(c¢) AIFXEMNIBAXEHEFNFCMAL S RESTES B E
%,

/BB ABERIARRERRERREG X | LI AH R —#
.
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ELTXY, REAABE, ZAQ. R'FLHLAIEXIL. I
F I ¥ AE 4R .

EEREEXF, RERASFTE, X, FRAIRTA.

EREKAESEFTE, LA AR BTA SXRAFOL,
EREFEARBATRAIFLE. EREAZZSRAKRD 4 - BFL
FEHI-BTLEFR.

ZA-R-RYME#RA2-. 3-R4-BEFE 2-. 3-34
“REAFE. 2-0 3-R4-REFA 2-. 3-34-RBEAFA,
ERZE2 -, 3-R4-FEAFLE 2-. 3-H4-8EETR. 2
.3 -R4-HAEFLEAR2-. 3-KR4-FAXTA,

Qiith 6 -RATLRIARAL.

M4ty Dap. Ser. Cys. Asp. D-Asp. Dab. HZ£%.
AfHAME. Glu. D- Glu. Thr. Orn. Lys. D-Lys. 4 - £
AFHE- PheHd-KAFHE- D - Phe.

xftikk Ala. Asn. Asp. Arg. Cys. Gln. Glu. Gly.
His. Ile. Leu. Lys. Met. Phe. Pro. Ser. Thr. Trp. Tyr
X Val, Bk A
Lys-Gly, Lys-Ala, Lys-B-Ala, Tyr-Gly, Tyr-Ala, Tyr-B-Ala, Phe-Gly, Phe-Ala,

Phe-B-Ala, Tyr-Gly-Gly, Phe-Gly-Gly, Lys-Gly-Gly, Tyr-Gly-Ala,
Phe-Gly-Ala, Lys-Gly-Ala, Arg-Gly-Asp, Lys-Gly-Gly-Gly, Tyr-Gly-Gly-Gly,
Phe-Gly-Gly-Gly, Lys-Gly-Gly-Ala, Tyr-Gly-Gly-Ala, Phe-Gly-Gly-Ala,
Lys-Gly-Gly-B-Ala, Tyr-Gly-Gly-B-Ala, Phe-Gly-Gly-p-Ala, 4.4k, it %
Lys-Gly-Gly-Gly-Gly, Tyr-Gly-Gly-Gly-Gly, Phe-Gly-Gly-Gly-Gly,

Lys-Gly-Gly-Ala-Gly, Tyr-Gly-Gly-Ala-Gly, Phe-Gly-Gly-Ala-Gly,
Lys-Gly-Gly-B-Ala-Gly, Tyr-Gly-Gly-B-Ala-Gly or Phe-Gly-Gly-$-Ala-Gly.

Y ﬁ‘aii% Alal Asn, ABP: Arg: CYS, Gln,
Glu, Gly, His, Ile, Leu, Lys, Met, Phe, Pro, Ser, Thr,
Trp, Tyr- or - -Val, 4K ik A Tyr-2Ala,

Tyr-Asn, Tyr-Asp, Tyr-Arg, Tyr-Cys, Tyr-Gln, Tyr-Glu,
Tyr-Gly, Tyr-His, Tyr-Ile, Tyr-Leu, Tyr-Lys, Try-Met,
Tyr-Phe, Tyr-Pro, Tyr-Ser,

10
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Tyr-Thr, Tyr-Trp, Tyr-Tyr, Tyr-Val, Phe-Ala, Phe-Asn, Phe-Asp, Phe-Arg,
Phe-Cys, Phe-Gln, Phe-Glu, Phe-Gly, Phe-His, Phe-lie, Phe-Leu,
Phe-Lys, Phe-Met, Phe-Phe, Phe-Pro, Phe-Ser, Phe-Thr, Phe-Trp,
Phe-Tyr, Phe-Val, Trp-Ala, Trp-Asn, Trp-Asp, Trp-Arg, Trp-Cys, Trp-Gin,
Trp-Glu, Trp-Gly, Trp-His, Trp-lle, Trp-Leu, Trp-Lys, Trp-Met, Trp-Phe,
Trp-Pro, Trp-Ser, Trp-Thr, Trp-Trp, Trp-Tyr, Trp-Val, Asp-Ala, Asp-Asn,
Asp-Asp, Asp-Arg, Asp-Cys, Asp-Gin, Asp-Giu, Asp-Gly, Asp-His, Asp-lle,
Asp-Leu, Asp-Lys, Asp-Met, Asp-Phe, Asp-Pro, Asp-Ser, Asp-Thr,
Asp-Trp, Asp-Tyr, Asp-Val, Ser-Pro-Lys, Tyr-Pro-Lys, Phe-Pro-Lys,
Trp-Pro-Lys, Asp-Pro-Lys, Ser-Gly-Lys, Tyr-Gly-Lys, Phe-Gly-Lys,
Trp-Gly-Lys, Asp-Gly-Lys, Ser-Ala-Lys, Tyr-Ala-Lys, Phe-Ala-Lys,
Trp-Ala-Lys, Asp-Ala-Lys, Ser-Pro-Ala, Ser-Leu-Lys, Tyr-Leu-Lys,
Phe-Leu-Lys, Trp-Leu-Lys, Asp-Leu-Lys, Ser-lle-Lys, Tyr-lle-Lys,
Phe-lle-Lys, Trp-lle-Lys, Asp-lle-Lys, Ser-Pro-Ala-Ser, Tyr-Pro-Ala-Ser,
Phe-Pro-Ala-Ser, Trp-Pro-Ala-Ser, Asp-Pro-Ala-Ser, Ser-Gly-Ala-Ser,
Tyr-Gly-Ala-Ser, -Phe-Gly-Ala-Ser, Trp-Gly-Ala-Ser, Asp-Gly-Ala-Ser,
Ser-Ala-Ala-Ser, Tyr-Ala-Ala-Ser, Phe-Ala-Ala-Ser, Trp-Ala-Ala-Ser,
Asp-Ala-Ala-Ser, Ser-Val-Ala-Ser, Tyr-Val-Ala-Ser, Phe-Val-Ala-Ser,
Trp-Val-Ala-Ser, Asp-Val-Ala-Ser, Ser-Leu-Ala-Ser, Tyr-Leu-Ala-Ser,
Phe-Leu-Ala-Ser, Trp-Leu-Ala-Ser, Asp-Leu-Ala-Ser, Ser-lle-Ala-Ser,
Tyr-lle-Ala-Ser, Phe-lle-Ala-Ser, Trp-lle-Ala-Ser, Asp-lie-Ala-Ser,

4.4k % # Ser-Pro-Ala-Ser-Ser, Tyr-Pro-Ala-Ser-Ser, Phe-Pro-Ala-Ser-Ser,
Trp-Pro-Ala-Ser-Ser, Asp-Pro-Ala-Ser-Ser, Ser-Gly-Ala-Ser-Ser,
Tyr-Gly-Ala-Ser-Ser, Phe-Gly-Ala-Ser-Ser, Trp-Gly-Ala-Ser-Ser,
Asp-Gly-Ala-Ser-Ser, Ser-Ala-Ala-Ser-Ser, Tyr-Ala-Ala-Ser-Ser,
Phe-Ala-Ala-Ser-Ser, Trp-Ala-Ala-Ser-Ser, Asp-Ala-Ala-Ser-Ser,
Ser-Val-Ala-Ser-Ser, Tyr-Val-Ala-Ser-Ser, Phe-Val-Ala-Ser-Ser,
Trp-Val-Ala-Ser-Ser, Asp-Val-Ala-Ser-Ser, Ser-Leu-Ala-Ser-Ser,
Tyr-Leu-Ala-Ser-Ser, Phe-Leu-Ala-Ser-Ser, Trp-Leu-Ala-Ser-Ser,
Asp-Leu-Ala-Ser-Ser, Ser-lie-Ala-Ser-Ser, Tyr-lle-Ala-Ser-Ser,
Phe-lle-Ala-Ser-Ser, Trp-lie-Ala-Ser-Ser or Asp-lie-Ala-Ser-Ser.

11
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X. YR IEXAFTHREARPREREARIELTHITAE, £EAHN -
Pih, N-ZX. N-&"EA N-FERCa-VEITLEY.

FE Asp o Glu 894749, LA RBMBREGTE, TR, &4,
TH, BTE HAEARFEASE AE-NH-C (=NH) - NHL A
B E#komE XP8E. FTEEEAICREEARRKS Arg G674 %.

