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ek IR 2-0 4= 5-. 6= T-EHFFeEeb R 4- 55— 6K T-%
H-2,1, 3=k 32—, 3-. 4-. 5-. 6-. T-3X S—vEwki. 1-,
3=. 4=, 5= 6-. T 8-JpeEekik. 3-. 4-. 5-. 6-. T-K 8-m¥
AR 2-. 4-. 5-. 6-. T-3k 8—vhekek H Jemp A BRI
KREFEAA., Frvk, Het BTUAE, #lde, 2,3-=F-2-. -3-. —4-
H-5-wkwg ik, 2,5-Z&-2-. -3-, —4-F-S-mwh A, WwH-2-H-3-
k- 13- R OREK-4-K - wAR--R-3ER R, 2, 3-— &
1=, =2-, =3=, —4=-F-5-wkg i, 2,5-=&-1-. -2-. -3-. -4-%
—S-wbeg R 1- 20— RO RA, wH-1-. -2-H 4wk R
2,3-Z&~1-. -2-, =3-, —4-K-S-wkek R wH-1-. -3-F-4-vhek
A L4-=&-1-, -2-, -3-HK-4-wbew k. 1,2,3, 4w A -1-. -2—.
=3-, —4-, SS5=Fe-6-wbrR R, 1o 22— 3-H A-RREE. 2-. 3-,
4—vGok K. wR-2-0 -3-R-4-wbwh k. 1 4-—eEbek. 1, 3-—aEg
A b SR RN EE B - A R i
oS-, 1-0 2= 3wk, 1,2,3,4-wA-1-. -2-. -3-,
—4=y =5- —6—. -T-FH-8—vEwkik. 1,23, 4-wEH-1-, -2, -3-,
—4=, =5-, —6-. -T-HK-8-FEuk ik,
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KA REARYPEAZTHE, A8l THA Xomik %
Pk, FAEFEA, POA. TREARE HRHEHEA 2,22 -=
KTRAHEIE, BOC. 2-RZAKEEAE, CBL ( “F&aAZEL ).
4 - PRAFTARILZEIE, FMOC, Mir HFH.

AR ERHAAR: 7 -CEBAFELE- 3 -A . FhE-
5-(F/K 6 - ) K, V. 7-—&%kEk-5- (F6-) %k =
SR EZED (rosamin ) - 4 -k, WwWPHZLFH- 5 - (F/
HK6-DR., 4,4 -—R-57T-=—FHh-4-mk- 33,42 - —&
Z - s — 5|32 (indacen) - 3 - THEKR4,4 - —R- 5,7 =¥k - 4
- BiZ - 3a,da - —RZE&-s -FEE-3-TA,

ETAEARKRERX 1 oD fE&RARANGE A
XXEAZXE AL, H4, R.P. Haughland, Molecular probes, Inc.
#) “ Handbook of Fluorescent Probes and Research Chemicals, 5th
Edition, 1992-1994~ w4k 733K,

mREA 1, BT 4K 2.

Hal £ F. Cl. Br, #HF 1.

LM X LT FASWTREA —ARE 50T B, BT
AXRREEGIARFHIK, EHX 1 QA XEFHAK,

OB, AR FET AL E S SR —A LR kA e
ZMX 1 et ReH P — g AR TAATIAEFEHX
la-Th k&7, ZEEHFEHX A TELAXN ImS, FRLEFH
AW A HANBAREASLEHX I TG EL, L)

a)Q'. Q' R’ RHEIE,

R’ A3 - ( Arg-Gly-Asp - Z ), o
X P-B N ¥

»Q. Q#FR RHIE,
R' AR - ( Arg-Gly-Asp - M) , Fo
X P-B N A

c)Q'. Q'F= R’ r& Ak,
R' A 3K~ ( Arg-Gly-Asp — D-Phe-Lys ), #=

17
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w8 ZBI13/33

X A B

d) Q' A= Q' R,
R' #= R’ Z 3 - ( Arg-Gly-Asp — D-Phe-Lys ), #o
X #—C0 - (CH:).—CO -

e) Q" F= R’ FH A,
Q' - Nd- (CH) s-CO —,
R' 23 - ( Arg-Gly-Asp - Z ), Ho
X A REXERAER;

£) Q" fa R’ *H A,
Q' 2 - NH - (CH) s- CO -,
R' XK - (Arg-Gly—Asp - M),
X R RIEFRE;

g) Q A Q' RHEE,
R' F= R’ A3 - ( Arg-Gly-Asp —~ M), =
X & —C0~- (CH2) s—CO0—;

Q. Q #F R’ rHE,
R’ | AKX - (Arg-Gly-Asp - Z), #o
X & —C0- (CH2) s—CO—-.

FARELEM X VI BT 7 dgi6-4:
3*- ( Arg-Gly—-Asp — D-Phe-Lys ( Q'-X ) VII

EF Q4L E5RMERL PoAR, FE, L+ Q58880
HARGES; RE, F O ARAELE, X HHASMaMES, L P X
k. 3% %

A1 - 18 AR THREL, EREBEARERRKRTAE—A
COOH. COOA. SR"3 NR"R'’. FCA S FTHABERK; RZLSAT -
NABEBRTHFBRE, ZBFRAREBRAIE MBI ANALAHL - 6
AMERTHRE. SF 1 -4 A ERTREXA. 2481 - 8ABET
WbisIk, Hal. SRS NRURVAHERK, LR, R, RTHR
X ERFEZK1HAEGIE.

18
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B9k, MK L TS A B S e BT A 69 R4S RS AR T
AKRARER G St 7k kB &, X Sk PaRA BLRRE (4)
4o #x 4 F M, 4= Houben-Weyl, Methoden der organischen
Chmie, [AMALFH %], Georg-Thieme—-Verlag, Stuttgart; ) , H
BEZAELG L FHTHRHT. EXE, ERPETAS Lo
EHRTEHFTROKE, RARKEANZ.

LHEE, REREHETARLFHE, IHEFZRAKECIIARE
e FErEER MAINABATT—FVHREANFLEHX]
BT AL A4

THZBEMX [ rrib B ELEMX 11 et R
Bk FEMX 1T ieY.

