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B O AW (PERSRUL ORIK : B U LA OEER=10:90:0.1)
[ B#E (P2FoFUI BRK . FUZIFOFEEE=70:30:0.1)
A B :B¥ 0~100%/30 &

% & :1 ml/min,

Eiﬂ E 40T

A S 1 230 m
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HPLC( PRISHERD)  RE3

Rib

[
(HaNC (NH) -Tyr-D-Arg-Phe-NH (CH ) 5C00Me

HNC (NH) ~Tyr-D-Arg-Phe-OMe

HoNC (NH) -Tyr-D-Arg-Phe-NHCH (CHg) CHy0H

EHzNC (NH)-Tyr-D-Arg-Phe-Arg-NHs

HoNC (NH) -Tyr-D-Arg-Phe-Leu-0H

"HoNC (NH) -Tyr-D-Arg-Phe—0H

EHQNC (NH)-Tyr-D-Arg-Phe-Gly-0H

"HoNC (NH) -Tyr-D-Arg-Phe-Asp—0H

HoNC (NH)-Tyr-D-Arg-Phe-Ala-0H

'HoNC (NH) -Tyr-D-Arg-Phe-N(CHg) CH3CHo0H

HoNC (NH)-Tyr-D-Arg-Phe-N(CHg) CHoC00Me

(HoNC (NH) -Tyr-D-Arg-Phe-G1y-NHg

HNC (NH) ~Tyr-D-Arg-Phe-N(CH3) (CHo) 9CON (He) 5
(HoNC (NH) -Tyr-D-Arg-Phe-Pro—-0H

EHgNC (NH) -Tyr-D-Arg-Phe-NiMe

HoNC (NH) -Tyr-D-Arg-Phe-N(CHg) (CHg) 9CONH (n—Hex)
'HoNC (NH) -Tyr-D-Arg-Phe-NHE t

HoNC (NH) -Tyr-D-Arg-Phe-D-Ala-NHy

HoNC (NH) -Tyr-D-Arg-Phe-N{(CHs) CH(CH3) CO0H
HNC (NH)-Tyr-D-Arg-D-Phe-N(CHz) CH(CHz) COOH
(HoNC (NH) -Tyr-D-Arg-Phe-NHC (CHg) 9C00H

HoNC (NH)-Tyr-D-Arg-Phe- (R)-NHCH(CoH5) COOH
HoNC (NH) -Tyr-D-Arg-Phe-D-Ala-0H

HoNC (NH)-Tyr-Arg-Phe-N(CHy) (CHp) 5CO0H

(HoNC (NH) -Tyr-D-Arg-Phe-NHCHoCHoS03H

El— [HoNC (NH)-Tyr-D-Arg-Phe]-piperidine
1-[HoNC (NH)-Tyr-D-Arg-Phe]-piperazine

0

10. 79
11. 37
8.11
7.83
13.19
9.35
8.54
8.41
8. 27
0.64
11. 49
8.09
11.11
10.68
8.01
17.26
10. 24
9.09
10. 81
11. 58
10. 57
11.17
B.94
11.65
7.67
14, 87
7.55

0. 48
0.60
0.46
0.23
0.41
0.50
0.37
0.25
0.43
0.51
0. 48
0. 38
0.35
0.33
0.43
0.52
0. 58
0.40
0.42
0.41
0.41
0. 38
0.40
0.33
0.38
0. 66
0.28

