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Ac-Arg—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp B —Ala-Lys) -NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—A6c-Lys) -NH, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Ahx-Cys) -NH, ;

D-Phe—c (Cys-His-D-Phe-Arg-Trp-Ala-D-Cys) -Thr—NH, ;

D-Phe—c (Cys-His-D-Phe-Arg-Trp- B -Ala—D-Cys) ~Thr—NH, ;

D-Phe—c (Cys-His-D-Phe-Arg-Trp-Gaba—-D-Cys) —Thr-NH, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Apn-Cys) -NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—Apn-Lys) -NH, ;

Ac—A6c—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) -NH, ;

Ac-D-2-Nal-c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;

Ac—Cha—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) -NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—Gaba—-Lys) -NH, ;

Ac—Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) —NH, ;

Ac-Nle—c (Cys— B —-Ala-His-D-Phe-Arg-Trp-Cys) -NH, ;

Ac-Nle—c (Cys—Gaba-His—D-Phe-Arg-Trp—Cys) -NH, ;

Ac-Nle—c (Cys—Aib-His-D-Phe-Arg-Trp-Cys)-NH, ;

Ac-Nle—c (Cys—Gly-His-D-Phe-Arg-Trp-Cys) -NH, ;

Ac-Nle—c (D—Cys-Ala—His-D-Phe-Arg-Trp—Cys)—NH, ;

Ac-Nle—c (D—Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys) -NH, ;

Ac-Nle—c (D—Cys— B -Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;

Ac-Nle—c (D—-Cys—Gaba-His-D-Phe-Arg-Trp-Cys) -NH, ;

Ac-Nle—c (D—Cys-Aib—His-D-Phe-Arg—Trp—Cys)-NH, ;

Ac-Nle—c (D—Cys—Gly—-His-D-Phe-Arg-Trp—Cys)—NH, ;

Ac-Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp-D-Cys) -NH,;

Ac-Nle—c (Cys— B —-Ala-His-D-Phe-Arg-Trp-D-Cys) —NH, ;

Ac-Nle-c (Cys—Gaba-His—D-Phe-Arg-Trp-D-Cys) -NH, ;

Ac—Nle—c (Cys—Aib-His-D-Phe-Arg-Trp-D-Cys) —NH, ;
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Ac-Nle—c (Cys—Gly-His-D-Phe-Arg-Trp-D-Cys) —NH, ;
Ac-Nle—c (D—Cys-Ala—His-D-Phe-Arg-Trp-D—Cys) -NH, ;
Ac-Nle—c (D-Cys—-D-Ala-His—D-Phe-Arg-Trp-D-Cys) -NH, ;
Ac—Nle—c (D-Cys— B —Ala—His-D-Phe-Arg-Trp-D-Cys) -NH, ;
Ac—Nle—c (D-Cys—Gaba-His-D-Phe-Arg—Trp-D-Cys)-NH, ;
Ac-Nle—c (D-Cys—Aib—His-D-Phe-Arg-Trp-D—Cys) -NH, ;
Ac—0ic—c (Asp—His-D-Phe-Arg-Trp—Gaba—-Lys) -NH, ;
Ac—Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba—-Lys) -NH, ;
Ac-hCha—c (Asp—His-D-Phe-Arg-Trp—-Gaba-Lys) —NH, ;
Ac-D—Cha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) -NH, ;
Ac-Nip—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) -NH, ;
Ac-hPro—c (Asp—His-D-Phe-Arg-Trp—-Gaba-Lys) —NH, ;
Ac-hLeu—c (Asp—His-D-Phe-Arg-Trp—-Gaba-Lys)—NH, ;
Ac-Phe—c (Asp—His-D-Phe-Arg-Trp—Gaba—-Lys) -NH, ;
Ac-D-Phe—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) -NH, ;
Ac-D—Chg—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) -NH, ;

1E T % —Cha—c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys) —NH, ;
Ac-hPhe—c (Asp—His—-D-Phe-Arg—Trp-Gaba-Lys)—NH, ;

Ac— B -hMet—c (Asp-His-D-Phe-Arg-Trp-Gaba-Lys)—NH, ;
Ac-Gaba—c (Asp—His—-D-Phe-Arg—Trp-Gaba-Lys) —NH, ;
Ac—Cha-c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)—NH, ;
Ac—hCha—c (Asp—His—D-Phe-Arg-D-Trp—Ala-Lys) -NH, ;
Ac—Leu—c (Asp—His-D-Phe-Arg-D-Trp-Ala-Lys) —-NH, ;
Ac-hLeu—c (Asp—His-D-Phe-Arg-D-Trp—-Ala-Lys)-NH, ;
Ac-Phe—c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;
Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp-D-Ala-Lys)-NH, ;
Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp— B —Ala-Lys) -NH, ;
Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp—Gaba-Lys) -NH, ;
Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp—Aha-Lys)-NH, ;
Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp—Apn-Lys) —NH, ;
Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Apn—Cys) —NH, ;
Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Gaba-Cys) -NH, ;
Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Ahx—Cys) —NH, ;
Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp— B -Ala—Cys) —NH, ;
Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp-D-Ala—Cys) -NH, ;
Ac-Nle—c (Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys) -NH, ;
Ac-Nle—c (Cys—D-Ala-His-D-2-Nal-Arg—2-Nal-Cys)-NH, ;
Ac-Nle—c (Cys-D-Ala-His-D-2-Nal-Arg—1-Nal-Cys)-NH, ;
1E TR Nle—c (Cys-D-Ala-His-D-Phe-Arg—2-Nal-Cys) -NH, ;
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1E T Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys) -NH, ;
Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg—2-Nal—Cys) -NH, ;

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg—1-Nal—Cys) -NH, ;

Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Bal-Cys) —NH, ;

Ac—Nle—c (Cys—D-Glu-His-D-Phe-Arg-Trp—Cys) —NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-D-Ala-Lys)-NH, ;

Ac—Nle—c (Cys—D-Ala-His-D-2-Nal-Arg-Bal—Cys)-NH, ;

Ac-Nle—c (Pen-D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg—Trp—Pen) -NH, ;

Ac-Nle—c (Pen-D-Ala—His-D-Phe-Arg—Trp—Pen) -NH, ;

D-Phe—c (Cys-His-D-Phe-hArg-Trp— B —~Ala-D-Cys) —Thr-NH, ;
D-Phe—c (Cys-His—D-(Et) Tyr-Arg-Trp— B —~Ala-D—Cys) —Thr-NH, ;
D-Phe—c (Cys-His-D-Phe-Arg-Bip- B -Ala—D-Cys) ~Thr—NH, ;
D-Phe—c (Cys-His—D-(Et) Tyr-hArg—Trp- B -Ala-D-Cys) ~Thr—NH, ;
D-Phe—c (Cys-His-D-Phe-hArg-Bip— B —Ala-D—Cys) —Thr-NH, ;
D-Phe—c (Cys-His—D-(Et) Tyr-hArg—Bip- B -Ala-D-Cys) ~Thr—NH, ;
Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys)—NH, ;

Ac-Nle—c (Asp—D-Ala—His-D-Phe-Arg—Trp-Lys)-NH, ;

Ac-Nle—c (Asp—D-Ala—His-D-Phe-Arg-Bal-Lys)-NH, ;

Ac—Nle—c (Cys—D-Ala-His—D-Phe-Arg—Trp—Pen) —OH ;

Ac-Nle—c (Cys—D-Abu-His-D-Phe-Arg-Trp—Cys) —NH, ;

Ac—Nle—c (Cys—D-Val-His-D-Phe-Arg-Trp—Cys) —NH, ;
Ac—Nle—c (Cys—D-I1le-His-D-Phe-Arg-Trp—Cys)—NH, ;
Ac—Nle—c (Cys—D-Leu—-His-D-Phe-Arg-Trp—Cys) —NH, ;
Ac-Nle—c (Cys—D-Tle-His-D-Phe-Arg—Trp—Cys)—NH, ;
Ac-Nle—c (Cys—D-Cha—His-D-Phe-Arg-Trp—Cys) —NH, ;
Ac-Nle—c (Pen—His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen) -NH, ;
Ac-Nle—c (Pen—His-D-Phe-Arg-Trp—Gaba—Pen) -NH, ;
Ac-Leu—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
Ac—Cha—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
Ac-Ile—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
Ac-Phe—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
Ac-Val-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
Ac—2-Nal-c (Cys-His—D-Phe-Arg-Trp—Gaba-Cys) -NH, ;
Nle—c (Cys—His—D-Phe-Arg-Trp—Gaba-Cys)-NH, ;
Phe—c (Cys—His—D-Phe-Arg-Trp—Gaba-Cys) -NH, ;
Ac-Nle—c (Cys—3-Pal-D-Phe-Arg-Trp—Gaba-Cys) -NH, ;
Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)—OH ;
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Ac-Nle—c (Cys—His-Phe-Arg-D-Trp—Gaba—Cys) -NH, ;
Ac-Nle—c (Asp—His-D-2-Nal-Arg-Trp—Ala-Lys)-NH, ;
Ac-Nle—c (Asp—His-D-2-Nal-Arg-Trp— B —Ala-Lys)-NH, ;
Ac—Nle—c (Cys—His-D-2-Nal-Arg-Trp—Gaba—Cys) -NH, ;
Ac—Nle—c (Cys—His-D-2-Nal-Arg-Trp—Ahx—Cys) —NH, ;
Ac-hPhe—c (Asp—His-D-2-Nal-Arg-Trp—Gaba—-Lys) -NH, ;
Ac—Cha-c (Asp—His-D-2-Nal-Arg-Trp—Gaba-Lys) -NH, ;
Ac—Nle—c (Asp—His—D-Phe-Arg-Trp—- B -Ala-Lys)-OH ;
Ac—Nle—c (Cys—His—D-Phe—-Arg-Trp—Ahx—Cys)-OH ;
D-Phe—c (Cys—His—D-Phe-Arg-Trp—Ala—-D-Cys) -Thr-OH ;
D-Phe—c (Cys—His—D-Phe-Arg-Trp— B -Ala—D-Cys) —-Thr-OH ;
D-Phe—c (Cys—His—D-Phe—-Arg—Trp—Gaba-D-Cys) -Thr—0H ;
Ac—Nle—c (Cys—His—D-Phe—-Arg-Trp—Apn—Cys)-OH ;
Ac—Nle—c (Asp—His—D-Phe—-Arg-Trp—Apn—Lys)-OH ;
Ac—Cha—c (Asp—His—D-Phe—-Arg-Trp—-Gaba-Lys)—OH ;
Ac—Nle—c (Asp—His—D-Phe—-Arg-Trp—-Gaba-Lys)—0H ;
Ac—Chg—c (Asp—His—D-Phe—-Arg-Trp—-Gaba-Lys)—OH ;
Ac—-D-Cha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) —OH ;
Ac—hCha—c (Asp—His—D-Phe—-Arg-Trp—Gaba-Lys) —OH ;
Ac—-D-Chg—c (Asp—His—D-Phe-Arg-Trp—Gaba—-Lys)-OH ;
Ac—hPhe—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) —OH ;
Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp—-Gaba—Cys) —OH ;
Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp—Ahx—Cys)—0H ;
Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp— B —Ala—Cys) —OH ;
Ac—Nle—c (Cys—His—D-Phe—-Arg-D-Trp—-D-Ala—Cys)—OH ;
Ac—Nle—c (Cys—D-Ala-His—D-2-Nal-Arg-Trp—Cys)—OH ;
Ac—Nle—c (Cys—D-Ala-His—D-2-Nal-Arg—2-Nal—Cys)-OH ;
Ac—Nle—c (Cys—D-Ala-His—D-2-Nal-Arg—1-Nal—-Cys)-OH ;
Ac—Nle—c (Cys—D-Ala-His—D-2-Nal-Arg—Bal—Cys)—OH ;
Ac—Nle—c (Pen-D-Ala—-His—D-Phe—-Arg—Trp—Cys) —OH ;
Ac—Nle—c (Cys—His—D-Phe—-Arg—Trp—-Gaba—Pen) —0H ;
Ac—-Arg—c (Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys) -NH, ;
Ac-D-Arg-c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys) -NH, ;
Ac-D-Arg-c (Cys-D-Ala-His-D-Phe-Arg-Trp—Pen) -NH, ;
Ac-D-Arg-c (Cys—His—D-Phe-Arg-Trp—Gaba—Pen) -NH, ;
Ac-Arg—c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen) -NH, ;
Ac-Arg—c (Cys—D-Ala—His-D-Phe-Arg—Trp-Pen)-NH, ;
Ac-D-Arg-c (Asp—His—D-Phe-Arg-Trp—Ala-Lys)—-NH, ;
Ac-Arg—c (Asp—His-D-Phe-Arg-Trp—-Ala-Lys) -NH, ;
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Ac-Nle—c (Cys—3-Pal-D-Phe-Arg-Trp—Gaba-Cys) -NH, ;
Ac-Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp-Gly-Cys)-NH, ;
Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp-D-Ala-Cys)-NH, ;
Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg—Trp— B —-Ala—Cys) -NH, ;
Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
Ac—Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Apn-Cys) -NH, ;
Ac—c (Cys—Glu—His-D-Phe-Arg-Trp—Ala-Cys) -NH, ;

Ac—c (Cys—Glu—His-D-Phe-Arg-2-Nal-Ala—Cys) —NH, ;

Ac—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Ala—Cys)-NH, ;

Ac—c (Cys-D-Ala-His-D-Phe-Arg—2-Nal-Ala—Cys) -NH, ;
Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—-Ala-Cys)-NH, ;
Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg—Trp- B -Ala—Cys) —NH, ;
Ac-Nle—c (Asp—D-Ala—His-D-Phe-Arg-Bal-Ala-Lys)-NH, ;
Tyr-Gly-Arg—(Lys),~ (Arg) ,~Gln—(Arg) ,~Nle—c (Asp—His-D-2-Nal-Arg-Trp-Lys)-N

H, ;

Tyr-Gly-Arg—(Lys),~ (Arg) ,~Gln-(Arg) ,~Doc—Nle—c (Asp—His-D-2-Nal-Arg-Trp-Lys
)—-NH, ;

Nle—c (Asp—His-D-2-Nal-Arg-Trp-Lys) - B -Ala-Tyr-Gly-Arg-(Lys) ,~ (Arg) ,~Gln—(A
rg) ;=Ni, ;

Ac-Nle—c (Asp—His-D-2-Nal-Arg-Trp-Lys) - B -Ala-Tyr-Gly-Arg—(Lys),~ (Arg) ,~Gln
—(Arg) 5~ NH,

Nle-c (Asp—His—-D-2-Nal-Arg-Trp-Lys)—(Doc) ,~Tyr-Gly—-Arg—(Lys) ,~ (Arg) ,~Gln—(A
rg) ,—NH, ;

Ac—-Nle—c (Asp—His-D-2-Nal-Arg-Trp-Lys) - (Pro) ,~Lys—Asp—Tyr-Gly-Arg—(Lys) ,— (A
rg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—Gly-Cys) —(Pro) ,~Lys—Asp—Tyr-Gly-Arg—(Lys
)~ (Arg) ,~Gln—(Arg) ,~NH, ;

Ac—Nle—c (Asp—His—D-2-Nal-Arg-Trp-Lys) - (B —-Ala) ,~Tyr-Gly-Arg—(Lys) ,~ (Arg) ,~
Gln-(Arg) ,~NH, ;

Ac—Nle—c (Asp—His-D-2-Nal-Arg-Trp-Lys) - (Pro) ,~Lys—Asp-Doc—Tyr-Gly-Arg—(Lys
)~ (Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—Gly-Cys) —(Pro),~Lys—Asp—Doc-Tyr-Gly-Arg-
(Lys),~ (Arg) ,~G1ln—(Arg) ,—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—Ala—-Cys) —(Pro),~Lys—Asp— B -Ala-Tyr-Gly-A
rg—(Lys),~(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala-Cys) — (Pro),~Lys—Asp—Doc-Tyr-Gly-Arg-
(Lys),~ (Arg) ,~Gln—(Arg) ,—NH, ;

Ac-Nle—c (Asp—His—D-2-Nal-Arg-Trp-Lys) —(Doc) ,~Tyr-Gly-Arg-(Lys) ,~ (Arg) ,~Gln
- (Al”g) 3_NH2 H
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Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys) - (Pro) ,~Lys—Asp— B -Ala-Tyr-Gly
—Arg—(Lys) ,~ (Arg) ,~G1n-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys) - (Pro),~Lys—Asp- B -Ala-(Arg) ;~Gln
—(Arg) ,~NH, ;

Ac—c (Cys—Glu—His-D-2-Nal-Arg-Bal-Ala-Cys) — (Pro) ,~Lys—Asp— B -Ala—Gly—(Arg) ;
~G1n—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-Bal-Ala—Cys)—(Pro) ,~Lys—Asp— B -Ala-Tyr-Gly—(
Arg) —~Gln-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—Ala—-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-Gly-A
rg—(Lys) ,~Arg—Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—-Cys) —(Pro),~Lys—Asp— B -Ala-Tyr-Gly-A
rg—(Lys),~Gln—(Arg) ;—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—Ala—-Cys) —(Pro),~Lys—Asp— B -Ala-Tyr-Gly-A
rg-Lys—Gln-Lys-(Arg) s—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—Ala—-Cys) —(Pro),~Lys—Asp— B -Ala-Tyr-Gly-A
rg—(Lys),~(Arg) ,~Gln—Arg—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal—-Ala-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-Aib-A
rg—(Lys),~ (Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—1-Nal-Ala—Cys) - (Pro) ,~Arg—Asp— B -Ala—(Arg) .G
In-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—1-Nal-Ala—Cys) — (Pro) ,~Lys—Asp— B -Ala—(Arg) .G
In—(Arg) ,~NH, ;

Ac—c (Cys—Glu—His-D-2-Nal-Arg-1-Nal-Ala—Cys) - (Pro) ,~Lys—-Asp- B -Ala- (Arg) G
In—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala—Cys) - (Pro) ,~Arg-Asp— B -Ala—(Arg) .G
In-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—2-Nal-Ala—Cys) - (Pro),~Lys—Asp— B -Ala—(Arg) .G
In-(Arg) ,~NH, ;