WE, SMX IR I it h e Rl BmE. e
2 K&, LT R 5k kB &

EEMRX L Arisdy, AR LAER T —FRELES, £
ik TR . AARRBASDBERELE. WELEFABRLCRE F T
EACH A o R A K P AR T (#) e AR A4 F M, = Houben-Weyl,
Methoden der organischen Chmie, [ #L4b 5 # 3% 1, Georg—
Thieme-Verlag, Stuttgart; ) .

EWEESLER L TAZHEL, Pl HOBt X N - X3

LARAKZZH, F. Cl. Br - ON - 3308 .

B, RERESABRESFGWREN FIH#AT, KA KRLES
FREABR, Blde = TR, —FHRER., R EH, XAaedens
HX 111 e AR A5 A 4T 347,

R HEE T MABEERSLELEGERAY. 58 3% R 88
£33, AIXABEEIBREIEELE L LBBRARNG S —FH, hitei s
BARAT. . 45, Rk,

AEEMTHERALT, RBRAELFHGRE, RERETARZ LS4 E
14 X, MAEBESZ-30 - 140°C, #@FAL-10 - 90 Cxj, 4&
A0 - 70 T q),

19
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BHERGESEL TAH: HEASY, Tl. B, X, F
. RFX;, SAR, PZRTH. 1,2 - —RA Tk, WHRAE,
AR AT, B, oWE. LB, FRE. EAEE. ETEXR
TE; B, wlB., AR, WaA%wW ( THF ) X =lix;, T Bis,
Bloo L _BEPA PRI _EL L (TR _BRXLETL ) .
Z B WEE ( diglyme ) ; &, #deREBAX T, Bk, ¥l LBk,
ZWH OB ER - FRAPEE ( DMF ) 5 K, Fleli; T, #lie
— W ( DMSO ) ; —FALEK; BE, Fli TR L& MiEiks
Y, Blhom R PREMER; B, LBRTE, KA LEEMNGRE
.

H9F, BEHX IVHAVHATREHIATRETARMGLEMX T A
TAEY., BF, SMX IVRVATERERENE LG, 61N
R Coafeodly, WT I O detd 5 ik R84 |

SHX VTSP, AR LKER —FMEHEKER, L
KAIEBE R . AT ARR RSB EF R EILE. SLEE KA FTARBRALR L P
T AEAKRGER ALK T ART (Flodf AT A, J= Houben-
Weyl, Methoden der organischen Chmie, [A#AF F %], Georg-
Thieme—Verlag, Stuttgart; ) .

ik LAF. Cl. Brz— ON - ZE3A8 T A,

M X IV S ELEMA VI cLEmE R ELHF, BFA
FerRE), BEAEFN, AHLEMX I f 111 FrribbWéd R5 &4
A E.

B, TRHLEMX 11 fo VI AT ~ASHBATRERNFLEHX I
roae s, aF, EMX 11 o VI I REREHE ety &
CMARZE LSy, WTLBE Lhetyn ka4,

ZMX 1 ribs s aMmX 111 rrib - 8 8 BB 2 F5
FUBRBS & AR B X F AR BB AR AR AR (Bl R A4
F M, 4w Houben-Weyl, Methoden der organischen Chmie, [ #Lik
F %], Georg-Thieme-Verlag, Stuttgart;) .

LM X R Fo/ H R AT 09 SRACA- 0 7T L8 3 5 44 KA A4 3R A dn

20
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45, B, DE 43 10 643 3% Houben-Weyl, I.c., % 15/11 ¥%,
F1 - 8067 (1974) PRAEHANZ.

M X I TSP ETABATENE. LEZKBXEMF E
NEF AT A M B k.

B THRENBREBORBEEMEAREE -AREANABHE
Ko/ RFZRXERFAHRE /B ARTAE G, KL AL
ENAEGHRFHBAEFAABRRGRER LY, Hlde, AL
AEMXITEANREAAERT NL (P REI—AEAREY R, #ld
BOC 2, CBZ ) #54L46-9.

F b, RIS EREARERZRA LG BRTFTHEEEZRAR
ReGibodr, PlleREFESLEMX | et mXA XA # R0
- ¥R AAAFER (L PRZEEA-FBYPAR) 464,

RIE BB 5T FET LA ILAMEAXRE R REAF /R 2K
BRI, R EAGEFARERERARE, ENTAEREG A
R o A 3k F b 3 B

i “RABRYPARA AR pRE, CAEBALEA THEY (HEB)
RABERK A X EHFINFRE, HFEES T HRLEEGMERL
AT EZEEREGARBA LG T 2P AR, AR B
A, TR FREATFTEXFTHERZFTAGIARPLAA. BT L
rBEFRE(—RFRE) GREBRARPEASZEHBG I, R4
SEMGHERF K DERFHGEER; 2%, KRESH 1 - 20 M8
BTeaFEARE, FHAREAF 1 - SABRETHAR. KXHHET
o, K& “BE” TRAETAGR;SCEATRE, Aok
TARLBRRBR TR R, FEABH ). FERIREARNBEBERZEE, L
Hiesbo . FRERA, FELFREFHRAEIE. T LBAS 4o
A ks, sk, AEBAFTERL FREA AERLATE
A FEA, XTERAXTETSL FRAKREAL, #lk POA;
EEEL, FleFTARAZK CRABX. 2,2,2 - =K T8EB
A, BOC 2 - MRTAAEK FRAKER, #l (B2 ( “FE&
EA” ), 4 - FREAFTARAZASRFOMC; FABBA, 4o Mtr.
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g A AR P4 BOC F2 Mtr, #£4k3% CBZ. Fmoc. ¥
o LB,

RiE“RFREARPEA LR NAE, CRAEREER TR (A
B ) RRBEFRREXREH LG ERE, FRLSESTHEELR AT
ERBBATTEBREIALEA LR AEYF AR, L K6 X
A EAL, FRAXBEAMBRARIZIEFTAGELARPR
. W TFTAESRTINFRAEREINRABERXLELARY XA EFHBSE
¥, BasxtelERf K DERPRAGER. K& ASH 1 -
0 MBRFTHHEFER, EALSA1 - 8 AEKRTHAR. &1
ARG ERE TR, BPFE, - AAXTRE, - PHAXY
Bk, RTEAPLEBE, AP EFEFPRTE RLABPSRE
iy COOH Rt AR T AE I X kHFEHP (Hlde Asp ( 0But ) ) .,

W REFEBGRE, #lhe, THRARBLFEHX I =
oM I E T A M P AR R, B R WA TRA Ao R, {254
A LPLTBE, bl BN, AIER, Pl =R T8 XA,
o K AF BRI - PRARXBEER, R TG E, ETE LR MEGE
MR, X FRELLHE., KA ETENL: FAIEF, Blde
BB, OB B, v Sk TaEbt; BUER, dw DMF; R(AGE,
W RV EAE, FleVE. LERFAE KK, EREMNG
R EESEAER. AR EFRmALBETEFE, A TFA
R EARE; MGABRIALHIA 1 TE: 70 % SHREBRESY
X kER., R FEPEAANREREBRFTARA =54 50 Cx
R), EHBREELEA 1S - 30C (£&E) .

