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P&H EAFRERE,
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R, ZEFGAR - XK REME,
X ZXRXH¢:
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YR BE.
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Ry &~ P,P,BPs , Hip:
PE%HED. E. GEK4,
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PA¥A K4,

R, = Ef¢ FAW REMH.

SAREARFERS 97k, HPahewharFI0:
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6 REMAERL WF ik, APEMSW TR TIWHRLE,
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R, % CE G4W REME,

R Z%E E. DAW «- SERRELRE,

R, %) PPy, (b)-PE(c) - PPy P HW:

(@) Pi&H Ef* FAL, PXE F4, 1 PAEDWA,

(b) Pi&H K4,

(c) P#A E4, PAEGREL, PAEGREARERE.

TARERFERS WH 3k, RFELEHNITRAN:

D- Phe- Pro- Arg- CFj3 .

§ MEARFIER] Wk, HPEMEeWwTA THHRELE &,
H¥ X+ X, Rgs Ry ReWYWBMFAER? FreX, R, &
- P,P3PyPs

PEED . E . G XH4,

PE EXGH, & BN E,

P H EXGH, &4 PHE,
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1. REBFERI08F %, P ELEWELS TN Bz - Arg-
COOH. Bz-Arg- CO, CH; % Bz-Arg- CF,

2. MERAER] WFE, HPEUAYTATHARN LA EERE
B, Av: X EX,,

R; - PRR, #¥:

PkHE F4,

P& H B F4,

DX B K4,

R, % AR J4® RENS.

13. REVAERDRWEFZ, AFatehEaoT -4k ed:
DN S- Glu- Phe- Lys- COOH. DN S- Glu- Phe- Lys-
CFf#DN S- Glu- Phe- Lys- COOH.

4. REANER] %, R R0 THATH Cl-8, £
TX, X, RefRy WBAERI FIEX, YANH, ,

R, &- PP, , H:
PXHE. G. D. C. F. A% B4,
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17. RERANERI6WF &, Lr gt o T—A4kedw:
Bz- Leu- Ala- Arg- CF, COOCF ¢. Bz- Leu- Ala- Arg
-+ CE- Ala3~OCH , ¢% Bz- Leu- Arg- COOCH, ¢.
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P, ## E. FARZHH £

I3



P,#%# E. FAREMNI£,

P, #%H E. C. FARFEYH X,
R, Z#H EX FAWREME, RERKFTPE,
Ry Z- P,P,BPR, Hif:

P¥%# E. CH F4,

PiE EX F4,

P%#H E. DR FAREHH £,

R H E. CR FARHZBHN £,

B E K4.-

31, MERAERONFE, HPahehtapT—ated:

Me O Suc- His- Pro- Phe- His & CF; Val3— lle-
His- OH.

Me O Suc- Pro- Phe- His &+ CF; Val>— Ile- His-
OH.

Me O Suc- His- Phe- His & CF; Vald—~ Ile- His-
OH.

Me O Suc- His- Pro- Phe & CE- Val}— Ile- OH#

Me O Suc- His- Pro- Phe- His & CE; Val3— His-
OH.

. MESNER WhE, EPZACEWTHTHHEED S, &
Xy X, Ry R ERD FEX, #4:
R4 ZH E. GR FAK—REM,
R; Z%H EX F4,
YENHCHCHCH (CH),%- NHCHCH (CH),
R, Z¥%HE EX FAKH— REMNE,
Ry - PPP, Hi:

14



PR&H EX F4,

PR%E ER F4,

PREH KA.

3. RECANERDHT %, APRtatks:

Iva- Val- Val- Leu- CE- CNHCHCNHCH (CH) 7

o
0 HC O

Iva- Val- Val- Leu & CH- Gly>— AlaNH CHCHCH
(CH),-

M. REPAER] 8%, ATRUeWTHIHALLZEER/D,
HF X, o X, foR, wiRABR] FREX,
YZ- NH (CH), CH (CH),®- NHCHCH (CH),
R, &% H EX FAH REME,
Rs&E%E EX F4A,
R, Z#H EX FARN—/ REMHE,
R, %- B,PP, ¥i#:

PR¥H EX FA,

PR¥H ER FA,

Pt B K4

35. RESAERMWF &, KPgtetapT-akehn:

CBZ- Val- Val- Phe- CEH.

CBZ- Val- Val- Phe- CE,

CBZ- Val- Val- Phe & CEF;- Phel— AlaNH (CH)
CH (CH),#

CBZ- Val- Val- Phe & CF- Phe)— AlaNHCHCH
(CH),-

15



36. MERAERI Whk, APEAewTHAHKA CENFAMN, R
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R, =& H EX FAl— REME,
Rs%%&E ERGANFEYRNH,
R, Z¥H Eff GEW—/ REMEE,
R, %- BPR, #

PH®E E4,

16



Pt H KA.
41 . REAMER40W T &, RPZACAWH2TFRA:
Me O Suc- Ala- Ala€C Fr Ile3-Ala- NH;
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G: Gly, Sar
I:
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KEHENTERENER Ve ahwtBS —FRVIFR, T
A K Ia ) RECERFHHX, BILBEAPREEAN B E0E
W& v By 3 0] oy S I PG

0
u
RNHCHC- X ( Ia)
I
R,

Hop R HTwR B4 6 Henl B4 2 T - AR U 82
Riﬁﬂlil’ﬁfl'??&i (2% Py PudE ),
XEECHSEHLAAESRRNARS), EHENR I P RBE
Tl XA X4 R

RRATRYA, REFWAWOEREEE AR EHREL:

24



! !

|
/ I
L] i ] i

|

|

{ i

\ On 0,
|

{

{

t ! Q
H3C0%—CH2CH2E__NHCHC_-NHC§E:+N 9_}NHCHC Fz?ﬁcm_HH?HC——Nﬂz
! {\CH3 ; {/ C.HCH3, :Ir,C\H\\\ \’fli}/l LC~H§, )
vt 952 ; ‘g?c CH3) } !
1 CHa ; ~- - TI

~
o~

FEE W R IGTT T AR AN Y FA B0 0] oy AR 0y 4 — ALK
e BT IABRA2- ZAIRRRI, RERE LB RTSGNETL «
- RABRAMEREZA (L ﬂ@ﬁ@“ﬁ Lehninger Byt 35 867-71 1)
-

BA B TENENL T RRTUR R

!
. 1

| | , 1 :
DI LI g I L T
H3C0C-CH2CHQC—-:-—NH(’:HC_‘-NH?HC—I-N C——'-NH?H —-.’_CFz(':HC__i_NHCIHLTNHz
i R R | i Rz | R4 I R !
P5 P4 P3 P2 P1 P1 P} P3
IIX

£FR. R, gﬁ%AﬁE%ﬁﬁﬁﬁﬁwwﬁ,mﬂixm”“P(P
W)zﬁﬁﬁkxm i%PB%ﬁkx¢%ﬁwY£m b R
5, HE— ﬂi*‘b?ﬁTﬁ (Pn), B~ Py Réﬂﬁﬁ."ﬁz iogse ﬁ?%ﬁ%’—
Toa- BEARK.