B, xPy L PHRIAGEARIAEBRELA L ThELSE
g aERY R,

ZHEAH M, FHhEH:

D-Phe-M, D-Trp-M, D-Tyxr-M, D-Phe-Lys, D-Phe-D-Lys,

D-Trp-Lys, D-Trp-D-Lys, D-Tyr-Lvs, D-Tyr-D-Lys,
D-Phe-Orn, D-Phe-Dab, D-Phe-Dap, _D-Phe-D-Orm,
D-Phe-D-Dab, - D-Phe-D-Dap, D-Phe-4- F A FHR  -Phe,
pD-Phe-4- £AFHA  -D-Phe, D-Trp-4- X PR ~Phe,
D-Trp-4- § A FH% -D-Phe, D-Tyr-4- H L P4 -Phe,
D-Tyr-4- X P}  -D-Phe, D-Phe-Asp, D-Phe-D-Asp,
D-Trp-Asp., D-Trp-D-Asp, D-Tyr-Asp, D-Tyr-D-Asp,
D-Phe-Cys, D-Phe-D-Cys, D-Trp-Cys, D-Trp-D-Cys,
D-Tyr-Cys, D-Tyr-D-Cys, Phe-D-Lys, Trp-D-Lys,

Tyr-D-Lys, Phe-Orn, Phe-Dab, Phe-Dap, Trp-Orn, Trp-Dab,
Trp-Dap, Tyr-Orn, Tyr-Dab, Tyr-Dap, Phe-4-{F A wH -
D-Phe, Trp-4- KA FH -D-Phe, Tyr-4- A PR -
D-Phe, Phe-D-Asp, Trp-D-Asp, Tyr-D-Asp, Phe-D-Cys,
Trp-D-Cys, Tyr-D-Cys, D-Phe-Lys-Gly, D-Phe-M-Gly,
D-Trp-Lys-Gly, D-Trp-M-Gly, D-Tyr-Lys-Gly, D-Tyr-M-Gly,
D-Phe-Val-Lys, D-Phe-Gly-Lys, D-Phe-Ala-Lys, D-Phe-Ile-
Lys, D-Phe-Leu-Lys, D-Trp-Val-Lys, D~-Trp-Gly-Lys,
D-Trp-Ala-Lys, D-Trp-Ile-Lys, D-Trp-Leu-Lys, D-Tyr-Val-
Lys, D-Tyr-Gly-Lys, D-Tyr-Ala-Lys, D-Tyr-Ile-Lys,
D-Tyr-Leu-Lys, 4Eik4 M-Pro-Ala-Ser-Ser.

XIHWEHTERELA -AXEATHY G, BUELEZSH LA
BAEBX. X 1448 aiEmAResyX.

MEk, AEBAELEFEY—AMRBARA L EATEAHK AL L
GX 1o, FohbaswaTH TN A EIfAT, SNNAET

12
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AL, EPAZXHEARKT FAEGEN,
Ta Q Q I'ﬁ"éﬂ .E

# X-Arg-Gly-Asp-Y;

Ib Q 3 -NH- (CH,)s-CO- H
R # X-Arg-Gly-Asp-Y;

Ic Q # -NH- (CH;)¢-cO- H

R! A cyclo- (Arg-Gly-Asp-2) ;
Id Q A -NH- (CH) s-CO- H.

R 3 cyclo- (Arg-Gly-Asp-M);
Te Q A -NH- (CH;)s-CO- H

R 3% A-cys(R%)-B;

1f Q 54 -NEH- (CH,),-CO-,
R! 3% X-Arg-Gly-Asp-Y H
n 41, 2, 3, 4, 5 or 6.

XN 16944, UAEEECNOREY, RACEHFEHEH,
o £ XK ¥ £ (440 £ 47 & % 459 Houben-Weyl,Methoden der
Organischen Chemie ( & # 4 F 5 1 ( Methods of Organic
Chemistry ) , ( Georg-Theime-Verlag.Stuttgart ) , L X R A48
FERTHRIAGAEGFAHTHT., ETHARAEAI P R FE@IIG
Sty B 7 ik

PREZ, REVALTRELAR, BRAFLAREZRSHTHRE
MNorgbkmREEX—FTREFEXT1GLEH.

HKZBEHEX NS EX M AKESHREBEREFTX 1444,

— & &kH, XNFXIMALSHRALH. PRENFRA L,
W TSk F.

XIS HFHEL - CO - LARBLGER, HAAKBT.
HHERRESFREFES. EAVNBRALEE TR THEALEAGXERE

13
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£ XH Y LAILE (/£ Houben-Weyl,Methoden der organischen
Chemie,Georg-Thieme-Verlag,Stuttgart ) . FHEEHERHKEEX, #d
@it mA HOBt &, N - BRF#ABRTE. LAEZXAH. Cl. BrX-
ON - 3368 ¥ fik.

— A, ERESMNELT THHEEANTHARE, KL4H4E
EARNK, OB, —TERRER RRAEAILEHX INIHEL
p3: %

BARAANGRABLEIRLILEEAANY. 8 FRAHE,
RBEEIRIERGBRGHE, Kikdr. A, FRE8G L.

REHERETHAGES, —RENLSHE 14X, EEBREAHY
-30° £140° , #@FAH-10° £90° , LEZH0° £70° .

EEHHERENAHTAER, Tk, a8, X PEXTFE;
SRR, WZRTEK. 1, 2 - ALK WATER, EBHX=—ATK;
B, V8. L&, tA%. ERE. ETHEARTE, &, L&,
—pAAM. WwE%® ( THF ) 3 —%R; TS, L -_BETE
RELE, LB V8, B, ABXATH, Rk, Ll8E. —7F
ACBEX—FAFESE (DMF); B, 0K ZA, w-_FREHR
( DMSO ) ; —BMHK; &R, P TRILE; AENLEYH, AT
RRMAR, & PLBRLUE; K XERXRENGRSH.

ATRAERFX VA B EX VRSB EFEX TEH. X1V
Fo VRBUSY —BRCEY. wRXENFALEN, HTARALLHEF
R,

XVitHdeiEt- CO- LABMBLGER, K hRBE.
HAERBOFR AR, AEVHBRALRE TR TELEAGXERE
L L& F AL (&4 Houben-Weyl,Methoden der organischen
Chemie,Georg-Thieme-Verlag,Stuttgart ). L4t&% Cl. Br & - ON
- 3348 T B,

TEEX M2 HFX N LA HEBEARNEENA., ZE. &
MNELEHTHAXIVEXVASHHRE.

1 R'H x-Arg-Gly-Asp-Y 3 A - Cys(-R") - B#§X I ZHF#&

14
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o HAETER L THEHF: EARRSCANELE—F, K4 E4H
REGUSBEAELEEFE N - ARBRPHREALFANGHRFB/E, Sf
EEFEHRTIARRBELHEHF - K.

’ T8 AJonczykt # J.Meienhofer £ Peptides,Proc.8th A.mPept.
Symp.Eds.V.Hruby and D.H.Rich,Pierce Comp.IIL,P73-77(1983) ¥ A&
# % kX B 5 & Angew.Chem.104,375-391(1992) ¥ A& £ 4 o9 B K 47
BAa-A. R ik,

ATESRELERPRG TGk, ALEMBRANEYE4AE
# F F KX Merrifield ¢ B 48 & & % ( BF Gysin and
R.B.Merrificld,J.Am.Chem.So0c.94,3102 ff.(1972)) ¥ At 6§75 H 41 & X
15X IV FHLBEREH.

T B & 4 = DE 4310 643 X Houben -Weyllc.,Volume
15/11,Pages/to 806(1974)F Fri£ #45 sk KA KB F HHE B LT R AKX
- ( Arg-Gly-Asp-Z ) 83K X I F IV #5-%4.

BEEMNIBALRAKFRELEHTHX 1 LEHMARE ST
A ¥ b B HCGE k.

ATEMNIBREBGKLARIE Y ZXM—RAeH, SNELE
FEMETFXI, ERREYEYREP/RBEERKT —AXEA S
EA SR A, RANRERPEZRTSRETRFGH, Alsis
FXI2ANHRERAHENRT NI, AH (X F RAREEHF X, wBOC
% CBZ ) #4té-#.

LEAGREDEAERARFEASRTERATH H RTF90EH,
et B TXI, 2 R0 - (X (X PR ABEBRFE)HFKRTERE
EeiLeH.