BOC . OBut e Mtr XA H#ABLGER, #lde, £ 15 - 30 CEA4F
T, AATFA S S FER R 3 - SnHCL & —sBbe g m 3t 4T
FRALS - 50 % Vi, —CLEX%TEH DMFiER, £15 - 30T
%A% F FMOC By L.
MRB. RABRE. SRBERFFRARTRAAZRXTESD K
B A, BRELTHGARR, FIA TFA/10 % XEB K4l &

£33
RIE LA ZRXFIRBGRF, M3 RMA TFA/X PR K TFA/ X5

22



96198432. 5 oM P E18/33m

WER, 40K His. Asn f Gln L8 =R PHKS, 12 Cys Eegip4

9.

AR S BRI (#lde CBZ RFR) TUEHA, #lide s,
AT (Hl e 2B HAH, it H, BFXERLANREL
BARL, Hldosk) HFATRATLIE, sy, EAEMNTAL ERE
A, AEZ, #loly, W TEXTE; XBE, W DMF. &%, &%
REBERLE 0-100 CZR), FARHEHIA 1 - 200 &, LA ESL
220 - 30CHF1 - 108, ££20 - 30°CHy, £ALS - 10 % Pd/C
& §T BE & P e A3 A8 PA/C B9 BE/DMF R PRI P B & (KRB L) £ B%
CBZ A H] *T vA43 3] 5 & 09 2R

WM X 1 P o 64 250 BR 40 FE 5T AR AC R AR 7 64 B e i, 38, 4] o,
Kb F2HBAEWBRER, pTEETRE, RBEALKRSE. sbER
R, KEALSEGFHRFINEFLFHEGE. B, TAK
REMER, HlleriiR, K. AHBReEBRXELR. Bl LB,
Fe R A BEE; DR OIEANE, LEZRBA. EHRA. FLA.
FEERXBIRG AR E AR AER, b, TEB. L.
B, #RER. LA TE., BB, BMK. kB, FTLE. 4
kB, LB, BLE. FXRBR. R, DB, JRFRE, BE.
BB, TEER. LAR. LAk ) - BATER. KB, p -
VEBE., REmE. X8 P+ _RiAAR. 22250
g3, kedERBE, TUARARSBf/REAEHMX 1RG4,

A—Zd, ZMX 1 B Tda 5B RN AR AR
MeE) e A, e, HRERGTM. 47, H. B, i,
BEABARERE, #lde, —FHA R R_FEEAEH, 3T,
ZCLE. R ARERE, Ao IR, PR &
&, AR, EHEHREBIBREGHE,

AXREH—F TR TEMX ]S/ RENGLETLE
HEEMNESHANANPHLER, LEZEFMFRLHNETY. £
X &, CATRE 2 —F B4R Bikde/ R F ERGBRD R X
HERFRESGRN, Ef, ETELRES—FREFELEEH
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a4,

AEREAFRTEREY —HEHX I TS HF/RETNGE
BARFWLGE AHH.

R FNTRARAIAA LI LS, SEARRYRLALET

MBEA (Flieok) . BMAS. IHFEAXBAFRHNBXLHEGH
WX MM G, FERXEREBRARE XL AHNESHWEERE; #
ok, Mok, EAPE. EhA B RL B, HiB=ZCE. K.
BAKAS W oSLEERITH . HASEBE. BEIALIHK. AT opL s,
THAF AR AL AH. ARAFN. KE. BH. BEA., BZH.
(R) FHRAN; ZAMLAHTTHAEN, KAMBILSENE
WA, TR BHERRASKER ARER. LMIHEAY, BHIF
RANKREFHN. BHINH. ZHSBETABRS A TR,
FAEAFHRAT, Hlde, PAREHHN. ARG HF TURLE G/ X,
SAWMBMAR, wBEAMN. GHAA. BEFHN. BEMN. LALFN. &
CEAT AL SAF. FH. FpAf/ R R RERCSS, Pl
—FP RS AT, BAGHLHGN, RH FOHERDRETRER
T LB AR AARRBHRIARRSH T (Hde, CO.XREAR) .
B, EHALS YR A MEAAH X, T RN TR T VL B B A —FF
REFH M TARRAEAN, Pl B, BAERTRBETFHEA
B R4,

HEMX I TS HARETERERNE T EREGIH Pk
R R, ARARAREHOEAEREER, bEBR. SERE. &
SHE. FIARERAL. BPE. BFRAERE. Xmfesk i,

HXE, KREARAMABPRABFTLETHFXE LSt T4 K>
ARl KELUS - A - 4 472 305 R egiedMin ki, Hikehse
Bl 2R B 45 0. 05-500mg , FAREFHFLAAER 0.5-100mg . kit
AFIZLH 0.01-2ng/kg k&, M, FAEEZMAGALAFNSE
RIFER S TEERERAL, Hldo, AT ESHGER, BEHSE
#oRE. RERS. BERL. e LU RE B,
KREMHBMETERGFEIE. KA2H T IML 4.
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Aok, BHMX | BTN EBTARAEDF > TFAEBSEF
&R AHT.

NFTEMK L e driedd, SAH X £2—A@id - CONH -,
-C00-. - NH-C(=S)-N-. -NH=-C (=0) - NH -,
- SO0:NH — 3% — NHCO - & fey KA FHAR T, mIeH T4k
A FACS ( RABFEMAR 5480 547k Fo 58 X R8O T 055 B Ariedy.

ERABHEFIFOANSHAEACHRS, #ld, Y.-L. Wang
&D.L. Talor # “ Fluorescene Microscopy of Living Cells in
Culture,Part A+B, Acadimic Press, Inc. 1989~ .