Ac—c (Cys—Glu—His-D-2-Nal-Arg—2-Nal-Ala—Cys) - (Pro) ,~Lys—Asp— B -Ala—(Arg) G
In-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys) - (Pro),~Arg—Asp- B —-Ala-(Arg) «~Gln
—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys) - (Pro),~Arg—Asp— B -Ala-(Arg) ;~Gln
—(Arg) ;~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys) - (Pro),~Lys—Asp— B —-Ala-(Arg) ;~Gln
—(Arg) ;~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala-Cys) —(Pro),~Lys—Asp— B -Ala-Tyr-Gly-A
rg—(Lys),~ (Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala-Cys) — (Pro),~Lys—Asp— B -Ala-Tyr-Gly-A

7
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rg—Gln-(Lys),~ (Arg) s—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala-Cys) —(Pro),~Lys—Asp— B -Ala-Tyr-Gly-A
rg—(Lys),~ (Arg) ,~G1n-NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-1-Nal-Ala—Cys) - (Pro) ,~Lys—Asp— B -Ala-Tyr-Gly
—Arg-(Lys) ,~ (Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal—-Ala-Cys) —(Pro),~Lys—Asp— B -Ala-Tyr-Gly—-A
rg—(Lys),~ (Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—1-Nal-Ala—Cys) - (Pro) ,~Lys—Asp— B -Ala—(Arg) ,~L
ys—(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys) - (Pro),~Lys—Asp— B —Ala-Arg-Lys
—(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—2-Nal-Ala—Cys) - (Pro),~Lys—Asp— B -Ala—(Arg) ,~L
ys—(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys) - (Pro),~Lys—Asp— B -Ala-Tyr-Gly
—(Arg) ,~Lys—(Arg) ,~G1ln-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys) - (Pro),~Lys—Asp— B -Ala-Gly— (Ar
g),~Lys—(Arg),~Gln—(Arg) ,—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala—Cys) - (Pro),~Lys—Asp— B -Ala-Gly—Arg
—-Lys—(Arg) ;~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys) - (Pro) ,~Lys—-Asp— B -Ala-Tyr-Gly
—(Arg) ,~Lys—(Arg) ,~G1ln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-1-Nal-Ala—Cys) - (Pro) ,~Lys—Asp— B -Ala-Tyr-Gly
—Arg-Lys—(Arg) ,—Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—-Cys) - (Pro) ,~Lys—Asp— B -Ala-Gly-(Ar
g),~Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—Cys) - (Pro),~Lys—Asp— B -Ala-Gly—Arg
~Lys—(Arg) ,~G1ln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala—(Arg) ,~L
ys—(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala—Cys) - (Pro),~Lys—Asp— B —Ala-Arg-Lys
—(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala—-Cys) - (Pro) ,~Lys—Asp— B -Ala-Tyr-Gly
—Arg-Lys—(Arg) ,~G1n—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys) - (Pro),~Lys—Asp- B -Ala—(Arg) ,~Lys
—(Arg) ,~Gln—(Arg) ;—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala-Cys) —(Pro) ,~Lys—Asp— B -Ala—Arg-Lys—(
Arg) ,~G1ln-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala-Cys) - (Pro) ,~Lys—Asp— B -Ala-Tyr-Gly—(
Arg) ,~Lys—(Arg) ,~Gln—(Arg) ,~NH, ;
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Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala-Cys) —(Pro),~Lys—Asp— B -Ala-Tyr-Gly-A
rg-Lys—(Arg) ,—Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys) - (Pro),~Lys—Asp— B -Ala-Gly-(Arg),
~Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys) - (Pro) ,~Lys—Asp— B -Ala-Gly—Arg-L
ys—(Arg) ,~G1ln—(Arg) ,—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp-Ala—Cys) - (Pro),~Lys—Asp— B -Ala-(Arg) ;~Gln
—(Arg) ;~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—Ala—Cys) - (Pro),~Arg—Asp— B -Ala-(Arg) ;~Gln
—(Arg) ;~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys) —(Pro) ,~Lys—Asp— B -Ala-Tyr-Gly—(
Arg) ~G1ln-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys) —(Pro) ,~Arg—-Asp— B -Ala-Tyr-Gly—(
Arg) ~Gln-(Arg) ,—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys) - (Pro),~Lys—Asp— B -Ala-(Arg) ;~Gln
—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp-Ala—Cys) - (Pro) ,~Arg—Asp- B -Ala-(Arg) ;~Gln
—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp-Ala—-Cys) — (Pro) ,~Lys—Asp— B -Ala-Tyr-Gly—(
Arg) ~Gln-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala-Cys) — (Pro) ,~Arg—-Asp— B -Ala-Tyr-Gly—(
Arg) ~~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—Cys) - (Pro) ,~Lys—-Asp- B -Ala- (Arg) .G
In—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—1-Nal-Ala—Cys) - (Pro) ,~Arg-Asp— B -Ala—(Arg) .G
In-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—1-Nal-Ala—Cys) - (Pro) ,~Arg-Asp— B -Ala—(Arg) G
In-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys) - (Pro),~Lys—Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys) - (Pro) ,~Arg—Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys) - (Pro),~Lys—Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—-Cys) - (Pro) ,~Arg—-Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys) - (Pro) ,~Lys—Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys) - (Pro) ,~Arg—-Asp— B -Ala-Tyr-Gly
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—(Arg) «~Gln—(Arg) ,—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—2-Nal-Ala—Cys) - (Pro) ,~Arg—Asp— B -Ala—(Arg) G
In-(Arg) ,~NH, ;

Ac—c (Cys—Glu—-His-D-2-Nal-Arg-2-Nal-Ala—Cys) - (Pro) ,~Lys—-Asp- B -Ala-(Arg) .G
In—(Arg) ,~NH, ;

Ac—c (Cys—Glu—-His-D-2-Nal-Arg—-2-Nal-Ala—Cys) - (Pro) ,~Arg—-Asp- B -Ala- (Arg) .G
In-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys) - (Pro) ,~Lys—Asp— B -Ala-Tyr-Gly
~(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—2-Nal-Ala-Cys) —(Pro) ,~Arg—Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys) - (Pro) ,~Lys—Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal—-Ala-Cys) - (Pro) ,~Arg—Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala—-Cys) - (Pro),~Lys—Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys) — (Pro) ,~Arg—Asp— B -Ala-Tyr-Gly
—(Arg) ~Gln—(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys) - (Pro),~Lys—Asp— B -Ala-(Arg) ;~Gln
—(Arg) ;NH;

Ac—c (Cys—Glu—His-D-2-Nal-Arg-Bal-Ala—Cys) — (Pro) ,~Arg—Asp— B —Ala—(Arg) .~Gln
—(Arg) ,~NH,;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys) —(Pro) ,~Arg—Asp— B -Ala-Tyr-Gly—(
Arg) —~Gln-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro) ,~Lys—Asp— B -Ala-Tyr-Gly—(
Arg) ~Gln-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro) ,~Arg—-Asp— B -Ala-Tyr-Gly—(
Arg) ~Gln-(Arg) ,~NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-Bal-Ala—Cys)—(Pro) ,~Lys—Asp— B -Ala-Tyr-Gly—(
Arg) «~Gln-(Arg) ,—NH, ;

Ac—c (Cys—Glu-His-D-2-Nal-Arg—-Bal-Ala—Cys) —(Pro) ,~Arg—-Asp— B -Ala-Tyr-Gly—(
Arg) «~Gln-(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) — (Doc) ,~Tyr-Gly-Arg—(Lys),— (Arg),
~G1n-(Arg) ;—NH, ;

Ac-Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp-Cys) - B -Ala-Tyr-Gly—-Arg—(Lys) ,~Arg—G
In-(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala-His—D-Phe-Arg—Trp—Cys) -Doc-Tyr-Gly-Arg—(Lys) ,~ (Arg) ,~G1
n—(Arg) ;—NH, ;
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Ac-Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys) - B -Ala-(Arg) ~Gln—(Arg) ,~NH, ;

Ac—Nle-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys) - B —Ala-Gly- (Arg) ;~GIln- (Arg) ,—N
H, ;

Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - B -Ala-Tyr-Gly-(Arg) ,~Gln—(Arg),
-NH, ;_

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp-Cys) - B -Ala-Gly- (Arg) .~GIln- (Arg) ,~N
H, ;

Ac-Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Cys) - B -Ala-Tyr-Gly—(Arg) ,~Lys—(Arg),
~G1n-(Arg) ,—NH, ;

Ac-Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp-Cys) - B -Ala-Tyr-Gly-Arg-Lys—(Arg) ,—G
In-(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - B -Ala-Gly-(Arg) ,~Lys—(Arg) ,~Gln

—(Arg) NI, ;

Ac-Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—-Cys) - B —Ala-Gly-Arg-Lys—(Arg) ,~Gln—(
Arg) ,—NH, ;

Ac-Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Cys) - B -Ala—(Arg) ,~Lys—(Arg) ,~G1ln— (Ar
g)~NH, ;

Ac-Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Cys) - B —-Ala-Arg-Lys- (Arg) ,~G1ln—(Arg),
~NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - B -Ala- (Arg) ,~G1ln— (Arg) ,~NH,;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp-Cys)—(B -Ala),~ (Arg) ,~Gln—(Arg) ,~NH, ;

Ac—Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) — (B -Ala) ,~Gly— (Arg) ,~GIln—(Arg) ,—
NH,. ;

Ac—Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Cys) - (B -Ala) ,~Tyr-Gly—(Arg) ~~Gln—(Ar
g)5~NH, ;_

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -Doc—(Arg) ~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -Doc-Gly—(Arg) .~Gln—(Arg) ,~NH, ;

Ac-Nle-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys) -Doc-Tyr-Gly-(Arg) .~Gln- (Arg) ,~N
H, ;

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)—(Doc),~ (Arg) s~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys) - (Doc) ,~Gly-(Arg) ,~Gln-(Arg) ,—N
H, ;

Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - (Doc) ,~Tyr—-Gly—(Arg) ;-~Gln-(Arg) ,
~NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - B -Ala-(Arg) ~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - B -Ala-Tyr-Gly-(Arg) .~Gln-(Arg),
~NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp-Cys)—(B -Ala),~ (Arg) .~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - (B —Ala) ,~Gly—(Arg) ,~Gln—(Arg) ,~
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NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - (B -Ala) ,~Tyr-Gly-(Arg) ,~Gln—(Ar
g) ,~NH, ;

Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) -Doc—(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) -Doc-Gly—-(Arg) ,~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -Doc-Tyr-Gly- (Arg) ;~Gln—(Arg) ,~N
H, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)—(Doc),~ (Arg) ;~Gln—(Arg) ,~NH, ;

Ac—Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys) - (Doc) ,~Gly-(Arg) ,~Gln- (Arg) ,~N
o, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - (Doc) ,~Tyr—-Gly—(Arg) -~Gln-(Arg),
~NH, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) - B -Ala-Tyr-Gly-(Arg) ;~Gln—(Arg) ,~
NH, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) - B -Ala—(Arg) .~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Ala-Lys)- B -Ala-Tyr-Gly—(Arg) .~Gln—(Arg) ,~N
H, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—-Ala-Lys) - B -Ala—(Arg) ,~G1ln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) - B -Ala-Tyr-Gly-(Arg) ;~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) - B -Ala-Gly—(Arg) ,~G1ln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) - B —Ala-(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—Nle-c (Asp-His-D-Phe-Arg-Trp-Lys) - (B -Ala) ,~Tyr-Gly—(Arg) ,~Gln—(Arg) ,~N
H, ;

Ac—Nle—c (Asp—His—D-Phe-Arg-Trp-Lys) - (B -Ala) ,~Gly—(Arg) ~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)— (B -Ala),~ (Arg) ;~Gln—(Arg) ,~NH, ;

Ac—-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) -Doc-Tyr-Gly—(Arg) .~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) -Doc-Gly—(Arg) ,~G1n— (Arg) ,~NH, ;

Ac—-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) -Doc— (Arg) ;~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) —(Doc) ,~Tyr-Gly—(Arg) .~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)—(Doc) ,~Gly-(Arg) .~G1n—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)—(Doc),~ (Arg) s~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) - B -Ala-Tyr—Gly- (Arg) .~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) - B -Ala-Gly—(Arg) ,~G1ln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) - B -Ala-(Arg) ;~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)—(B -Ala) ,~Tyr-Gly—(Arg) .~Gln—(Arg) ,~N
H, ;

Ac—Nle—c (Asp—His—D-Phe-Arg-Trp-Lys) - (B -Ala) ,~Gly—(Arg) ;~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)— (B -Ala),~ (Arg) ;~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) -Doc-Tyr-Gly—(Arg) .~Gln—(Arg) ,~NH, ;
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Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) -Doc-Gly—(Arg) ,~G1n—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) -Doc— (Arg) ;~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) —(Doc) ,~Tyr-Gly—(Arg) .~Gln—(Arg) ,~NH, ;

Ac—Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) — (Doc) ,~Gly—(Arg) ,~Gln—(Arg) ,~NH, ;

Ac—Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) - (Doc) ,~ (Arg) ,~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp— B —Ala-Lys) - B -Ala-Tyr-Gly-(Arg) ,~GIn—(Arg
) s~NH, ;

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp— B -Ala-Lys) - B -Ala— (Arg) .~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-Trp-Ahx—Cys) - B -Ala-Tyr-Gly—(Arg) .~Gln—(Arg) ,~N
H, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Ahx—Cys) - B -Ala—(Arg) ,~G1ln—(Arg) ,~NH, ;

D-Phe-c (Cys—His-D-Phe-Arg—Trp- B -Ala-D-Cys) -Thr— B -Ala-Tyr-Gly-(Arg) ,~Gln
—(Arg) ;~NH, ;

D-Phe—c (Cys—-His-D-Phe-Arg-Trp— B —Ala-D-Cys) -Thr— B -Ala- (Arg) ,~G1n—(Arg) ;N
H, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Apn—Cys) - B -Ala-Tyr-Gly—(Arg) .~Gln—(Arg) ,~N
H, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Apn—Cys) - B —-Ala—(Arg) ,~G1n—(Arg) ,~NH, ;

Ac—Cha—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys) - B ~Ala-Tyr-Gly-(Arg) ;~Gln—(Arg) ,~
NH, ;

Ac—Cha-c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) - B ~Ala—(Arg) ,~Gln—(Arg) ,—NH, ;

Ac—Nle—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) - B -Ala-Tyr-Gly—(Arg) ;~Gln—(Arg) ,~
NH, ;

Ac—Nle—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys) - B -Ala— (Arg) ;~G1ln—(Arg) ,~NH, ;

Ac—Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) - B -Ala-Tyr-Gly—(Arg) ;~Gln—(Arg) ,~
NH, ;

Ac—Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) - B -Ala—(Arg) .~Gln—(Arg) ,~NH, ;

Ac-hCha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) - B -Ala-Tyr-Gly-(Arg) .~G1n-(Arg) ,
~NH, ;

Ac-hCha—c (Asp—His—-D-Phe-Arg-Trp-Gaba-Lys)— B —Ala-(Arg) ~Gln—(Arg) ,~NH, ;

Ac-hCha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) - (B -Ala) ,~Tyr-Gly—(Arg) ,~Gln—(Ar
g)~NH, ;

Ac-hCha—c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)— (B -Ala),~ (Arg) ,~Gln—(Arg) ,~NH, ;

Ac—hCha-c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys) -Doc-Tyr-Gly-(Arg) .~Gln- (Arg) ,~N
H, ;

Ac-hCha—c (Asp—His—-D-Phe-Arg—Trp—-Gaba-Lys) -Doc—(Arg) ~~Gln—(Arg) ,~NH, ;

Ac—-hCha-c (Asp—His-D-Phe-Arg-Trp—Gaba—Lys) - (Doc) ,~Tyr—-Gly—(Arg) ;~Gln-(Arg) ,
~NH, ;

Ac-hCha—c (Asp—His—-D-Phe-Arg-Trp-Gaba-Lys)—(Doc),~ (Arg) ;~Gln—(Arg) ,~NH, ;

13
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Ac-hCha-c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) - B -Ala-Tyr-Gly-(Arg) ,~Gln-(Arg),
~NH, ;

Ac-hCha—c (Asp—His—-D-Phe-Arg-Trp-Gaba-Lys) - B —Ala-(Arg) .~Gln—(Arg) ,~NH, ;

Ac—hCha-c (Asp-His-D-Phe-Arg-Trp—Gaba-Lys) - (B -Ala) ,~Tyr-Gly—(Arg) ~~Gln—(Ar
g) ,~NH, ;

Ac—hCha-c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)— (B8 -Ala) ,~ (Arg) ,~G1n—(Arg) ,~NH, ;

Ac—hCha-c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys) -Doc-Tyr-Gly- (Arg) .~Gln- (Arg) ,~N
Hy s

Ac-hCha—c (Asp—His—-D-Phe-Arg-Trp-Gaba-Lys) -Doc— (Arg) ~Gln—(Arg) ,~NH, ;
Ac—-hCha-c (Asp—His—-D-Phe-Arg-Trp—Gaba—Lys) - (Doc) ,~Tyr—-Gly—(Arg) ~Gln-(Arg) ,

—NHx, ;

Ac-hCha—c (Asp—His—-D-Phe-Arg-Trp-Gaba-Lys)—(Doc),~ (Arg) s~Gln—(Arg) ,~NH, ;

Ac-D-Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) - B -Ala-Tyr-Gly- (Arg) ,~Gln—(Arg
) ,~NH, ;

Ac-D—Chg—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) - B -Ala— (Arg) .~Gln—(Arg) ,—NH, ;

Ac-hPhe-c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys) — B -Ala-Tyr-Gly-(Arg) ,~Gln-(Arg),
~NH, ;

Ac-hPhe—c (Asp—His—-D-Phe-Arg—Trp-Gaba-Lys) - B —Ala-(Arg) ~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp-Apn—Cys) — B -Ala-Tyr-Gly-(Arg) ,~Gln-(Arg),
—NH, ;_

Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Apn—Cys) - B —Ala-(Arg) ~Gln—(Arg) ,~NH, ;

Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp—-Ahx—Cys) - B -Ala-Tyr-Gly-(Arg) ,~Gln—(Arg),
-NH, ;_

Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp—Ahx—Cys) - B —Ala—(Arg) ~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—-His-D-Phe-Arg-D-Trp— B -Ala—Cys) - B -Ala-Tyr-Gly-(Arg) .~Gln—(A
rg) NI, ;

Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp— B -Ala—Cys) - B -Ala—(Arg) .~G1n—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Pen) - B -Ala-Tyr-Gly- (Arg) ,~Gln-(Arg) ,
-NH, ;_

Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Pen) - B —Ala-Gly- (Arg) ,~Gln-(Arg) ,—N
H, ;

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp-Pen) - B -Ala- (Arg) ,~G1ln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Pen) - (B -Ala) ,~Tyr-Gly-(Arg) ,~Gln—(Ar
g)~NH, ;

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Pen) - (B -Ala) ,~Gly—(Arg) ,~Gln—(Arg) ,~
NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp-Pen)— (B -Ala),~ (Arg) .~Gln-(Arg) ,~NH, ;

Ac—Nle-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen) -Doc-Tyr-Gly-(Arg) .~Gln- (Arg) ,~N
H, ;
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Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg—Trp-Pen) -Doc-Gly—(Arg) .~Gln—(Arg) ;—NH, ;

Ac-Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Pen) -Doc— (Arg) ~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Pen) - (Doc) ,~Tyr-Gly—(Arg) ;~Gln-(Arg) ,
~NH, ;

Ac-Nle-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen) - (Doc) ,~Gly-(Arg) .~Gln-(Arg) ,~N
H, ;

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Pen)—(Doc),~ (Arg) ;~Gln—(Arg) ,~NH, ;

D-Phe-c (Cys-His-D-(Et) Tyr—-Arg-Trp- B ~Ala-D-Cys) - B -Ala-Tyr-Gly-(Arg) ,~Gln
—(Arg) ;~NH, ;

D-Phe—c (Cys—-His—D-(Et) Tyr-Arg-Trp— B -Ala-D-Cys) - B -Ala- (Arg) ,~G1n— (Arg) ,~N
H, ;

D-Phe—c (Cys—His-D-(Et) Tyr—-Arg-Trp— B -Ala-D-Cys) - B -Ala—Gly-(Arg) .~Gln—(Ar
g)~NH, ;

D-Phe-c (Cys—-His-D-(Et) Tyr-Arg-Trp— B -Ala-D-Cys) - B -Ala- (Arg) ,~G1n— (Arg) ,~N
H, ;

D-Phe—c (Cys-His—D—-(Et) Tyr-Arg-Trp- B -Ala-D—-Cys)— (B -Ala) ,~Tyr—-Gly— (Arg) .G
In-(Arg) ,~NH, ;

D-Phe—c (Cys-His—D—-(Et) Tyr-Arg-Trp— B -Ala-D-Cys) — (B -Ala) ,— (Arg) .~GIn—(Arg)
,—NH, ;

D-Phe—c (Cys-His—D—-(Et) Tyr-Arg-Trp— B -Ala-D-Cys) —( B -Ala) ,~Gly—(Arg) ,~Gln—(
Arg) ;~NH, ;

D-Phe—c (Cys-His-D-(Et) Tyr-Arg-Trp- B -Ala-D-Cys) —( B -Ala) ,~ (Arg) ,~Gln—(Arg)
,—NH, 5

D-Phe—c (Cys—His-D-(Et) Tyr-Arg-Trp— B —~Ala-D—Cys) -Doc—Tyr-Gly-(Arg) ~Gln—(A
rg) =N, ;

D-Phe—c (Cys-His—D-(Et) Tyr-Arg-Trp— B —Ala-D—Cys) -Doc— (Arg) .~Gln—(Arg) ,~NH, ;

D-Phe-c (Cys—-His-D-(Et) Tyr-Arg-Trp— B —Ala-D-Cys) -Doc—Gly—(Arg) ;~Gln—(Arg) ,~
NH, ;_

D-Phe—c (Cys-His—D-(Et) Tyr-Arg-Trp— B —~Ala-D-Cys) -Doc— (Arg) ;~Gln—(Arg) ,~NH, ;

D-Phe—c (Cys—-His-D-(Et) Tyr-Arg-Trp— B —Ala-D-Cys) —(Doc) ,~Tyr—Gly-(Arg) ,~G1ln-
(Arg) ,~NH, ;

D-Phe—c (Cys—His—D-(Et) Tyr-Arg-Trp— B -Ala-D-Cys) — (Doc) ,~ (Arg) ;~Gln—(Arg) ,~N
H, ;

D-Phe-c (Cys—-His-D-(Et) Tyr-Arg-Trp— B —Ala-D-Cys) —(Doc) ,~Gly—(Arg) .~Gln—(Arg
) s~NH, ;

D-Phe-c (Cys—His—D-(Et) Tyr-Arg-Trp— B —Ala-D-Cys) — (Doc) ,— (Arg) ;~Gln-(Arg) ,~N
H, ;

D-Phe—c (Cys—His—D-(Et) Tyr-hArg—Trp— B -Ala-D-Cys) -Thr- B -Ala-Tyr-Gly- (Arg)
s—G1ln—(Arg) ,~NH, ;

15



CN 102548399 A W F E k B 15/21 7T

D-Phe-c (Cys-His—D-(Et) Tyr—-hArg-Trp— B -Ala-D-Cys) -Thr- B -Ala-(Arg) ,~Gln—(A
rg) ~NH, ;

D-Phe-c (Cys—His—D-(Et) Tyr—hArg-Trp— B -Ala-D-Cys) ~Thr- (B8 -Ala) ,~Tyr-Gly-(A
rg) s—Gln—(Arg) ,~NH, ;

D-Phe—c (Cys-His—D—(Et) Tyr-hArg-Trp— B -Ala-D-Cys) -Thr— (B -Ala) ,~ (Arg) ;~Gln-
(AI‘g) 3_NH2 H

D-Phe-c (Cys—His—D-(Et) Tyr—-hArg-Trp— B —Ala-D-Cys) ~Thr-Doc-Tyr-Gly—-(Arg) ,~G
In-(Arg) ,~NH, ;

D-Phe—c (Cys—-His-D-(Et) Tyr—hArg-Trp- B -Ala-D-Cys) -Thr-Doc- (Arg) ,~G1n-(Arg) ,
~NH, ;

D-Phe—c (Cys—-His-D-(Et) Tyr-hArg-Trp- B -Ala-D-Cys) ~Thr—(Doc) ,~Tyr—-Gly-(Arg) ;
~G1n-(Arg) ;—NH, ;

D-Phe—c (Cys—His—D-(Et) Tyr-hArg—Trp— B —-Ala-D-Cys) -Thr—- B -Ala-Tyr-Gly-(Arg)
s—G1ln—(Arg) ,~NH, ;

D-Phe—c (Cys—His—D-(Et) Tyr—-hArg-Trp— B -Ala-D-Cys) -Thr- B -Ala-(Arg) ,~G1n—(A
rg) ,~NH; 5

D-Phe—c (Cys—His—D-(Et) Tyr-hArg-Trp— B -Ala-D-Cys) -Thr- (B8 -Ala) ,~Tyr—-Gly-(A
rg) s~Gln—(Arg) ,~NH, ;

D-Phe-c (Cys—-His-D-(Et) Tyr-hArg—Trp- B -Ala-D-Cys) -Thr— (B -Ala) ,~ (Arg) .~G1ln-
(Arg) ,~NH, ;

D-Phe-c (Cys-His—-D-(Et) Tyr—-hArg-Trp— B -Ala-D-Cys) ~Thr-Doc-Tyr-Gly- (Arg) ,~G
In—(Arg) ,~NH, ;

D-Phe—c (Cys-His—D—-(Et) Tyr-hArg-Trp— B ~Ala-D-Cys) -Thr-Doc—(Arg) ,~Gln—(Arg) ,
—NH, 5

D-Phe—c (Cys—-His-D-(Et) Tyr-hArg-Trp- B -Ala-D-Cys) ~Thr—(Doc) ,~Tyr—-Gly-(Arg)
~G1n-(Arg) ,~NH, ;

D-Phe—c (Cys—-His—D-(Et) Tyr-hArg-Trp— B -Ala-D-Cys) ~Thr—(Doc) ,~ (Arg) .~G1ln—(Ar
g),~NH, ;_

D-Phe—c (Cys—His—D-(Et) Tyr-hArg—Bip— B -Ala-D-Cys) -Thr- B -Ala-Tyr-Gly- (Arg)
s—G1ln-(Arg) ,~NH, ;

D-Phe—c (Cys—His—D-(Et) Tyr-hArg—Bip— B -Ala-D-Cys) -Thr- B -Ala-Tyr-Gly-(Arg)
s—G1ln—(Arg) ,~NH, ;

D-Phe—c (Cys—His—D-(Et) Tyr—-hArg-Bip— B -Ala-D-Cys) -Thr- B -Ala-(Arg) ,~Gln—(A
rg) ~NH, ;

D-Phe—c (Cys—His—D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr- (B8 -Ala) ,~Tyr—-Gly-(A
rg) s~Gln—(Arg) ,—NH, ;

D-Phe-c (Cys—-His-D-(Et) Tyr-hArg-Bip- B -Ala-D-Cys) -Thr—(B -Ala) ,~ (Arg) .~G1n-
(Arg) ;~NH, ;

D-Phe-c (Cys-His-D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr-Doc-Tyr-Gly- (Arg) ,~G
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In-(Arg) ,~NH, ;

D-Phe-c (Cys-His—D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr-Doc-Tyr-Gly- (Arg) ,~G
In-(Arg) ,~NH, ;

D-Phe—c (Cys-His—D—(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr-Doc—(Arg) ,~Gln—(Arg) ,
“NH, 5

D-Phe—c (Cys-His—D—-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) —Thr—(Doc) ,~Tyr—-Gly—(Arg) ;
~G1n-(Arg) ,—NH, ;

D-Phe—c (Cys—-His-D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) ~Thr—(Doc) ,~ (Arg) .~Gln—(Ar
g) ;NH, ;

Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp-Gly-Cys) - B -Ala-Tyr-Gly—(Arg) ;~Gln—(
Arg) ,~NH, ;

Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Gly—Cys) - B -Ala- (Arg) ,~Gln- (Arg) ,—N
H, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys) - B -Ala-Tyr—Gly-(Arg) ;~Gln—(Arg) ,~NH, ;

Nle—c (Cys-His—D-Phe-Arg-Trp—Apn—Cys) - B —Ala-(Arg) ;~Gln—(Arg) ,~NH, ;

Nle-c (Cys—His—-D-Phe-Arg-Trp-Apn—Cys) - (B -Ala) ,~Tyr-Gly— (Arg) .~Gln—(Arg) ,~N

Nle—c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)— (B -Ala),~ (Arg) ;~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys) - B -Ala-Tyr-Gly-(Arg) .~Gln—(Arg) ,~NH, ;
Nle-c (Cys-His-D-Phe-Arg-Trp—Apn—Cys) - B —Ala-(Arg) ,~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys) - (B -Ala) ,~Tyr-Gly—(Arg) ~Gln—(Arg) ,—N

Nle—c (Cys—His—D-Phe-Arg-Trp—-Apn—Cys) - (B -Ala) ,— (Arg) ;~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—-Apn—Cys) -Doc-Tyr-Gly—(Arg) ;~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys) -Doc—(Arg) ;~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys) —(Doc) ,~Tyr-Gly—(Arg) .~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys)—(Doc),~ (Arg) ;~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys) -Doc-Tyr—Gly-(Arg) ~~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys) -Doc—(Arg) ;~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys)—(Doc) ,~Tyr-Gly—(Arg) .~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys)—(Doc),~ (Arg) s~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Leu-His—D-Phe-Arg-Trp—Cys) — B -Ala-Tyr-Gly-(Arg) ,~Gln-(Arg),
NH, ;

Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys) - B —Ala-(Arg) ~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Leu-His—D-Phe-Arg-Trp—Cys) - (B -Ala) ,~Tyr-Gly—(Arg) ,~Gln—(Ar
g)s~NH, ;

Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp-Cys)— (B -Ala),~ (Arg) .~Gln—(Arg) ,~NH, ;

Ac-Nle-c (Cys—D-Leu-His-D-Phe-Arg-Trp—Cys) -Doc-Tyr-Gly-(Arg) .~Gln- (Arg) ,~N
H, ;
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Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys) -Doc—(Arg) ~~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Leu-His-D-Phe-Arg-Trp—Cys) - (Doc) ,~Tyr-Gly—(Arg) ;~Gln-(Arg) ,
-NH, ;_

Ac—Nle—c (Cys—D-Leu-His-D-Phe-Arg-Trp—Cys) - (Doc) ,— (Arg) s~Gln—(Arg) ,~NH, ;

Ac—Nle—c (Cys—D-Leu-His-D-Phe-Arg-Trp—Cys) - B —Ala-Tyr-Gly-(Arg) ,~Gln—(Arg),
—-NH, ;

Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys) - B —Ala— (Arg) .—Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Leu-His—D-Phe-Arg-Trp—Cys) - (B -Ala) ,~Tyr-Gly—-(Arg) .~Gln- (Ar
g),~NH, ;

Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys)— (B -Ala),~ (Arg) .~Gln—(Arg) ,~NH, ;

Ac—Nle-c (Cys—D-Leu-His-D-Phe-Arg-Trp—Cys) -Doc-Tyr-Gly-(Arg) .~Gln- (Arg) ,~N
H, ;

Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys) -Doc—(Arg) ~~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Leu-His-D-Phe-Arg-Trp—Cys) - (Doc) ,~Tyr—-Gly—(Arg) -~Gln-(Arg) ,
~NH, ;

Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys)—(Doc),~ (Arg) s~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Cha-His—D-Phe-Arg-Trp—Cys) - B -Ala-Tyr-Gly-(Arg) ,~Gln-(Arg),
~NH, ;

Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys) - B -Ala—(Arg) .~Gln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Cha-His—D-Phe-Arg-Trp—Cys) - (B -Ala) ,~Tyr-Gly-(Arg) ,~Gln—(Ar
g)s~NH, ;

Ac—Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys) — (B -Ala) ,~ (Arg) ,~G1n—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys) —-Doc-Tyr—Gly- (Arg) ;~Gln— (Arg) ,~N

Hy s
Ac-Nle—c (Cys—D-Cha—His-D-Phe-Arg-Trp—Cys) -Doc—(Arg) —Gln—(Arg) ,~NH, ;
Ac-Nle—c (Cys-D-Cha-His-D-Phe-Arg-Trp—Cys) — (Doc) ,~Tyr—-Gly—(Arg) ;~Gln-(Arg) ,

~NH, ;

Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys) —(Doc),~ (Arg) s~Gln—(Arg) ,~NH, ;
Ac-Nle—c (Cys—D—Cha-His—D-Phe-Arg-Trp—Cys) - B -Ala-Tyr-Gly- (Arg) .~G1ln-(Arg),

-NH, ;_

Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys) - B -Ala- (Arg) ,~G1ln—(Arg) ,~NH, ;

Ac-Nle—c (Cys—D—Cha-His—D-Phe-Arg-Trp—Cys) - (B -Ala) ,~Tyr-Gly—(Arg) ,~Gln—(Ar
g),~NH, ;

Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp-Cys)— (B -Ala),~ (Arg) .~Gln—(Arg) ,~NH, ;

Ac—Nle-c (Cys—D—Cha-His-D-Phe-Arg-Trp—Cys) -Doc-Tyr-Gly-(Arg) .~Gln- (Arg) ,~N

Hy;_
Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys) -Doc—(Arg) ~~Gln—(Arg) ,~NH, ;
Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys) - (Doc) ,~Tyr-Gly—(Arg) ;~Gln-(Arg) ,

~NH, ;
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Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys)—(Doc),~ (Arg) ;~Gln—(Arg) ,~NH, ;

Nle—c (Cys-His-D-Phe-Arg-Trp—Gaba-Cys) - B -Ala-Tyr-Gly—(Arg) ,~Gln- (Arg) ,~N
H, ;

Nle—c (Cys—His—D-Phe-Arg-Trp-Gaba—Cys)— B —~Ala— (Arg) .~Gln—(Arg) ,~NH, ;

Nle-c (Cys—His—-D-Phe-Arg-Trp—Gaba-Cys)—( B —Ala) ,~Tyr-Gly-(Arg) .~Gln—(Arg) ,~
NH, ;

Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) - (B —Ala),— (Arg) ,~G1n—(Arg) ,—NH, ;

Nle—c (Cys-His-D-Phe-Arg-Trp—Gaba-Cys) - B -Ala-Tyr-Gly—(Arg) ,~Gln- (Arg) ,~N
H, ;

Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) - B -Ala—(Arg) ,~G1n— (Arg) ,~NH, ;

Nle—c (Cys—His-D-Phe-Arg-Trp-Gaba—Cys) - (B —Ala) ,~Tyr-Gly—(Arg) ,~Gln—(Arg) ,~
NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Gaba—Cys) - (B —Ala) ,— (Arg) ,~Gln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Gaba—Cys) -Doc-Tyr-Gly-(Arg) ,~G1ln—(Arg) ,~NH, ;

Nle—c (Cys—His—D-Phe-Arg-Trp—Gaba-Cys) -Doc—(Arg) ,~G1n— (Arg) ,~NH, ;

Nle—c (Cys—-His-D-Phe-Arg-Trp-Gaba-Cys) - (Doc) ,~Tyr-Gly-(Arg) -~Gln—(Arg) ,~N
H, ;

Nle-c (Cys—His—D-Phe-Arg-Trp—Gaba-Cys) - (Doc) ,~ (Arg) .—G1n—(Arg) ,~NH, ;

Nle—c (Cys-His—D-Phe-Arg-Trp—Gaba-Cys) -Doc-Tyr-Gly-(Arg) ,~G1ln—(Arg) ,~NH, ;

