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1. —#p X I8 Ak:
X-A-D-& R B -Y (1)

A PXd g aRXHAR. AR TRE. FERE. HEAR. N-HAR.
AR, BAR., XH4%. 6AR. D-AAR. D-Z&EK. D-F2A8.
D-% A&, D-N-ZAM. D-MER. D-BEAKR. D-XHAK. D-EA5.
vy-REATE. (-RATE, AZRBD-SRAB. iD-2RE Y aHEAR.
ARR. =RE. FRRA8. HAR. -Sa%. AR, RAK. XA
A8, AR, D-ARK. D-FAR. D-FEAK. D-HAM. D-N-HK
B, D-MARK. D-REAK. D-XARK. D-EAHK. vy-RATR. (-&
ATB. £ERC-CIRR M BLE:.

2. BAZRIMEGAIGK, LFXREAXRZE T —AGD-RAK;
“ D-BARK. D-FAE. D-FEREK. D-HAR. D-N-BAR. D-MHAR.
-BAK, D-EARER. D-EA8; YR ATH —AND-2X%: D-ALK
B, D-TRAR. D-FHAK. D-HMEAR. DN-HEAR. D-MEAR. D-BE
B, -XARE. D-ERMAELNCCRANBLE.

3. BAZRIFEGRIGK, LFXLA, ARID-BARK, YRAEEX
C. — CoIRAX & BBk .

4. /3| HH-iD-Glu-D-Trp—OH# AK.

5. /%] AH-D-Glu-D-Trp—OH#g k.

6. —HHHASY, ZAEHELES —FHBAZKIAEGXIKK
Fo2h 4 b T 4% 69 HAK.

7. BAZXKIMAGKRAEAFNER T AT BREAGHY 76 A&,

8. MMEKIMAGKREHNERN TELERATGHD FHME.

9. BAZRTHAGARE, LPEdmieis it fmersi.

10. RA|RRIXBHEHME, L PAESH M ABAN - BRE
PR MAConAZ a4 9254,

o’



96195153. 2 iﬁ', HA :F'; /671

BRE F &7 ok

R RS,
AERTEER, WFRPEELALBIBERNTERTES. BE
P LA AT b &G LW S R 6 7 k.
ARBEAR
AR R EMAERIEN T HFEAFHBALELRAF RS TR, X
FrAkeg L RFPLEE LR BB R R T A A S B ENE. Ky BHAH
RERFHEBEGHEK.
REF LGS BN F ik QIEMAs It 5 BiERKAS, F4
o HFetliit, @IENAFNBREGSHE5EZ (SU N1600047, SU N1638849,
SU N1737798). EEREF T, MEHRMHEE LA R LAIEZGAY
B-F, #lde, BMIEE44%5 Goldstein, A.L.,Guna A.,Latz M. M., Hardy
H.A.,White A.) thyamalin (CH, N 6595 86). #:3%4h4-H B LR HIR,
Fik6G A ol ERBRGIEE SRR RHE, Lt f PR B E K
E, MAKRARAHAFX®ETHSH R, B ER (ballast) Ko
KRBBANPEALLN R AGRE. J&HRA LA BRI R B,
#AHIE, BFERIBYREBA R PCT/W0 089/06134, SU N 1541821,
SU N1518956, EP N 230052, EP N 406931, US N5021551, US N5013723,
BRI A LR RGARAS, RHEH. Kak. LIER,
BT R TES Y.
P-4 2
ARXPGBERESR—FEA BRI ERAFLAETANGHBEHFE
HEAK:
X—A-D-Trp-Y
A PARED-GClu, iD-Glu; X4 EHHKGly. Ala, Leu. Ile. Val. NVal. Pro.
Tyr. Phe. Trp. D-Ala. D-Leu, D-Ile. D-Val, D-NVal, D-Pro, D-Tyr,
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D-Phe. D-Trp. v- &ATH. (- £ATE YREGly. Ala. Leu. Ile.
Val. NVal. Pro. Tyr. Phe. Trp. D-Ala. D-Ile. D-Val. D-Nval. D-Pro.
D-Tyr. D-Phe. D-Trp. v- RATE. - KA TEK. -OHHRIA 88 (C1C3).