ZHMX 1 et ehETRAEFPEETARBRESES.
KE R A A FBE G B R R EG.

EX P TXPHAHBRERLZC, ETHERAF, “mHLH
T RET: ZEZALMAK, FRETERLTHERAYT pH
HE2-10, BREVA LK LER —LTRER, 5544, A
FRAFBRATFRIFAGRERN, REDARKEER/NEL K%L,
M E N L6 RE E, Ashn: TR CE/FPE= 9:1.

RT = 42 F Fi4k % & &5 HPLC 4R % B 14):

[A]

@iE4: Nucleosil 7C 18 250 x 4mm
ZEBLF A 0. 1%TFA KB R

ZRBLFH B: 0. 1%TFA #5 LRFIE &

#ik: 1ml/min

HE: 20 - 50% B/30min

[B]

SRR R R S0 4F, RA 0 - 80 %852 ~ AEEKERITHE
B, HBLERPFEAA 0.3 % TFA , A#EkEZ Iml/nin, &EEZ
Lichrosordb® RP Select B ( 7um ) 250 x 4mm A,

(C]
@& 4: Lichrospher ( Sum ) 100RP8 125 X 4mm
ZEBLANA: pH A 7.0 65 0. IM BEEE4R% &

25
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ZBLA B 0. 00SM &9 BFBRAAE &, pH A4 7.0/60 4hAR% &4 2 - B
#ik:  0.7ml/min
AE: 1 - 99% B/50min.

JiiE (MS): El (& FEERF) M
FAB (g BF &%) (M+H)"

5 e 1

B 1.0g850 - TEBAAKREN - BB EEE [(WLBKkHE
LB TE. DMF 40 1.2 33 -_FAAKN_FEERER TS HONSu
B R 13%) 65, FAB 278] = 0.5g = LEAAF 3.05g 37— ( Arg—
Gly-Asp — D-Phe-Lys ) [HA# &2 H-Arg ( Mtr ) -Gly-Asp
( 0But ) ~D-Phe-Lys ( BOC ) —OH 3%4b, #3%|3— ( Arg ( Mtr ) -
Gly—Asp ( OBut )-D-Phe-Lys ( BOC ) ), RE Bk X147 100ml
DMF kb, ROMAETR TS I, 218 “FHALEIE &
Rl etk et 5, 553K - ( Arg-Gly-Asp — D-Phe-Lys ( N* -
Sal ) ) x TFA; RTI[B]22.0; FAB 724,

FREMEXRG T, H3K- ( Arg-Gly-Asp — D-Phe-Lys ) 4~
NE T RRE:
LREARHEN - 3£/ LEE ( PAELCO-ONSu ) R &:
1% 3r- ( Arg-Gly-Asp — D-Phe-Lys ( N°-PhEtCo ) ) x TFA;
RT[C]28.2; FAB 736;
53,33 -=~- (4 -8AR¥HL) -REN -8B EkE ( TCPP -
ONSu ) B F:
43%/3r- ( Arg-Gly-Asp - D-Phe-Lys ( N°* - TCPP ) x TFA ;
RT[B]33.19; FAB 992;
LE=X9s#ATEHEN - BB T EE ( TrtSEtCO-ONSu ) R F:
32k~ ( Arg-Gly-Asp — D-Phe ) Lys ( N°* — TrtSEtCO )= TFA;
RT[B]33.4; FAB934;
5FfBEAEAE:
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%32~ ( Arg-Gly-Asp — D-Phe-Lys ( N®* - CBZ ) )
5 FREFR N

#3823~ ( Arg—-Gly-Asp — D-Phe-Lys ( N®* — Oct ) ) x TFA; RT
[B] 27.58; FAB 730;
5 LR BT R B

133 31— ( Arg-Gly—Asp — D-Phe-Lys ( N°* — Ac ))x TFA; RT [B]
17.02; FAB 646 ;
5 FCA-N-3E3AB R B R_ B2

7% 3r< (Arg—Gly—Asp — D-Phe-Lys ( N* - FCA)); RT [B] 24. 18:
FAB 962 ;
5 FITC R p:

#2%)37- ( Arg—Gly-Asp — D-Phe-Lys ( N° - FTH ) ) x TFA:; RT
[B] 27.3; FAB 994; L NH:HCOsHH & M 3; RT [B] 22.26.

THRBRRERELREMGF EH 3K~ ( Arg-Gly-Asp - D-Phe-N
( Me ) -Lys ) 5 FITC R m#F%]#5:

3— ( Arg—-Gly—-Asp — D-Phe-N ( Me ) -Lys ( N* = FTH ) ) ; RC
22.64; FAB 1007;
5F¥aEEL (CBZ-Cl) REFE:

3— ( Arg-Gly—Asp — D-Phe-N ( Me ) -Lys ( N°* - CBZ ) ) : RT
23.35; FAB 1752,

5 364 2

G 3.05g 2r— ( Arg-Gly-Asp — D-Phe-Lys) % 40ml 5 % &
NaHCO: K ZF & F= 40m1THF Bo ) A E#R, ¥ 6gBOC-Aha-N-3E30 8 T &
EsmAFizEEk . ¥RSWHEFE 418, FEZ2TFRALET K,
4 %] 3r - ( Arg-Gly-Asp - D-Phe-Lys ( BOC-Aha ) ) ;
RT[C]27.7;FAB817 . 48 HCl/—nZkt P BLFR3E BOC A H, 2FMALEY
B, 133R- ( Arg—Gly-Asp - D-Phe-Lys ( N°-Aha ) ) x 2TFA;
RT [C] 14.76; FAB 717. KA L EH#b) 1 M5k, FH LR
MY FCA-N-3RABL P BB ITE LR, FH3R- ( Arg-Gly-Asp -
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D-Phe~Lys ( N°-FCA-Aha ) ) x TFA; RT [B] 23.8; FAB 1075.
FAAM G HEF %k, HF3K- ( Arg-Cly-Asp — D-Phe-Lys ( N°
— Aha ) ) S FHA TR 2
5 FITC R p:
F3 28— ( Arg-Gly-Asp — D-Phe-Lys ( N°~FTH-Aha ) )
5 TLEBERF:
#38)3%~ ( Arg~Gly-Asp - D-Phe-Lys ( N°—Ac—Aha ) ) x TFA ;
RT[B]17.1; FAB 759;

F ) 3

5 e 2 AAEM, 2R~ ( Arg-Gly—Asp — D-Phe-Lys-Gly)
[ H-Arg ( Mtr ) -Gly-Asp ( OBut ) -D-Phe-Lys ( BOC ) —Gly—0H
Z I FFF 2R~ ( Arg ( Mtr )-Gly—Asp ( OBut )-D-Phe-Lys ( BOC )
~Gly ) ABLERGPABHF]  Fo BOC-Aha—N-35 34 B I i B R K2 4%
F| 3£~ ( Arg—Gly-Asp — D-Phe-Lys ( N°-BOC-Aha ) -Gly) ;

£ HCL/ B BOC & BB, 238 % MAL I8 3 B A7 5] 30
( Arg—-Gly—Asp - D-Phe-Lys ( N°-Aha ) -Gly) x 2TFA.