EREBSFFPELTRAELESARAXLAGRP RAP/AE
A, wREIBAAGOGEPEBRARR, HAKHSHATIRCNARY
W,

K& “RARPR REGRpY, BETRY (HpR) RELT
FERBEESTTRAECAMENAFRAARTELH THREIGLH.
BHHXELAAOERBRAIRABRE. FE FRAXATERFRAL.
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HWTREKPEALARERE (RABAF) BHEL, BRERAFK
NHREE. FXBEEEAL - 204, AER1 - SARBRTFHEY
k. 5hFEine ‘BA” RARESL. ceERakE. FHK
. FHRAEKRAZBEIFEGBEL, LAIREEL. FRAELAUAR
FREZE. ZEMANHTFOERRL, LB, AEXTEH: IR
B, WmE B FHA ETHRITES FERERRL XA
L&, REEX, TEEL CTAEL. 2, 2, 2-ZRTEEE.
RTEEALA (BOC) X2 - ARZAEL, AFRELEL, FEER
(CBZ). 4-FRAFAZEE. 9-HAPEEL ( FMOC) F £
BEA, e Mir . £ 2 AERP X R BOC#H Mtr, A% CBZ, Fmoc.
FEPOEBE.

RiE “BARPRA” LALRB oY, CABETHRYPEAL T
FRREEIFTRECREAEGHERLFRBIRE LIRS TR LA
B, ARG XERAR ERMRIAGARRIRAFLA. FREAIBE
RERE., BTRAGPRALEMEORLFRABERRAEANEXEBER
£, EHEBRERKIFRES AZAEAL1 - 204, LXZ1 - 10
ABETHAR. RARPRAGHTORFE -AEAXTFRE. &
- PxSgnE RThAfCmE AAARGORTFASRTE. XLK
& Ao B8 7 6 COOH A AL AR TEE (4= Asp(OBut)) &
.

BEFEREFAGAR, TARRGFXEX TS HALAE
B AB P EAEE ARARE AARZRALRAHAKLE, <
LTRALEHBANE, FLEIAR BARER, P (L&
REE, WwESABIAN - FTESR. F—HERENSALELTERY,
EHRERLES.

EAOERENEAIAREN, PLRFER, WEAXHD
( THF ) 38558, —FAF8E ( DMF) F&8&, —R{FRF
AR, AATE. LEAFARSE, K ERBHARGHLR
T, ZRLEBAARARMALCENOHATEERA, HAK
ENLERFTOSHEERG9: 1 RSP HBARA. ATERPRE

16
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HEREAAHO-S50° BARFH, KEE15-30° (£R) .

BOC. OButFMtrXHHERAE15 - 30° AZRLEH TR
BERIMAY 3 - SNHCl 5 —ERERHRE. FMOCEHATE 15 - 30
C HS-S50%M_Fh., —LEX%REY DMF ERBE.

TREZXATARPALR. RARE. FRBEEMERABTFAL
B. REMELATHOXAABRAPEAGR LI THRARARMER, S A
TFA/10 $ X ABRLER TR A LER ALK LR =X 7R, L4H
TFA/E P& X TFA/XRAPRE, =X FE XM His. Asn # Gln
Lk, mAMRM Cys ERE.

RS EARREIORYA (Hide, CBZAFA)HEM, #le, &
EEAH (He, FLEMEALNpE, KAANRERTEREREL) 54
THALFERRE, AZXF @, EEAEMNARE LML T, 5
REPTHERLE, IBELDMF. SBAFRAAEAXS0 - 100 THER
ETHXY1-200C8ENT,H%EAE20-30CH1 - 10 &F £,
Hlde, CBZAWMERBKAFKERT20-30CHS5-10%Pd - CEYF
BPXAPRE (K% H,) TPd- CLETH/DMF ¥ %K.

ARTHX I GBI BENENRE, A TREFEGHRIE
EHBEEMN LB TRE, REAL. HANERABRRBGETAREES
A4 TRSHENR. A, TAEAHLIEGEHZRR. A
B, SHBRAPARIEALER, BEPIRR, KAZE PANK X
SIRMHK., K, Tk FEEILHOE-RZARKR. HBAA
&, Hld, TR, LK. OR, HER —LELER AR, AHE
Eo&. TOE. L& LK. BB ¥RE. HHER ALK
RAhsh. BE. FBR. TREXLHR. L-#&. 2 -#ATH
%, X838 STERER. E—BBRFE_ZRRPALEER. 54 HE
PRGEBSHBEBRGE, Aotk REAARSER/RLLX ]
/e¥.

Hok, BHERBEAEX [ HRERBUR—FECHER L THI
AEBEREL. RANEEQETA. . 4. Hgd, TARKAEK
%, o PAEE —AEER—FRkEE $LBEE L

17



96112598. 5 oM P E16/37Tm)

BELR —Fai&ld XOAREP_RLAEE, —FRAILEA-
&8, ZAH P, EHERIBMEARE R E.

XIHABERAB L TRSHETATHESEDHN, LAZ
BT FFREE. ENTHEF—HEKR. RAEP/RFRKERR B H
—REUBRGEGHNELA, PRERXETRA-—FHASIHLCERLS
2.

AEXPEFEALSY, LERHHHN, TS EF—HX 144
B /R —F R AR TR S,

REHMNTHAIARGREHER. TRORAREATHE (b
o). FRAXERLEIUABRAREFTALELXE5HZHBARE
HENIANB R, k. HIH., FAS RL-8. ZLBHds.
i, B sY (BB, EREE. BoPhrik. R H.
A, AaRAM. KE B BEHN. BX. ERAFBMNTATOR,
BHATRTERLE, Bk, LARBRAERREFR. LERIHA
W TATERELE, 5. AH. AHMNTATHRLE. AXHH
B ETHAET, MEFASATHTRATHEELRH .

BAKELTRTAHLYE. MMERNMNTHXAR/RSAHHN, R
AH. GAMN, BETHA/REBRAN. L4, PREEEGE. 54D
K. E&HN. ARANP/RFEDR. REFTE, cMETLA—HXS
HECEBRDR, w—#ARSHELE. FTEAMNTEORAS Xk
#H, TARALAERTAEF THAAKREZXALRESY (Fi, CO;
JAEAE) HERDRGREN. AXHH AT FRD REE 2 EHL
BHAKER, TUAEBEA—HXSFHIGEEETRSHEN, #
o, LB, THRABRFTHRABEABRAMNER.

X I HARXEE LY TERSHETHEALLSTOWHAMNA THH
ER, AEARBHLEARER. b HBR. SHEE oK. 7
prskd, ME. TRERAR. REPRZE.

BEALVOIHEFTESEC OO R L L TR % 48 £M
R, HMNAATEAEUS - A - 4472 305 ¥ AR 6404 B AR 1L
GFERA, KAHHERXLEHNEEE. 0.05 - S00mg , HAE
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0.05 - 100mg. #XHEHXALKL 0.01 - 2mg/kg h£. {22, HA44%
RAAGHKEINERETHSBAEL, Hlo, HAGKHZESYEGH S,
8. KE. BEG—FKRE. B, S48 2858982,
BE. BHHLSREAREGSEN. EREARARZLENY.

XNIHUEHETATINAEDFFSFESF. CHAGREY
FRAEBEZORADEIZAOHBAAASHHES. E.ABager #
M.Wilchek #£ Mtheods of Biochemical Analysis26, 1 - 45 ( 1980 )
(L#k 1) FRRBETAMERED TR QRSP HEA.

RIS BB THARLSFTORERB TAEFEMENE, A
RTHELELSEZO. BROUEF i ELEk 1 FHAENGT ETHA
HWREBEZG LG REAEX I HLLHGE LM, B, £XFak
RBEFEHFARAL, TEEREGIK, LK.

EEEROBBEMARERCFT AR SO AR EALR F
KB EERESHH, THAXKG S B %%. Sepharose X
Sephadex®. & EE. AR LA KHEL P X Tentacutar® B4
4.

RIS BLTHARED ERAR LGS E#RLH A T ELISA
BREMXXAT FACS (R AFRBR ST ES) 2 .
M.Berger,Biochemistry14,2338-2342(1975)it 8 T AR 28 & ki R
%% 4. VUHolmkov-Nielsen ¥ A & Journal of Chromalography,
297,225-233(1984) F it K TH AR AW E/ITAN LARE G 1gGC R 478
B4 &4 ( ELISA) .