A8, RTHANREENRTHRNES RN FTE:

| ( l ! |
MeOSuc I‘— Ala: - Ile :- Pro |- val! - x
|

. } ' 1 )
Ps | Pg 1 P3 P,  P1 | Py1-Pp ¥ ¥

25



O
1
Hbd xitk- CFZCHC'— RsYﬁ'f, g P, . P, YHA . £, gt

2
l
Ry
BFHEgENME, P oWl REE RE- CH, PL A4~ CHy

BiEH REXRET, YENH, B- RELEAHRIMLY b
BEMINEERT .
HTREMNF ()P oEFEELEERFN - P LIRSS
XEWaugtEdgk i, SETU e T LA
(@) Me O Suc- Ala- Ile- Pro- Val- CEH (¥ Xf'i'-— CP;,,_H)
(b) Me O Suc- Ala- TIle- Pro- Val- CFs(EFX{%- (3133)
(c) Me O Suc- Ala- Ile- Pro- Val- COOH (I XI”;— CO;zRa’
szH)
@) Me O Suc- Ala- Ile- Pro- Val- CONH, (W Xk
- CONH R3, Ra%H)
(¢) Me O Suc- Ala- Ile- Pro- Val- IIQE')
CLCHC- NHCHC- NH, (W, XZ CECHC- Ry, X
| | | |
HC O HC 0
Rfﬁfaﬁﬁmlﬁ&, Rs%— NH(IZH- ﬁ—,itt? RE A VIR W 4k
Rs O
Y%NHJO
(f) Me O Suc- Ala- Ile- Pro- Val- CFz%— Ala- NH
0

0
I
(B, X CEC- RY, R¥RFLLE ()AL, YieNIL)

26



(g) Me O Suc- Ala- Ile- Pro- Val- (l%— AlaNHz(E{J,
0

x%-c~g;,ﬁ*%@tﬁk)¢%ﬂi,Y%Ngu

n

0

BRMRHAN Y IRETF EREXEME LW, WTHREX,

%-cnpﬂc%ﬁﬁE%CCE;a—ﬁﬁﬁ),ﬁ¢Mﬁ%gyu-

I

Ra O
ﬁﬁ@%%%ﬂﬁﬁﬁﬁﬁ,%#zﬁ%ﬁ¢2ﬁ;cggﬂﬁwm%

R, 0

(CEAla) « RHRERTHFFRERHT G EHEN.
FRMMERY, AHANERAERE gl I e
THRA (Ta)gRx:
0
u
RNHCHC- X (Ia)
I
R2
AW RE B G o SER— L7 UEHRARSHETN RE—W
4,
RE—PP.E, #¥ PRD. Ef FAH o REBET, UNABS
B4
PEDR EAHN o« SEBET, URRARNKL

27



%fsE?ﬂE‘ﬂ - REARBTRREE, WHEBRARLT (U Pu 2F, MK
MRS EEHPTIHA, PEM£7T),
P& KAMARHA, UWFEET ZBRARI,
x%ﬁ%ﬁlﬁii%gggﬁ%&ﬁ~¢,ﬁ#ggﬁﬁamma—ﬁ
%@ﬁﬁ,uﬁﬁ@%ﬁﬁ,Y%Ngi%ﬁEﬁGﬁﬁﬁﬁ—~ﬁ¢u
ARy BRI —Hy M4 REH.
AMBERERE AHE b S BY A EEER R BRI, BRE
w&~%&%m&woﬁ(Iw%%¢ﬁﬁﬁwﬁﬁﬁﬁﬁﬁﬁmf%ﬁ
R, RRBUXY X R — R RMER, AT AN. £
MR, R (Ia)&fa sy B &4 R R RS RUB N A BT Bty
Vot A CEARREL FEE. COIRR 0T R EA A BT YU AR
FEHERELEY, hERELEER001-10 BX/ AIHRE
(X EREMAR) CEARE. T, BiFmbahyr:

MeOSuc-Ala-Ile-Pro-val(CFp~-AlalAala-NH2,
MeOSuc~-Ala-Ile-Pro-Val-CF3,
MeQSuc~-Ala-Ile-Pro-Val-COzMe,
MeOSuc-Ala-Ile-Pro-Val-CFoCOQEt,
MeOSuc-Ala-Ile-Pro-Val-CHF,,
MeOSuc-Ala-Ala-Pro-Val-COgMe,
MeOSuc—-Ala-Ala-Pro-Val-[CFo-AlalAla—-NHp,
MeOSuc-Ala-Ala-Pro-val-CFg,
[aN—(AdSOz)]*[EN~(2—CBz)]~Lys~Pro~Val—[CFzAla]hia~NH2
lal-(AdS09) )~ [EN~(2-CBz) ) -Lys~Pro-Val-CHF,
{aN~(AdS0p) 1-[EN-(2~CBz) ]-Lys~-Pro~vVal-CO2Me
MeOSuc-Ala~Ile-Pro-val-CQOgMe,
MeOSuc~-Ala-Ile-Pro-vVal-COqH,

28



RABASRE B GHITFIANMNR [ AL WAERX (10)EF:
0
n
RNHCHC- X (Ib)

!