Nle-c (Cys-His—D-Phe-Arg-Trp—Gaba-Cys) -Doc—(Arg) ,~G1n— (Arg) ,~NH, ;

Nle—c (Cys—-His-D-Phe-Arg-Trp-Gaba-Cys)—(Doc) ,~Tyr-Gly-(Arg) ;~Gln—(Arg) ,~N
H, ;

Nle—c (Cys—His—D-Phe-Arg-Trp-Gaba-Cys) —(Doc) ,~ (Arg) ,~G1n—(Arg) ,~NH, ;

Ac—c (Cys—Glu—His-D-4-Br-Phe-Arg-Trp—Gly-Cys) — (Pro) ,~Lys—Asp—NH, ;

Ac—c (Cys—Glu—His-D-2-Nal-Arg-Trp—Ala—Cys)—(Pro),~Lys—Asp—NIH, ;

Ac—c (Cys—Glu—His-D-2-Nal-Arg—2-Nal-Ala—Cys) - (Pro) ,~Lys—Asp—NH, ;

Ac—c (Cys—Glu—His-D-2-Nal-Arg—-1-Nal-Ala—Cys) - (Pro) ,~Lys—Asp—NH, ;

Ac—c (Cys—Glu—His-D-2-Nal-Arg—-Bal-Ala—Cys)—(Pro),~Lys—Asp—NH, ;

Ac—c (Cys—Glu—His-D-2-Nal-Arg—-2-Nal- B -Ala—Cys) - (Pro) ,~Lys—Asp—NH, ;

Ac—c (Cys—Glu—His-D-2-Nal-Arg—2-Nal-Aib—Cys) - (Pro) ,~Lys—Asp—NH, ;

c[ ZWEEIR (C(0)-(Cys—-D-Ala))-His-D-Phe-Arg-Trp—Cys]-NH, ;

c[ ZWEEIR (C(0)—(hCys—D-Ala))-His—D-Phe-Arg-Trp—Cys]—-NH, ;

c[ ZWEEPR (C(0)-(Cys—-D-Ala))-His-D-2-Nal-Arg-Trp—Cys]—NH, ;

c[ ZWEEIR (C(0)—(hCys—D-Ala))-His-D-2-Nal-Arg-Trp—Cys]-NH, ;

c[ ZWEEPR (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp—-Lys]-NH, ;

c[ ZWEEPR (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp—Orn]-NH, ;

c[ ZWEEPR (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp—Dab]-NH, ;

c[ ZWEEPR (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH, ;

c[ ZWIEEPR (C(0)-(Asp-His))-D-2-Nal-Arg-Trp—Lys]—-NH, ;
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c[ ZWEEPR (C(0)-(Asp-His))-D-Phe-Arg-Trp—-Lys]-NH, ;

c[ ZWEEIR (C(0)-(Asp—A3c))-D-Phe-Arg-Trp—-Lys]-NH, ;

c[ ZWEEPR (C(0)-(Asp—A5c)) -D-Phe-Arg—Trp-Lys]-NH, ;

cl ZHWEMR (C(0)-(Asp—A6c) ) -D-Phe—Arg-Trp—Lys]-NH, ;

c[ LR (C(0)-(Asp—A3c))-D-2-Nal-Arg-Trp—Lys]-NH, ;

c[ ZWEENR (C(0)-(Asp—Abc)) -D-2-Nal-Arg-Trp—Lys]-NH, ;

c[ ZWEEIR (C(0)-(Asp—A6c))-D-2-Nal-Arg-Trp—Lys]—NH, ;

c[ ZWEEIR (C(0)-(Asp—A5c))-D-2-Nal-Arg-Trp—Lys]—NH, ;

c[ ZWEEIR (C(0)-(Asp-Aic))-D-Phe—-Arg—Trp—-Lys]-NH, ;

c[ LW BEIR (C(0)-(Asp—Apc))-D-Phe-Arg-Trp—Lys]-NH, ;

c[ ZWEEIR (C(0)-(Asp-Aic))-D-2-Nal-Arg-Trp—Lys]—NH, ;

c[ ZWEEIR (C(0)-(Asp—Apc))-D-2-Nal-Arg-Trp—Lys]—NH, ;

c[ ZWEEIR —(C(0)-(Asp—-Aic))-D-2-Nal-Arg-Trp-Lys]-NH, ;

c[ ZWEEIR —(C(0) - (Asp—Apc) ) D-2-Nal-Arg—Trp-Lys]-NH, ;

c[ ZWEEPR (C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp—Orn]-NH, ;

c[ ZWEEPR (C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp—Dab]-NH, ;

c[ ZWEEPR (C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp—Dap]-NH, ;

c[ ZWEERR (C(0)-(Glu-His))-D-Phe-Arg-Trp—Dap]-NH, ;

L ERR (C(0)-(Arg-Gly) ) —c (Cys—Glu-His—D-Phe-Arg-Trp—Cys) -NH, ;
EERR (C(0)-(Nle—Gly))—c (Cys—Glu-His—D-Phe-Arg-Trp—Cys) -NH, ;

N EERR (C(0)-(Gly-Gly))—c (Cys—Glu-His-D-Phe-Arg-Trp—Cys) -NH, ;
CZWERRR (C(0)-(N1e—Gly)) —c (Cys—D-Ala-His-D-Phe—-Arg-Trp—Cys) -NH, ;
LWTER (C(0)-(Gly—-Gly))—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys) -NH, ;
N EENR (C(0)—(Nle=Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Pen) -NH, ;
A EENR (C(0)-(Gly-Gly) ) —c (Cys—D-Ala—His—-D-Phe-Arg-Trp—Pen) -NH, ;
LN EENR (C(0)-(Ala—Gly))—c (Cys—D-Ala—His-D-Phe—-Arg-Trp—Cys) -NH, ;
A EERR (C(0)-(D-Ala—Gly))—c (Cys—D-Ala—His—D-Phe-Arg-Trp—Cys) —NH, ;
R (C(0)-(Aib—Gly))—c (Cys—D-Ala—His-D-Phe—-Arg-Trp—Cys) -NH, ;
CEERR (C(0)—(Val-Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(T1e-Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
AR (C(0)—(Leu—Gly) ) —c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Gly—-Gly))—c (Cys—Glu-His-D-2-Nal-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Nle—Gly))—c (Cys—Glu-His-D-2-Nal-Arg-Trp—Cys) -NH, ;
AR (C(0) - (D-Arg—Gly)) —c (Cys—Glu—His-D-Phe—-Arg-Trp—Cys) -NH, ;
CEERR (C(0)-(D-Arg—Gly))—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) —NH, ;
N EERR (C(0)-(Arg—Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
N ERR (C(0) - (D-Arg—Gly))—c (Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys) -NH, ;
N ERR (C(0)-(Arg-Gly))—c (Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys)—NH, ;
L EERR (C(0)—-(Ala—Nle))—c (Cys—Glu-His—D-Phe-Arg-Trp—Cys) -NH, ;
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L EERR (C(0)—-(Val-Nle))—c (Cys—Glu-His—D-Phe-Arg-Trp—Cys) -NH, ;

N EERR (C(0)-(Gly-Nle))—c (Cys—Glu-His-D-Phe-Arg-Trp—Cys) -NH, ;
R (C(0)—(A6c—Nle)) —c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
WK (C(0)-(Gly-Nle))—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys) -NH, ;
WK (C(0)-(Ala-Nle))—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys) -NH, ;
Z W EEIR (C(0)-(D-Ala—Nle))—c (Cys-D-Ala-His-D-Phe-Arg—Trp—Cys) -NH, ;
L EENR (C(0)—(Val-Nle))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
R EERR (C(0)—(Leu—Nle))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
N EERR (C(0)—(Cha—Nle))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
N EERR (C(0)-(Aib—Nle))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Gly—-Arg) ) —c (Cys—Glu-His—D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Gly—-Arg) ) —c (Cys—Glu-His-D-2-Nal-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Gly—-Arg))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Gly—-Arg))—c (Cys—D-Ala—His-D-2-Nal-Arg-Trp—Cys)—NH, ;
AR (C(0) - (Gly-D-Arg) ) —c (Cys—Glu—His-D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Gly-D-Arg)) —c (Cys—D-Ala-His—D-Phe-Arg-Trp—Cys) —NH, ;
R (C(0)-(Gly-D-Arg) ) —c (Cys—D-Ala—His-D-2-Nal-Arg-Trp—Cys) -NH, ;
CEERR (C(0)-(Nle-Ala))—c (Cys—Glu-His-D-Phe-Arg-Trp—Cys) -NH, ;

c[ ZWIEEIR (C(0)-(Ala—Cys))-D-Ala-His-D-Phe-Arg-Trp—Cys]-NH,,

c[ ZWEEPR (C(0)-(Nle—Cys))-D-Ala-His—D-Phe-Arg-Trp—Cys]-NH, ;

c[ ZWEEHR (C(0)—(D-Ala—Cys))-D-Ala-His-D-Phe—Arg-Trp—Cys]-NH, ;

cl ZWEMR (C(0)-(Aib—Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, ;

c[ ZWEEIR (C(0)-(Val-Cys))-D-Ala—His-D-Phe-Arg—Trp—Cys]-NH, ;

c[ ZWEEIR (C(0)-(Abu—Cys))-D-Ala-His—D-Phe—Arg-Trp—Cys]-NH, ;

c[ ZWEEIR (C(0)-(Leu—Cys))-D-Ala-His—D-Phe—Arg-Trp—Cys]-NH, ;

c[ ZWEEPR (C(0)-(11e—Cys))-D-Ala-His—D-Phe—Arg-Trp—Cys]-NH, ;

c[ ZWEEIR (C(0)-(Cha—Cys))-D-Ala-His—D-Phe-Arg-Trp—Cys]-NH, ;

c[ ZWEEIR (C(0)-(A6c—Cys))-D-Ala-His—D-Phe—Arg-Trp—Cys]-NH, ;

c[ ZWEEPR (C(0)-(Phe—Cys))-D-Ala-His—D-Phe-Arg-Trp—Cys]-NH, ;

cl ZWEEIR (C(0)-(Gly—Cys))-D-Ala-His—D-Phe-Arg-Trp—Cys]-NH, ;

c[ ZWEEIR (C(0)-(Gly—Cys))—-Glu—His—D-Phe-Arg-Trp—Cys]-NH, ;
Ac-Tyr-Arg—c (Cys—-D-Ala-His-D-Phe-Arg-Trp-Cys) -NH, ;

Ac—2-Nal-Arg—c (Cys—D-Ala—His-D-Phe-Arg—Trp—Cys)—NH, ;

Ac-1-Nal-Arg—c (Cys—D-Ala—His-DPhe-Arg-Trp—Cys) -NH, ;

Ac-Phe-Arg—c (Cys—-D-Ala-His-D-Phe-Arg-Trp-Cys) -NH, ;

Ac-Trp-Arg—c (Cys—-D-Ala-His-D-Phe-Arg-Trp-Cys) -NH, ;

Ac-Pff-Arg—c (Cys—-D-Ala-His-D-Phe-Arg-Trp-Cys) -NH, ;

H-His—Arg—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Cys) —NH, ;

Ac-His-Arg—c (Cys—-D-Ala-His-D-Phe-Arg-Trp-Cys) -NH, ;fll
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Ac-D-Arg—c (Cys—Glu—His-D-Phe-Arg-Trp—Cys) —NH,

B H A2 2

7. RORELSR 6 /) 57, Horp iRk &4 /& Ac—Arg—c (Cys—D-Ala—His-D-Phe-Arg-Trp—C
ys) -NH, BT 25/ #h o

8. BUFELR 6 18732, Horh ik &40 2 £ W BENR (C(0) - (Arg—Gly)) —c (Cys—Glu-His
—D-Phe-Arg—Trp—Cys) -NH, sk Hn] 25 fH 25,

9. BUFEESR 1-8 AFA]— T 1) Ty 3%, Forp BT ads 52 4 35 2 O Ay 7R B 1)« 1 1R o P
1o

10. BORIEESKR 9 19771, He Pk 283 A 1T B0 JR i o

L1, BURIESR 1 7, Hodn ek S At A 2 22 01 B I UL ST Y B
28 Je B B it

12, BUOMELSR 11 59773, Hoh Pk i AR 82 1 B/ I — kB H DU IR B H =R
HW R H IR H R BRI PIR B — IR — IR B H Ik, Bl H —
Ko
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ERRZFATT RS AR

[oo01] A HHH 5

[0002] PR R BTER A T k2, Hal i PR IR By B B ER R (POMC 5131 A2 FE R K )
(PIRHRE G N TR POMC B IN T — 2R BB E A2 B b R o s, R0 22 Fifr py TR
(B, 2 e % ) (Cone, 28 N\, Recent Prog. Horm. Res. ,51 :287-317, (1996) ;Cone Z§ A,
Ann. N. Y. Acad. Sci. , 31 :342-363, (1993)) .

[0003] 24 LA RAE T Tufl B U ZR 32 /8 (MC-R) o 3% 4840 15 78 22 40 Mo s 5 M 2 14
(MC1-R) "5 | it Bz Joh 5k ACTH 524K (MC2-R) S 7 i 3 —3 (MC3-R) « B 7% 4 (MC4-R)
MIBRZUER -5 2k (MC5-R) o T I 28 B2 5T 35 52 M R .2 R 2= 20l 42 Bz (MSH)
(Cone, 2 A, Ann. N. Y. Acad. Sci. ,680 :342-363(1993) ;Cone, 2& A, Recent Prog. Horm.
Res. ,51 :287-318(1996)) .

[0004]  XfFERZBiER (MC-R) SZ2ARAE A Bt T30 97 72 25 L an JE R 803 B () 9T VR 7
FRIFEFRAFAER R DR . S22 — MCA-R 2 71 LA S S A A 2R 223K (1) 332 A2 2k
R IE S 1 (Cone, 25 A, Ann. N. Y. Acad. Sci. ,680 :342-363 (1993) ;Cone, Z& A, Recent
Prog. Horm. Res. , 51 :287-318(1996)) o 5T ) 24 H 243 1] O 42 4 i B2 1) MCA-R 214 2
3 A B B 5T 3R TS RN 5 BRI AR () 98 B SR AU 1 AR AE L B FE A £ (Giraudo, 5%
A, Brain Res.,809 :302-306 (1998) ;Farooqi,ZE A, NE J Med. , 348 :1085-1095 (2003) ;
MacNeil, %% A, Eu.J.Pharm. ,44 :141-157(2002) ;MacNeil, %% A, Eu. J.Pharm.,450 :
93-109 (2002) ;Kask, Z& A, NeuroReport, 10 :707-711(1999) ;Chen, % A, Transgenic
Res. ,9 :145-54, (2000) ;Marsh,ZE A, Nat Genet. ,21 :119-22, (1999) ;Balthasar, & A,
Cell, 123 :493-505 (2005))

[0005] [ T A EE 25 L ] DLAE A, JIE PR R 88 o 1 N 480 R ARV 2 A R B B AR B AR IR R
i, A0 PR TG S 55 S AR AR AL o= 0 H R0 T 0 22 o FHE IR 5 AR M 52 o A 1E
LR R E I RN o A0AS I EE R, I 5 7 T R e F I 7 e SR S 454 £ AR
PERUEAE . 55 R AT E RN FERE T R IR 5 JIR U e P9 S0 2 e s N R J L2 PR 4 TR B
bl @ ( 2% Reddy, 2% A\, Am. J. Physiol. Gastrointest. Liver Physiol., 290 :G852-858,
(2006) K H A2 308K ) .