J.Gao # S.J.Shattil £ J.Lmmunol.Methods 181,55-64(1995) ¥ 3T 3%
T —# ELISA %, ChILMrHELSE G o« [Ib B I FHHHR.
LA TABEAG AL ZE O REATER.

G.Schmitz # G.Rothe #£ DG Klinische Chemie Mitteilungen
24(1993)No.1,Page 1-44 Tt &K T A3 dn g T A W S B 6
BER. ‘

XIRAHETRT A ERE (RTHEHRE AFM ), 2AX
Bk - SHERIOBRE. BALLERRAVEEGHAX I HLEHE

19
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P46%. ShAEARERELSZEL4K. ELFlorin FA%L Science
264,415-4171994) F B T R A B EF ARG A Z R R EL LB E4 8
FEZRGELT.

EFXPHABRENAT, Ee@ Ay “FREBEHSH" 245 =
RLEFERAK, R LERBLTHGAXEpHAYE2 - 10, AL
BRLEX—RKTRER, HSE, AWBARARATHRIFEL, AR
WK EN /R HARTEN. RIAREER L, Zdi: LBRTE
/PE9: 1.

Re HETHEZEATHAEREE (54) .

CA)

#: Nucleosil 7C18 250 * 4mm

HBLA A, 0.1 % TFA KE&

HBAH B: 0.1 % TFA LH#HE®

Ai¥E: 1ml/min
#AE: 20 - 50 % B/30min
(B

#1 /A 0.3%TFA ¥A 1mVmin # % #% f Lichrosorb® RP Select B(7 »
m)250 x 4mm L E SO 54 AHR0 - 80 % 2 - ABKERFEK.
ccl
#: Lcchrospher(S 1 m)100RP8 125 * 4mm
HHA A 0.01M B84 ( pH7.0)
A B: 0.005M B&&4 ( pH7.0) /60 % (4h#R) 2 - A&
#if:  0.7mlimin
BE: 1- 99 % B/50min
Ki#E(MS): EIl (£FRELE)
M
FAB () R-T4i%)
(M+H)"

DMPP - #ig&K 44 - (2,40 FEEAXELTL) XEEANME,

20
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CR—FTAEGAMETRP U RO RE B KBTI,

LA 1

3% 0.6g Fmoc-Lys(Boc)-OH & T 100ml —K ¥R, WA 12 4§
DMPP - # . 1.4 ¥ HOBt# 1.4 ¥ ¥ DCCI, #¥RA4H TR
BH 1208, BEEHN, 74 Fmoc-Lys(BOC)-DMPP-# 5. £ —Ak4
BAY, R EHHBEP M EASRE Fmoc-Pro-OH 5 H -
Lys(BOC)-DMPP-# Ji§ U#) %= /DMF ( 20 % ) 2k Fmoc-Lys(BOC)-
DMPP-# s L&) %4. TEETH A DCCI/OHBt #4788, 5%
Fmoc-Pro-Lys(BOC)-DMPP-# 5. (43, M/GEHR % Fmoc £ %, #
AEINOEBEERTE LTI %%484E5 Fmoc-ser(But)-OH .  Fmoc-
Asp(OBut)-OH . Fmoc-Gly-OH . Fmoc-Arg(Mtr)-OH . Fmoc-Gly-
OH. Fmoc-Gly-OH . Fmoc-Gly-OH #= Bit-OH % %%:

- B%%/DMF ( 20 % ) B3 % a - K4,

- AV ALBERE

- 5 Fmoc-& X & & Bit-OH L &

M ¥ 5% 3 Bit-Gly-Gly-Gly-Arg(Mtr)-Gly-Asp(OBut)-Ser(But)-
Pro-Lys(BOC)-DMPP-# 5.

A CF;SO;H/CH,Cl/H,0 #ZF#Z W, &% Bit-Gly-Gly-Gly-
Arg(Mtr)-Gly-Asp(OBut)-Ser(But)-Pro-Lys(BOC)-OH .

A 2N HCl 8§ — B R AR BERPE, FREIEZHN, KELBET

TFA/CH,Cl; 3 A Et,0 &, #id RP - HPLC HATseil. 73
Bit-Gly-Gly-Gly-Arg-Gly-Asp-Ser-Pro-Lys-OH x 2 TFA;

RT [B) = 12.14 FAB 1056.
£ 2
Ex#&4 1 £, 3% DMPP - @& 45 Fmoc-Rro-OH .
Fmoc-Cys(Trt)-OH . Fmoc-Asp(OBut)-OH. Fmoc-Ala-OH. Fmoc-
Thr(But)-OH . Fmoc-Lys(BOC)-OH . Fmoc-Gly-OH . Fmoc-Gly-
OH . Fmoc-Gly-OH # Bit-OH /&8, 3|

Bit-Gly-Gly-Gly-Lys(BOC)-Thr(But)-Ala-Asp(OBut)-Cys(Trt)-
Pro-DMPP-# 5.

21
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EREEe, mEaPEAfea, FI:
Bit-Gly-Gly-Gly-Lys-Thr-Ala-Asp-Cys (Trt) -Pro-OH x2 TFA;
RT ([B] 27.6; FAB 1273.

£pt, AL DMPP - WKL THRSEKRAES, TH3F34
B =4

5 Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OE,
Fmoc-Ala-OH, Pmoc-Thr (But) -OH, FPmoc-Lys (BOC) -OH Fo
Bit-OH R K, #F3|:

Bit—Lyé-Thr-Ala-Asp-Cys (Trt) -Pro-OR;

5 Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp (OBut)-OH,
Fmoc-Ala-OH, Fmoc-Ala-OH, Fmoc-Lys(BOC)-OH #Bit-OHE &,
7% %)|: Bit-Lys-Ala-Ala-Asp-Cys (Trt) -Pro-OH;

5 Fmoc-Pro-0H, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Thr (But) -OH, Fmoc-Arg (Mtr) -OH #Fo
Bit-OH;)j’LEL’ {"‘f.flj;

Bit-Arg-Thr-Ala-Asp-Cys(Trt) -Pro-OH;

.5 Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,

Fmoc-Ala-OH, Fmoc-Ser(But)-OH # Bit-OH g 5, #%%|:
Bit-Ser-Ala-Asp-Cys(Trt) -Pro-OH;

22
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5 Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,
Fmoc-Ala~QH,  Fmoc-Ser(But)-0ORH, Fmoc-Gln(Trt) -OH #o.

Bit-OH g 5. 3|
Bit-Gln-Ser-~Ala-Asp-Cys(Trt) -Pro-OH;

5 Fmoc-Pro-OR, Pmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Ser(But)-OH, Fmoc-Glp-OH ﬁszit—OH/i;_tz,
{4 %]: Bit-Glp-Ser-Ala-Asp-Cys (Trt) -Pro-0H;

5 Fmoc-Pro-0OH, Fmoc-Cys(Trt)-OH, Pmoc-Gly-OH,
Fmoc-Ala-OH, Fmoc-Ser(But)-OH, Fmoc-Ile-OH #Bit-on)i&’
f§%|:Bit-Ile-Ser-Ala-Gly-Cys (Trt) -Pro-OH;

5 Fmoc-Pro-0H, Fmoc-Cys(Trt)-OH, Fmoc-Gly-OH,
Fmoc-Ala-OH, Fmoc-Ser (But) -OH, Fmoc-Arg (Mtr) -OH Fo
Bit-OH g &, 3

Bit-Arg-Ser-Ala-Gly-Cys (Trt) -Pro-OH;

5 Pmoc-Pro-OH, Fmoc-Cys(Trt)-OE, FMOC-Asp(OBut)-OH,
Fmoc-Gly-OH, Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH  foBit-OHR N,
%) Bit-Lys-Gly-Gly-Asp-Cys (Trt) -Pro-0H;

'l Fmoc-Cys(Trt)-0OH, Fmoc-Asp (OBut)-0H, Fmoc-Ala-OH,
Fmoc-Thr (But) -OH, Fmoc-Lys(BOC)-©H : #f Bit-OH g &,

% %|: Bit-Lys-Thr-Ala-Asp-Cys (Trt) -OH;

' B Fmoc-Thr (But) -OH, Fmoc-Ala-OE, Fmoc-Pro-OH,

Fmoc-Gly-OR, Fmoc-Lys (BOC) -OH, Fmoc-Eis (Trt) -OH,
Fmoc-Pro-OH, Fmoc-Asn(Trt) -OH, Fmoc-Arg (Mtr) -OH,
Fmoc-Pro-OH, Fmoc-Cys (Trt) -OH, Fmoc-Asp (OBut) -OH,