R2
ﬁ*xfxiRé34%§Y%ﬁ(¢m%)kwé%m%ﬂﬁaﬁ(m
et (Ia) g,

REZ Py Py B B H¥ PEED. E. GRKA, WAMIKTE
EARE,

gﬁaEﬁGﬁ,uﬁﬁ@%%ﬁ,
%ﬁEExG%,ﬁ%ﬁﬁ%,uﬁﬁﬁ%ﬁ%,
%ﬁEKﬂ,uT:ﬁ%ﬁﬂo

RAE Eff FARAR—RFZRWAR—WHE. N0 Ea®
GHR (INAHtat Ak Al a@ENRRNGEANE , AEH
FRFK, MRfAMN, ERECFERTEAREER BN EG S
RAERER. ATER, AR (I0)EA U uamn s de: o it
Hibds8, AAERABENANR B REELERRAES FRE.
FLARRL T 69 S PR 58 B 2 AR T ARAEAR A SIS T S Al o A A B A
EHMEEEARE. HEREERTH, B REARNERIEA R
001-10 &%/ A/ Ko RIb e FesdR:

29



Suc-Ala-Ala-Pro-Phe-Xj, and specifically
suc-Ala-Ala-Pro-Phe-CF3,
Suc-Ala-Ala-Pro-Phe-COCH, and
suc-Ala~Ala-Pro-Phe-COONMe,
Suc-Ala-Ala-Pro-Phe-CFqH,
suc-Ala-Ala-Pro-Phe[CFoAlalOH,
Suc-Ala-Ala-Pro-Phe-CF,~COOEtL
TR SRR AR I EHLEWAR (Ic)kF:
0
|
RlNHCHC-X (Ic)
|
]12
ﬁ*x%gggfﬁﬁIHMEwﬁﬁ,Y%OH,%ﬁﬁ%ﬂﬁ@ﬁ%
RETKEE ERDATH—F, RHERE,
gﬁﬁﬁCﬁGﬁﬁ%ﬁ——ﬁﬁﬂ%ﬁﬁ@ﬁ@ﬁ@-mwﬁ,
RAGHRMERNME, BOToEE AR 141,
RE @) By By,(b)- BR(c)-By P5 B, 3
(@) PAE EXF4, RERAMAR, &R F4, & PERD-
MY, &R D- Phe,
@)g&ﬁKﬁ,@%%%ﬂ%ﬁﬁ%Wﬁﬁﬁﬁ,
&)gﬁ@ﬁﬁ,ﬁﬁ%&ﬁﬁ@,%ﬁﬁsﬁﬁﬁ,ﬁ&%%ﬁﬁ
@,gﬁEGﬁE%ﬁ%i,ﬁﬁﬂ%%ﬁﬁ@o
A (LSRR Aad e, Bk, GAFE—#,
TRALE T AR B R, R TR A . K
TRER, ( Tc)a Mool ik wo s i A S A A4 AR
BARANBB AR RES FiE. BEMSAGEHEIHE R Y
30



RURERARB BT WA E T~ EEEERELNE. KT
BB|LERRTHR, BER—BEARNBRELK0.01-10 BR/ A/ K. ¥
e E5NRNARE THLEEHGHAER, EXEE:
H-(D)- Phe- Pro- Arg- CF;,
H-(D)- Phe- Pro- Arg- COOH ,
H-(D)- Phe- Pro- Arg- COO- ETH,
DN §- Arg- CE,
DN 8- Arg- COOH,
DN S- Arg- COO- ETH,
H- Phe~ Ser- Ala- CFS,
H- Phe- Ser- Ala- COOH,
H- Phe- Ser- Ala- COO- ETX,
p- (HNC (NH) NH) - CH; CHCH (NHBz)CCHF,,
I
0
p- (HNC (NH) NH) - CH; CHCH (NHBz)CCF,,
j
0
p- (HNC (NH) NHJ - CH: CHCH (NHBz)C (CE,
Gly) Pro- OH, i
0
p- (HNC (NH) NH) - CH: CHCH (NHBz)COOH,
RENRELEABENENAR AR (1d)EF:
0
n
RlNH(i)HC— X (Id)

R,

31



ﬁ*xixigggﬁngﬁwIaéﬁ%%ﬁﬂE%mm,g%
- P; By By B, HW
%ﬁED\E‘GﬁK(uiﬁﬁﬁﬁﬁﬂ)ﬁ,
gﬁaﬁﬁsﬁ,ﬁ%i,uﬁﬁﬁﬁﬁﬂ,
gﬁEEﬁGﬁ,ﬁﬁﬁﬁ,uﬁﬁﬁ%ﬁﬁ,
gﬁsKﬁ,uT:ﬁ%ﬁﬁ,ﬁﬁﬁ(%g%KL
gﬁﬁE%Fﬁﬁ%@—“%ﬂ%PmﬁTw——wM%o
WRBELE BN (I)SMAWTHTBTREX. HTEA,
( TR A B F RN R MR A LSRR ATARGIRIAL]
R REAMBARELFHE . RANAWSHEANEEE LRERE
MARPET IO RENEA T ER TR EERE. HTRFALER
TR, ER—REARNEEELH0.01-10 R/ A/ K. BTN
et SRR N TALE AR, EEaE:

Bz-Phe-CF3,
Bz-Phe-COOH,
Bz-Phe-COOMe,
Bz-Tyr-CFj3,
Bz-Tyr~COOH,
Bz-Tyr—-CQOMe,
Bz-Phe-~CHF,
Bz-Phe-CF,COOEL
Bz-Phe-[CF,-GlylGly-OH

32



RIENBEAHRNMEANNR I WEWAENK (Te)kT:
0
a
%NH?HC-X (Ie)

Ra
ﬁ#x%xggﬂﬁﬂI%%E%ﬁm,Y%OH,
%ﬁsc\ﬁﬁnﬁ,ﬁﬁﬁﬁ,ﬁﬁﬁ%ﬁﬁ&,
%ﬁcﬁcﬁﬂ£&%MﬁR£m,@ﬁ%%#ﬁﬁﬁﬁﬁ@ww%.
REH AR JARIR—URARN KT —WHE,

R%&H (a)- Py B, (0)-RBR(C)>B By B, 3P
(@) BPXE EX F4, BERFRBARKAAR, PEE F4 (BR
DB ) E&KGFZD- Phe,
() P#E K4, ERFEARLL T FHGL
@)gﬁﬁnﬁﬁﬁ,ﬁﬁﬁwﬁ&ﬁﬁﬁﬁ,%ﬁEG%Eﬁ,ﬁ
RKFELER, %ﬁﬁ G EA, RARE, BHRIFE Ple.-
BR (Le)BhaWPtREaBUATIRIER. ATER,(Ie)2
e B R RN A VSR A LB RARN A B B4
BAEMEARES FHE . RENANERAEER LB RERARY
BT SERAER P ER G EAEARE. Y TARLETH, X
— R ARNEEEALK0.01-10 BX/ AF/ K. WHEE GBRTHL
a0 B TR ALEE R A AR .
RIEALFEE aARNIHANGR AL AERR (I DHER:
0
[
RNHCHC- X (If)

l
R,

33



AP XEXEX, UCE; COOH. COOMe BCELCOO Lt A%
RE- Py Py B, AW PHE F4, HRER Phe, DA DA TA,
ﬁ%ﬂ%sm,gﬁaK,ﬁﬁﬁﬁﬁﬁﬁ,