[oo06] KWMLK

[0007] S B SRR 245 2R vG 97 Je ls s Il FLah i i 3%, ik ik — e
BRE PR R ZAA MC-R) HIEAA . AE—ASEHE T S8, Ik Ao /e 8 R BTz 4 2RI
BFo LEPUE I SE 7 Z2, T il 2R B2 3 52 AR A4 S sk i aal o — 3, sl B sk firik
R E ko

[o008] A ML 5 & I SZ 1AM FLAn W) AT L2 NE R H sl B Y o 1 fig e 32 i FLah )t
A PL E W A B S . AL, SR FLE Y AT R AT RS RS2, e )L JLEE R
NBZF N

[0000] A I JIig ¢ % 1 52 1 L Bh 40 v B B A T i KT B L O s o =
{022 I 0 R ] e i o0 e 07 1 e AR AL 1 v s 5 i i 1 L
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[oo10] AR I i S v R 52 I S ) AR S8 TR I A8 0k o JHF I 5 A2 M T DL AR RS 14 I
JI73 TR P ST K T R I P P9 o AR TPARS R J 1 8 PSR e e 77 1 P ] £ Bl 1 7 12
HF 98 B ISR BE /N JORE S AERREARVE L 47 4 A0 M L B R A sl e s AT T 4 A

[0011]  FEEE— NSy &b, Ak R 7@ A v A R s (D R SR
ZAR 4 TR I 25 # KGR A ) BRI 25 AR FL ) 32 R TR YR IT I IR S
W77V (S0 E BB R S A5 W02007/008704, Mk LI EAAS | \ME RS ) -
[0012] (RZRS) —AI—C (A2— 3_A4_ 5 A6_ AT 8_A9) _A10_R1

[0013] (1)

[o014] M :

[0015] A" /& Acc. HN-(CH,) ,—C(0) . L— 8} D- R @R . sk 2%

[0016] A’ /& Cys.D—Cys.hCys.D-hCys.Pen.D-Pen. Asp.5{ Glu ;

[0017]  A® J& Gly.Ala. B —-Ala.Gaba. Aib. D- Z M8 . Bk 2 |

[0018] A* /2 His.2-Pal.3-Pal.4-Pal.Taz.2-Thi.3-Thi.8{ (X', X*, X*, X*, X®) Phe ;
[0019]  A® /& D-Phe. D-1-Nal. D-2-Nal. D-Trp.D-Bal.D- (X', X*, X*, X*, X°) Phe. L-Phe B}
D-(Et) Tyr ;

[0020]  A° /2 Arg. hArg.Dab.Dap. Lys. Orn.B{ HN-CH((CH,) .~N(R'R®) ) —C(0) ;

[0021] A" J2& Trp.1-Nal.2-Nal.Bal.Bip.D-Trp.D-1-Nal.D-2-Nal.D-Bal & D-Bip ;
[0022] A® & Gly.D-Ala.Acc.Ala. B —Ala.Gaba.Apn. Ahx. Aha. HN-(CH,) .—C(0) . BBk 2% ;
[0023] A’ & Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Dab. Dap~ Orn 8% Lys ;

[0024] A" & Acc.HN-(CH,) ,—C(0) . L- B D— ZJEME . BB K 5

[0025]  R' /& OH B NH, ;

[0026]  R® i R® %% H AERRRP I OL R MO HIE B Hy (C=Cy) Kidk (C,=Cy) Z4bESE. (C—Csp)
WEFE | (C,—Cap) Miidi (C,—Cap) BRIETFIE (C—Cyp) Fidi 558 (C,—Cyp) BRI HEHUARIR (C,—Cs)
BEBE U (C=Cap) ARBEEE U (C,=Cyo) BEEE HIUARH (C,=Cyo) HiE AR IARH
(C,=Cy) BREEHEHURIIITEE (C,=Cy) FEdE MR HUARIN D7 2L (C—Cyp) BEZE

[0027]  R* FIR® & [ AE A 00 T 2 Hy (C,-C,o) Fidik. (C,—C,) Zefidt. (C,-C,) BEIE.
(C,=Cy) HiZE (C=Cp) HRIEL JFEE (C-Cy) Ktk 55 (C-Cyp) BEIEHEHUALH (C,-Cy) T
VAR (C=Cyp) ARPESE B AR (C—Cy) BRZE B HUARH (C,—Cyo) # 2 B HUAR
(C,=Cyo) BRI FEHUARI 7 I (C,=Cyp) BedE AR 73 (C,—Cyo) WEIE. (C-Cy) BEIETHETE
%, B —C (NH) -NH, ;

[0028]  m ZEFEFIEIL ARSI HIAL 1,2.3.4.5.6 8 7 &
[0029]  n ZEAFFIE L FHOLHE 1.2.3.4 55 «

[0030] s ZEFRFIE L FARSEHIAL 1,2.3.4.5.6 8 7 &
(00311t LEFRFIE L FARSEHAL 1,2.3.4.5.6 8 7 &

[0032] X'\ X*\ X\ XH T X® % HAERERPE L R AT R HOFL CLLBr s (Cyyo) BEdE AREUY
(K] (Cpi) BEFE (Cpg) MHTE IR (Cpyg) HiFE (Coyo) BRIEHEHUARI (Cpyp) BRIE DY
FE WA 25 55 | OHL NH,« NO,, B ON ;

[0033]  Z%fA

[0034]  (I) M R*J& (C,-1C,y) BEIE.JFHE (C=C,o) BEIE HEHURIY (C=Cuo) BRIE B HUARIH
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F53E (C=Ch) BEFE. (C,=Cy) FEIERAMERE 5 ~C (NH) -NH, B, A4 R S H 8] (C,—C,p) Fidik.
(C,=Cy) ARBEHE (C=Cyp) HZE (C=Cy) FIETTIE (C,—Cy) ST HEHUARHT (C—Cy) FEdES
AR (C,=Cy) btk AR (C=Cyo) Mk IR (C,=Cyp) BRIk, Bz AR 0 2k
(C,=Cy) bidk 5

[0035]  (I1) 4 R A (C—Cyo) BRI IFHE (C,-Cyp) BREE HEEHUACHY (C,=Cy) BERE . BB HUAL
(25 3E (C,=Cyp) BEIERT, R®J2& Hy (C=Cyp) FidiE (C=Cyp) Z4HESE. (C,-Cy) ik (C=Cso) HR
FET7 3 (C—Cap) HEFEHEHUARI (C,—Cp) HEEBEHUARI (C,=Cy) 2Bt A HUARE (C,-Csp)
J 3 BRI (C,—Cyp) BRIE BB AR 5 5 (C,—Cyp) 22 5

[0036]  (IT1)A° 8k A° 2 — sk #H L AFAET FTdib &

[0037]  (IV) 4 A® & Cys. D—Cys. hCys.D-hCys. Pen 8¢ D-Pen i}, A’ /& Cys. D—-Cys. hCys.
D-hCys. Pen 8% D-Pen ;

[0038] (V) 4 A® & Asp 8 Glu B}, A’ /& Dab. Dap. Orn B¢ Lys ;

[0039]  (VI) 24 A® J& Ala B Gly B, A" ASJ& Nle

[0040]  (VIT) 4 A" BRICHS, R Al R ANREARSE H 5

[0041]  BRHTATZH] .

[0042] 7RSS —ANSEHi T S M — A7 0, A SR AL 13 i it F VT A R B — /N ALET
I (1) 158 B2 U= AR E AV T i L) s i B e 172, Hodr -

[0043] A' /& A6c. Arg. D-Arg. Cha. D—Cha. hCha. Chg. D-Chg. Gaba. Ile. Leu. hLeu. Met.
B -hMet.2-Nal.D-2-Nal.Nip.Nle. Oic. Phe.,D-Phe. hPhe.hPro. Val .5 ;

[0044] A’ & Asp. Cys.D-Cys.hCys.D-hCys.Glu. Pen.8{ D-Pen ;

[0045] A’ J& D-Abu. Aib. Ala. B -Ala. D-Ala. D—Cha. Gaba. D-Glu. Gly. D-Ile. D-Leu.
D-Tle.D-Val, BRHR %K ;

[0046] A" J& His B{ 3-Pal ;

[0047]  A° J& D-Bal.D-1-Nal.D-2-Nal.D-Phe.D-Trp.8{ D-(Et) Tyr ;

[0048] A° J2 Arg.BY hArg;

[0049] A" & Bal.Bip.1-Nal.2-Nal.Trp.D-Trp ;

[0050]  A® /& A6c. D-Ala. Aha. Ahx. Ala. B —Ala. Apn. Gaba. Gly B{ER2E ;

[0051] A’ & Cys.D—Cys.hCys.D-hCys. Lys.Pen.8{ D—Pen ;

[0052] A" 2 Thr, B(HERK ;

[0053] A F b A% Bk A° 2 —(HASZR P EHLL

[0054]  BRHTATZH] .

[0055]  FH T-¥a97 W FLahd sz i 3 il e oo i an i — 4@ X (D R AR SR IE 4 &
Ve UL N E A S -

[0056] Ac—Arg—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Cys)—NH, ;

[0057] Ac—Nle—c (Asp—His-D-Phe-Arg-Trp— B —Ala-Lys)-NH, ;

[0058] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—A6c-Lys)-NH, ;

[0059] Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Ahx—Cys)-NH, ;

[0060] D-Phe-c (Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr—NH, ;

[0061] D-Phe-c (Cys-His-D-Phe-Arg-Trp— B -Ala-D—Cys) —Thr-NH, ;
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[0062] D-Phe-c (Cys-His-D-Phe-Arg-Trp-Gaba-D—Cys) —Thr-NH, ;
[0063] Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)-NH, ;
[0064] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—Apn-Lys)-NH, ;
[0065] Ac—A6c—c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)-NH, ;
[0066] Ac-D-2-Nal-c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)—-NH, ;
[0067] Ac—Cha-c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;
[0068] Ac—Nle—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;
[0069] Ac—Nle—c(Cys-D-Ala—His-D-Phe-Arg-Trp—Cys)—NH, ;
[0070] Ac—Nle-c(Cys—B -Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;
[0071]  Ac—Nle-c (Cys—Gaba-His—D-Phe-Arg-Trp—Cys)-NH, ;
[0072] Ac—Nle-c(Cys—Aib-His-D-Phe-Arg-Trp—Cys)-NH, ;
[0073] Ac—Nle—c(Cys—Gly-His-D-Phe-Arg-Trp—Cys)-NH, ;
[0074] Ac—Nle-c (D-Cys-Ala—His-D-Phe-Arg-Trp—Cys)—NH, ;
[0075]  Ac—Nle-c (D-Cys—-D-Ala-His—D-Phe-Arg-Trp—Cys)-NH, ;
[0076] Ac—Nle—c (D-Cys—B -Ala-His-D-Phe-Arg-Trp—Cys)—NH, ;
[0077]  Ac-Nle—c (D-Cys-Gaba—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0078] Ac—Nle—c (D-Cys—-Aib—His-D-Phe-Arg-Trp—Cys)—NH, ;
[0079] Ac-Nle—c (D-Cys—Gly—-His-D-Phe-Arg-Trp—Cys)—NH, ;
[0080] Ac—Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH, ;
[0081] Ac—Nle—c(Cys—B -Ala-His-D-Phe-Arg-Trp-D-Cys)—NH, ;
[0082] Ac-Nle—c (Cys—Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH, ;
[0083] Ac-Nle—c (Cys—Aib—His—D-Phe-Arg-Trp-D—Cys)-NH, ;
[0084] Ac-Nle-c (Cys—Gly—His—D-Phe-Arg-Trp-D—Cys)-NH, ;
[0085] Ac—Nle—c(D-Cys-Ala—His-D-Phe-Arg-Trp-D—-Cys)-NH, ;
[0086] Ac—Nle—c(D-Cys—-D-Ala-His-D-Phe-Arg-Trp—D-Cys) N, ;
[0087] Ac-Nle—-c (D-Cys—B -Ala—His-D-Phe-Arg-Trp-D-Cys)—NH, ;
[0088] Ac—Nle-c (D-Cys—-Gaba—His-D-Phe-Arg—Trp-D-Cys)—-NH, ;
[0089] Ac—Nle—c(D-Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH, ;
[0090] Ac—Oic—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;
[0091]  Ac—Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) -NH, ;
[0092] Ac-hCha—c (Asp—His—D-Phe-Arg-Trp-Gaba—Lys)—NH, ;
[0093] Ac-D—Cha-c (Asp-His—D-Phe-Arg-Trp-Gaba-Lys)-NH, ;
[0094] Ac—Nip-c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;
[0095]  Ac—hPro—c (Asp—His-D-Phe-Arg-Trp-Gaba—Lys)—NH, ;
[0096] Ac-hLeu—c (Asp—His—-D-Phe-Arg-Trp-Gaba—Lys)—NH, ;
[0097]  Ac-hCha—c (Asp—His-D-Phe-Arg-Trp-Gaba—Lys)—NH, ;
[0098] Ac—Phe-c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;
[0099]  Ac-D-Phe-c (Asp-His—D-Phe-Arg-Trp-Gaba-Lys)-NH, ;
[0100]  Ac-D-Chg-c (Asp~His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;
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[0101]  1E T EHE —Cha—c (Asp—His-D-Phe-Arg-Trp—-Gaba-Lys) -NH, ;
[0102]  Ac-hPhe—c (Asp—His-D-Phe-Arg-Trp-Gaba—Lys)—NH, ;

[0103]  Ac— B -hMet—c (Asp—His-D-Phe-Arg—Trp-Gaba—Lys)—NH, ;

[0104]  Ac—Gaba—c (Asp—His-D-Phe-Arg-Trp-Gaba—Lys)-NH, ;

[0105]  Ac—Cha-c (Asp—His—D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;

[0106] Ac-hCha—c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)-NI, ;

[0107]  Ac-Leu—c (Asp—His-D-Phe-Arg-D-Trp—-Ala-Lys)—NH, ;

[0108] Ac-hLeu—c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;

[0109]  Ac-Phe-c (Asp—His-D-Phe-Arg-D-Trp-Ala-Lys)—-NH, ;

[0110]  Ac—Nle-c (Asp—His-D-Phe-Arg-D-Trp-D-Ala-Lys)-NH, ;

[0111]  Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp- B —-Ala-Lys)—NH, ;

[0112]  Ac—Nle-c (Asp—His-D-Phe-Arg-D-Trp-Gaba-Lys)-NH, ;

[0113]  Ac—Nle-c (Asp—His-D-Phe-Arg-D-Trp—Aha-Lys)—NH, ;

[0114]  Ac—Nle—c (Asp—His-D-Phe-Arg-D-Trp—Apn-Lys)—NH, ;

[0115]  Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Apn—Cys)—NH, ;

[0116] Ac—Nle—c (Cys—His-D-Phe-Arg-D-Trp-Gaba—Cys)-NH, ;

[0117]  Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Ahx—Cys) —NH, ;

[0118]  Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp- B8 —-Ala—Cys)—NH, ;

[0119]  Ac-Nle—c (Cys—-His-D-Phe-Arg-D-Trp-D-Ala—Cys)-NH, ;

[0120] Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;

[0121]  Ac—Nle-c (Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-NH, ;
[0122]  Ac-Nle-c (Cys—D-Ala-His-D-2-Nal-Arg—1-Nal—Cys)-NH, ;
[0123]  IE T Bt Nle—c (Cys—D-Ala-His-D-Phe—-Arg-2-Nal-Cys)-NH, ;
[0124]  1E T ®EHE Nle—c (Cys—D-Ala—-His-D-Phe-Arg-Trp—Cys) -NI, ;
[0125] Ac—Nle-c (Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH, ;

[0126] Ac—Nle-c(Cys-D-Ala-His-D-Phe-Arg-1-Nal—-Cys)-NH, ;

[0127]  Ac—Nle—c(Cys-D-Ala-His-D-Phe-Arg-Bal—Cys)—NH, ;

[0128] Ac—Nle—c (Cys—D-Glu—His-D-Phe-Arg-Trp—Cys)—NH, ;

[0129]  Ac—Nle—c (Asp—His-D-Phe-Arg-Trp-D-Ala-Lys)—NH, ;

[0130] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—-Bal—-Cys)-NH, ;

[0131]  Ac-Nle-c (Pen-D-Ala—His-D-Phe-Arg-Trp—Cys)—NH, ;

[0132] Ac—Nle—c(Cys-D-Ala—His-D-Phe-Arg-Trp—Pen)-NH, ;

[0133] Ac—Nle—c (Pen-D-Ala—His-D-Phe-Arg-Trp—Pen)—NH, ;

[0134] D-Phe-c (Cys-His—D-Phe-hArg-Trp— B -Ala-D-Cys)-Thr-NH, ;
[0135]  D-Phe-c(Cys-His—D-(Et) Tyr-Arg-Trp— B —-Ala-D-Cys) —Thr-NH, ;
[0136] D-Phe-c (Cys-His—D-Phe-Arg-Bip— B -Ala-D—Cys) —Thr-NH, ;
[0137]  D-Phe-c (Cys-His—D-(Et) Tyr-hArg—Trp- B -Ala-D-Cys) —-Thr—NH, ;
[0138] D-Phe-c (Cys-His—D-Phe-hArg-Bip— B -Ala-D-Cys)-Thr-NH, ;
[0139]  D-Phe-c (Cys-His—D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr—NH, ;
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[0140] Nle-c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)-NH, ;
[0141]  Ac—Nle-c (Asp—D-Ala—His-D-Phe-Arg-Trp-Lys)—NH, ;
[0142] Ac-Nle-c (Asp—D-Ala—His-D-Phe-Arg-Bal-Lys)—-NH, ;
[0143] Ac—Nle—c (Cys-D-Ala-His-D-Phe-Arg—Trp—-Pen)—OH ;
[0144]  Ac-Nle—c (Cys—D-Abu-His-D-Phe-Arg—Trp—Cys)-NH, ;
[0145]  Ac—Nle—c (Cys-D-Val-His-D-Phe-Arg-Trp—Cys)—NH, ;
[0146] Ac—Nle—c(Cys-D-Ile-His-D-Phe-Arg-Trp—Cys)—-NH, ;
[0147]  Ac—Nle—c (Cys-D-Leu-His-D-Phe-Arg-Trp—Cys)—NH, ;
[0148] Ac—Nle—c(Cys-D-Tle-His-D-Phe-Arg-Trp—Cys)—NH, ;
[0149] Ac—Nle-c (Cys-D-Cha-His-D-Phe-Arg-Trp—Cys)—NH, ;
[0150] Ac-Nle-c (Pen—-His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0151]  Ac-Nle-c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen) -NH, ;
[0152]  Ac-Nle-c (Pen—His-D-Phe-Arg-Trp—Gaba—Pen) -NH, ;
[0153]  Ac-Leu—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0154] Ac—Cha—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0155]  Ac-Ile—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0156]  Ac—Phe—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0157]  Ac—Val-c (Cys—-His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
[0158]  Ac—2-Nal-c(Cys-His-D-Phe-Arg-Trp-Gaba—Cys)-NH,
[0159]  Nle-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0160] Phe-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0161]  Ac-Nle—c (Cys—3-Pal-D-Phe-Arg—Trp—Gaba—Cys)-NH, ;
[0162] Ac—Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Cys)—OH ;

[0163] Ac—Nle—c (Cys—His—Phe-Arg-D-Trp—Gaba—Cys)-NH, ;

[0164] Ac—Nle—c (Asp—His-D-2-Nal-Arg-Trp—Ala-Lys)-NH, ;

[0165] Ac—Nle—c (Asp—His-D-2-Nal-Arg-Trp- B —Ala-Lys)-NH, ;
[0166] Ac—Nle—c (Cys—His-D-2-Nal-Arg-Trp-Gaba—Cys)-NH, ;
[0167] Ac—Nle—c (Cys—His-D-2-Nal-Arg-Trp—Ahx—Cys)—NH, ;

[0168] Ac—hPhe—c (Asp—His-D-2-Nal-Arg-Trp—Gaba-Lys)-NH, ;
[0169] Ac—Cha—c (Asp—His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH, ;
[0170] Ac—Nle—c (Asp—His—D-Phe-Arg-Trp—B -Ala-Lys)-OH ;
[0171]  Ac—Nle—c (Cys—His-D-Phe-Arg-Trp—Ahx—Cys)-OH ;

[0172] D-Phe—c (Cys—His-D-Phe-Arg-Trp—Ala-D-Cys)-Thr-OH ;
[0173] D-Phe—c (Cys—His—D-Phe-Arg—Trp— B -Ala-D—Cys)-Thr—O0H ;
[0174] D-Phe—c (Cys—His—D-Phe-Arg-Trp—Gaba—D—Cys)-Thr—OH ;
[0175] Ac—Nle—c (Cys—His—D-Phe—-Arg-Trp—Apn—Cys)—-OH ;