FKAL FZHEL | MEMG T K, THAESHZHEKR- ( Arg—
Gly—Asp — D-Phe-Lys ( N°-Aha )-Gly) = 2TFA L X% 58 N 3E3m
B 38 B BE AT G SR B AT 3

3 - ( Arg-Gly-Asp - D-Phe-Lys ( N°-PhEtCO-Aha ) -Gly)

RKAEMEG 7 %k, TS HELHEIR- ( Arg-Gly-Asp - D-
Phe-Lys ( N°-Aha ) -Cly)

5 F B AT R AT

%~- ( Arg-Gly-Asp - D-Phe-Lys ( N°-Oct-Aha ) —Gly)
5 FCA - N - BB ERER AR

3 - ( Arg-Gly-Asp - D-Phe-Lys ( N°-FCA-Aha ) -Gly)
5 FITC R g 433):

3#- ( Arg-Gly-Asp - D-Phe-Lys ( N°~FTH-Aha ) -Gly)
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5] 2 FaEM, 3R ( Arg-Gly—-Asp — D-Phe-Val-Lys—
Gly) [vg H-Arg ( Mtr )-Gly—-Asp ( 0But )-D-Phe-Val-Lys ( BOC )
—-0H £ 3r46 4758 25— ( Arg ( Mtr ) -Gly—-Asp ( OBut ) -D-Phe-Val-
Lys ( BOC ) ) J B4R ¥ A B m #1451 5 BOC-Aha-N-3E 34 Bt I i B
R EFFE|3R- ( Arg-Gly-Asp — D-Phe-Val-Lys ( N°-BOC-Aha ) ) x
TFA .

e HCL/ —smbe 4% BOC AR FLrhE, F 2§y %igs x-
( Arg-Gly—-Asp — D-Phe-Val-Lys ( N°-Aha ) ) x 2TFA.

KAL EHA 1 MEMGFE, FRHR- ( Arg-Cly-Asp - D-
Phe—Val-Lys ( N® - Aha ) ) x 2TFA 5 X R 8 N - 35308 T KBS
HITE SR FEIFH K - (Arg-Gly-Asp-D-Phe-Val-Lys (N~PhEtCo-
Aha)).

5 34 4

AR L gaas L AnEME Gk, ¥ BOC-RATE N - BHELE
KBEL T Il R B
3#-(Arg=Gly—Asp - D-Trp — Lys)
3—-(Arg—Gly—Asp — D-Tyr-Lys)
3R-(Arg—Gly-Asp - D-Phe-D-Lys)
3R~ (Arg-Gly—Asp — D-Phe-Cys)
2 - (Arg-Gly—Asp — D-Phe-Dab)
IR~ (Arg-Gly—-Asp — D-Trp — D-Cys)
3R—-(Arg-Gly—-Asp — D-Tyr-D-Cys)
3R—-(Arg-Gly—-Asp — Phe-D-Lys)
3R—-(Arg-Gly-Asp — Trp — D-Lys)
- (Arg-Gly—-Asp — Tyr-D-Lys)
2R—(Arg-Gly—-Asp — Phe-D-Cys)
3R-(Arg-Gly—-Asp — Phe-Dab)
- (Arg-Gly-Asp - Trp - D-Cys)
- (Arg—Gly-Asp — Tyr-D-Cys)
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3R-(Arg-Gly-Asp
- (Arg—Gly—Asp
3R-(Arg—Gly—Asp
- (Arg-Gly-Asp
K- (Arg-Gly—Asp
3R—-(Arg—Gly-Asp
- (Arg-Gly-Asp
IR—-(Arg-Gly—-Asp
- (Arg—-Gly—-Asp
K- (Arg-Gly—-Asp
K- (Arg-Gly—Asp
- (Arg—-Gly—-Asp
- (Arg-Gly-Asp
- (Arg-Gly—Asp

B R #5 3] T 7 Ak
3R-(Arg—Gly-Asp
3R-(Arg-Gly-Asp
R-(Arg-Gly—Asp
3R—-(Arg-Gly—Asp
K- (Arg-Gly—Asp
IR—(Arg—-Gly-Asp
- (Arg-Gly—-Asp
3R-(Arg-Gly—Asp
- (Arg—Gly—Asp
3R~ (Arg-Gly—Asp
3R—-(Arg-Gly—Asp
IR-(Arg—Gly—Asp
K- (Arg—Gly—-Asp
- (Arg-Gly-Asp

D-Trp — Orn)
D-Tyr-0Orn)
D-Phe-0rn)
D-Trp - D-0Orn)
D-Tyr-D-0rn)
D-Phe-D—-0rn)
D-Trp — Dab)
D-Tyr-Dab)
D-Trp — Dap)
D-Tyr-Dap)
D-Phe~Dap)
D-Trp - D-Dap)
D-Tyr-D-Dap)
D-Phe-D-Dap)

D-Trp — Lys ( N* -BOC-Aha))
D-Tyr-Lys (N° -BOC—-Aha))
D-Phe-D-Lys ( N°*-BOC—-Aha))
D-Phe-Cys (S-BOC—Aha))