Rt E Afr JARER—RGRHAR— U,

XA DL aEEal®l, FilRIAR,
ATy EEE AR, SRR THT RENFURM A 78, 8L
Fasfy . ATHEAEN, X (1 0OSMea Wy st s
ol A B 5BUR B RARSORGUEA AN S AR A LR TR A
PP B 09 2 W B S B S AR AARAE AR A SRR AT B 3 A A A 0 1 B
EMHEREERE. B TEBLRTR, ERMAAREEIEA R
0.0(-10 BX/ 2K/ X, Bt aHhi:

DNS~Glu-Phe-Lys-CHF2
DNS-Glu-Phe~Lys-COOH
DNS-Glu-Phe-Lys-CF3
DNS-Glu-Phe~Lys-COOMe
DNS-Gly-Phe-Lys-CF2C00EC

SAEH C WIS R T A WREHR (1) 47
0
i
RiNHCHC- X (Ig)

i
lkz
B X—MEXE X, BFEX, BUSXECORE- CrYl,
1 2 1 1 23 3

34



REE ARE, EREEHER,
Ry %%~ P; B, AT BEBE. G. D. C. F. A% B4, HAla
%ﬁﬂ,%ﬁaKﬁ,MCBz%ﬁﬁ,
R¥H E4
R#&H EH, YRIFENH.
"R (1)t e ime C %, AR TRTESSE 0B
B, X¥ X g5 ARONAEREIREER. HTHA (Ig)%
168 4 0 B 3 1) e 9 St o L A L B R AR SR S0 9 AT B B B9 4
REMFEARREGFHL . RAESANEENEEE YA MRITH AW
BT AREN R ERE R EARE. RS TRTR,
ERX—NEAMNBREA0.01-10 EX/ A/ K. BiFwtahi:

CBZ- Ala- Arg- CF,

CBZ- Ala- Arg- COOH,

CBZ- Ala- Arg- CO OMe,

CB Z- Ala-(p-pua)*~ Phe- CFCOOEt,

CBZ- Ala-(p-pua)- Phe (CEAla) NH,

vuar I .

sEd C - ITHANR IS WAESER (Ih)kFx:

0
u
RNHCHC- X (In)
|
Ra
A X—MEXEX, XBHE,
REGTRAAMBME, BT 0k EARERNWE,

35



Rg%:a‘i, YZEOR,(H, RYROR),
R&EEH AR J4, U Arg AR
Rl%- P Py B, KA PEH ERFA, UALaARY, Pgiﬁtl? EX F
AN, Uleu HEL,

I;riilfﬂ K&, Y Bz NE&HF.

R (It maehiie C - %A%, BLYHTER24
BBRE., X¥R. EAAEFT LN A hERESREEX. YTHER, X
(T b) 4k 4 o T 4] A o B B A0 28 4 A0 B R ARSORABTE AT
P A L BEARARESFHYE . BAMAN SR BRI, H4HER
ERARPWATHOREU R EEE RO EA | ik E|
TR, EX—BEANERELHK0.01-10 BX/ A/ K. KL
WAt 2

Bz-Leu—-Ala-Arg-CFj3,
Bz-Leu-Ala-Arg-CHF,,
Bz-Leu-Ala-Arg-CF>-CQ0O-CH20
Bz-Leu-Ala-Arg{CFo-plalOCH290
Bz-Leu~Ala-Arg-COOCH, 9.

e REE RS e U (IDER:
0
|
RNHCH- C- X (Ii)
|
R,
Ho X— 42 Xf“z’ %'leﬁﬁa‘, ;Ewucgksﬁ- C 1?35%;}?;'{&1‘,

36



E
- E
- N

o B
??mmh’ﬁk{w
At Are.

I »F il

R ﬂzt;»,— Py B, H¥ PR®E EARGH, B AlF Gyl
Pajiﬁ B4, l«iGluJ‘b%;fr,
R:ﬁﬁ AR TA, W Arg HRIT-

S W R A

K—G}u~Gly—Arg—CF2H,

K-Glu~-Gly-Arg-CF3,

K-Glu-Gly—-Arg-COCH,

K-Glu-Gly-Arg-CORH2,

K~Glu-Gly- (p—gua) *Phe~[CFoplal -ala~NH2, and

K~Gly-Gly (p—-gua) *Phe-CFCONH2 ,

¥e(p-gua) A JE

R (T i)&W iR REE, BT R T8T a4 kR,
ZWASYTATHT REWAREARWZIRE, &7 4R g
Y. FTRA, (LA Rss s e i & ts48 R
AERTBAAN R A A CTARRES FHE . B T PR
T, YAKRERARWATOS PR ERERME e E
ke, HEFEEFTR, ER-BEARNEREL R0 1-108K/ 2
il XK

RENRFEEAABEEAANGHANSR [ EAEWAEHA
(I&E®R:

37



0
[

RfJH“ CHC- X (I
I
]12
o X— Mxxﬁx x&ﬁ Ho - CF, COOHM COOMe #
I, REE ﬂﬁ,
YA NH;—#X& XM,
R;’ﬂ%ﬁ%— P B D, o I;kGly, Pﬂ[ﬁl BA, YLGluly&iF, B,

wIF AT, B R E K4,
%ﬁﬁAﬁJﬁ,%Am%%%o
BATe et X -

DNS-Glu-Gly-Arg-COOMe,
DNS-Glu-Gly-Arg-CF3,
DNS-Glu-Gly-Arg-COOH,
DNS—-Glu-Gly-(p—gua) Phe-CHF 5,
DNS-Glu-Glu-(p-gua)Phel[CFoAalalalalilly,
DNS-Glu-Gly-(p—gua)PheCF,CQOEL.