[0176] Ac—Nle—c (Asp—His-D-Phe-Arg-Trp—-Apn-Lys)-OH ;

[0177]  Ac—Cha—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)—0H ;

[0178] Ac—Nle-c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)—0H ;
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[0179] Ac—Nle—c(Cys—D-Ala-His—D-Phe-Arg-Trp—Cys)—OH ;
[0180] Ac—Chg—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)—-0H ;
[0181]  Ac-D-Cha-c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)—0H ;
[0182] Ac—hCha—c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)—0OH ;
[0183] Ac-D-Chg—c (Asp—His—-D-Phe-Arg-Trp-Gaba-Lys)—-0H ;
[0184] Ac—hPhe—c (Asp—His—D-Phe-Arg-Trp—-Gaba-Lys)—0H ;
[0185] Ac—Nle—c (Cys—His—D-Phe—-Arg-D-Trp—-Gaba—Cys)—0H ;
[0186] Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp—Ahx—Cys)—0H ;
[0187] Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp— B —Ala—-Cys)—OH ;
[0188] Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp-D-Ala—Cys)—0OH ;
[0189] Ac—Nle—c(Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys)—0H ;
[0190] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—2-Nal—Cys)—0OH ;
[0191] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—-1-Nal—-Cys)—OH ;
[0192] Ac—Nle—c(Cys—D-Ala-His-D-2-Nal-Arg-Bal—Cys)—0OH ;
[0193] Ac—Nle—c (Pen-D-Ala-His—D-Phe-Arg-Trp—Cys)—OH ;
[0194] Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Pen)—0H ;
[0195] Ac—Nle—c (Cys—His-D-Phe-Arg-Trp—-Gaba—Pen)—-0H ;
[0196] Ac—Arg—c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;
[0197]  Ac-D-Arg-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;
[0198] Ac-D-Arg-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen)-NH, ;
[0199]  Ac-D-Arg-c (Cys-His-D-Phe-Arg-Trp-Gaba—Pen)-NH, ;
[0200] Ac-Arg-c (Cys—His—D-Phe-Arg-Trp-Gaba—Pen)-NH, ;
[0201]  Ac-Arg-c (Cys—D-Ala-His-D-Phe-Arg—Trp—Pen)-NH, ;
[0202]  Ac-D-Arg—c (Asp—His-D-Phe-Arg-Trp—Ala-Lys)—-NH, ;
[0203] Ac—Arg—c (Asp—His-D-Phe-Arg-Trp—Ala-Lys)-NH, ;

[0204] Ac—Nle—c(Cys-D-Ala—His-D-Phe-Arg-Trp—Cys)—NH, ;
[0205] D-Phe-c (Cys-His—D-(Et) Tyr-Arg-Trp— B —-Ala-D-Cys) —Thr-NH, ;
[0206] Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys)-NH, ;

[0207] Ac—Nle-c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen) -NH, ;
[0208] Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;

[0209] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp— B —Ala-Lys)-NH, ;
[0210] Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Ahx—Cys)-NH, ;

[0211]  D-Phe-c (Cys-His-D-Phe-Arg-Trp— B -Ala-D—Cys) —Thr-NH, ;
[0212]  D-Phe-c (Cys-His-D-Phe-Arg-Trp-Gaba-D—Cys) —Thr-NH, ;
[0213]  Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)-NH, ;

[0214]  Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—Apn-Lys)-NH, ;

[0215]  Ac—Cha-c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) -NH, ;
[0216] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;
[0217]  Ac—Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) -NH, ;
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[0218]  Ac-hCha—c (Asp—His-D-Phe-Arg-Trp-Gaba—Lys)—NH, ;

[0219]  Ac-D-Chg-c (Asp~His—D-Phe-Arg-Trp-Gaba-Lys)-NH, ;

[0220]  Ac-hPhe—c (Asp—His-D-Phe-Arg-Trp-Gaba—Lys)—NH, ;

[0221]  Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp— B -Ala—-Cys)—NH, ;

[0222]  Ac-Nle-c (Pen-D-Ala-His-D-Phe-Arg—Trp—Cys)-NH, ;

[0223] Ac—Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Pen)-NH, ;

[0224]  D-Phe-c (Cys-His—D-Phe-hArg-Trp— B -Ala-D-Cys)-Thr-NH, ;
[0225]  D-Phe-c (Cys-His—D-Phe-Arg-Bip— B —Ala-D—Cys) —Thr-NH, ;
[0226] D-Phe-c (Cys-His—D-(Et) Tyr-hArg-Trp- B -Ala-D-Cys) -Thr—NH, ;
[0227]  D-Phe-c (Cys-His—D-Phe-hArg-Bip— B -Ala-D-Cys)-Thr-NH, ;
[0228] D-Phe-c (Cys-His—D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr—NH, ;
[0229] Ac-Nle-c (Asp—D-Ala—His-D-Phe-Arg-Trp-Lys)—NH, ;

[0230] Ac—Nle-c (Asp—D-Ala—His-D-Phe-Arg-Bal-Lys)-NH, ;

[0231] Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Pen) -0 ;

[0232] Ac—Nle—c (Cys—D-Abu-His-D-Phe-Arg-Trp—Cys)—NH, ;

[0233] Ac—Nle—c (Cys-D-Val-His-D-Phe-Arg-Trp—Cys)—NH, ;

[0234] Ac—Nle—c(Cys-D-Ile-His-D-Phe-Arg-Trp—Cys)-NH, ;
[0235]  Ac—Nle—c (Cys—D-Leu—-His-D-Phe-Arg-Trp—Cys)—NH, ;
[0236] Ac—Nle—c (Cys-D-Tle-His-D-Phe-Arg-Trp—Cys)—-NH, ;
[0237]  Ac—Nle—c (Cys-D-Cha-His-D-Phe-Arg-Trp—Cys)—NH, ;
[0238] Ac-Nle—c (Pen-His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
[0239]  Ac-Nle—c (Pen—His-D-Phe-Arg-Trp-Gaba—Pen)-NH, ;
[0240]  Ac-Leu—c (Cys—His—D-Phe-Arg-Trp-Gaba-Cys)—NH, ;
[0241]  Ac—Cha—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
[0242] Ac-Ile—c(Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0243]  Ac-Phe-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ;
[0244] Ac-Val-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0245] Ac—2-Nal-c (Cys-His-D-Phe-Arg-Trp-Gaba—Cys)-NH,
[0246] Phe-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;
[0247] Ac—Nle—c (Cys—3-Pal-D-Phe-Arg-Trp-Gaba—Cys)-NH, ;
[0248] Ac—Nle—c(Cys—D-Ala—-His—D-Phe-Arg-Trp—Cys)—OH ;
[0249] Ac—Nle—c (Cys—His—Phe-Arg-D-Trp—Gaba—Cys)-NH, ;
[0250] Ac—Nle—c (Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;
[0251]  Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—-2-Nal-Cys)-NH, ;
[0252] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—-Bal—-Cys)-NH, ;
[0253]  Ac—Nle—c (Asp—His-D-2-Nal-Arg-Trp-Ala-Lys)-NH, ;
[0254] Ac—Nle—c (Asp—His-D-2-Nal-Arg-Trp- B8 —-Ala-Lys)—NH, ;
[0255]  Ac-Nle—c (Cys—-His-D-2-Nal-Arg-Trp-Gaba—Cys)-NH, ;
[0256] Ac—Nle—c (Cys—His-D-2-Nal-Arg-Trp—Ahx—Cys)—NH, ;
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[0257]
[0258]
[0259]
[0260]
[0261]

Ac-hPhe—c (Asp-His-D-2-Nal-Arg-Trp-Gaba—Lys) —NH, ;

Ac—Cha—c (Asp—His-D-2-Nal-Arg-Trp—-Gaba—Lys) -NH, ; Bk

Ac-Arg—c (Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys) —NH, ;

R IHAT 25

TESS AN 7 e, AR BSR4 1l i v o7 A e i o (1D 1) R B2 i

B2 RBC A S HR] 25 FER RG50S R 25 036 7 T LB ) 32 WX P LT S
(K51 (S0 & R HHE A5 W02007/008704, Ak ARSI NME S5 ) -

[0262]
[0263]
[0264]
[0265]
[0266]
[0267]
[0268]
[0269]
[0270]
[0271]
[0272]
[0273]
[0274]
[0275]
[0276]
[0277]
[0278]
[0279]
WEY) -
[0280]
[0281]
[0282]
[0283]
[0284]
[0285]
[0286]
[0287]
[0288]
[0289]
[0290]
[0291]
[0292]

(R°R®) —A'-c (A*-A°-A"-A"-A°-A"-A-AW) -NH,
(1D

Hrp s

A" J& Nle BB ;

A & Cys BR Asp ;

A’ & Glu 8 D-Ala ;

A* JE His s

A® & D-Phe ;

A6£%Arg;

A" & Trp.2-Nal 5% Bal ;

A & Gly.Ala.D-Ala. B -Ala. Gaba 8% Apn ;
A’ & Cys BE Lys ;

R* AR’ 2% A7 ik B H 8 (C—Cy) BRI
At

(1) B R 2 (C—Cy) BEIERS, R® & H ;AN

(11) 34 A* & Cys I, A’ /& Cys,

s H AT 3.

TR FLBh ) 52 3838 b i g 5 1) S0k B T i — A A 42 LU E

Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp-Gly—Cys) -NH, ;
Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp-D-Ala—Cys)-NH, ;
Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp- B -Ala—Cys) -NH, ;
Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp-Gaba—Cys) —NH, ;
Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—-Apn—Cys) -NH, ;
Ac—c (Cys—Glu—His-D-Phe-Arg-Trp—Ala—Cys) -NH, ;

Ac—c (Cys—Glu—His-D-Phe-Arg-2-Nal-Ala—Cys) —NH, ;

Ac—c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Ala—Cys)—NH, ;

Ac—c (Cys—D-Ala-His-D-Phe-Arg—2-Nal-Ala—Cys)—NH, ;
Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp-Ala—Cys) -NH, ;
Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp- B -Ala—Cys) -NH, ;
Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Gaba—Cys) -NH, ; Bk
Ac-Nle—c (Asp—D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH, ;

31



CON 102548399 A WO B 10/79 7

[0203] B HATZ5H] .

[0204] {520 =ANSE T P, AR HFEHE T I A e A e s s (T1) /9 JE R
RN S ] 25 L ER KGR W BT A4 25 06 7 i L 32 i T IR S
W7 (0 E RS R S AL S W02007/008684, AL LB AT | \MEH S ) .
[0295]  (R°R%)-B'-A'-c (A>-A*-A*-A*-A°-AT-AP-A"-A'0-A " -AP-AP-B*-B°-R!

[0296]  (III)

[0207]  Frp

[0298]  B' &4 5.6.7.8.9.10.11.12.13. 14 ¥ 15 MEIEB IS, Hp %0 5 M
FEERPMAT HIE B L-Arg. D-Arg. L-hArg Fi1 D-hArg, 8% B' ik ok |

[0299] A" /& Acc. HN-(CH,) ,—C(0) . L— 8k D— Za L {5 ak k2%

[0300] A’ /& Cys.D—Cys.hCys.D-hCys. Pen.D—Pen. Asp &% Glu ;

[0301] A’ 2 Gly.Glu.Ala, B -Ala. Gaba.Aib,D- ZHR:ERERER 25

[0302] A J2 His.2-Pal.3-Pal.4-Pal.Taz.2-Thi.3-Thi 8¢ (X', X*, X, X, X°) Phe ;

[0303]  A® /& D-Phe.D-1-Nal.D-2-Nal.D-Trp.D-Bal.D- (X', X*, X, X*, X°) Phe .D- (Et) Tyr.
D-Dip.D-Bip 8% D-Bpa ;

[0304]  A° /2 Arg.hArg.Dab.Dap. Lys. Orn 8¢ HN-CH ((CH,) . -N(R'R?) ) -C(0) ;

[0305] A" J& Trp.1-Nal.2-Nal. Bal. Bip. Dip. Bpa. D-Trp. D-1-Nal. D-2-Nal. D-Bal.
D-Bip.D-Dip 8% D-Bpa ;

[0306] A® & Gly.D-Ala.Acc.Ala. B —-Ala. Gaba. Apn. Ahx. Aha. HN-(CH,) .~C(0) EHk2% ;
[0307] A’ & Cys.D-Cys.hCys. D-hCys. Pen. D-Pen. Dab, Dap. Orn 8% Lys ;

[0308] A" /& Acc HN-(CH,) ,—C(0) Pro.hPro.3-Hyp.4-Hyp. Thr.L- &% D- & IEE BB 2%
[0309] A" & Pro. hPro.3-Hyp.4-Hyp BRHk 5% ;

[0310] A" /& Lys.Dab.Dap. Arg. hArg Bk ;

[0311] A" & Asp.Glu BRHRZK ;

[0312]  B® &5 1.2.3.4 5 5 AN ER 0 o s 2%,

[0313] B’ &4 5.6.7.8.9.10.11.12.13. 14 ¥ 15 MEIEB IS, Hp %0 5 M
FER AT HE B L-Arg. D-Arg. L-hArg 1 D-hArg, B EL 2% ;

[0314] R' /& —OH B{ —NH, ;

[0315]  R® I R’ 3% BAEREA GO R AT HE B Hy (C,=Cyp) HEIE (C,=Cyp) ZA¥ktIE. (C—Cyo)
WL (C,=Cyo) e (C,Cyp) HRIETTHE (C-Cy) ik D7 HE (C—Cyp) BREE I (C=Cy)
Bk BRI (C,=Cyp) FRBETE AR (C,—Cap) BETE AR (C,Cop) Mk AR HUAR Y
(C,=Cy) BREE HEURHIITEE (C,=Cyp) BERERIIUARIRI T HE (C,-Cy) BREE 5

[0316]  R* I R® & H RIS M R HSrH IR Hy (C,-Cy) BEHE. (C,—C,y) Z¥kdE. (C,—C,) Bk
Fy (CCy) MHEE (CCp) I TTIE (C—Cp) FidE J73E (C—Cp) BRI HEHUARHT (C—Cyp)
B BRI (C,=Cyp) BT AR (C,—Cyy) BEIE AR (C,=Cuo) ik AR HUAR Y
(C,=Cyo) BRIE HHURI J7EE (C,—Cyo) HEdE HRHURI 75 (C-Cyy) BRI (C—Cy) Frtfuafi
%k, B —C (NH) -NH, ;

[0317]  n AERERMEOL T ARSI 1.2.3.4 845 ;

[0318]  m FERFFMZ I N MM 1.2.3.4.5.6 B 7 5
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[0319] s FERRFME L N MO/ HZ 1.2.3.4.5.6 B 7 ;

[0320]  t FERRFMESL RO R 1.2.3.4.5.6 B 7 ;

[0321] X'\ X\ XO\ X' I X % FAERANE LR AR HUFL CLLBr. I (Cpye) e AR
(1) (Cpopo) FedEs (Coye) MIE AR (Conyo) Mk (Cooy) BRI HEEUARET (Cyp) BRIE T
B BB 5 %R L OHL NH,. NO,, B CN ;

[0322]  ZcfF2

[0323] (1) R 42 (C,—Cy) BEEE. FFHE (C,—Cyo) BRIEHEHUARH (C,—Cuo) BRI HHEAR I 7S
B (C,—Cy) BEEE. (C,—Cyo) BERERAMEIE | B —C (NH) -NH, I, HE4 R® & H. (C,—Cy) ik (C,—Cy)
Atk (C=Cy) Mtk (C,—Cy) BRI JFHE (C-Cy) HEFEHEHUARH (C-Cy) FEdE B HUART)
(C,=Cyo) ABETE HEHUI (C,-Cyo) s B IR (C,-Cyp) BRI, B AR 55 (C—Cy)
Fidk

[0324]  (IT) R A (CCy) BEIE. FFIE (C,-Cyp) BRIEHEEUARI (C,=Cyp) BRIE . BB AR
[K753E (C,=Cy) BRIEHT, R® A2 Hy (C,=Cy) HEFE (C,=Csp) Z4KEIE. (C,Cap) M (C,=Cyp)
FE 7 HE (C—Cap) BEIEHEEUARIR (C,=Cy) HEdEBEEUARIR (C=Cy) 2Bk AR (C,Cp)
2k BRI (C,=Cyp) HRIE BB EUARI D5 2 (C,—Cyp) 22 5

[0325]  (IT1)B' 1 B* &AE A — Mok 2 Fi R 1 R FEER 74 :Arg—(Lys) ,~ (Arg) ,~G1n—(
Arg),(SEQ ID NO :1). Tyr-Ala—Arg-Lys—Ala-(Arg) ,~Gln—-Ala-(Arg),(SEQ ID NO :2). Tyr
—Ala—Arg-(Ala) ,— (Arg) ,— (Ala) ,— (Arg) ,(SEQ ID NO :3). Tyr-Ala-(Arg),(SEQ ID NO :4) .
Tyr-(Ala),— (Arg) ,(SEQ ID NO :5) .Tyr-Ala-Arg-Ala-Pro—(Arg),~Ala—(Arg),(SEQ ID NO :
6) ¢ Tyr-Ala-Arg-Ala-Pro-(Arg) ,~Pro—(Arg),(SEQ ID NO :7) ;

[0326]  (IV)B' B B® —E{& LIAFAE T ik &

[0327] (V) 24 A® & Cys. D—Cys. hCys. D-hCys. Pen & D-Pen i, A? /& Cys. D-Cys. hCys.
D-hCys. Pen 8% D-Pen ;M

[0328]  (VI) 4 A® /2 Asp 8K Glu I, A? J& Dab. Dap. Orn B% Lys ;

