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ANEZHEIIZ22AM, 2-[(4'-222[1,1'-HHE]-4-2)II2E2<]-5-[(1,3-Clol=E24-LIEZ-1,3-U=
-2H-0|AQ=-2-2)HE]-, (1a,2B,5B)-;
AEZHEII2ZEAM, 2-[(4'-222[1,1'-HHE]-4-2)II2E2<]-5-[(1,3-Clol=E2-5-LIEZ-1,3-U=
-2H-0|AQ=E-2-2)HE]-, (1a,2B,5B)-;
PH-HIX[f]OIAQIS-2-2EAH a-[2-(4'-0ISAI[1,1'-HIHE ]-4-2)-2-=2A0E]-1,3-CI5I =E2-1,3-CI=
A=
[1,1'-HIHY]-4-2E8 a-(OIMIEOIDIR)4'-B22-y-=24—;
2H-0| A QI E-2-8l AN a-[2-(4'-E22[1,1'-HIHE |-4-2)-2-=2 A0 E]-1,3-CI5I =E2-1,3-CI=SA-;
[1,1'-HIHE]|A4-2E&, 4'-222-a-[[[3-(HSAIIZEE2L )HEEIQHE ]-y-S4-;
[1,1'-HIHE]A4-2E&, 4'-222-a-[[(2,6-(CIHEHLE)EIR]-HE]-y-S4-;
[1,1'-HIHY ]-4-2E4, 4 -222-0-[[[4-ER22-2-(HSEAMIIZEBLY)HLEIQ]HE ]-y-=2A-
[1,1'-HIHY]4-FE4&, 4'-2B22-a-[[[3-[(CIHEO0I0IL)HEBLHLEEIQIHE -y -S4~
[1,1'-HIHY]4-FE4&, 4'-B22-a-[[[2-[(CIHEO0I0IL)HEBL HLEEIQIHE -y -S4~
[1,1'-HIHY]4-FE4, 4'-2B22-a-[[[3-[(CIHEO0I0IL)NHEBLHLEEIQIHE -y -S4~
HIAI2Z[2,2, 1] E-5-AH-2-JI2S8 A A, 3-[[4'-(HIESAI)[1,1'-HIHY]4-L]ot22]-, (2-dF,3-2
)
1-AI22HHE-1-II224AA 5-[4'-222[1,1'-HHE]4-2)-II=22<]-
ANEZHEDIZSAM, 2-[(4'-222[1,1'-HHE ] 4-2 )28 ]-5-[(HEHE)EIL]-, (1a,2B,50)-;
ANEZHEDIZSAM, 2-[(4'-222[1,1'-HHY ] 4-2 )28 ]-5-[(HLEHE)EIL]-, (1a,2B,5B8)-;
—AI2Z2HE 128 AA, 5-[[4'-(HESA)[1,1'-HHE]-4-2 ]2 ]-
—AI2Z2HE 128 AA, 5-[[4'-(FAZSA)[1,1'-HHE ]-4-2 ]2 ]-
[1,1'-HIH Y ]-4-2EA&H, 4'0|EEA-y-2A-0-[(HLEIL)HNE]-
[1,1'"-8lHY ]-4-2E6 a-[2-[2-[(BL0t0IL)IIEEL |HEJHE ] A4 -222-y =24
[1,1'-HIHY ]-4-2EAH, a-[2-(3-2IZ22AHE)HE ][4 -222-y-=224-;
[1,1'-HIHE]|4-2E4&, 4'-222-a-[2-[3-[(CIHEOOIL)NZEL HE]HE -y -S4~
[1,1'-HIHY ]-4-2 A a-[2-[3-[(BEO0IL)II2ELY |HE|HE ][4 -222-y-=24-
[1,1'-HIHYEY]4-2E4, 4'-2B22-a-[2-[4-[(CIHEO0I0IL)NHEBL HENE -y -S4~
[1,1'"-8IHY ]-4-2Et& a-[2-[4-[(BL0I0IL)IIEEL |HEYE]NE ] 4 -222-y-=24—;
[1,1'"-HIHY ]-4-2E& a-[2-(4-JI22AHE)HE-4'-222-y-=24-;
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3,784,701 & 28 [Child S2 J. Pharm. Sci., 1977:66:466-476] < [Arzneim—Forsch,
1980;30(4A) :695-702] 01l JIHEI O UCH. EIS T §+§,‘ Z0lA HI2ZE 31822 ot)| stetal (3)S 2t
=Ct.