R AT A E R RRL SR q s FEEAN, WL T8
Nl E AR, Sl TTRERFIREAR RIS, BV 4
BB RS . BT RA (L)) st Eamsliet it it
A LSRR AT AGUR AN RS AR & LRARREBE S F . el
SR 09 L IR RSE B, 2 AR AR B STt Bl 4l 0y B M R A

3&



HEEUMERELIE. FieEERTR, ER—B N ETE S
HOOIEWEFR/ A/ K.
TRATHMLEEENANGR I AVEUAERR (TL)&FR:
0
u
%NHCHC—X (Ik)
|
R,
HpX— kaﬁx Wuxﬁ% ﬁ%ﬁxk CE, CHT.
COOHﬁCOOMeW ﬁxkxw Rkﬁm Rkﬂm ﬂ%ﬁﬁ
%, YENH,
R - Pi Py D, A Dk E4, W Leu HRAF, I;B‘H‘J E4
PJ\ Leuy & &¥, I:ljﬁﬁ K4, B Boc HiF.
gﬁaA%Jﬁ,uAm%%ﬁoﬁﬂm&%%%:

Boc~Leu-Leu-Arg~CFoH,
Boc~Leu-Leu-Arg~CFj,
Boc-Leu-Leu~Arg-COOH,

Boc—Leu-Leu~(p—gua)Phe—[CFzAla]AlaNHg, and
Boc—Leu—Leu-(p—gua)PheCFQCONHz.

A AL EWER LT g WA, BT A ST,
CNAELEFEEEREEATE TSR T RN, VTR,
R (TO)AAE o B S 0 R o 2 A S 5OR RSB A
N EEARARRELS FHE. RAERANERHNEEDN , 4%
MEMARBBT O AR ER AL ZEY, T ABERE, S8

39



R LT, ER—BERANBERHOUENER/ AF/ Ko
TN - Bt EEMHAANR I s ewUgnmt (I k

T
0
I
RJQYIC}IC— X (I1)
|
R,
A=A, WRRREN S (5 XHEE) T L RPRF
OH

|
E(W,%NHCHCHXLM&%EE%K%%%o
|
Ra
(ID¥XEXLX, W- CE. COOHXCOOMe it
4 X% XM, Rég‘l'l%ﬁﬁ'l%,
RyAGE B, DR K4, ¥ X—HObR XM, MCOCH R Bz HR
1. R¥EHE E. GRCH, MUH AR
Aok AR B

PCHCOHNCH2COCF 3,
£CH,COBENCHCOCOOH,
PCH2COHNCH2COCOOMe ,
PCHoCOHNCH2CHOHRCF 3,
OCHR2COHNCH2CHOBCOOH,
OCHoCOBNCH9CHOHCOOMe ,
PCH2COHN CH ; C OCHF 2,
ZCHCOHNCH7CHOHCF 9COOEL.



A (L EEHBMED R p- WEERERS, NETHTHRY
A, FAE - WSO ER K. HT A, (L 1)aEALA Y e E
AR TR E A S RFRGE AN B w4 CHAR
BHFRE, RAERANEERANECE, SRAEREBAZV AT
MR RE BN ERRERE. AL, TR—REAR
FEHFROVNEIER/ A/ Ko

MA#D- Ala- D- Ala#RBEHHFANYR I E0eWUN (In)k

0
[
RlNH CH- C- X (Im)
l
R,
ﬁ#x—&%§i§,%x%gﬁ,
gﬁD-Am,%ﬂW%%,Y%OHﬁogj
Rf»: D- Atla,
R Py B, H% B Ac(Nz Ac) Lys® EAv C4L, BLAC(N;
Acy Lys W B, Py 8 K4, Ml Ac H&EF, Hifthalye:
(No,g ) ~di-Ac-Lys-D-AlalCFy-(D)-Alalol,
(Na,¢)-di~Ac-Lys-D-AlalCFy-D-AlalOMe
(N, E) ~di~Ac-Lys-D~-Ala-CHF2,

(Na,¢g,)~-di-Ac-Lys,D-Ala-CF2COOEt and
NG, ¢}~di-Ac-Lys-D-AlaCF3

4]



RN AIm)rERWENEYRAEN, HAHUEREZ XA LY.
ATER, X (In)HE BT FRENRNMTEeLe A8 AL
HKARFBAAN B FECEAZRRAER FHE . REEHHEREN
Bl , YAERERARRETHGYHRFTERPREEHERE
ERE, ARFEERTR, BEX—REANEEELK0 01 Z10ER/
ANl K.

AEASEaHNARNGR IS e AERE (ITn)kF:

0
|
RINHCHC- X (In)
|
R,
X Xi;ﬁ)’c X, ﬁwxiﬂaiﬂ, BHEUCEM COOUNN, 4
XAXM, REE E4, WU Leuy &5,
%ﬁEG\EﬁFﬁ,MGU%ﬁﬂ,Y%OH,
R-M& @)- Py BEG)-Pr Py B, &F

() PHH EA FA, Tl Phe iy &IF, Paiia K&, WCBZH%

1T,

(b) PHE Efe F4, L Leudy&IF, -PHEE EA TAL, Bl Leud

T, Ij\gﬁé] K&, A Ac H&IF,
R;iﬁ Afe JAEAEE The COCH ¢, W Arg i fT, B aH=:

42



Ac-Leu-Leu-Arg {CFo-LeulGly—0OH,
CBZ~Phe-Arg[CF2-LeulGly-OH, and
CBZ-Phe'-’%‘h r [CFo-LeulGly-OH.

CBz
CBZ—Phe—?hr—CHFZ

OBz
CBZ-Phe-Thr-CFj3

éBz
CBZ -Phe-Thr~CF»-CO-Gly-OH

Bz

X AImE A ENFALEAE B, ALTHTHT TR
KM, FlaET RERFRIPA, WHRE, BITHER N YRS,
ATER, X (In)E e BIs R Mmd el LA AL
HARGEAAN RGO LE CHARBRERSF S, BEARMAN RN E
S A RERERARPET SR R R B =5 0 R
AR A ERTR, ER—REAREREHH0.01-10 X/ N7/ K.

e B KRB R T A a AR (To) kR

0
!
RNHCHC- X (Io)
I;2

A— AW, RN EE X ERETN A FRE G, W

OH

|
RNHCHCHX, ¥ X—HZXKX, #XEXH, UCL,

|
R,

43



COOHK COOMe HIF, 2 X2 XH,

REE E. FRGE, M Val HRHF.