[0320] R ILmIZ5HI R,

[0330]  7E 55 =N SEJl 7 SR — AT, AR W R (TID B4k & 9036 97 i 5L
Y 2R s 5 R %, Hoh B! & Arg-Lys—Gln-Lys—(Arg) ;(SEQ ID NO :8) .
Arg—(Lys) ,~Arg—Gln-(Arg) ,(SEQ ID NO :9). Arg—(Lys),~ (Arg) ,~Gln—(Arg),(SEQ ID NO :
10) . Arg—(Lys) ,— (Arg) ,~Gln-Arg (SEQ ID NO:11). Arg—(Lys),—(Arg).~Gln(SEQ ID NO:
12) . Arg—(Lys) ,~Gln—(Arg) ;(SEQ ID NO :13). Arg-Gln—(Lys),~ (Arg) ;(SEQ ID NO :14) .
Arg—-Gln—(Arg),(SEQ ID NO :15) \Arg—Gln—(Arg)4(SEQ ID NO :16) . (Arg) ,~Gln—(Arg) ; (SEQ
ID NO:17). (Arg),~Gln—(Arg).(SEQ ID NO:18). (Arg),~Gln-(Arg).(SEQ ID NO :
19) . (Arg),~Gln—(Arg),(SEQ ID NO :20). (Arg),~Gln-(Arg),(SEQ ID NO:21).
(Arg) ,~Gln—(Arg) ;(SEQ ID NO:22). (Arg),(SEQ ID NO:23). (Arg),~Gln-(Arg),(SEQ
ID NO:24). (Arg).~Gln-(Arg),(SEQ ID NO:25). (Arg)4(SEQ ID NO :26) .
(Arg) «Gln—(Arg);(SEQ ID NO:27). (Arg),(SEQ ID NO:28). (Arg),~Gln—(Arg),(SEQ ID
NO :29) . (Arg),(SEQ ID NO :30). (Arg)¢—Gln-Arg(SEQ ID NO :31). (Arg),(SEQ ID NO:
32)« (Arg) 3—GIn(SEQ ID NO :33). (D-Arg);. (D-Arg) (D-Arg),. (D-Arg)gs. (D-Arg)q.
Gln-Arg-(Lys),~ (Arg) - (SEQ ID NO :34) . Gln-(Arg),(SEQ ID NO :35) . Gln—(Arg),(SEQ ID
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NO :36) \ Tyr-Gly-Arg—(Lys),~ (Arg) ,~Gln—(Arg) ; (SEQ ID NO :37) . Tyr-Gly-Arg—(Lys),~(
Arg) ,~Gln-(Arg) ,Doc (SEQ TD NO :38) ;alfi 2k ;

[0331] B® & B-Ala. B-Ala-Gly. B-Ala-Tyr. B-Ala-Tyr-Gly. (B -Ala),.
(B-Ala),~Gly. (B -Ala),~Tyr. (B -Ala),~Tyr-Gly (SEQ ID NO :39). Doc. Doc-Gly.
Doc=Tyr+Doc-Tyr-Gly. (Doc),. (Doc),~Gly. (Doc),~Tyr~ (DOc),~Tyr—-Gly (SEQ ID NO :40),
BRER K

[0332] B’ & Arg-Lys—Gln-Lys—(Arg) ;(SEQ ID NO :8) . Arg-Lys—(Arg) ,—Gln—(Arg) 3 (SEQ
ID NO:41) . Arg—(Lys) ,~Arg-GIln—(Arg) ,(SEQ ID NO :9). Arg—(Lys),~Gln-(Arg) . (SEQ
ID NO:13).Arg-(Lys),~(Arg),~Gln-(Arg),(SEQ ID NO:1).Arg-(Lys),~(Arg
),~G1n—(Arg),(SEQ ID NO:10). Arg-(Lys),~ (Arg) ,~Gln—Arg(SEQ ID NO:11).
Arg—(Lys),~(Arg) ,~GIn (SEQ ID NO :12). Arg-Gln-(Lys),~(Arg);(SEQ ID NO :14).
Arg-Gln—(Arg),(SEQ ID NO :15). Arg-Gln-(Arg),(SEQ ID NO :16). (Arg),~Lys—(Arg),—G
In-(Arg) ,(SEQ ID NO :42). (Arg),~Gln—(Arg),(SEQ ID NO :17). (Arg),~Gln-(Arg),(SEQ
ID NO:18). (Arg),~Gln—(Arg).(SEQ TID NO:19). (Arg),~Gln—(Arg),(SEQ ID NO :20).
(Arg) ,~Gln—(Arg),(SEQ TD NO:21). (Arg) ,~Gln-(Arg),(SEQ ID NO:22). (Arg).(SEQ
ID NO:23). (Arg),~Gln—(Arg),(SEQ ID NO:24). (Arg),~Gln—(Arg),(SEQ ID NO:25).
(Arg),(SEQ TD NO:26). (Arg),~Gln—(Arg),(SEQ TD NO:27). (Arg).(SEQ ID NO :28).
(Arg) ~Gln-(Arg), (SEQ ID NO :29). (Arg),(SEQ ID NO :30). (Arg) ~Gln—Arg(SEQ ID NO :
31) . (Arg),(SEQ TD NO :32) . (Arg),~G1n(SEQ ID NO :33). (D-Arg).. (D-Arg),. (D-Arg)..
(D-Arg) ¢« (D-Arg) o Gln—Arg—(Lys),— (Arg), (SEQ ID NO :34) .Gln—(Arg),(SEQ ID NO :35) .
Gln—(Arg),(SEQ ID NO :36), R4k ;

[0333] A' /& A6c. Cha. hCha, Chg. D—Chg. hChg. Gaba. hLeu. Met. B —hMet. D-2-Nal.Nip.
Nle. Oic.Phe. D-Phe. hPhe. hPro, a2k ;

[0334]  A® & Cys ;

[0335] A’ /& D-Abu.Aib.Ala. B -Ala.D-Ala.D-Cha.Gaba.Glu.Gly.D-Tle.D-Leu.D-Met.
D-Nle.D-Phe.D-Tle.D-Trp.D-Tyr.D-Val.mkHr 2 ;

[0336] A® 2 His;

[0337]  A° /& D-Bal.D-1-Nal.D-2-Nal.D-Phe.D-(X', X*, X°, X, X°) Phe. D-Trp. &k D- (Et)
Tyr ;

[0338] A° J& Arg 8K hArg ;

[0339] A" /& Bal.Bip.1-Nal.2-Nal. Trp.&{ D-Trp ;

[0340]  A® /& Abc. A6c. Aha, Ahx. Ala. B —Ala. Apn. Gaba. Gly.B{HE%% ;

[0341] A" /& Cys. D-Cys. hCys.D-hCys. Lys. Pen. 5k D-Pen ;

[0342] A" /& Pro. Thr SEk ;

[0343] A" & Pro ook ;

[0344] A" J2 arg. Lys BRHRK ;

[0345] A" J& Asp THRIK ;

[0346]  R* IR’ % H A7 k2 H BRIERE

[0347]  mIHH 2] £
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[0348]  HI T-¥y7 i FLah 432l b ig s H i A i — 4 =0 (TTD) b & i i
LS

[0349] Tyr-Gly-Arg—(Lys),~ (Arg),~Gln—(Arg) ,~Nle—c (Asp—His-D-2-Nal-Arg-Trp-Lys
) —NH, ;

[0350] Tyr-Gly—Arg-(Lys),~(Arg),~Gln-(Arg) ,~Doc-Nle—c (Asp—His-D-2-Nal-Arg-Trp
~Lys)—NH, ;

[0351] Nle-c(Asp—His-D-2-Nal-Arg-Trp-Lys)-B -Ala-Tyr-Gly-Arg-(Lys) ,~ (Arg),~G1
n—(Arg) ,~NH, ;

[0352] Ac—Nle-c(Asp—His-D-2-Nal-Arg-Trp-Lys)-B -Ala-Tyr-Gly-Arg-(Lys),~ (Arg),
~G1n-(Arg) ;—NH, ;

[0353] Nle—c(Asp-His-D-2-Nal-Arg-Trp-Lys)—(Doc),~Tyr-Gly-Arg—(Lys),~ (Arg),—Gl
n—(Arg) ;~NH, ;

[0354] Ac—Nle—c (Asp—His—-D-2-Nal-Arg-Trp—Lys) - (Pro),~Lys—Asp~-Tyr—Gly-Arg-(Lys
)~ (Arg) ,~Gln—(Arg) ,~NH, ;

[0355]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—Gly—Cys)—(Pro),~Lys—-Asp—Tyr-Gly-Arg-
(Lys),~ (Arg) ,~Gln—(Arg) ,—NH, ;

[0356] Ac—Nle—c (Asp—His-D-2-Nal-Arg-Trp-Lys)-(B -Ala) ,~Tyr-Gly—-Arg—(Lys),~ (Ar
g),~Gln—(Arg) ,~NH, ;

[0357]  Ac—Nle—c (Asp—His—-D-2-Nal-Arg-Trp-Lys)-(Pro),~Lys—Asp-Doc-Tyr-Gly-Arg-
(Lys),~ (Arg) ,~G1ln—(Arg) ,—NH, ;

[0358] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—Gly—Cys)—(Pro),~Lys—-Asp—Doc-Tyr-Gly-
Arg—(Lys) ,~ (Arg) ,~Gln—(Arg) ,~NH, ;

[0359]  Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp-Ala—Cys)—(Pro),-Lys—Asp— B -Ala-Tyr-G
ly-Arg—(Lys),~ (Arg) ,~G1n—(Arg) ,—NH, ;

[0360] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp—Doc—Tyr-Gly-
Arg—(Lys),~ (Arg) ,~G1n—(Arg) ,~NH, ;

[0361] Ac—Nle—c (Asp-His-D-2-Nal-Arg-Trp-Lys)—(Doc),~Tyr—-Gly-Arg—(Lys),~(Arg),
~G1n-(Arg) ,—NH, ;

[0362] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr
~Gly-Arg—(Lys),~ (Arg) ,~Gln—(Arg) ,~NH, ;

[0363] Ac—c(Cys—Glu—His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp—B -Ala-(Arg) ;
~G1n-(Arg) ;—NH, ;

[0364] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-Bal-Ala—Cys)-(Pro),~Lys—Asp—B -Ala—Gly—(
Arg) .—G1ln—(Arg) ,~NH, ;

[0365] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-Bal-Ala—Cys)-(Pro),~Lys—Asp— B —-Ala-Tyr-G
ly-(Arg) ~Gln—(Arg) ,—NH, ;

[0366] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg—(Lys) ,~Arg—Gln-(Arg) ,~NH, ;

[0367] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
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ly-Arg-(Lys) ,~Gln—(Arg) ,~NH, ;

[0368] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)-(Pro),~Lys—-Asp— B -Ala-Tyr-G
ly-Arg-Lys—Gln-Lys—(Arg) ,~NH, ;

[0369] Ac—c (Cys—Glu-His-D-2-Nal-Arg-Trp-Ala—-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg—(Lys),~ (Arg) ,~Gln—-Arg-NH, ;

[0370]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-A
ib-Arg—(Lys),~ (Arg) ,~Gln—(Arg) ;~NH, ;

[0371]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—-1-Nal-Ala-Cys)—(Pro),~Arg—Asp— B -Ala—(Ar
g) 5~Gln—(Arg) ,~NH, ;

[0372] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala—(Ar
g) ~Gln—(Arg) ,~NH, ;

[0373] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala—(Ar
g)~Gln—(Arg) ,~NH, ;

[0374] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala—-Cys)—(Pro),~Arg—Asp— B -Ala—(Ar
g)~Gln—(Arg) ,~NH, ;

[0375]  Ac—c(Cys—Glu-His—-D-2-Nal-Arg—-2-Nal-Ala-Cys)—(Pro),~Lys—-Asp— B -Ala—(Ar
g)~Gln—(Arg) ,~NH, ;

[0376] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala—(Ar
g) Gln—(Arg) ,~NH, ;

[0377]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Arg—Asp— B -Ala-(Arg)
~G1n-(Arg) ;—NH, ;

[0378]  Ac-—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Arg—-Asp— B -Ala-(Arg) ,
~G1ln—(Arg) ,~NH, ;

[0379]  Ac-c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp-B -Ala-(Arg),
~G1n-(Arg) ,—NH, ;

[0380] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg—(Lys) ,~ (Arg) ,~G1n—(Arg) ,~NH, ;

[0381] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg-Gln—(Lys),~ (Arg) ,~NH, ;

[0382] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—Ala—Cys)—(Pro),~Lys—-Asp— B -Ala-Tyr-G
ly-Arg-(Lys),~ (Arg) —G1n-NH, ;

[0383] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr
~Gly-Arg—(Lys),~ (Arg) ,~Gln—(Arg) ,~NH, ;

[0384] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg-(Lys),~ (Arg) ,~G1n—(Arg) ,~NH, ;

[0385] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),~Lys—Asp— B -Ala—(Ar
g),~Lys—(Arg),~Gln—(Arg) ,~NH, ;

[0386] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—Cys)-(Pro),~Lys—-Asp— B -Ala-Arg
—Lys—(Arg) ,~Gln—(Arg) ,~NH, ;
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[0387] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys)-(Pro),~Lys—Asp— B -Ala—(Ar
g),~Lys—(Arg),~Gln—(Arg) ,~NH, ;

[0388] Ac—c(Cys—Glu-His—-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),~Lys—-Asp— B -Ala-Tyr
~Gly—(Arg) ,Lys—(Arg) ,~G1n—(Arg) ,~NH, ;

[0389] Ac—c(Cys—Glu-His-D-2-Nal-Arg—2-Nal-Ala-Cys)-(Pro),~Lys—Asp— B8 -Ala-Gly
—(Arg) ,~Lys—(Arg) ,~G1n—(Arg) ,—NH, ;

[0390] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala—-Cys)—(Pro),~Lys—Asp— B -Ala-Gly
~Arg-Lys—(Arg) ,~G1n—(Arg) ,~NH, ;

[0391]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala—(Ar
g),~Lys—(Arg),~Gln—(Arg) ,~NH, ;

[0392] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala—Arg
—Lys-(Arg) ,~Gln—(Arg) ,~NH, ;

[0393] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr
~Gly-(Arg) ,Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

[0394] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr
~Gly-Arg-Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

[0395] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala-Gly
—(Arg) ,~Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

[0396] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),~Lys—-Asp— B -Ala-Gly
—Arg-Lys—(Arg) ,~G1n—(Arg) ,~NH, ;

[0397]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),~Lys—-Asp— B -Ala—(Ar
g),~Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

[0398]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—2-Nal-Ala-Cys)-(Pro),~Lys—Asp— B -Ala—Arg
~Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

[0399] Ac—c(Cys—Glu-His-D-2-Nal-Arg-2-Nal-Ala—-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr
~Gly-(Arg) ,~Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

[0400] Ac—c(Cys—Glu-His-D-2-Nal-Arg-2-Nal-Ala—-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr
~Gly-Arg-Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

[0401]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala—-Gly
—(Arg) ,~Lys—(Arg) ,~G1ln—(Arg) ,~NH, ;

[0402] Ac—c(Cys—Glu-His-D-2-Nal-Arg—2-Nal-Ala-Cys)—(Pro),~Lys—-Asp— B -Ala—-Gly
—Arg-Lys—(Arg) ,~G1n—(Arg) ,~NH, ;

[0403] Ac—c(Cys—Glu—His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp-B -Ala—(Arg),
~Lys-(Arg) ,~Gln—(Arg) ,~NH, ;

[0404] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-Bal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Arg-L
ys—(Arg) ,—Gln—(Arg) ,~NH, ;

[0405]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)-(Pro),~Lys—Asp-B -Ala-Tyr—G
ly-(Arg) ,~Lys—(Arg) ,~G1ln—(Arg) ,~NH, ;

[0406] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)-(Pro),~Lys—-Asp— B —-Ala-Tyr-G
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ly-Arg-Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

[0407]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)-(Pro),~Lys—Asp-B -Ala-Gly—(
Arg) ,~Lys—(Arg) ,~Gln—(Arg) ,~NH, ;

[0408] Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala-Gly-A
rg-Lys—(Arg) ,~G1n—(Arg) ,—NH, ;

[0409] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg—(Lys) ,~Arg—Gln-(Arg) ,~NH, ;

[0410] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg-(Lys) ,~Gln—(Arg) ,~NH, ;

[0411]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg-Lys—Gln-Lys—(Arg) ,~NH, ;

[0412]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg-Gln—(Lys),~ (Arg) ,~NH, ;

[0413] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg—(Lys),~ (Arg) ,~G1ln—(Arg) ,~NH, ;

[0414]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg-(Lys),~ (Arg) ,~Gln—-Arg—NH, ;

[0415]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-Arg-(Lys),~ (Arg) —G1n-NH, ;

[0416] Ac—c(Cys—Glu-His—-D-2-Nal-Arg-Trp-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-(Arg) ;
~G1n-(Arg) ;—NH, ;

[0417]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp-Ala—Cys)—(Pro),~Arg—-Asp— B -Ala-(Arg) ,
~G1ln—(Arg) ,~NH, ;

[0418] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-(Arg) .~G1ln—(Arg) ,~NH, ;

[0419]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Arg-Asp— B -Ala-Tyr-G
ly-(Arg) ~Gln—(Arg) ,—NH, ;

[0420] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp-Ala—Cys)—(Pro),~Lys—Asp—B -Ala—(Arg) ;
~G1n-(Arg) ,~NH, ;

[0421]  Ac—c(Cys—Glu—His-D-2-Nal-Arg-Trp-Ala—Cys)—(Pro),~Arg—Asp- B -Ala—(Arg) ;
~G1ln-(Arg) ,~NH, ;

[0422]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-(Arg) ~Gln—(Arg) ,~NH, ;

[0423] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Trp—-Ala—Cys)—(Pro),~Arg-Asp— B -Ala-Tyr-G
ly-(Arg) ~Gln—(Arg) ,~NH, ;

[0424] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala—(Ar
g) ~Gln—(Arg) ,~NH, ;

[0425]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),~Arg—-Asp— B -Ala—(Ar
g)~Gln—(Arg) ,~NH, ;
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[0426] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-1-Nal-Ala-Cys)—(Pro),~Lys—-Asp— B -Ala—(Ar

g)~Gln—(Arg) ,~NH, ;

[0427]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Arg—-Asp— B -Ala—(Ar

g) s~G1ln—(Arg) ,~NH, ;

[0428] Ac-—c(Cys—Glu-His-D-2-Nal-Arg—1-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala—(Ar

g) «~Gln—(Arg) ,~NH, ;