D - Phe-Dab( N* -BOC-Aha))
D-Trp — D-Cys ( S-BOC-Aha))
D-Tyr-D-Cys ( S-BOC—Aha))
Phe-D-Lys ( N®* -BOC—Aha))
Trp = D-Lys ( N°*-BOC-Aha))
Phe-D-Lys (N° ~BOC-Aha))
Phe-D-Cys (S-BOC—Aha))
Phe-Dab ( N' —-BOC-Aha))
Trp—D-Cys (S —BOC-Aha))
Tyr-D-Cys (S ~B0OC-Aha))
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IR—(Arg-Gly—-Asp
3R—(Arg-Gly—Asp
3~ (Arg-Gly—Asp
3R—-(Arg-Gly—Asp
- (Arg-Gly—Asp
3R-(Arg-Gly-Asp
- (Arg-Gly-Asp
3R—-(Arg-Gly—-Asp
- (Arg-Gly—Asp
3FR—(Arg-Gly—-Asp
#F—-(Arg-Gly-Asp
- (Arg-Gly—-Asp
- (Arg-Gly—-Asp
3#—(Arg-Gly—-Asp

D-Trp — Orn( N° —-BOC-Aha))
D-Tyr-0rn ( N> —BOC—Aha))
D-Phe—0rn ( N° -BOC-Aha))
D-Trp — D-0rn( N° -BOC-Aha))
D-Tyr-D-0rn ( N° -BOC—Aha))
D-Phe-D-0rn ( N° -BOC-Aha))
D-Trp - Dab( N-BOC-Aha))
D-Tyr—Dab ( N'-BOC-Aha))
D-Trp — Dap( N* ~BOC-Aha))
D-Tyr-Dap ( N* -BOC-Aha))
D-Phe-Dap ( N° -BOC-Aha))
D-Trp - D-Dap( N° -BOC-Aha))
D-Tyr-D-Dap ( NP-BOC-Aha))
D~Phe-D-Dap ( N® —-BOC—Aha))

A HCl/ —uZte b3 BOC KXHEBLRIE, FETH ( “A” ) 4k

gk

- (Arg-Gly-Asp
- (Arg-Gly-Asp
3R—(Arg-Gly—Asp
3R—(Arg—-Gly-Asp
- (Arg-Gly-Asp
3R—-(Arg—Gly-Asp
K- (Arg-Gly—-Asp
K- (Arg—Gly—-Asp
- (Arg-Gly—-Asp
IR-(Arg—-Gly—-Asp
- (Arg-Gly—Asp
3R-(Arg-Gly—-Asp
- (Arg—-Gly-Asp

D-Trp — Lys ( N°-Aha))
D-Tyr-Lys ( N°-Aha))
D-Phe-D-Lys ( N®* —Aha))
D-Phe-Cys ( S—Aha))
D-Phe-Dab ( N'-Aha))
D-Trp-D-Cys ( S—Aha))
D-Tyr—-D-Cys ( S—-Aha))
Phe-D~Lys ( N°-Aha))
Trp — D-Lys ( N® —Aha))
Phe-D-Lys ( N°-Aha))
Phe-D-Cys ( S—Aha))
Phe-Dab ( N'~Aha))

Trp — D-Cys (S —Aha))
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- (Arg-Gly-Asp
ZR-(Arg—-Gly—Asp
IR~ (Arg-Gly—-Asp
- (Arg-Gly-Asp
ZR-(Arg—Gly-Asp
- (Arg—-Gly—-Asp
K- (Arg—-Gly—-Asp
IR—-(Arg-Gly—-Asp
- (Arg-Gly-Asp
IR-(Arg-Gly—-Asp
IR—-(Arg—-Gly—Asp
- (Arg-Gly—Asp
- (Arg-Gly—-Asp
- (Arg-Gly—-Asp
IR—-(Arg-Gly—Asp

Tyr-D-Cys ( S—Aha))
D-Trp — Orn( N° —Aha))
D-Tyr=Orn ( N°-Aha))
D-Phe-0rn ( N° —Aha)
D-Trp — D-Orn( N° -Aha))
D-Tyr-D-0rn ( N°-Aha))
D-Phe-D-0rn ( N°-Aha))
D-Trp — Dab( N'-Aha))
D-Tyr—-Dab ( N'-Aha))
D-Trp — Dap( NP-Aha))
D-Tyr-Dap ( NP-Aha))
D-Phe—Dap ( NP-Aha))
D-Trp — D-Dap( NP-Aha))
D-Tyr-D-Dap ( NP-Aha))
D-Phe-D-Dap ( NP-Aha))

RELHTBRER AR TR

- (Arg—-Gly—-Asp
2R-(Arg—Gly—Asp
3R-(Arg-Gly—Asp
K- (Arg-Gly—-Asp
IR-(Arg-Gly—-Asp
- (Arg-Gly-Asp
3R-(Arg-Gly-Asp
- (Arg-Gly—-Asp
IR-(Arg-Gly—-Asp
IR—-(Arg-Gly—-Asp
3~ (Arg-Gly—Asp
- (Arg—Gly-Asp
3 - (Arg-Gly-Asp

D-Trp - Lys ( N°-Oct—Aha))
D-Tyr-Lys ( N°-Oct-Aha))
D-Phe-D-Lys ( N* -Oct—Aha))
D-Phe-Cys ( S-Oct—Aha))
D-Phe-Dab ( N'-Oct-Aha)) .
D-Trp-D-Cys ( S-Oct—Aha))
D-Tpr-D—-Cys ( S-0Oct—Aha))
Phe-D-Lys ( N°*~Oct—Aha))
Trp — D-Lys ( N* -Oct—Aha))
Tyr-D-Lys ( N®*-Oct—Aha))
Phe-D-Cys ( S-Oct-Aha))
Phe-Dab ( N'-Oct-Aha))

Trp - D-Cys (S —-0Oct—Aha))
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K- (Arg-Gly—Asp
IR-(Arg—Gly-Asp
K- (Arg—Gly-Asp
3R-(Arg—Gly—Asp
3R-(Arg—Gly—Asp
- (Arg—Gly—Asp
R-(Arg-Gly—-Asp
3R-(Arg-Gly-Asp
R~ (Arg-Gly-Asp
K- (Arg-Gly—Asp
- (Arg-Gly—Asp
- (Arg—-Gly—-Asp
- (Arg-Gly—Asp
3R—(Arg-Gly—Asp
- (Arg-Gly—Asp

Tyr=D-Cys ( S-0ct—Aha))
D-Trp — Orn( N° ~Oct—Aha))
D-Tyr—0rn ( N°-Oct—Aha))
D-Phe—0rn ( N® —Oct—Aha)
D-Trp — D-Orn( N° =Oct—Aha))
D-Tyr-D-0rn ( N°-Oct—Aha))
D-Phe-D-0rn ( N°-0ct—Aha))
D-Trp — Dab( N'-Oct—Aha))
D-Tyr-Dab ( N'-Oct—Aha))
D-Trp — Dap( N’-Oct-Aha))
D-Tyr-Dap ( NP-Oct-Aha))
D~Phe-Dap ( N°~Oct-Aha))
D-Trp — D-Dap( NP-Oct-Aha))
D-Tyr-D-Dap ( NP-0ct-Aha))
D~Phe-D-Dap ( N"-Oct-Aha)).