Ro#R- P;-P3-B, P, kH EMFA, il k, v, ke ER
FA, sBHl%, U leA®F, Py ®H E. CH T4l HA3H

%, BHis ARLF, YZOHANH,

REH CHR FA, KERFCEARFE, U Leu bt

R#E- Py Py By B- P, E¥ BB E. CRFA, Milishik

iF, Ifaiﬁﬁ E& F4, BA Phe ot Iﬁﬁé} E. Dl Fé4L, sl

W Proh&SF, PY E. CR FASHEMME, UHisH R, PHE

K&, PAMe O Such#iF. BiFmit&dpz:

CBZ-Nal(l)-His-Leu-CHF>,
CBZ-Nal(l)-His-Leu-CF3,
CBRZ-Nal(l)-—~His~Leu-CF»-COOLLt,
MeQSuc-His~-Pro~Phe-His-Leu-[CFo-vallIle-llic-Cl,
MeOSuc—-Pro-Phe~llis-Leu-{CFo-vallile~His~OIll,
MeOSuc~His~Phe~His-Leu-[CF9-yallIle~Ilis-QCii,;
MeQSuc-His-Pro-Phe-His-Leu—-[{CFo-yvallile-0i!,
MeQSuc-llis-Pro~Phe—His~Leu-{CFo-~-vallHis-Cti,
BOC-His~Pro-Phe~His~LeulCF9o~yall-Ile-lis—0Oh,
BOC-~His-Pro~Phe-llis-Leu-[CFp-CO]l~Ile-Mis—~i"ii .
RQC~-Pro~Phe~ilis—-Leu{CFo-yall-Ile-Ilis-1llip.

X (Do) W&MEA R fla A FWAORS, B ) id e
MR TEFTERE. HTEA, X (Lo)t e dradm st ks an
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MEELNEEARTIRTRAAN B GIREAL CRRBRES FIRE.
FARR B A BEE SR ERERAR BB YR E T ERERES
B, HERELRE. YRZFARFTR, BER—BEANELES
A0.01-10 EX/ K/ K.
RAHEEBAFANR IS WRAERR (1) EF:

0
u
RNHCHC- X (Ip)
|
R2
MHARE, FEXLHBREBITUURMFERH REL, ¥
OH

|
R; NH- CH- CH- X, ;Etul’x-—ﬁ&%xﬁuxz, %x%xlfh}, BL
|
R,
- CEH. CEfMCONHNE, X2 Xp, M
REE E. G FA, UGlyh¥F,
RS:‘M Efe F&, BLAlad¥F, YE- NH CH,CH( 01{3)2311
- NHCHCHCH( CH,),
Ri- By Py b, A% P&H EXFA, U ValhiF, BXH ELF4,
W Val WiF, A3 & 1;;‘&@ K4, &L Iva,
Rziﬁﬁi Efo F4, M Lev X {F. BFWLA40E:
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Iva-Val-Leu-CFo-CO-Ala-NH- -CH9CHCH(CH3) 2
Iva-val-Val-Leu- CFz—CNH—$HCNCH(CH3)2

o HaC &
IVa—Val“Val—Leu[CFz-Gly]-N(MEJAla—NHCH2CH2CH(CUj)2
Iva-vVal~-val-Leu-CHF 9o
Iva-Val-Val-Leu-CF3

R (I ELAWRINFTRan, BLARBERE, THTHA
TAeddlsg. ATRA, X (1A LA BIE A1 M i f st
A MSERAATRABAA NS VHEARRES FiHE. &
MR EERE YR ERERAR BB THS PRGN E R Bl d
EREARE. ARFEERET, BR—RERNEEE %0 .01-10
EX/ M K.

RASALE B DONENAR I At UEl (TOkF

0
u
RNHCHC- X (Iq)

R,
AP X—MRXEX, X2 XH, ®FwEEE- CORN- CL, 2
XA X
{k,fé] ETP , W Phe 1T,
R‘-‘Lg Efe P4, MLAladiF,
Yx- NH (CHl)1CH (CHy,%- NHCHCH (CH),
RMZ- Py By B, 37 P#E EfFA, U Val A%, BAN EA
F4., U ValH3F, BRAKE, UCBZAK,
R&Y Efe FAL, U Phely 8F. BAFMf ety
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CBZ-Val-Val-Phe~CF3-C0O-Ala-Ilaa
CBZ~-Val-Val-Phe-CF5yH,

CBZ-Val-vVal-Phe-CF3j,

CBzZz~-Val-Val-Phe [CF2—-Phe]Al a-NH(CH2) 2CH(CII3) 2,
CBZ-Val-Val-Phe[CFy-PhelAla-NHCH2CH(CH3) 2,

Taa® RRER .
WTFR (L)AL WZLLE G DINITHA, FiLEHMA

B E MR BN (Ta)eARE, w37 BURASRR RN, AU
Bt E R EHET. A TER, X (A LeWymrmEF
RN ECEMEHAXBRTRANABGFAEL LA RES F
A . R AR RN R E AR ERER AR Tk
BEAFERHTAELRE. Y TREZRIR, EX—KEANER
B 4 40.01-10 X/ 2F/ K.
A ol Rk LB (A CE) syaslmasst I £ 6 &8 K
(In)&ks:
0
n
g§HCHc-X (Ir)
|
R
ﬁ¢XR%§£ﬁ¢,
EﬁEEﬁGﬁ,uGU%ﬂw
%ﬁEA‘B\C.D.E‘F#Gﬁ,HDﬁ%ﬂ,Y%OH,
RﬁﬁKﬁ,uBz%%,
%#QE\F%Gﬁ,%Pm%ﬂoﬁﬂ%%%%ﬁTi
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Ind- OH. \
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Bz-Phe [CFp-GlylPro-0H
Bz-Phe-CF3-CO-Pro~0QH
Bz-Phe-[CFy-Glyl-Pro-0l

ﬁ(In%%%A%%WﬂACL E®TESRELIEN, HRBITE
Ml HTREA, £ (1WA EENRN T L5
SN ARSCRGIB A AN S Ao & A BA R RE S F 460 . B
M%M?ﬁmﬁjﬁEﬁﬁﬁAﬁWﬁﬁmw%Fﬁmuﬁf’ﬂﬁﬁm
EiEEAERE HTRERRTH, BRI 450 01-10
NN
R SR B TR R K T A S U EM R (Ts)40n:
0
]
RlNHCHC— X (Is)
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AP X—BHX, AT