PEYE
OO
o COCH,CHCOOH
|
Az, pe CCH2CHC00H  miom)  cooH=cHCOOH, SOMH, , €13 . COCH,CH, COOH,
COCH,CHCOOH
|
COCH,CH,S0Na,  CH(OH)CHACH,COOH, OH . COCH,CH,CONHOH,  C(=NOH)CH,CH,CO0H &

COCH2SCH,COOHOI CF .

Ct=2 BEIZIt SXe HESHA HEZZZHIOILIK Mo XM OICH Oleist BEE S2 EXHe 210l 25
=20 12 & 0l= S5 H5,300,501=; X5,530,128%; KI5,455,258=: KI5,552,4195; =M =
5 E% 200 HM95/13289%; &L =M Sd =& 300 HM96/112095 0 JIME O ACH.  0ldst stEt=2
Il &tstAl (4)2 LIEIHOIAICH.

814 4
Rl 1|a2 0
7
S N N NR4RO
H
RS o R3
Al F, 229 XED|l=E 4, 22, OtE, dHIZO0HE, 2L, 23IL, HEsA 82 = UL, 2 LH
SN AtE2E = Jese 0l BF = HIEAs gE=ste U2 & = UL
N-[2,3-HIA-OINEH ZZEZ2 T -2 |- -FA-L-HY et N-HEOo0l=
N-[2-OltHIE 22 E-3-HEAINIZ2BLT 202 ]-L-Fa - -HE 22t N-HEot0l &
N-[2-OtHIE HI 22U E-4-HEAINIZ2EL EEI- L - -FA--HE Lt N-HEOoDIE
N-[2-OtHIE HI 2 E-5-HEAIIZSELHEIC- Y ]--FA--HE L2t N-HEOHOIE
N-[2-OtHIE HI 22U E-6-HEAINIZSEL AL - -FA--HE Lt N-HE00IE
N-[2-OtHIE HI 2 E-4-TE0|0 S 2Et - 2 - -FA--HE L2t N-HE0t0IE
N-[2-OtHIE HI 22 E-5-TE0|0|SHEI -2 ]--FA--HE L2t N-HE0H0IE
N-[2-OHIEH 2 E-6-ZE0I0| S ML ]-L-FA-L-HI Lt N-HEOoNI=
N-[2,3-HIA-HEZAEZ2 M- ]-L-FA-L-HI 2t N-HEOIIE:
N-[2-HI 22U E-3-HEAINIZSELET2 M- 2 - -FA--HE Lt N-HEO00IE
N-[2-HIZZLEA4-HSEANZSELEEI- 2 |- L-Fa-L-H Lt N-HEoDlE
N-[2-HIZLEA4-HSADIZSZELHEI =Y ] -Fa--H 2t N-HEOIDIE
N-[2-HIZZLE-6-HSAIIZSEL AL - -Fa-L-H et N-HE DS
N-[2-HEZE-4-ZE0|0| = REI =Y ]--RA-HLE-22t N-HIE0t0I1=
N-[2-BISZE-5-TEO0I0|SHEI- L] -Ra-L-H<Z et N-HE00IS;
N-[2-BIZZE-6-ZEO0I0| AL - -Fa-L-HZ et N-HE00IS;
N-[2-OtHIE HI 2 E-5-HEAIIZSELHEI- Y ]--FA--HE Lt N-HEOOIE
N-[2-OtHIE HI 22U E-6-HEAINIZ2ELAAI- L |- -FA--HE Lt N-HEODIE
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[4-(N-GISESAI0I0I & )-2R-HIL T 2B AL ]-L-p-AI 22 Al LU -N-[2-(2-TI2IZ) 0 E ] 0t0I =
[4-(N-GIESAI0t0l = )-2R-HIE AL ]-L-B-AI 22 A Lt -N-(2-HE N E )0t =