Fmoc-Ala-OH : ¢ Bit-OH g s,

23
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a)% Al TFA #= 10 % 3B LMy A, F3:

Bit-Ala-Asp-Cys-Pro-Arg-Asn-Pro-His-Lys-Gly-Pro-
Ala-Thr-OH; '

b)% A TFA# 10 % ¥ AAFREABEYF A, F3:

Bit-Ala—Asp-Cys(Trt)—Pro—Arg-Asn-Pro-His-Lys-Gly—
Pro-Ala-Thr-0OH;

"5 pmoc-Thr (But) -OH, Fmoc-Ala-OH, Fmoc-Pro-OH, Fmoc-
Gly-OH, . Fmoc-Lys(BOC) -OH, Fmoc-His(Trt) -OH, Fmoc-Pro-
OH,

Fmoc-Asn{Trt)-0H, Fmoc-Arg(Mtr)-OH, Fmoc-Pro-OH,
Fmoc-Cys (Trt) -OH, Fmoc-Asp (OBut) -OKE, Fmoc-Cys (Trt) -OH,
Fmoc-Thr (But) -OH, Fmoc-Lys (BOC) -OH, Fmoc-Gly-OH  #°
Bit-OH A_H,

a)% A TFA # 10 % X AR A RELF LN, F3:

Bit-Gly-Lys-Thr-Cys-Asp-Cys-Pro-Arg-Asn-Pro-His-
Lys-Gly-Pro-Ala-Thr-OH;

b)% A TFA # 10 % X AXFTREMEY A, F3:

Bit—Gly-Lys-Thr-Cys(Trt)—Asp-Cys(Trt)-Pro-Arg—Asn-
Pro-His-Lys-Gly-Pro-Ala-Thr-OH;

%5  Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH, Fmoc-His(Trt)-OH,
Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr)-OH,
Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut) -OH,
Fmoc-Ala-OH, Fmoc-Thr(But)-OH, Fmoc-Lys (BOC)-CH #o
Bit-OH F_M,

a)% Al TFA # 10 % XS EMRP AT, 73

Bit-Lys-Thr-Ala-Asp-Cys-Pro-Arg-Asn-Pro-His-Lys-
Gly-OH;

b)% A TFA # 10 % XA X FREBEP L, F3:
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Bit-Lys-Thr-Ala-Asp-Cys(Trt) -Pro-Arg-Asn-Pro-His-
Lys-Gly-OH;

5 Fmoc-Thr (But) -OH, Fmoc-Ala-0OH, Fmoc-Pro-OH,
Fmoc-Gly-OH, Fmoc-Lys (BOC)-OH, Fmoc-Eis(Trt)-OH,
Fmoc-Pro-0OH, Fmoc~Asn(Tr;)-QH, Fmoc-Arg (Mtr) -OH,
Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp (OBut)-0OH,
Fmoc-Ala-OH, Fmoc-Thr (But)-OH, Fmoc-Lys(BOC)-OH #9
Bit-OH K &,

a)% A TFA# 10 % X EBE P A, £3:

Bit-Lys—Thr-Ala~Asp-Cys-Pro-Arg-Asn-Pro-His-Lys-
Gly-Pro-Ala-Thr-OH;

b)% A TFA f= 10 % XA X PR EMEP Lub, F3:

Bit-Lys-Thr-Ala-Asp-Cys(Trt) -Pro-Arg-Asn-Pro-His-
Lys-Gly-Pro-Ala-Thr-OK;

5 Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH, Fmoc-HEis(Trt)-OH,
Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr) -OH,
Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Thr(But)-OH, Fmoc-Lys(BOC) -OH,
Fmoc-Gly-OH  #a,Bit-OR R M, )

a)% A TFA # 10 % (X Bm 2 ey i, F3:

Bit-Gly-Lys-Thr-Ala-Asp-Cys-Pro-Arg-Asn-Pro-His-
Lys-Gly-OH;

b))% A TFAF 10 % XX FREBEY X o, F3):

Bit-Gly-Lys-Thr-Ala-Asp-Cys(Trt)-Pro-Arg-Asn-Pro-
His-Lys-Gly-OH;
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5 Pmoc-Thr (But) -OH, Fmoc-Ala-OH, Fmoc-Pro-OH,
Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH, Fmoc-His(Trt)-OH,
Fmoc-Pro-0OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr) -OH,
Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Thr(But)-OHE #oBit-OH g g, £ %|:

Bit-Thr-Ala-Asp-Cys-Pro-Arg-Asn-Pro-His-Lys-Gly-
Pro-Ala-Thr-OH;

-5 Pmoc-Thr (But) -OH, Fmoc-Ala-OH, Fmoc-Pro-OH,
Fmoc-Gly-OH, Fmoc-Lys (BOC)-OH, Fmoc-Kis(Trt)-OH,
Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr) -OH,
Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut) -OH,
Fmoc-Ala-OH 4 Bit-OH g g, 3

Bit-Ala-Asp-Cys-Pro-Arg-Asn-Pro-Hig-Lys-Gly-Pro-
Ala-Thr-OH;

5 Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH, Fmoc-His(Trt)-OH,
Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr)-OH,

Fmoc-Pro-OH, Fmoc-Cys(Trt)-0H, FPmoc-Asp(OBut)-OH,
Fmoc-Ala-OH #AvBit-oBR f, 3|
Bi t-Ala.-Asp-.-Cys-Pro-Arg-Asn-Pro-His-Lys-Gly—OH;

26



96112598. 5 oo P EE25/3THW

5  Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, Pmoc-Arg(Mtr)-OH,
Fmoc-Pro-0H, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Thr(But)-OH, Fmoc-Lys(BOC)-OH Fo
Bit—OH“’}iEL, %3

Bit-Lys-Thr-Ala-Asp-Cys(Trt) -Pro-Arg-Asn-Pro-0OH;

5  Fmoc-Lys (BOC) -OH, Fmoc-His(Trt)-OH, Fmoc-Pro-OH,
Fmoc-Asn(Trt) -OR, PFmoc-Arg(Mtr)-OH, Fmoc-Pro-OH,
Fmoc-Cys(Trt) -OH, Fmoc-Asp(OBut)-0OH, Fmoc-Ala-OH,
Fmoc-Thr (But) -OH, Fmoc-Lys (BOC) -OH _*,Bit-OHéif?’ 5

Bit-Lys-Thr-Ala-Asp-Cys(Trt) -Pro-Arg-Asn-Pro-His-
Lys-OH;

‘5 Fmoc-His (Trt) -OH, Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH,
Fmoc-Arg(Mtr) -OH, Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH,
Fmoc-Asp (OBut) -OH, Fmoc-Ala-OH, Fmoc-Thr(But)-0OH,
Fmoc-Lys (BOC) -OE  jf Bit-OBR K, %53

Bit-Lys-Thr-Ala-Asp-Cys(Trt) -Pro-Arg-Asn-Pro-His-
OH;

-5 Pmoc-Arg(Mtr) -OH, Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH,
Fmoc-Asp (OBut) -OH, Fmoc-Ala-OH, Fmoc-Thr (But)-OH,
Fmoc-Lys (BOC) -OH #o Bit-OHR B, #3):

Bit-Lys-Thr-Ala-Asp-Cys (Trt) -Pro-Arg-OH;

5 Pmoc-Lys(BOC) -OH, Fmoc-His(Trt)-OH, Fmoc-Pro-OH,
Fmoc-Asn(Trt) -OH, Fmoc-Arg(Ktr)-OH, Fmoc-Pro-0OH,
Fmoc-Cys (Trt)-OH, Fmoc-Asp(OBut)-0OH }*ﬂsit'OHﬁiji, ﬂ;gd;
Bit-Asp-Cys(Trt)-Pro-Arg-Asn-Pro-His-Lys-OH;
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5 Fmoc-Arg(Mtr) -OH, Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH,
Fmoc-Asp (OBut) -OH, Pmoc-Ala-OH  :fu Bit-OHR &, f473:
BPit-Ala-Asp-Cys(Trt) -Pro-Arg-OH; '

5 Fmoc-Arg(Mtr)-OH, Fmoc-Pro-OH, Fmoc-Cys(Txt)-OH,
Fmoc-Asp (OBut) -OH, Fmoc-Ala-OH, Fmoc-Thr(But)-0H, Fo
Bit-oB R N, f$3%: —