R4_3‘EEI EX F4, M Phe H14F.,

R#EH EX FARART (RHRURNEH, YENH), MMt ¥4,
YRNHROH; % REMetXHE « AEMM, YRAZOH; R
ME- Py B, AW PEGly, RAH FARFWN L, U Ty AL, R,
& Gly. RIFWENH:

H-Tyr—-Gly-Gly-CFo-CO-Phe-Leu-0OH,
H-Tyr-Gly-Gly [(CFo~Phe]lMet~0OH
H-Tyr~Gly-Gly ({CFo-PhelLeuNH?3
H-Tyr-Gly~Gly-CFo~CO~Leu—OH

A (Is)B etk , FTRAMBLRY. HTRA,
A (s )& d B sl A ey R e % 4 SR ARG A A
MBS REE LTI ARRRELFREN . EAEAANEEIECESA
EREBARWB T W PR BEERRLER B EZREA L, AR
LR, BR—BEANEIHAH0.01-10 %/ 27/ K.
¥R SR E AR R I A e gl (T
0
|
RNHCHC- X (It)
|
Ra
K X— AR X, &+
Rgﬁﬁ Ef F4L, W LlediF,
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joﬁ[ﬂ EffGA, MALaXSF, YRNH,

RE- B B, A% REAEA, BlALKNE, PEAKA,
Me O Suc#iF

%#EE#GE,MAM%ﬂo&%%ﬂQ%%i

MeOSuc-Ala-Ala(CFy-IlelAla-NHp
MeOSuc-Ala-Ala-CF9-CO-Ile-Ala—-Nilp

R A(I)AahRisREEEESESS, BRI HALERSR
BRENM T RE T EWEENRAERN. A TER, X (I0O)&LahE
BRI e A e, MAREKARIR AN w4
CHARREL FHEL. BARAZRAEEE S ERITEARS
BITWOREEREALEMHEREARE. ARFLEVRTR, B
R—BREANEEBELH0.01-10 X/ AF/ XK.

TRGZBEREBNFHANGR S UR (Tu)ER:

0
n
RNHCHC- X (Iu)
|
Rj
HE X —RAEAN XX, UXEXE, MCORS-~ C I'hiF, @
1 2 1 23 3
i—'ﬁx%ngj‘l;,
%ﬁ%ﬁ%%Kﬁ%%ﬁﬁﬁ,uAm%Eﬁ%ﬁ,Y%Nni
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Rgﬁiﬁl A. B. E. F# J& Bl Phe. Leu. Glufe ArpgdF. #G1y
fo & i i
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H- Leu- CHF,

H- Leu- CFl-COOEt

H- Arg- CFj3

H-(p-pua) Phe- CFy

H- Leu- CEfvH- Les- COOH,

H- Leu- (CF; Ala) Ala- NHf#H- Leu- COOMe X
Leu- COOH

H- Arg- CO- CE; Phe- OH

A (T)ENAWERBKENHEA , BT U SeLR#H,
RTIPEREELRAREREBET. ¥ THAR (Lu)E LD HNEN
A ENrR e L, AAERFRENANRD TR 4 AR
EREZFHREN. RENAWEHEANEEE SRAERERARISET
MR REAEmEN S ERELRE. ARABERTH, EX—4
ERAREHK0.01-10 Ex/ 2/ K.

R4 BRREHL LR DR EHRA G T HUR (V)
R

0
|
RNHCHC- X (Iv)
l
RZ
£ XXX,
RZI‘?I%,% Arp AL,
RE—MK- PR, ¥
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Pi&E Ff E4, WX Phe ¥3F,
Pi#FH C. EX F4, ATHALTURD- L4 L- 2. REFHK
(Iv)Hy ez

D-Pro-Phe-Arg-CFoH
D-Pro-Phe~Arg-Crj
D-Pro—Phe-Arg-COgH
D-Pro-Phe-Arg-CONH»

R AIv)ECEYREMGRBRE. A58 DRI, Eik
WM. B, — AN RAMARERS (F il
B) WRNGEAREPLEBE. IBAAWRIMBKET K, A TR
BERRK. B, IBCAYTUARERBZGY, AHENRE
EFHTREEETHR. EERAY, AL EFTH, NECELN
01-10 &R/ 2K/ Ko

WHLERETEEE—MAR I WHAREEES - T2AHRSE
—HENRERFRDNANYTAAYNER , THH L kbedy
W ERET X P ERRH.

AL e W TARENERE RS, KA e o ] FH4%
BHEMKM R R, EiFEE, TFAE MY, —ERG MR
PR o- SEBRTAY, REZRARCEGE A SAARI LA
ik, MRBHRERLEF . Ak, ARXBFENEIENEEHR
19855FHY WM . Bodanszky®® A. Bodansky FTZH “JRev &R &g
(The Practice of Peptide Synthesis) . ZZFW, Faiit
BT TFEAERARIBERE @roups of amino acids) WHPHEE
BNRAMERAET NSRS, freaxTRAAEL T 2 R Ak
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B‘J%ﬁ*lﬂﬁtk“i]ﬂa b BWGA%

M\rii N
X, \/"'\X«
NH, 1 NHo 1

IIIa ITTh

A X R- CER-CEH, REAXAHER I #AseiitaR.
5%%@,&?%%A§D%&ﬁ@%*,ﬁ%RfRiRgR;%ﬁY
HEXAR T PHENAE. SXXERETHS LB EEERMENRE
RAENER, WEFRRNHT LA mE—8, WRHGEL (WEX;
YY) o XMt il At SR TR R AR ARR.
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AW Rg R4t . KERACFHNER, X; £- CFHHE- CH;

—RER, BR&ETHE () REREREAHT, DERFFE
ThhBXRGTEH( V) , THN- RPHWEER( V) £KH. &
WAL HE(T) SR ZALRNRFR AR RN A RANLTHE
%, BPEE( 2ERFLE) AXKERAZBEN- RPWARE(
W), ZRTRAMEFERRE L OB . AR (M) EiREH
BREAGTHAFERCHBRAREL AoAERE( K) 1. PRUE,
ARG KAFET EEM( Da)5 RES, ARKEH(X) , ( X)
Z SwernB U FBRABRERWN W a FXb(pHHEIKEY) . &
ﬂu%ﬁ(ma)ﬁﬁ&m(mw,(mwﬂmﬁ$WMﬂ%ﬁsg§%.
LRAF—HEREH, RETEARTEHE( Boc) R ERPEE,
EAEHELZ SwernBAERE, REURTERERYEN £, BUER
Bt adr( Ib)5 Ry KL,