[4-(N-GIS S AI0I0I = )-2R-0l A 0tL S AL ]-L-B-Al 22 A At -N-(2-HI L 0 €) 0101 =
[4-(N-BISZSAI0I0I = )-2R-HIL R E S AL ]-L-B-Al 22 A At -N-(2-HI L E) 00| =;
(4-(N-BIESAI0OI0I = )-2R-HIE Z2E AL ]-L-B-Al 22 a2t U-N-[3-(4-22 Z2|L)Z2Z]0I0IE;
[4-(N-BIESAIOI0I = )-2R-HE Z2 AL ]-L-B-Al 22 A et U-N-[ p-Letl ] 00| E;
[4-(N-GISZSAI0I0I = )-2R-0l AR E AL ]-L-B-AlI 228 Al 22t 010|=

[4-(N-BIS S AI0I0I = )-2R-(3-HILZZ 2 )AL ]-L-B-AI228 A et 0t0IE

[4-(N-GIE S AI0I0I £ )-2R-(3-HIZ R E)SAIE]-L-B-AI223a et 0l0IE;
[4-N-(BISEAI0I0I)-2R-HZ M E S AL |-L-FA-N-(2-HE 0 E )00l &;

[4-(N-BIS S AIOI0I = )-2R-HIE T2 A L [-L-FA-N-(2-H L €) 001 =

[4-(N-BIEZAI0t0I = )2(R) -0l AR ESAIL |-L-EFEE 0t0IE

[4-(N-BI == AI0H0I = )-2(R) -0l A R E S AL ]-L-Z 2l 010 E;
[-EATL-2RS-HEZ2E--SAZ2E]-|--AI22 A L2tH-N-(2-HEHE)O00IS, CIHEHAHZ;
[EATZL-R-HEZZEH--SLAZT2L ]| -3-AI22 M Letd-N-(2-HL O E )00l E;
[-EATLDS-HUZZE-SATRL || -B-A S22 A A - -2t
[-EATL-R-HEZZ2E-|-SATRE]-[-B-AI 22 A LR}
[F-EATZLDS-HYDZR2Z-1-SATZ2I]|-|-B-AZ2aet-g-Lat, HE HAHZ;
[‘:?—EEO%E&—QR,S—THIé‘EE%‘—F%iEE%]—L—B—/\I%E@’é‘%BPH—N—M(S—OPDI&EE%‘) Za]otole
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HIE2ISI S2-1H-T B2 (3,4-1]01 201 S-2-2 ) R EHA;
EtONHCONMe—CH.CH( iBu)-CO-L-Trp-NHE:
EtCONOH-CHCH( iBu)-CO-L-Trp-NHEL

n~Pr CONOE t~CHoCH( 1Bu)~CO-L-Tr p-NHEY ;
ENHCONOMe—CH.CH( iBu)-CO-L-Trp-NHE:
MeNHCONOH-CH,CH( iBu)-CO-L-Trp-NHE'
EONHCONMe—CH.CH( iBu)-CO-L-Ala(2-Lt Z &) -NHEL
EtCONOH-CH,CH( iBu)-CO-L-Ala(2-LtZ & )-NHEt
n-Pr CONOE t-CHoCH( 1Bu) -CO-L-Ala(2-LIE & )-NHE ;
ENHCONOMe—CH.CH( iBu)-CO-L-Ala(2-Lt L & )-NHEL
MeNHCONOH-CHCH( Bu)-CO-L-Ala(2-Lt Z & )-NHE ;
HONHCONHCH,CH ( Bu)~CO-L—Tr pNHie:;
HONHCONHCHZCH.CH( Bu)~CO-L—Tr pNHe:;

HONHCONHCH( iBu)-CO-L~TrpNHMe ;
H,NCON (OH) CH( iBu)~CO-L~TrpNHMe ;

N(OH)CHoCH( iBu)-CO-L-TrpNHMe::