R - R R R N N -

.74
. 84
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HoNC (NH)-Tyr-D-Arg-Phe-N (CHoCgHs) (CHp)9C00H  14.87  0.51  0.70
HoNC (NH)-Tyr-D-Arg-Phe- (R, S)-NHCH5CH(CH;)CODH .96 0.41 (.62
HoNC (NH)-Tyr-D-Arg-Phe-N(CHoCH3) (CHo)oCOOMe 1274 0.47  0.74
HNC (NH)-Tyr-D-Arg-Phe-Phe-O0H 13.86  0.41  0.62
C
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AR T F K FHEK
Et-HNC(NH)-Tyr-(D)Arg-Phe-Me 5 Ala-OH
Et-HNC(NH)-Tyr-(D)Arg-Phe- 8 Ala-0H
n-Pr-HNC(NH)-Tyr-(D)Arg-Phe- G Ala-0H
Ph-HNC(NH)-Tyr-(D)Arg-Phe- 3 Ala-OH
Ac-HNC(NH)-Tyr-(D)Arg-Phe- 5 Ala-OH
H,NC(NH)-Tyr-(D)Arg-Phe-NH(n-Pr)
H,NC(NH)-Tyr-(D)Arg-Phe-NH(CH, ),0H
H,NC(NH)~Tyr-(D)Arg-Phe-NHCH(CH, ) CH,0H[D]
H,NC(NH)-Tyr-(D)Arg-Phe-NH(CH,),0H
H,NC(NH)-Tyr-(D)Arg-Phe-Gly-0Me
H,NC(NH)-Tyr-(D)Arg-Phe-G1ly-NHMe

)
)

)-

)-

)-
H,NC(NH)-Tyr-(D)Arg-Phe-Ala-0Me
H,NC(NH)-Tyr-(D)Arg-Phe-Ala-NH,
H,NC(NH)-Tyr-(D)Arg-Phe-Ala-NHMe
H,NC(NH)-Tyr-(D)Arg-Phe-(D)Ala-NHMe
H,NC(NH)-Tyr-(D)Arg-Phe-(D)MeAla-OH
H,NC(NH)-Tyr-(D)Arg-Phe- B Ala-OH
H,NC(NH)-Tyr-(D)Arg-Phe-Me 5 Ala-0H
H,NC(NH)-Tyr-(D)Arg-Phe-Me 5 Ala-NH,
H,NC(NH)-Tyr-(D)Arg-Phe-Me 5 Ala-NHMe
H,NC(NH)-Tyr-(D)Arg-Phe-Me B Ala-NHEt
H,NC(NH)-Tyr-(D)Arg-Phe-Me 5 Ala-NH(n-Pr)
H,NC(NH)-Tyr-(D)Arg-Phe-Me 5 Ala-N(Et),
H,NC(NH)-Tyr-(D)Arg-Phe-Et B Ala-OMe
H,NC(NH)-Tyr-(D)Arg-Phe-(D)Arg-NH,
H,NC(NH)-Tyr-(D)Arg-Phe-Asu-0H
H,NC(NH)-Tyr-(D)Arg-Phe-Sar-0H
H,NC(NH)-Tyr-(D)Arg-Phe-Pro-0H

)-Tyr-(D

H,NC(NH)-Tyr-(D)Arg-Phe-Pro-0Me
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( Pt — Po
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& of MPE = — X 100

( Fc — Po
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[

. KRFPARTF RFEK ED;,(mg/kg): s.c. p.o

[

. KR (EMER) 4.6 29.6

[ H,NC(NH)-Tyr-D-Arg-Phe-NHCH,CH,CO0H 0.14 5.8

E HZNC(NH)—TyI‘-D-AI‘g—Phe-NHCHZCHZCONHZ 0.13 10.7

. HNC(NH)-Tyr-D-Arg-Phe-N(CH,)CH,CH,COOH 0.10 6.6

[ HZNC(NH)—TyP-D-AI‘g-Phe—N(CHZCH3)CHZCHZCOOH 0.15 16.0

[

: H,NC(NH)-Tyr~(D)Arg-Phe-N(Me), 1.22 *N.T.

[ HZNC(NH)-Tyr'-(D)AI‘g—Phe—N(CHS)CHZCONH2 0.27 N.T.

E HZNC(NH)-Tyr—D—Arg-Phe-N(CH3)CHZCOOH 0.39 17.8

' H,NC(NH)-Tyr-D-Arg-Phe-NHCH,CH,CH,0H 0.88 N.T.

[ HZNC(NH)-TyI‘-D-AI‘g-Phe-N(CH3)CHZCHZCONHZ 0.31 24.6

E H,NC(NH)-Tyr-D-Arg-Phe-N(CH,)CH,CH,CO0CH, 0.12 8.9

. 1-[H,NC(NH)-Tyr-D-Arg-Phe]-piperidine-3-CO0H 0.25 N.T.

[

L *N.T.: RERE 9

[
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