ERERG R ARERRT R R EC T &, Flte, AR
(VM) TRAAEFFEREEEREN R ZEM4EN( FE X, T44)
(W), FEZEmBAEY AR IBRYBRFER LB HE Y, KEE
BALE3 " E200 C, whetEAH] —24 0 ( REERBDEET,
TURE—ANEH) BREREEREGR NN . wRIAGEEYR
g, WEET-F it EaRErhE, ALK EIRLER>
o FAIAERHEMNRNEERLCETHAEN ( R EWEHN) HEL
FLR AN, ZRUE, ERLEL, ERENRESRT, XK.
BR A A ENENPEREY> FHA, FEARERM IR, 44
BLEER( Ia).

LR, HE-NAEFGENEBHERAR RS, TREALRET S
Rey, MENERANRKE S ROASE T LB MM R, HHARRS
REFNEMEHEAHTERH R, HL. i, BT EAWR, WA
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FREAW. 5HEMN, F. JFPGHAWR UEZLELSW. ALK
EATERY. BTRERTUANZEARNITEY, RTEAELA
BRITEY, RERALUARERNE, EFARARI L MEARY
XK. £RE. FARMLRERY CAXEXARFRE, REMAE(
WFER) R ETARPRINRFHILAN- OHF- SHER
HRSRK. X &~ CF; Ry RHEFHME( X) REMH
( Journalof the American Chemical Society, 70 , 143(1948)),
AT C EHXBRUTRRUN Y REE, BAWR, My iLH bl
ArFEk. RBEAHRFENER, URBHRREESE. AERLR
FREFPLEMATEGBEARAR RRZ BT & Ny E R b R4,
XEMERTA L, bEX—UFHARPRERARERW.

#T X1 #HZE COR; CONRy 7 CORYHME LAY, K
R R R R RN T AN

2 !
HoN
OH
X111

XMy Ry BT FELAUN, SH% R, B4 XHE.
SR B A TR U TR B (S, SR
B, —BIERTEN- RS LA TN IEMZWT) .
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XXI
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Mg A° ZHARWHET, Ry RTFARHUAS R3 4 XA
B, Pg RAEWEARKEPE, £REG) HHXXP R ZRbsC- , Rs
TRERA . )

0

e XTIBEZCRMEBMR. — &, BHLNTELRIPE
WEf sk, (i, EBFETS SOCLRE) HELW L- AERHE
EHCWE, RFREPRETERNE, MEHHATN- Ry, RER
AR K TE(di-t-butyl dicarbonate)( Boc) R¥7. ke
R; SERACEFERRNRERWAR S HAERIBNPR
( XE),BFR-_RTHEME( Dibal) EZEHN. UEHARFRE
ABEAGEARERBHEAR. SRARAFERGBEAN L v RER,
RECFEABEERNRLFDERES .

BB AR BY MRS RRAGARAFEN I REG T 3k. iy, B
( XI) HEEREBNEAZXREAN: #( X1) 5TERREAE( @
Na HSO) Ki, REALKRADSHWEFWXN , RF W5 2RRL
W(WKCN) RE, BEHMERAE( XV) . 44, SR04
WATAEN( X V) ETRARE TR SN . $RABEMBRAEMN A
BAWEND B ( IEREZEAH) 1 WRAN P, THRFERSY
BR( XV 1),V EEMABREHESEAY. BERBASYPIFRFE
FE( EFLEREEERA) 44, HFa8~mt, £RERHN
XEFEER( XT) .

FELH Ba) PRI, HERERERT &, €8ER( X1) 5R,
WAMESE . BAERWR, FANREE( BAREE) MREE COR,
" WA RER L. EEFTHFAYRTER SvenfARERER, #
Bt R AR B m LRTIR  XMEE S A YT AL,
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T EERET UG EWRERE], B C- [aX C-1b #E. EC- la
RET, AP EARRABITUTRE: ) AN £ TR AN, &R
M BEEAYs DA _FERBLE, LRAMMEEIRHTLR o
HATEAM( FITFA Jones ) , £BRAXX IVa thhédh. R
W ( XX IVa)yBRABTUTHRE: a) ReYHES: b)) ERBFRE
FHEHAT SwernBUE . Mt TFHBEE Y RPEERPEENEN, T
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MZHEMRE. SHRRMEGHARGPESTURA, REAFELL
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b Py REARKFBRYARERETHRIE, WRPELRT RY
HEZERE-FHEXXX [ VEELE, TARBREL.

T —FRAXXX IVHN- REWGEWRELRNY , CRES
BETE5ESWRAmBERRTE. bE, FRELEH XXX VIEH
FRARBMU Y T, XEFEPERNERA~CFRHRERIT.

WEEZHARTHERRVNASHH T E, TEAN—BEKHE
Gl — SRR X BIREFER PR, XEFERFRTATHEALAR
BEAC L) .
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NE(2-B#-3 3- Zf-1- BTH-5- BHE)- N2 RRBLHER
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0.2 R OEHK_EHEAE) CTT, mAR0.621 (3 EER)
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AAKBERLAE, ATBREREE) 10,603 X OEER) N- 2RBEE
BERM0EANERHEMY . IMRAWESCTHREISADH, 5’
VARG A B, X FERBR T AR T . AINEKRKAL N#
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ABBRETRE, RREARREEMNE, BRAWU 8K) A-AFREL
o, REL.4 T5%, BRE%T.
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N-(-8#-3 3 3- Z8-1- 72FE)- N KFEERLMARBH

F1.1 XN- ZFEEABERAR TDO- B ( &M Hollitzer,
Seewaldf® Steglichm Ang. Int. Edit. 1976, Vol. 15, 444)fn
0.42%3-8%-1,1,1- ZH-4- FHE-2- ABUEREBESVEA _LFEAN
WRAWT, B0 X ZTHE. EBCTHLYNNE  mARREHFK
BRE, 2 HANE, ABRBREFKER. KREK( BX) %. ALEAR
BRETRE, HENRRERFRH ARERERY, HIZXEKRLWA
CRELES, BEOUTAMANTURTE, B E99°TC.
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