HoNCON (OH) CH,CH2CH( iBu)~CO-L~Tr pNHMe ;
CHaCON(OH)CH( iBu)-CO-L~TrpNHMe ;
CH3CON (OH) CHoCH( 1Bu)-CO-L-TrpNHMe ;
CHsCON(OH) CHoCHoCH( iBu)-CO-L-Tr pNHMe ;
NHOHCOCH,CH( i -Bu) CO-L-Trp-NHMe ;

HONHCONHCH>CH(i-Bu) CONHCHCOOH

|
R4

5
rr

ROOCCH;,CH(i-Bu)CONHCHCOOH

|
R4

-L-retd, 2-(ot0l =) ol e

i

N—{D,L2-(SISZAI0I0| =322 L )HE -4-HE B EH = 2 }-L-3-(2'-LtZ &) 22t
0

Ll

—>

Ot0Iot22Y)HE-4-HE BEt - 2}-L-3-0t0| =-2-CIH € R EH- - -

o

2-(0t0l=)oll e ot

4(S)-[3-0lEEAOI0I I EBL-2(R)-(2-HEZZE ) I 2T - 2] 001 =-1,2,3,4,5-H E2tol = 2-3H-2-H
ZOHMI Bl -3-2;

[4-(N-GIESAI0I0I = )-(2R)-01 AR E-3-HE S AL ]-L-HE 22 A-N-HE 00 =
4(8)-[2(R)-[1(R)-BIEEAIIEHIRY-2-22 | =0 E |-4-0HE L Z]0t0I=-1,2,4,5-H Ect5| E2-3H-
2-BIl X 0N 8l-3-2;
(1R,4S)-4-[(2R)-CIESAISIZHI2 L E-4-0IE L ]0t0 =-3-S2-1,2,4,5-H| Ect 5| E2-3H-2-8 X 0F
Mg -1-It=2 =4 &

-[2-(N-BIEot2HI2Y ) HE =TI L ]-5-HE AT ES &4t
N-[(-H-2HEZUE-S-UHE)-REH-L]-S2AAHQ EIQHE
N-[1(R)-IHE=AI-UE]-a-(S)-(2-HZ-0E)2cl4-(L)-F&, N-HEO0t0IE
N-[1(R)-IHE=AI-UE]-a-(S)-(2-HZ-0E )2l &-(L)-01AFA, N-HE00IE
N-[1(R)-IHE=SAI-UE]-a-(S)-(2-HZ-0E)2cl&-(L)-Lete, N-HEotol=
N-[1(R)-IHZE=SAI-UE]-a-(S)-(2-HEZ-0E)Scla-(L)-HE et N-HEot0IE
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N-[1(R)-ItZ=AI-0IE]-a-(S)-(2-HE-0E)Seldl-(L)-Ae-0-#= o2, N-HEZOot0lE
N-[1(R)-HE=SA-UE]-a-(S)-(2-HEZ-0E)2cla-(L)-EEET, N-HEODIE:
N-[1(R)-IIZ=AI-0IE]-a-(S)-(2-HE-0E)2eld-a-(S)-(2-HE-0E)2elal, N-HELO0t0lE:
N-[1(R)-HE=SA-UE]-a-(S)-(2-HEZ-0E)2cla-(L)-=2F 4, N-HEODIE:
N-[1(R)-ItZ=AI-0IE]-a-(S)-(2-HE-0E)Selal-(L)-L&l, N-HEotol=
N-[1(R)-ItZ=AI-0IE]-a-(S)-(2-HE-0E)2ela-(L)-AE, N-HELO0t0IE SIEZ2222401E
N-[1(R)-ItZ=AI-0IE]-a-(S)-(2-HE-0E)Selal-(L)-0tATet2l, N-HEO0t0IE:
N-[1(R)-HE=SAI-UE]-a-(S)-(2-HEZ-0E)2cld-(L)-Eal 2, N-HEO00IE sIE222201E
N-[1(R)-ItZ=AI-0IE]-a-(S)-(2-HE-0E)Seldl-(L)-cld, N-HEOotol=E
N-[1(R)-IHE=SAI-UE]-a-(S)-(2-HEZ-0E)2cld-(L)-S T4, N-HEO00IE
N-[1(R)-IHE=SAI-UE]-a-(S)-(2-HE-0E)2cld-(L)-EIZ4&, N-HEODIE sIE222240/E
Dll\l—cﬁ(R)—?Pé% [-5-(1,3-CIsA-0l A0 SRl-2-2)HE |-a-(S)-(2-HL-0 &) 22ld-(L)-F &, N-HELOt
N-[1(R)-IIZ2=AI-5-(1-S2-0lASel-2-2)BIE |-a-(S)-(2-HE-0E)-2eld-(S)-F&, N-HELE0t0lE
SIEERZ2Z2CH0IE;