—#r X 189 Ak

X-A-D-& &% -Y (I)

APXt ARV RE. ARKR. TAR FRAR. HAH. N-HAR.
BEE. BRA%. AR5 8. 8%, D-AAR. D-FAK. D-FFA%.
D-%4 R 2. D-N-HABK. D-HAR. D-BAEK. D-XAKKR. D-& A %K.
Y-RARATE. (-KACE;, ARAD-SABE. iD-F88: Y& g HAR.
AERE. TRE. FTAK. SAR. N-SE%K. HAKR BREAR. X4
A®. ERAE. D-RAE. D-EARK. D-FERAR. D-HMAR. DN-HR
B. D-MAR. D-BAR. D-XFHEK. D-E&A%. v-REATR. [-&
ATE, 2ERC-CHIKMBE.

B2, A7 AH-iD-Glu-D-Trp—OHF=H-D~Glu-D-Trp-OH#J Ak.

AEXPAEFG R —FHMESW, ZAaSGHOLE ) —F ELiE X8 kkFe
B kT2 B E K,

AXREFRAERXIGRERNERN TR MRBEAGEHEH TH AR
RBELEHNERATLERATHEDTHRE, L PMEGmEIZHEREmE
¥, ARG EWRESBNN - FRERIAConAZ WL AN HH.

AEXPHH—ABERTFRE—FRESRGHGERTE., EHFEA
BHEYE RRAARLEZRALEHOWRGGTE. ZAERHLEF
b LAk E L.

FFENRELERATAZSAD-Trp-YITEP T ARTAEAS AR
BEOALBRABSAERTASRASABENK. 26, Fa-. v-F#
KR ATT BN 4B, AARTERAELARLABYELREMERSE, TAT
it — & 6§ A Ak

A1BFT — 27 R EMBGRE, (A5 -F 8-32% L& = 60: 45: 20)
FoRE, (T EE-wr- K-8 =5 5 4 1)144.