Bit-Thr-Ala-Asp-Cys(Trt) -Pro-Arg-OH;

5 Fmoc-Pro-0OH, Fmoc-Cys (Trt) -OH, Fmoc-Asp(OBut) -OH,
Fmoc-Ala-OH, Fmoc-Thr (But) -0OH, Fmoc-Lys (BOC) -OH Fo
Bit-OH B K, %3:

Bit-Lys-Thr-Ala-Asp-Cya(Trt) -Pro-OH;

" 5 Fmoc-NMeAla-OH, Fmoc-Cys(Trt)-OH,
Fmoc -Asp (OBut) -OH, Fmoc-Ala-OH, Fmoc-Thr (But)-OH,
Fmoc-Lys{BOC)-OH #u Bit-OH R KN, F3|:
Bit-Lys-Thr-Ala-Asp-Cys (Trt) -NMeAla-OH;
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LA 3
1 3.05g 3 - ( Arg - Gly - Asp - D - Phe - Lys ) (&t 54t
H - Arg(Mtr)-Gly-Asp(OBut)-D-Phe-Lys(BOC)-OH # 3£ - (Arg(Mtr)-
Gly-Asp(OBut)-D-Phe-Lys(BOC)); R ELMBERF XA EE) 6 100ml
ZRTRERTY, MALTgEAG (+) -2 HFERA- N - 3% 34 8t X R
ERfe 0.5g 0. TEREHERSH SN, BEEAEAIEE
% -~ ( Arg-Gly-Asp-D-Phe-Lys(N © - Bit))x TFA; RT (B 11.32:
FABS30 .
%4 4
5 34 3 £, % 3.05g 3£ - ( Arg-Gly-Asp-D-Phe-Lys ). 2.3g
THROAMFN (+) -4HFk- 6 -KXCHE N - Bt
( “A7 ) % 05g =ZHEHFRK- ( Arg-Gly-Asp-D-Phe-Lys(N © -

Bit-Aha)) x TFA;

3R> (Arg-Gly-Asp-D-Trp-Llys)
EF_(Arg-cly-Asp-D-Tyr-LyB)

¥ - (Arg-Gly-Asp-D-Phe-D-Lys)

3R-(Arg-Gly-Asp-D-Phe-Cys)
$R-(Arg-Gly-Asp-D-Phe-Dab)
$£-(Arg-Gly-Asp-D-Trp-D-Cys)
-(Arg-Gly-Asp-D-Tyr-D-Cys)
3R -(Arg-Gly-Asp-Phe-D-Lys)
3R~Arg-Gly-Asp-Trp-D-Lys)
3~(Arg-Gly-Asp-Tyr-D-Lys)
3#~(Arg-Gly-Asp-Phe-D-Cys)
#r-(Arg-Gly-Asp-Phe-Dab)

3} ~(Arg-Gly-Asp-Trp-D-Cys)
Er~{Arg-Gly-Asp-Tyr-D-Cys)

 #5-(Arg-Gly-Asp-D-Trp-Om)

29
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$R+(Arg-Gly-Asp-D-Tyr-Om)
3h-(Arg-Gly-Asp-D-Phe-Om)
3R«(Arg-Gly-Asp-D-Trp-D-Orn)
IR -(Arg-Gly-Asp-D-Tyr-D-Om)
R «(Arg-Gly-Asp-D-Phe-D-Om)
3%-(Arg-Gly-Asp-D-Trp-Dab)
3f~(Arg-Gly-Asp-D-Tyr-Dab)

3 -(Arg-Gly-Asp-D-Trp-Dap)
3%-(Arg-Gly-Asp-D-Tyr-Dap)
¥-(Arg-Gly-Asp-D-Phe-Dap)
- Arg-Gly-Asp-D-Trp-D-Dap)
3~(Arg-Gly-Asp-D-Tyr-D-Dap)
H-(Arg-Gly-Asp-D-Phe-D-Dap)

TRET IS

¥-(Arg-Gly-Asp-D-Trp-Lys (N*-Bit-Aha))
%e—(Arg-G|y-Asp-D-Tyr-Lys(N‘-Bit—Aha))
-%-(Arg-Gly-Asp,-D—Phe-D-Lys(Nf-Bit—Aha))
'%-(Arg-Gly—Asp-D-Phe-Cys(S-Bit—Aha))
- 32 {Arg-Gly-Asp-D-Phe-Dab(N'-Bit-Aha))
H-(Arg-G ly-Asp-D-Trp-D-Cys(S-Bit-Aha))
gp{Arg-Gly-Asp-D-Tyr-D-Cys(S-Bit~Aha))

B -(Arg-Gly-Asp-Phe-D-Lys(N*-Bit-Aha))
FR-(Arg-Gly-Asp-Trp-D-Lys(N"-Bit-Aha))
IR {Arg-Gly-Asp-Tyr-D-Lys(N*-Bit-Aha))
3£ -(Arg-Gly-Asp-Phe-D-Cys(S-Bit-Aha))
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R~(Arg-Gly-Asp-Phe-Dab(N"-Bit-Aha))
Ef-(Arg-Gly-Asp-Trp-D-Cys(S-Bit-Aha))

- £k-(Arg-Gly-Asp-Tyr-D-Cys(S-Bit-Aha))
#F-(Arg-Gly-Asp-D-Trp-Om(N>-Bit-Aha))
3F -(Arg-Gly-Asp-D-Tyr-Om(N’-Bit-Aha))
3R-(Arg-Gly-Asp-D-Phe-Om(N®-Bit-Aha))
HF~Arg-Gly-Asp-D-Trp-D-Om(N*-Bit-Aha))
B «Arg-Gly-Asp-D-Tyr-D-Om(N>-Bit-Aha))
% ~Arg-Gly-Asp-D-Phe-D-Om(N*-Bit-Aha))
‘3R -(Arg-Gly-Asp-D-Trp-Dab(N'-Bit-Aha))
$h-(Arg-Gly-Asp-D-Tyr-Dab(N'-Bit-Aha))
$R-(Arg-Gly-Asp-D-Trp-Dap(N®-Bit-Aha))
3R -(Arg-Gly-Asp-D-Tyr-Dap(N°®-Bit-Aha))
3-(Arg-Gly-Asp-D-Phe-Dap(N°-Bit-Aha))
37-Arg-Gly-Asp-D-Trp-D-Dap(N®-Bit-Aha))
3F-(Arg-Gly-Asp-D-Tyr-D-Dap(N*-Bit-Aha))
3% (Arg-Gly-Asp-D-Phe-D-Dap(N®-Bit-Aha))

L 5

# 3.05g 3% - ( Arg-Gly-Asp-D-Phe-Lys ) # 40ml5 % NaHCO;
K& &A= 40mITHF 693 3% M 6g Boc-Aha N-BAB Bk &, 3
4 0o, 2 FREE, BHK - ( Arg-Gly-Asp-D-Phe-Lys(Boc-Aha))
RT 0 CJ 27.7; FABS817. A HCU—RX T L #E BOCLH, #2
FRBRA, FEK - ( Arg-Gly-Asp-D-Phe-Lys(N ° - Aha)) x 2TFA ;
RT ( CJ 1476; FAB717. 5 %%H 14, MEL (+) - 24 %
A-N-gnsehABEE, BHFR- ( Arg-Gly-Asp-D-Phe-Lys(N
¢ - Bit-Aha)) x 2TFA; RT ({ CJ 23.67: FAB943.

L 6

5 %4 4 £, W - ( Arg-Gly-Asp-D-Phe-Lys-Gly ) (i#it
4 H - Arg ( Mtr) - Gly-Asp(OBut)-D-Phe-Lys(BOC)-Gly-OH #
# - ( Arg(Mtr)-Gly-Asp(OBut)-D-Phe-Lys(BOC)-Gly ) , & & & f##
RPEQEFIA (+) -4Hhfh-6-KATEN - BB IBR
BER M, THE:

¥ - ( Agr-Gly-Asp-D - Phe-Lys(N ° - Bit-Aha)-Gly )x TFA;
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RT ( AJ 10.97; FAB1000.