IEI]|—|[:1(R)—?Pé%/\l—&(1—%.’.\_—O|_J.\_9|%E|—2—%)@Fé']— (S)-(2-HE-0Z)-2ela-(S)-0t22I, N-HE ot
I‘\l:—[1(R)—9P§§/\I—01|‘=é']—OL—(S)—(Z—(B—SIEE/\ITHI‘é‘)—01I'5')%EIAJ—(S)—TErﬁ| N-HE 00l E sl E22 2 et0]
N-[1(R)-IIZ=AI-0IE]-a-(S)-(2-(4-HEH L )-0 )22l al-(S)-F4l, N-HEO00IE SIEZ22eH0IE
N-[1(R)-IHE=SAI-UE]-a-(S)-(2-(2'-EIE)ME)Selal-(L)-F4, N-HEO00IE;
N-[1(R)-IIZ=AI-0IE]-a-(S)-(2-(4-0EH L) E)Selal-(L)-F&, N-HEODIE
IiT([):éT?:—ﬂég/\l—&(1—%3.\_—O|£O_|%E|— -2 HE]-a-(S)-(2-(4-Z2ZHE )W) 2clal-(L)-F&, N-H
N-[1(R)-IHE=AI-UE]-a-(S)-(2-(4-222HE )M E)Z2ale-(L)-F4&, N-HE00IE
N-[1(R)-IHIE=SAI-UE]-a-(S)-(2-HE-0E)2cld-a-(S)-(2-AIZ22=A-0E)2cld, N-HEODIE:
N-[1(R)-IHE=SA-UE]-a-(S)-(2-HEZ-0E)2cld-a-(S)-(AS2&A ) Z2eld, N-HEZO0H0IE;
N-[1(R)-IIZ=AI-0IE]-a-(S)-(2-HE-0E)2elt-a-(S)-(ANS2 AN E)2elal, N-HELO0t0IE:
N-[1(R)-IIZ=AI-0IE]-a-(S)-(2-HE-0E)Seld-(L)-p-LIZE et , N-HELO0t0lE;
N-[1(R)-IIZ=AI-0IE]-a-(S)-(2-HE-0E)Seld-(L)-a-LtEZE et N-HEO00IE
N-[1(R)-ItZ=AI-0IE]-a-(S)-(2-HE-ME)2cld-[(L)-2FE4, o, s-HIA-N-HEO0I0IE
N-[1(R)-IIZ=AI-0IE]-a-(S)-(2-HE-0E)Seld-(L)-F&, N-AIZZHA0I0IE:
N-[(1(R)-Ft2=2A-0IE)]-a-(S)-(2-HE-0HE)2eld-a-(S)-(4-53IESAHZHE ) Z2ald, N-HEOot0IE
N-[1(R)-IIZ=AI-0IE]-a-(S)-(2-HE-0E)Seld-(L)-HE2eld, N-HEO0I0IE:
N-[1(R)-IHIESAI-UE]-a-(S)-(2-HE-0E)2cld-(L)-S T4, N-BIZO0I0IE, N,-HE00IE
N-[1(R)-HI=EA-0E]-a-(S)-(2-HEZ-0ME)SlA-(L)-22LIE, N-HEO0t0IE;
N-[1(R)-HI=EA-0E]-a-(S)-(2-HEZ-0ME)SlA-(L)-0t=2IIE, N-HEO0t0IE;
N-[1(R)-HI=EA-UHE]-a-(S)-(2-HEZ-HE)2eldl-a-(S)-(FHEZZZ) 2|4, N-HEZO00IE
N-[1(R)-IIZ=SAI-0E]-a-(S)-(2-HE-0E)2eld-a-(S)-n-]E2cl4l, N-HEL00I1E
N-[1(R)-HFZ2=AI-0IE]-a-(S)-(2-HE-UME)2cld-(L)-F &, N-(4-It2SAIHE)0t0I=
N-[1(R)-HIZ=ZEA-0E]-a-(S)-(2-HEZ-UME)SlAl-(L)-F&, N-(4-ECISRL2HEHE)0t0IE