%1
B ;7 Rq Rp
Abu-D-Glu-D-Trp-OH 0.32 Q.53
Abu-iD-Glu-D-Trp-OH Q.25 0.49
Aca-D-Glu-D-Trp-OH 0.31 0.52
Aca-1D-Glu-D-Trp-OH 0.28 0.49
Ala-D-Glu-D-Trp-OH 0.34 0.61
Ala-iD-Glu-D-Trp-OH 0.32 0.55
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)3 Rp Ry,
D-Ala-D-Glu-D-Trp-D-aAla 0.22 0.41
D-Ala-D-Glu-D-Trp-OH 0.26 0.51
D-Ala-iD-Glu-D-Trp-D-Ala 0.25 0.50
D-Ala-iD-Glu-D-Trp-OH 0.25 0.51
D-lle-D-Glu-D-Trp-D-Leu 0.35 0.53
D-lle-D-Glu-D-Trp-OH 0.36 0.54
D-Ile-iD-Glu-D-Trp-D-Leu | 0.34 0.53
D-Ile-iD-Glu-D-Trp-OH 0.27 0.52
D-Leu-D-Glu-D-Trp-OH 0.36 0.53
D-Leu-iD-Glu-D-Trp-OH 0.35 0.52
D-NVal-D-Glu-D-Trp-OH 0.33 051
D-NVal-iD-Glu-D-Trp-OH 0.32 0.51
D-Phe-D-Glu-D-Trp-Ala 0.37 0.56
D-Phe-iD-Glu-D-Trp-Ala 0.36 0.55
D-Pro-D-Glu-D-Trp-OH 0.38 0.58
D-Pro-iD-Glu-D-Trp-OH 0.37 0.58
D-Trp-D-Glu-D-Trp-OH 0.41 0.59
D-Trp-iD-Glu-D-Trp-OH 0.40 0.59
D-Tyr-D-Glu-D-Trp-D-Tyr 0.39 0.58
D-Tyr-iD-Glu-D-Trp-D-Tyr 0.38 0.58
D-Val-D-Glu-D-Trp-OH 0.34 0.51
D-Val-iD-Glu-D-Trp-OH 0.33 0.50
Gly-D-Glu-D-Trp-NVal 0.29 0.51
Gly-D-Glu-D-Trp-OH 0.30 0.54
Gly-iD-Glu-D-Trp-NVal 0.32 0.53
Gly-iD-Glu-D-Trp-OH 0.29 0.53
H-D-Glu-D-Trp-Abu 0.33 0.52
H-D-Glu-D-Trp-Aca 0.30 053
[H-D-Glu-D-Trp-D-lle 0.35 0.58
H-D-Glu-D-Trp-D-Pro 0.37 0.61
H-D-Glu-D-Tep-Gly 0.29 B 0.54
H-D-Glu-D-Trp-lle 0.36 0.58
H-D-Glu-D-Trp-Leu 0.36 0.59
H-D-Glu-D-Trp-Lys 0.28 0.47
H-D-Glu-DO-Trp-OH 0.36 0.56
H-D-Glu-D-Trp-Phe : 0.39 0.61
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)i I Ra Ry
H-D-Glu-D-Trp-Pro 0.38 0.59
H-D-Glu-D-Trp-Tyr 0.37 | 0.58
H-D-Glu-D-Trp-Val 0.38 0.61
H-iD-Glu-D-Trp-Abu 0.34 0.51
H-iD-Glu-D-Trp-Aca 0.33 0.50
H-iD-Glu-D-Trp-D-Ile 0.34 0.55
H-1D-Glu-D-Trp-D-Pro 0.36 058
H-iD-Glu-D-Trp-Gly 0.28 0.52
H-iD-Glu-D-Trp-lle 0.34 0.57
H-iD-Glu-D-Trp-Leu 0.35 058
H-iD-Glu-D-Trp-Lys 0.27 0.45
H-iD-Glu-D-Trp-OH . 0.30 0.52
H-iD-Glu-D-Trp-Phe 0.38 0.61
H-iD-Glu-D-Trp-Pro 0.37 0.60
H-iD-Glu-D-Trp-Tyr 0.35 0.58
H-iD-Glu-D-Trp-Val 0.36 0.60
lle-D-Glu-D-Trp-D-Phe 0.42 0.68
[le-D-Glu-D-Trp-OH 0.38 0.56
Ile-iD-Glu-D-Trp-D-Phe 0.40 0.67
[le-iD-Glu-D-Trp-OH 0.37 0.55
[.eu-D-Glu-D-Trp-OH 0.35 0.62
I.eu-iD-Glu-D-Trp-OH 0.27 0.57
NVal-D-Glu-D-Trp-OH _ 0.35 0.61
NVal-iD-Glu-D-Trp-OH 0.34 0.60
Phe-D-Glu-D-Trp-OH 0.41 0.63
Phe-1D-Glu-D-Trp-OH 0.40 0.62
Pro-D-Glu-D-Trp-OH 0.43 0.63
Pro-iD-Glu-D-Trp-OH 0.42 0.62
Trp-D-Glu-D-Trp-OH 0.45 0.68
Trp-iD-Glu-D-Trp-OH 0.44 0.67
Tyr-D-Glu-D-Tep-OH 0.42 0.64
Tyr-iD-Glu-D-Trp-OH 0.41 0.63
Vat-D-Glu-D-Trp-D-Val 0.46 0.68
[Val-D-Glu-D-Trp-OH 0.33 0.50
Val-iD-Glu-D-Trp-D-Val 0.44 0.66
Va1-iD-Glu-D-Trp-OH 0.34 0.52
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PR AE S 3

T 7] 53640 A A5LW A KA.