FHREMEGFE, BASH “A” 5 FCA - N - EIABE T B A

BAFE| T 3]
- (Arg—Gly-Asp
- (Arg—Gly—-Asp
3R-(Arg-Gly—Asp
- (Arg-Gly—Asp
3#—-(Arg—Gly—Asp
- (Arg-Gly—-Asp
- (Arg-Gly—Asp
- (Arg-Gly—Asp
- (Arg—-Gly—-Asp
3R—(Arg-Gly-Asp
IR-(Arg-Gly-Asp
IR—-(Arg-Gly-Asp

D-Trp — Lys ( N*-FCA-Aha))
D-Tyr—-Lys ( N°*-FCA-Aha))
D-Phe-D-Lys ( N®* -FCA-Aha))
D-Phe-Cys ( S-FCA-Aha))
D-Phe-Dab ( N'-FCA-Aha))
D-Trp—D-Cys ( S-FCA-Aha))
D-Tyr—D-Cys ( S-FCA-Aha))
Phe-D-Lys ( N°-FCA-Aha))
Trp — D-Lys ( N®* —=FCA-Aha))
Tyr—D-Lys ( N°-FCA-Aha))
Phe-D-Cys ( S-FCA-Aha))
Phe-Dab ( N'-FCA-Aha))
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IR-(Arg-Gly—Asp
3 —(Arg-Gly—-Asp
- (Arg—-Gly—-Asp
IR—-(Arg-Gly—-Asp
IR—(Arg—-Gly—-Asp
K- (Arg—Gly—-Asp
IR—(Arg-Gly-Asp
- (Arg-Gly-Asp
3R—-(Arg-Gly-Asp
IR—-(Arg-Gly-Asp
R~ (Arg-Gly—-Asp
IR—(Arg—-Gly—-Asp
IR—-(Arg—-Gly-Asp
K- (Arg—Gly—-Asp
IR—-(Arg—Gly—Asp
I—(Arg-Gly—-Asp

Trp — D-Cys (S -FCA-Aha))
Tyr—~D-Cys ( S-FCA-Aha))
D-Trp — Orn( N® —FCA-Aha))
D-Tyr—0rn ( N°-FCA-Aha))
D-Phe—0rn( N° ~FCA-Aha)
D-Trp — D-Orn( N° —FCA-Aha))
D-Tyr-D-0rn ( N°~FCA-Aha))
D-Phe-D-0rn ( N°~FCA-Aha))
D-Trp — Dab( N'-FCA-Aha))
D-Tyr—Dab ( N'-FCA-Aha))
D-Trp — Dap( NP~FCA-Aha))
D-Tyr-Dap ( NP~FCA-Aha))
D-Phe-Dap ( NP~FCA-Aha))
D-Trp — D-Dap( N"~FCA-Aha))
D-Tyr-D-Dap ( NP~FCA—Aha))
D-Phe-D-Dap ( N°-FCA-Aha)).

RKAEMEGT %, BidH “A” 50 - e AKHE - N - 32
BT BB R AR T 5 M

K- (Arg-Gly-Asp
- (Arg-Gly-Asp
- (Arg—Gly—Asp
3R~ (Arg—Gly-Asp
- (Arg-Gly—-Asp
- (Arg—Gly—Asp
3R~ (Arg-Gly—Asp
3K~ (Arg—-Gly—Asp
3IR—(Arg-Gly-Asp
3/—(Arg-Gly-Asp
IR—(Arg-Gly-Asp

D-Trp - Lys ( N°*-Ac-Sal-Aha))
D-Tyr-Lys ( N°~Ac-Sal—-Aha))
D-Phe-D-Lys ( N®* —-Ac-Sal—-Aha))
D-Phe-Cys ( S—Ac—Sal—-Aha))
D-Phe-Dab ( N'-Ac-Sal-Aha))
D-Trp—-D-Cys ( S—=Ac—Sal-Aha))
D-Tyr-D-Cys ( S-Ac—-Sal-Aha))
Phe-D-Lys ( N°~Ac-Sal-Aha))
Trp - D-Lys ( N°* —Ac-Sal-Aha))
Tyr—-D-Lys ( N°~Ac-Sal-Aha))
Phe-D-Cys ( S—Ac—Sal-Aha))
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2R-(Arg—Gly—-Asp
R—(Arg-Gly-Asp
- (Arg-Gly—-Asp
3R—(Arg—Gly—-Asp
- (Arg-Gly—-Asp
IR-(Arg-Gly—-Asp
K- (Arg-Gly—-Asp
- (Arg—-Gly—-Asp
3r—-(Arg-Gly—-Asp
- (Arg-Gly—-Asp
- (Arg-Gly—-Asp
- (Arg-Gly—-Asp
3R—-(Arg-Gly—-Asp
IRK—-(Arg-Gly—-Asp
K- (Arg-Gly—-Asp
K- (Arg-Gly—Asp
3K—(Arg-Gly—-Asp

Phe-Dab ( N'~Ac-Sal-Aha))

Trp — D-Cys (S —Ac—-Sal-Aha))
Tyr-D-Cys ( S—Ac-Sal-Aha))
D-Trp — Orn( N° —Ac-Sal-Aha))
D-Tyr—-0rn ( N°~Ac—Sal-Aha))
D-Phe-0rn ( N> —Ac—Sal-Aha)
D-Trp - D-Orn( N° —Ac-Sal-Aha))
D-Tyr-D-0rn ( N°-Ac-Sal-Aha))
D-Phe-D-0rn ( N°-Ac-Sal-Aha))
D-Trp — Dab( N'-Ac-Sal-Aha))
D-Tyr—Dab ( N'-Ac-Sal-Aha))
D-Trp - Dap( NP-Ac-Sal-Aha))
D-Tyr-Dap ( NP-Ac-Sal-Aha))
D-Phe-Dap ( N’~Ac-Sal-Aha))
D-Trp — D-Dap( NP-Ac-Sal—-Aha))
D-Tyr-D-Dap ( NP~Ac-Sal-Aha))
D-Phe-D-Dap ( NP-Ac—Sal-Aha))

RGBT LBEASY, XENSY R ERTFTREES S F

i & E 6.