N-[1(R)-IIZ2=SAI-0E]-a-(S)-(2-HEZ-0E)2cl&-(L)-F &, N-(3-T2IZ)0t0IE:
N-[1(R)-IFZ2=AI-0E ]-a-(S)-(2-HE-0E)2ld-(L)-F&, N-(HZEEI0FE-2-2)0t01=
N-[1(R)-ItZ=AI-UHE]-a-(S)-(2-(4n-Z2ZHE )W E )2l (L)-F4&, N-HEO0H0IE;
N-[1(R)-HIZEZEA-0E]-a-(S)-(2-4-Z2ZH L)W E ) Sl a-(L)-0t2IIL, N-HEO0t0IE
N-[1(R)-HI=EA-HE]-a-(S)-(2-(3,4-CIHEHE-MHE)Seld-(L)-F&, N-HEZOIDIE;
(2-(((4-(1,3-CI5I=E2-1,3-LISA2H-0| A1 E-2-2 ) RE)JI ESAZAT L )HE ) -4-HERE -2 )-L-7
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(L)--(CIM R R & T 040 e )-3- D E-2EI 2 0.084 |0.23
(L)-2-(CHMETR-p-2THOM0IE)-3-S2/2SDE-T20® (9.4 |14.4
&
(-2-(CIM XTI ST 00|l )-3-HELE-TL2T S 445 10.69
(S)-4-CIMEERIp-24-242-(2,2,2-E2| B2 Q2 OLH € 0.72  [1.33
Ol0l e )-2EI2 4
(S)=2-0tD|le4-CIA R R RI-p-U-4-S A-SE|2 4t 3.8 33.0
(S)=2-OHH| 2 OLD| e —4-CI A X R ph-p-Q4-SA-TE| 2 0.16  |1.55
(S)=4-CI# R Zph-p-0l4-2 A [\ O M ELOFD| e EI 2 A 0.084 0.3
(S)—4-Cl ¥ £ 2 2t—p-2l—4-= A2~ (3- I &~ 0.09% [0.28
D20oU0|E)-FE2 4
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L SAHE0 AN HE L AR Kol SAS LMY LHGHH 2HATN U2 Z, OIHSY a5 2Hl,
QI XK, DE XRK L DXNEE IBHMEAM 0152 B0 2I5t0f ATl 26 B4 X CHFet 2
S AMNRHS L AEESo 2y S0 Je M & AR Kol SACZ NS0 U= WAA A &
go| @2 XTEG=H BB

2 YYo XH20 LRSS (0, 22H0AS OlHISY Has & CHF 22 2 289 XIZHZ2 A2
SESH2 SAXN 24 L 500 JIME it 22 o T2 ESH AN 2 LY X420 &2 Sofl &
SECh. otJl AAldlE=E oAlctd=E 2H0I0H, 2 &Y92 Hétotdd= A0l OtLICH

CAAION 1)

ol)| S8 2420z E2H 2&2 XZoII/Ist AEEl D H WP Mol M2l s&E2 HOIoRICH.
SAMHE & EJ) =31 4 Z0H AE SESS F0i6t0] 1 =L HE2EH AE0 Z2LWHNK SAHAHE 2%,
G2 3%, DIR 2L It SR DA (FAE Z2|LF(Ralston Purina))E =UACH. =2 222 0l
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