364), H-D-Glu-D-Trp—OH #H» H-iD-Glu-D-Trp—-OH
1. Boc-D-G lu~OH&g 4] 4

J514.7g(0. 1 M)H-D-Glu—~OH3E F200ml 48K, B IM KOHI§pHH £
10. 2. Ao E—vER P 49B0C. 33. 0 (0. 3 M), A4HA. MpH-statisipH
5. BRZARE, Hashits Eomkt, M3x150nl L5 LEEMAmE
AP, H0.2% BBRERE R mAE| K48 FHpH £ 3. 0, Boc-D-
Clu-OHI3E A MAs (3 % 200ml) . AHLEM 3 x 200mINa:SOAEFe ik 265 F
M, AABALTR REAZTAEEEWRIK T 16.7g(68%).
2. Boc-D-G1u-Tr p~0HFeBoc—iD~C lu—D-Trp-OH:RAH 65 # &

4%16. 7g (0. 068M) Boc—-D~G lu—OHZE T 200ml — P X F sk, £ 20T,
BN, M-3R AR = B20. 6g (0. 1M) 3F-F100ml = F A FPobE: F 695 %
I F) ek P, A . RAH TACHEMEAIDH, REEETHES
JoBF. iES B _ROAB B ERE, M2 > S0nl =R FEUB .
HAEEMTAEAREEREL2ER, SHFFACHARABH I WA
24, 3g (0. IM B-D-Trp—OH. EFERBHETR. ALl LRLE: -
6: 3: 1894k% ¥, WTLC EH R B TR LI ABoc-D-Glu ARH A BREF
sENK. IR EREG_THM, AEHFHTHRLA-FPATEE. ¥
200m] 2,8 . E5F200m10. 2% A KR MM RASB L. S EANES,
FANa:SOseFu sk ik EpH P b, ENa:SOEFIR. AZFTEAXLRLT
Bk, 15369k R L Boc-D-G1u-D-Trp-OHFBoc—iD-Glu-D-Trp—OH#)
BAM. BFE 25.4g(70%).
3. H-D-Glu-D-Trp—~OHF=H-iD-Glu-D-Trp-OH#s #) &

3525, 4g A% (0. 048M) EF200ml P& P, 40CHEFH1LIH, AFETHR
KIEH, EMMR. ABEO. 01-0. M5 L8 %48 A i& MSephadexA
T8 FRXBEN > EFSK. &2 5 7g(35% H-D-Glu-D-Trp—OHf=
5. 7g (35%) H—iD-Glu-D-Trp—OH.

AR TR TR AR
2 K 25 3—H-D~C 1u—D-Tr p-OHFwhi—iD-C lu-D-Tr p—OH
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2 % X, —CsH2oN:0s

2F%-334. 35

I -Ek G REAEHK

ERE-HETK, FEETER RETRYH

9 5k 3% 3 B ££.250~-300nm, & K FOKE 7 280+2nm, A4 287+2nm.
ZBalb/ch A FHFR T ARG A4 F &K, K Ak T4 20l 5-K
Bt B o 5 % % & 8 B JL f 35 o9 RPMI1640 3% 3 & (T ¥ B Sigma
pharmaceuticals) ¥ &5, #H 2 F R L: #3L100mcl (200, 0005
). FERRAEEAZ RN, ALK EARTL2ncgt ] LEFA
R BBk, HWTITC, 5%CO, TRFAS DN, ARFLERWIVIE
B Smeg/ml A2 6 SH-MME T, A KRR 658 44T SU4E (CPM) &

A . SRAE2.

P 2
CPMI*
#l 7 #7572 (ncg/ml)
1 5 10 20
iD-Glu-D-Trp 68594 | 63428 | 20043 | 13222
RIHE A 67649 | 2698 | 574 | 569
x} BB 61467

* = R 2 6 F 3 1AL

KL% B B A R AR 4m RIE 7L

ARG TN, RNERETHRAEAGEFERRNT
e HF GEMAL, 1985) b 69 “ 37281 25 A A 69 Sk SBaAf A 69 e AW AT 5

WZR” HATT SR,

BAER LR, 1000FHEBEAMNZHARIRIEFERE, AL

¥ R ] $63X 3| LDso.
Bk g A
GAMERKES S ZHATEFREES P,
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