5545 5

¥3-- ( Arg-Gly-Asp - D-Phe-Lys ( N°-TrtSEtCO ) ) A} TFA/
FEBRHF TR, REELFALET B, FF33F- ( Arg-Gly—-Asp

— D-Phe-Lys ( N°-HSEtCO ) ) x TFA;

5% &) 6

RT[B] 18.54;

FAB 692 .

2. 0g BABN - BT BELTER 0. 5g = LHMAZ
3.05g 3%¢— ( Arg—Gly—Asp — D-Phe-Lys ) #5 100ml — & Frx &k .
REVEZTETHRRE 5 o, 2 “FRLALEI K FHK -
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( Arg=Gly—Asp - D-Phe-Lys ( N®* — H:COCO ( CH.) .C0) ). A&
AAAT K BEPT 4T84, 5%)3Rk - ( Arg—Gly—Asp — D-Phe-Lys ( N°®
- HOCO ( CH:) 2C0) ). M, 5 HONSUu EZRRZEFR B, 53
W3k - ( Arg—Gly-Asp - D-Phe-Lys ( N°-SuN-0-CO ( CH:)
0 )). KA L b 1 EMGH &, B EE FHEIR- ( Arg-Gly-Asp
— D-Phe-Gly ) R EFH T weiite4: 3K~ ( Arg-Gly-Asp - D-
Phe-Lys ( N®* = CO ( CH:) .CO-R') ), HE P R*Z3K- ( Arg-Gly—-Asp
- D-Phe-Lys ( N* =) —Gly ) .

g3 1

0.5ml &L 0. 5g #g4e/FEHEMAR 1.17g 3F~ ( Arg ( Mtr )
~Gly—-Asp ( OBut ) -D-Phe-Lys ( CBZ ) ) #5 50ml =W LB
P, RAMAELAIETEIF 2 IE. FREANS B2 FRLE
T EFFF) 3R~ ( Arg ( Mtr ) —Gly—-Asp ( O0But ) -D-Phe-Lys )
(“B”); RT[A, 30 - 80 % ZA¥] 18.6.

0.075g 3B EFMmAZ] 0.3g “B” #/EHI 15nlDMF &k F, &
SMAEERTERA 12V 2FNLHE T K, F5 0. 268 8938 ( Arg
( Mtr )-Gly—-Asp ( OBut )-D-Phe-Lys ( N - CO ( CH.) .—COOH ))
( “C” ); RT[A, 30 - 80 % ZA¥]19.2; FAB 972.

J% 0.1gEDCL x HCl. 0.075gHOBt #= 0.3g “B” & 15mlDMF &
AN E 0.23g “B” # 20mlDMF E & P, HRsSWEEH 12 I8,
ZEALE Y B, 1353k~ ( Arg ( Mtr ) -Gly-Asp ( OBut ) -D-
Phe-Lys ) : ( COCH:CH.CO) ( “D™); RT[A, 30 - 80% Z.AE]26.6;
FAB 1826,

W 85.S%TFA. 2 % 7K. 2.5% L —BiBE. 5 %EB. 5 % ¥
AFLA 0.25¢ “D” ARMRSERATETHRY 24 8. ¥F
AERETEE, F53x- ( Arg-Gly-Asp - D-Phe-Lys )
( COCH:CH:CO ) ; RTI[A, 10 - 50 % ZA§120.2; FAB 1289,

T 3404 2 sl i 5 47 3
3*- ( Arg ( Mtr ) -Gly—-Asp ( OBut ) -D-Phe-Lys ( CBZ ) ) H—

36



96198432. 5 oM P 3E32/33m

B =78 & ( DTDB - OH ) B F, #FH - N -3k~ ( Arg-Gly-
Asp - D-Phe-Lys ) -DtDP; RT 20.73; FAB 1382.

T 3] L) F RIS B AL
A A B IESA

HK100g M N I AT FERAESHF S R A MY 3 RAEK
AR In A E pHAAN 6.5, HEXRBFEEI 4T, Hix
BAETHR, MERRELAFMHTHe., ENEHRFTALE Sne
HFHAESY.

& F 4 B B

¥ 20g thEMK 1 T mFEBASHE 100g K EZIFAREFH 1400g
ST BRI, MARBEALAFASY. JFAAHNSH 20ng FH
e,

HAH C: Bk

¥ o1g 22X 1 rrERALSH. 9. 38gNal:P0s - 2H:0 .
28. 48gNa-HPO: - 12H:0 #= 0. 1g E3LE 4L 940ml MAKRP RER.
WiZak pHARE 6.8, KB E 1L AFALRARHERY. ZE
W T AE Y IR

#F D R F A
500mg M X I i~ ERAEHE 99. 5 LEHRERBSFH TR

HFH) E: B R

lkg ZM X 1 FrFiERALESY., dkg SLIE. 1. 2kg BAZEH.
0.2kg W GAe 0. 1kg BASBMEER A FHA HZER RN F, XFH AP
R 2R 10mg EHALESY.
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AP F: LRA A
RAER MG E EZMEGFT HEFRE A, KERAFRT E¥ K H
R, eRkBEE. LAZER. BL. TEBRPERER.

HAHEC: KE
Bokge M X I THEHRALSHEARFTRATEALINPEBEE
. RIEEAAH 20ng 65 E MRS Y.

4 H: 3,

¥ kg MR I I EBRAESHERE 60 AREKRY, HERK
ZdERE, BEINEEY, WERLET®R, AW ZHALELAS
T3, SFATHEFTSA 10ng GERLESY.

EH BT BAER

l4g M X 1 FiaERASHERF 10 FA68F5 NaCl Bk P,
HEREZBTATH EXRGTHARERXEA . IHFERT
APRAANB O ERGFEY. HFHTE( S 0. Inl )FAHEREA L 0. 14ng
=6y EHALE .
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