Fm, H3E - ( Arg-Gly-Asp-D-Phe-Val-Lys ) (i@it3Rr{b H -
Arg ( Mtr ) - Gly - Asp(OBut)-D-Phe-Val-Lys(BOC)-OH # 3% -
( Arg(mtr)-Gly-Asp(OBut)-D-Phe-Val-Lys(BOC)) M ELBBR Y
ARFIF(+) -2HFE- 6 -RETEN - BB EREAERS
3% = ( Arg-Gly-Asp-D-Phe-Val-Lys(N ° -Bit-Aha))x TFA; RT (A
16.11; FAB1042.

#43k, W3R - ( Arg-Gly-Asp-D-Phe-N-Me-Lys ) Fo ( +) - %
hER- 6 -RATE N -AABREEAEZHNK - ( Arg-Gly-Asp-
D-Phe-N-Me-Lys(N ° - Bit-Aha)) .

gL 7

B gssl 1 £, B MBHA - #lE EmA 1.4 % ¥ HOBt #=
1.4 %% DCCI A Fmoc-Pro-OH . Fmoc-Cys(Trt)-OH . Fmoc-
Asp(OBut) - OH . Fmoc-Ala-OH . Fmoc-Thr(But)-OH . Fmoc
Lys(BOC)-OH. Fmoc-Gly-OH . Fmoc-Gly-OH #4713 8488, F3):

Bit-Gly~-Gly-Gly-Lys (BOC) -Thr (But) -Ala-Asp (OBut) -
Cys(Trt) -Pro-MBHA-resin.

A TFA LA EEE, A%T/DMF b5 P X540, F3):

Bit-Gly-Gly-Gly-Lys-Thr-Ala-Asp-Cys (Trt) -Pro-NH,

%k, BEH MBHA -HWESTHAREHEHS, THIAMEF
M-

5 Pmoc-Pro-0OH, Fmoc-Cys(Trt)-OE, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Thr (But) -OH, Fmoc-Lys (BOC) ~-OH .ju
Bit-OB R A, #F3:

Bit-Lys-Thr-Ala-Asp-Cys(Trt) -Pro-NH;;

& Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp (OBut) -OH,
Pmoc-Ala-OH, Fmoc-Ala-OH, Fmoc-Lys(BOC)-OE o Bit-OBR A,

14 %|: Bit-Lys-Ala-Ala-Asp-Cys (Trt) -Pxo-NH;;

L5 Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,

Fmoc-Ala-OH, Fmoc-Thr(But)-OH, Fmoc-Arg (Mtr) -OH
FoBit-OB B f, 33
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Bit-Arg-Thr-Ala-Asp-Cys (Trt) -Pro-NH,;

5 Fmoc-Pro-0OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Ser(But)-OH  x, Bit-OH g 5 77|
Bit-Ser-Ala-Asp-Cys(Trt) -Pro-NH,; )

5 Pmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Ser (But)-OH, Fmoc-Gln(Trt)-OH, 4o
Bit-OH g g5, 3%

Bit-Gln-Ser-Ala-Asp-Cys (Trt) -Pro-NH,;

L Pmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut) -OH,
Fmoc-Ala-OH, Pmoc-Ser(But)-OH, Fmoc-Glp-OH, o Bit-OH & 4,
4 %): Bit-Glp-Ser-Ala-Asp-Cys (Trt) -Pro-NH,;

5 Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Gly-OH,
Fmoc-Ala-0OH, Fmoc-Ser (But)-OH, Fmoc-Ile-OE Fe Bit-OH &_A7,
¥ %|:Bit-Ile-Ser-Ala-Gly-Cys (Trt) -Pro-NH,;

5 Pmoc-Pro-0H, Fmoc-Cys(Trt)-OH, Fmoc-Gly-OH,
Fmoc-Ala-0H, Fmoc-Ser (But)-OH, Fmoc-Arg(Mtr)-OH
5 Bit-0B g K, 33|
Bit-Arg-Ser-Ala-Gly-Cys(Trt) -Pro-NH,;

5 Fmoc-Pro-OH, Fmoc-Cys{Trt)-OH, Fmoc-Asp(OBut) -OH,
Fmoc-Gly-OH, Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH, o Bit-OHg f,
4 ¥|: Bit-Lys-Gly-Gly-Asp-Cys (Txt) -Pro-NH,;;

5 Fmoc-Cys (Trt) -OH, Fmoc-Asp (OBut)-OH, Fmoc-Ala-OH,
Fmoc-Thr (But) -OH, Fmoc-Lys(BOC) -OH #f, Bit-OE A &, |
Bit-Lys-Thr-~Ala-Agp-Cys (Trt) -NH,;

5 Fmoc-Thr (But) -OH, FPmoc-Ala-OH, Fmoc-Pro-OH,
Fmoc-Gly-0OH, Fmoc-Lys (BOC)-OH, Fmoc-Bis(Trt) -OH,
Fmoc-Pro-OHE, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr)-OH, Fmoc-
Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH, Fmoc-Ala-
OB Ao Bit-OH K s,
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a)% fl TFA #0 10 % X 2R LAY L, F3:

Bit-Ala-Asp-Cys-Pro-Arg-Asn-Pro-Bis-Lys-Gly-Pro-
Ala-Thr-NH;;

b)% A TFA M 10 % XARXFREAMEL AN, F3:

Bit-Ala-Asp-Cys(Trt) -Pro-Axrg-Asn-Pro-His-Lys-Gly-
Pro-Ala-Thr-NH,;

5 Pmoc-Thr (But) -OH, Fmoc-Ala-OH, Fmoc-Pro-OH,
Fmoc-Gly-OH, Fmoc-Lys(BOC)-0H, Fmoc-Eis(Trt)-OE,
Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr)-OE,
Fmoc-Pro-OH, Fmoc-Cys(Trt)~OH, Fmoc-Asp(OBut) -OH,
Fmoc-Cys (Trt) -OH, Fmoc-Thr(But)-0E, Fmoc-Lys(BOC)-0OH,
Fmoc-Gly-OH. f Bit-OH A K,

a)% i TFA # 10 % X AR LMEYAe, F3:
Bit-Gly-Lys-Thr-Cys-Asp-Cys-Pro-Arg—Asn—Pro—nis-

Lys-Gly-Pro=Ala-Thr-NH;;

b)% Al TFA A 10 % X AL FREMRY LN, F3:

Bit»Gly-Lys—Thr-Cys(Trt)-Asp-Cys(Trt)-Pro-Arg-Asn-
Pro-His-Lys-Gly-Pro-Ala-Thr-NH,;

& Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH, Fmoc-His (Trt)-OH,
Fmoc;Pro—OH, Fmoc-Asn (Trt) -OH, Fmoc-Arg(Mtr) -OH,
Fmoc-Pro-OH, Fmoc-Cys(Trt) -OH, Pmoc-Asp (OBut) -OH,
Fmoc-Ala-OH, Fmoc-Thr(But)-OH, Fmoc-Lys (BOC)-OH

#oBit-OB g §,

a)% /i TFA #= 10 % ¥ AR LMKy A0, F2:

Bit—Lys-Thr-Ala-Asp-Cys-Pro-Arg-Asn—Pro-His-Lys-
Gly—N’K,;
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b)% Al TFA# 10 % XA FRAMBEY AN, F3:

Bit-Lys-Thr-Ala-Asp-Cys(Trt) -Pro-Arg-Asn-Pro-His-
Lys-Gly-NH,;

= Fmoc-~Thr (But) -OH, Fmoc-Ala-OH, Fmoc-Pro-OH,
Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH, Fmoc-Hisg(Trt)-OH,
Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, FMoc-Arg(Mtrx)-OH,
Fmoc-Pro-0H, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-0OH,
Fmoc-Ala-OH, Fmoc-Thr (But) -OH, Fmoc-Lys (BOC) -OH Fo
Bit-OH &_ki,

QLB TFAF 10 % XAREREP AR, F3:
Bit-Lys-Thr-Ala-Asp-Cys-Pro-Arg-Asn-Pro-His-Lys-
Gly-Pro-Ala-NH,;

b)%2 A TFA# 10 % ¥ AXFREABEY A, F3:

Bit-Lys-Thr-Ala-Asp-Cys(Trt)~Pro;Arg—Asn-Pro-His-
Lys-Gly-Pro-Ala-Thr-NH,;

5 Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH, Fmoc-His (Trt) -OH,
Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg (Mtr) -OH,
Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp (OBut) -OH,
Fmoc-Ala-OH, Fmoc-Thr (But)-0H, Fmoc-Lys (BOC) -0OH,
Fmoc-Gly-OH  # Bit-OHR &,

a)% A TFA# 10 % £AREBEF L, F3:

Bit-Gly-Lys-Thr—Ala~Asp-Cys-Pro-Arg-Asn-Pro-His-
Lys-Gly-NRH,;

b)% i TFA # 10 % XAA PREMES X6, A3

Bit-Gly-Lys-Thr-Ala-Asp-Cys(Trt) -Pro-Arg-Asn-Pro-
His-Lys-Gly-NH,;
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5 Fmoc-Thr (But) -OH, Fmoc-Ala-OH, Fmoc-Pro-0OH, Fmoc-
Gly-OH, Fmoc-Lys(BOC)-OH, Fmoc-His(Trt)-OH, PFmoc-Pro-
OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr)-OH, Fmoc-Pro-0H,
Fmoc-Cys (Trt) ~OH, Fmoc-Asp(OBut)-OH, Fmoc-Ala-OH, Fmoc-
Thr (But) -OH - 1f» Bit-OBF K &, ##3:

Bit-Thr-Ala-Asp-Cys-Pro-Arg-Asn-Pro-Bis-Lys-Gly-
Pro-Ala-Thr-NH,;

5. Fmoc-Thr (But) -OE, Fmoc-Ala-OE, Fmoc-Pro-OH,
Fmoc-Gly-OH, Fmoc-Lys(BOC)-OH, Fmoc-His(Trt) -OH,
Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr) -OH,
Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH #fv Bit-OHg §, 2%

Bit-Ala-Asp-Cys-Pro-Arg-Asn-Pro-His-Lys-Gly-Pro-
Ala-Thr-NH,;

5 Fmoc-Gly-0H, Fmoc-Lys(BOC)-OH, Fmoc-Eis(Trt)-OH,
Fmoc-Pfo-OH, Fomoc-Asn(Trt) -OH, Fmoc-Arg(Mtr) -OH,
Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH, Fmoc-Asp (OBut) -OH,
Fmoc-Ala-OH #v Bit-OR K &, ##:
Bit-Ala-Asp-Cys-Pro-Arg-Asn-Pro-His-Lys-Gly-NH,;

5 Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH, Fmoc-Arg(Mtr)-OH,
Fmoc-Pro-OB, Fmoc-~Cys(Trt)-OB, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Thr (But) -0OH, Fmoc-Lys (BOC) -OH ‘o

Bit-OH g 5, %5 -
Bit-Lys-Thr-Ala-Asp-Cys (Trt) -Pro-Arg-Asn-Pro-NH,;

5 Fmoc-Lys(BOC)-OH, Fmoc-His(Trt)-OH, Fmoc-Pro-OH,
Fmoc-Asn (Trt) -OH, Fmoc-Arg(Mtr)-OH, Fmoc-Pro-OH,
Fmoc-Cys (Trt) -OH, Fmoc-Asp (OBut)-OH, Fmoc-Ala-OH,
Fmoc-Thr (But) -OH, Fmoc-Lys (BOC)-OH #feBit-ORR &, 3

Bit-Lys-Thr-Ala-Asp-Cys(Trt)-Pro-Arg-Asn:ﬁro-Kis-
Lys-NH,;

5 Fmoc-His(Trt)-OH, Fmoc-Pro-OH, Fmoc-Asn(Trt)-OH,
Pmoc-Arg (Mtr) -OH, Fmoc-Pro-OH, Fmoc-Cys(Txt)-OH,
Fmoc-Asp (OBut) -OH, Fmoc-Ala-0H, Fmoc-Thr (But)-OH,
Fmoc-Lys (BOC) -OH .foBit-OBR &, #F3:
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Bit-Lys-Thr-Ala-Asp-Cys (Trt) ~-Pro-Axg-Asn-Pro-His-
NH,;

5, Pmoc-Arg(Mtr)-OH, Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH,
Fmoc-Asp (OBut) -OH, Fmoc-Ala-0OH, Fmoc-Thr (But) -OH,
Fmoc-Lys (BOC) -OH # Bit-OR R &, #¥:

Bit-Lys-Thr-Ala-Asp-Cys(Trt) -Pro~Arg-NH,;

5 Fmoc-Lys(BOC)-OH, Fmoc-His(Trt)-OH, Fmoc-Pro-OH,
Fmoc-Asn (Trt) -0H, Fmoc-Arxrg(Mtr)-OH, Fmoc-Pro-OH,
Fmoc-Cys (Trt) -OH, Fmoc-Asp(OBut)-OH #o Bit-OH K &, 43|

Bit-Asp-Cys(Trt) -Pro-Arg-Asn-Pro-His-Lys-NH,;

5  Pmoc-Arg(Mtr)-OH, Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH,
Fmoc-Asp (OBut) -OH, Fmoc-Ala-OH # Bit-OHR &, 33|
Bit-Ala-Asp-Cys(Trt) -Pro-Arg-NH,;

5 Fmoc-Arg(Mtr)-OH, Fmoc-Pro-OH, Fmoc-Cys(Trt)-OH,
Fmoc-Asp (OBut) -OH, Fmoc-Ala-OH, Fmoc-Thr (But)-OH o
Bit-OHg &, M%)

Bit-Thr-Ala-Asp-Cys (Trt) -Pro-Arg-NH,;

5 Fmoc-Pro-OH, Fmoc-Cys(Trt)-O0H, Fmoc-Asp(OBut)-OH,
Fmoc-Ala-OH, Fmoc-Thr (But)-OH, Fmoc-Lys(BOC)-OH Fo
Bit-OH R &, fF3:

Bit-Lys-Thr-Ala-Asp-Cys(Trt) -Pro-NH,;

5 Fmoc-NMeAla-OH, Fmoc-Cys(Trt)-ORH,
Fmoc-Asp (OBut) -OH, Fmoc-Ala-OH, Fmoc-Thr (But)-OH,
Fmoc-Lys (BOC) -OB #» Bit-OH K 5, 33|
Bit-Lys-Thr-Ala-Asp-Cys (Trt) -NMeAla-NH,;
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% %4 8

ERATHALELEONERENARGL

BX#K 18 14 RPHAEEL Sepharose . K5 & 10g #F 4L
Sepharose ¥ mA 20mg RAEPBEFEZEGH 20ml 0.1M ZREHE
., TACHE#FZESFR 20 W, RE®AE. R AESTY
HERLAFKEGEKT.

FL1SERETLRAG TR, FEBEANMEREADER G
- Sepharose %} T 4° HHF 1016, BARAEHFTEEGE X
AR A HERLGLLS PR - ( Arg-Gly-Asp-D-Phe-Lys(N ° -
Bit)) x TFA#M L 4%, T EHRBEIHRER L.

AT EXRATAGHH M.

Lk A EHDK

¥100g X IS ERLEA D P SeRRARBEIAREKRTH
Bk, A2NLESAY EpH6S, LHTE, S EH M
AF, BIMAEEH. FAEHIHALSA Smg FRALS Y.

L B: M

% 20g X 19 E RS HE 100g K & 57 B fE A 1400g T T &
HRAMER, FHERODEABT Y, Ay, HFEHHNEL
A 20mg EHRALSH.

LM C: BER

AAEMImI XEKTH 1g X IEFHRALSH. 9.38g NaH,PO,
x 2H,0 . 28.48g Na,HPO, x 12H,0 # 0.1g & F W& # & & &.
AL EERG pHE 68, BHA 1A, FEIREAXRE. BEFR
TARABIRAGH LA,

£#&F D: @F

# 500mg X I RS 995 LT HRELBFHT R

P

L#¥ E: hH
FRERFE, F kg X I9FHAESH. 4dkg L. 1.2kg
L aRH. 02kg AEHF O lkg RBBEENHREBERN, PRF
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AR MNERLA 10mg FHALED.

£HMF: RN A

BERBLEEAM E 2RO FEREL, RERAFTARI %, RAE
B, rawgw. e, AERMPEENCGRESRITAER.

LHEMG: BKE

ERFERFE, H2kg X INWFRUESBENERRKET,
PR BHGREEESA 20mg FHALESY.

LM H: ZK
B kg X IWHERAAS A O AREKTHERTERE,
SEHEET, AF, BFEZHRALABEH. FRELHLA 10mg T8
o,

LA BAAREH

F14g X I ERLAHETI04FS NaClFE R, FREFR
EHEANHLEINTEREALE. UERTHAFEELS.
—kRE (H0.1ml) FEGHNEHH 0.14mg .
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