[0429]  Ac—c(Cys—Glu-His—-D-2-Nal-Arg—-1-Nal-Ala—-Cys)—(Pro),~Arg—-Asp— B -Ala—(Ar

g) «—Gln—(Arg) ,~NH, ;

[0430] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr

~Gly-(Arg) .—Gln—(Arg) ,~NH, ;

[0431] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—-Cys)—(Pro),~Arg—-Asp— B -Ala-Tyr

—Gly-(Arg) —Gln—(Arg) ,~NH, ;

[0432] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr

~Gly-(Arg) .—Gln—(Arg) ,~NH, ;

[0433] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—-Cys)—(Pro),~Arg—-Asp— B -Ala-Tyr

~Gly-(Arg) .—Gln—(Arg) ,~NH, ;

[0434] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr

~Gly-(Arg) «Gln—(Arg) ,~NH, ;

[0435] Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)—(Pro),~Arg—-Asp— B -Ala-Tyr

~Gly-(Arg) «Gln—(Arg) ,~NH, ;

[0436] Ac—c(Cys—Glu-His—-D-2-Nal-Arg—-2-Nal-Ala-Cys)-(Pro),~Lys—-Asp— B -Ala—(Ar

g) s~G1ln—(Arg) ,~NH, ;

[0437]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—2-Nal-Ala-Cys)—(Pro),~Arg—-Asp— B8 -Ala—(Ar

g) s~G1ln—(Arg) ,~NH, ;

[0438] Ac—c(Cys—Glu-His—-D-2-Nal-Arg—-2-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala—(Ar

g) «Gln—(Arg) ,~NH, ;

[0439] Ac—c(Cys—Glu-His—-D-2-Nal-Arg-2-Nal-Ala-Cys)—(Pro),~Arg—-Asp— B -Ala—(Ar

g) «—Gln—(Arg) ,~NH, ;

[0440] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys)—(Pro),~Lys—Asp— B -Ala—(Ar

g) ~Gln—(Arg) ,~NH, ;

[0441]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys)—(Pro),~Arg—-Asp— B -Ala—(Ar

g)~Gln—(Arg) ,~NH, ;

[0442]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala—-Cys)—(Pro),~Lys—Asp— B -Ala-Tyr

~Gly-(Arg) .—Gln—(Arg) ,~NH, ;

[0443] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys)—(Pro),~Arg—-Asp— B -Ala-Tyr

~Gly-(Arg) .—Gln—(Arg) ,~NH, ;

[0444]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys)—(Pro),~Lys—-Asp— B -Ala-Tyr

~Gly-(Arg) «Gln—(Arg) ,~NH, ;

[0445]  Ac—c(Cys—Glu-His—-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),~Arg—-Asp— B -Ala-Tyr
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~Gly-(Arg) ~Gln—(Arg) ,~NH, ;

[0446] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Ala-Cys)-(Pro),~Lys—-Asp— B -Ala-Tyr
~Gly-(Arg) s~Gln-(Arg) ,~NH, ;

[0447]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—2-Nal-Ala-Cys)—(Pro),~Arg—-Asp— B8 -Ala-Tyr
~Gly-(Arg) ~Gln—(Arg) ,~NH, ;

[0448] Ac-—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp-B -Ala-(Arg) ,
~G1n-(Arg) ,—NH, ;

[0449]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Arg—Asp—B -Ala—(Arg) ;
~G1n-(Arg) ,—NH, ;

[0450] Ac-—c(Cys—Glu—His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp—B -Ala—(Arg) ;
~G1ln-(Arg) ,~NH, ;

[0451]  Ac—c(Cys—Glu—His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Arg—Asp- B -Ala—(Arg) ;
~G1n-(Arg) ,~NH, ;

[0452]  Ac—c(Cys—Glu—His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp—B -Ala—(Arg)
~G1ln-(Arg) ;—NH, ;

[0453]  Ac—c(Cys—Glu—His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Arg—Asp— B -Ala—(Arg)
~G1ln-(Arg) ;—NH, ;

[0454]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—-Bal-Ala—Cys)-(Pro),~Lys—Asp-B -Ala-Gly—(
Arg) .—G1ln-(Arg) ,~NH, ;

[0455]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-(Arg) .~Gln—(Arg) ,—NH, ;

[0456] Ac—c (Cys—Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),~Arg-Asp— B -Ala-Tyr-G
ly—(Arg) ;~G1ln-(Arg) ,~NH, ;

[0457]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-(Arg) .~G1ln—(Arg) ,~NH, ;

[0458] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Arg-Asp— B -Ala-Tyr-G
ly-(Arg) ~Gln—(Arg) ,~NH, ;

[0459]  Ac—c(Cys—Glu-His-D-2-Nal-Arg—-Bal-Ala—Cys)—(Pro),~Lys—Asp— B -Ala-Tyr-G
ly-(Arg) «~Gln—(Arg) ,—NH, ;

[0460] Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Arg-Asp— B -Ala-Tyr-G
ly-(Arg) «~Gln—(Arg) ,—NH, ;

[0461] Ac-Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)—(Doc),~Tyr—-Gly-Arg—(Lys),— (A
rg) ,~Gln—(Arg) ,~NH, ;

[0462] Ac-Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Cys)—-B -Ala-Tyr-Gly-Arg-(Lys),~A
rg—Gln-(Arg) ,~NH, ;

[0463] Ac-Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)-Doc-Tyr-Gly-Arg—(Lys),~ (Arg
),—Gln—(Arg) ,—NH, ;

[0464] Ac-Nle-c(Cys—-D-Ala-His-D-Phe-Arg-Trp-Cys)-B -Ala—(Arg) ;~Gln-(Arg) ,~N
H, ;
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[0465] Ac-Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)—-B -Ala-Gly—(Arg) ;~Gln—(Arg) ,
NH, ;

[0466] Ac-Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-B -Ala-Gly—(Arg) .~Gln-(Arg) ,
~NH, ;

[0467] Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) - B -Ala-Tyr-Gly—(Arg) ,~G1n—(
Arg) ;~NH, ;

[0468] Ac—Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)—B —-Ala-Gly—(Arg) ;~Gln—(Arg),
~NH, ;

[0469] Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)-B -Ala-Tyr-Gly-(Arg) ,~Lys—(
Arg) ,~Gln-(Arg) ,~NH, ;

[0470] Ac—Nle—c(Cys—D-Ala—-His—D-Phe-Arg—Trp—Cys)-B -Ala-Tyr-Gly-Arg-Lys—(Arg
)s~Gln—(Arg) ,—NH, ;

[0471]  Ac—Nle-c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)—-B —-Ala-Gly—(Arg) ,~Lys—(Arg),
~G1ln-(Arg) ;—NH, ;

[0472]  Ac-Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)—-B -Ala-Gly-Arg-Lys—(Arg) ,—G
In-(Arg) ,~NH, ;

[0473] Ac—Nle-c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-B —-Ala-(Arg) ,~Lys—(Arg) ,~Gln
—(Arg) ;~NH, ;

[0474] Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)- B -Ala-Arg-Lys—(Arg) ,~G1ln—(
Arg) ;~NH, ;

[0475]  Ac-Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)—-B -Ala-Tyr-Gly-Arg-(Lys),~A
rg-Gln—(Arg) ,~NH, ;

[0476] Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-Doc-Tyr-Gly—-Arg—(Lys),~ (Arg
),~G1n—(Arg) ,—NH, ;

[0477]  Ac-Nle-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys) - B -Ala- (Arg) ;~Gln—(Arg) ,~N
H, ;

[0478] Ac—Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-B —-Ala-Gly—-(Arg) ;~Gln—(Arg) ,
NH, ;

[0479] Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)—-B -Ala-Tyr-Gly-(Arg) ,~G1ln—(
Arg) ,~NH, ;

[0480] Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)—(B -Ala),- (Arg) .~Gln—(Arg) ,—
NI 5

[0481]  Ac-Nle—c(Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)—(B -Ala),~Gly-(Arg) .~Gln—(Ar
g) ;~NH, ;

[0482] Ac—Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)—(B -Ala),~Tyr—-Gly-(Arg).—Gln
—(Arg) ;~NH, ;

[0483] Ac-Nle—c(Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)-Doc—(Arg) ;~Gln—(Arg) ,~NH, ;
[0484] Ac-Nle-c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-Doc-Gly—(Arg) ,~Gln-(Arg),~N
H, ;
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[0485] Ac-Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)-Doc—Tyr-Gly-(Arg) ,~Gln-(Arg

)5~NH, ;

[0486] Ac-Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp-Cys)—(Doc),~ (Arg) ,~GIn—(Arg),~N
H, ;

[0487] Ac-Nle—c(Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys) - (Doc) ,~Gly—(Arg) .~Gln—(Arg) ,
—-NH, ;

[0488] Ac—Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)—(Doc) ,~Tyr-Gly-(Arg).~Gln—(A
rg) ~NH, ;

[0489] Ac—Nle-c(Cys—-D-Ala-His—D-Phe-Arg-Trp—Cys)-B -Ala—(Arg) .~GIln-(Arg) ,~N
H, ;

[0490] Ac—Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-B —-Ala-Gly—(Arg) ;~Gln—(Arg),
~NH, ;

[0491] Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)-B -Ala-Tyr-Gly-(Arg) ,~G1ln—(
Arg) ,~NH, ;

[0492]  Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)—(B -Ala),— (Arg) .~Gln—(Arg) ,—
NH, ;

[0493] Ac-Nle—c(Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)-(B -Ala),~Gly-(Arg) .~Gln—(Ar
g),~NH, ;

[0494] Ac—Nle-c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)—-(B -Ala),~Tyr-Gly-(Arg) .~Gln
—(Arg) ,~NH, ;

[0495]  Ac-Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)-Doc—(Arg) ,~Gln—(Arg) ,~NH, ;
[0496] Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) -Doc—Gly-(Arg) ;~Gln—(Arg) ,~N

H, ;

[0497] Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) -Doc-Tyr-Gly-(Arg) .~Gln—(Arg
) ,~NH,

[0498] Ac-Nle—c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)—(Doc),~(Arg) ,~Gln—(Arg) ,~N
H, ;

[0499] Ac—Nle—c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys) - (Doc) ,~Gly-(Arg) ,~Gln—(Arg),
NH, ;

[0500] Ac-Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)—(Doc),~Tyr—-Gly-(Arg) .~Gln—(A
rg) ,~NH; 5

[0501]  Ac-Nle—c (Cys—His—-D-Phe-Arg-Trp-Gaba—Cys) -8 —Ala-Tyr-Gly—(Arg) ,~Gln—(A
rg) ~NH, ;

[0502] Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) -8 -Ala—(Arg) .~Gln—(Arg) ,~NH, ;
[0503] Ac-Nle—c (Asp—His—-D-Phe-Arg-Trp-Ala-Lys)-B -Ala-Tyr-Gly-(Arg) ,~Gln—(Ar
g) ;~NH, ;

[0504]  Ac-Nle-c (Asp—His—D-Phe-Arg-Trp-Ala-Lys)-B -Ala-(Arg) ,~G1n—(Arg) ,~NH, ;
[0505] Ac-Nle-c (Asp—His-D-Phe-Arg-Trp-Lys) - B -Ala-Tyr-Gly—(Arg) .~Gln-(Arg) ,~N
H, ;
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[0506] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)-B —-Ala-Gly—(Arg) ,~Gln-(Arg) ,~NH, ;
[0507]  Ac-Nle—c (Asp—His—D-Phe-Arg-Trp-Lys) -8 -Ala-(Arg) ,~Gln-(Arg) ,~NH, ;

[0508] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) - (B -Ala),~Tyr-Gly-(Arg) ;~Gln—(Arg)
5~ NH; 5

[0509] Ac-Nle—c (Asp-His—D-Phe-Arg-Trp-Lys) - (B —Ala),~Gly—(Arg) ,~Gln—(Arg) ,~N
H, ;

[0510] Ac—Nle—c (Asp—His—D-Phe-Arg-Trp-Lys)-(B -Ala),~(Arg) .~Gln—(Arg) ,~NH, ;
[0511]  Ac—Nle—c (Asp—His-D-Phe-Arg-Trp-Lys) -Doc-Tyr-Gly—(Arg) .~Gln—(Arg) ,~NH, ;
[0512]  Ac—Nle-c (Asp—His-D-Phe-Arg-Trp-Lys)-Doc-Gly-(Arg) .~G1ln—(Arg) ,~NH, ;
[0513] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)-Doc—(Arg) ;~Gln—(Arg) ,~NH, ;

[0514] Ac—Nle—c (Asp-His—D-Phe-Arg-Trp-Lys)-(Doc),~Tyr—-Gly—(Arg) .~Gln—(Arg) ,~N
H, ;

[0515]  Ac—Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)—(Doc) ,~Gly-(Arg) .~Gln—(Arg) ,~NH, ;
[0516] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)—(Doc),~ (Arg) ~Gln—(Arg) ,~NH, ;

[0517]  Ac—Nle—c (Asp—His—-D-Phe-Arg-Trp-Lys) - B -Ala-Tyr-Gly—(Arg) .~Gln-(Arg) ,~N
H, ;

[0518] Ac—Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)-B —-Ala-Gly—(Arg) ,~Gln-(Arg) ,~NH, ;
[0519]  Ac-Nle-c (Asp—His—D-Phe-Arg-Trp-Lys) -8 -Ala-(Arg) ,~Gln—(Arg) ,~NH, ;

[0520]  Ac-Nle-c (Asp—His-D-Phe-Arg-Trp-Lys) - (B -Ala),~Tyr-Gly—(Arg) .~Gln—(Arg)
,NH,

[0521]  Ac-Nle-c (Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),~Gly-(Arg) ,~Gln-(Arg) ,~N
H, ;

[0522]  Ac-Nle-c (Asp—His—D-Phe-Arg-Trp-Lys)—(B —Ala),~ (Arg) 5-G1n—(Arg) ,~NH, ;
[0523]  Ac-Nle—c (Asp—His—D-Phe-Arg-Trp-Lys) -Doc-Tyr-Gly—(Arg) ;~Gln-(Arg) ,~NH, ;
[0524] Ac—Nle-c (Asp—His-D-Phe-Arg-Trp-Lys)-Doc-Gly-(Arg) .—GIln—(Arg) ,~NH, ;
[0525]  Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-Lys)-Doc—(Arg) ;~Gln—(Arg) ,~NH, ;

[0526] Ac—Nle—c (Asp-His—D-Phe-Arg-Trp-Lys)-(Doc),~Tyr-Gly—(Arg) .~Gln—(Arg) ,~N
H, ;

[0527]  Ac—Nle—c (Asp—His—D-Phe-Arg-Trp-Lys)—(Doc) ,~Gly-(Arg) .~Gln—(Arg) ,~NH, ;
[0528] Ac-Nle-c (Asp—His-D-Phe-Arg-Trp-Lys)—(Doc),~ (Arg) .~Gln—(Arg) ,~NH, ;

[0529] Ac-Nle—c (Asp—His—-D-Phe-Arg-Trp- B -Ala-Lys)- B -Ala-Tyr-Gly—(Arg) ,~Gln-
(Arg) ,~NH, ;

[0530] Ac-Nle-c(Asp—His-D-Phe-Arg-Trp- B -Ala-Lys)-B —-Ala—(Arg) ,~Gln-(Arg) ,~N
H, ;

[0531] Ac—Nle—c (Cys—-His—-D-Phe-Arg-Trp—-Ahx—Cys) - B -Ala-Tyr-Gly-(Arg) ,~Gln—(Ar
g) ;~NH, ;

[0532] Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Ahx-Cys)- B -Ala—(Arg) ,~Gln—(Arg) ,~NH, ;
[0533] D-Phe-c(Cys-His-D-Phe-Arg-Trp— B -Ala-D-Cys) -Thr- B -Ala-Tyr-Gly— (Arg) ;
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[0534] D-Phe-c (Cys-His—D-Phe-Arg-Trp— B -Ala-D-Cys) -Thr- B -Ala- (Arg) ,~Gln— (Ar
g) ;~NH, ;

[0535] Ac-Nle—c (Cys—His—D-Phe-Arg-Trp—-Apn—Cys)-B -Ala-Tyr-Gly-(Arg) ,~Gln—(Ar
g) s~NH, ;

[0536] Ac-Nle—c (Cys—His—D-Phe-Arg-Trp—-Apn—Cys)-B -Ala-(Arg) ,~Gln—(Arg) ,~NH, ;
[0537]  Ac-Cha-c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)— B -Ala-Tyr-Gly—(Arg) s~Gln—(A
rg) ~NH, ;

[0538] Ac—Cha-c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) -8 -Ala—(Arg) .~Gln—(Arg) ,~NH, ;
[0539] Ac-Nle—c (Asp—His—-D-Phe-Arg-Trp-Gaba-Lys) -8 —Ala-Tyr-Gly—(Arg) ,~Gln—(A
rg) ~NH, ;

[0540] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-B -Ala—(Arg) .~Gln—(Arg) ,~NH, ;
[0541] Ac—Chg—c (Asp—His—-D-Phe-Arg-Trp-Gaba-Lys) -8 -Ala-Tyr-Gly—(Arg) ,~Gln—(A
rg) ~NH, ;

[0542] Ac—Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-B -Ala—(Arg) .~Gln—(Arg) ,~NH, ;
[0543] Ac—hCha-c (Asp—His-D-Phe-Arg-Trp—-Gaba-Lys)- B -Ala-Tyr-Gly-(Arg) ,~G1ln—(

Arg) ,—NH, ;

[0544] Ac-hCha-c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-(Arg) -~Gln—(Arg) ,~N
H, ;

[0545]  Ac—hCha—c (Asp-His—D-Phe-Arg-Trp—Gaba-Lys)—(B -Ala),~Tyr-Gly-(Arg) .~Gln
—(Arg) ;~NH, ;

[0546] Ac—hCha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—(B -Ala),~ (Arg) ;~Gln—(Arg) ,—
NH, ;

[0547]  Ac-hCha—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys) -Doc-Tyr-Gly-(Arg) .~Gln-(Arg
) ;~NH, ;

[0548] Ac-hCha—c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)-Doc—(Arg) ;~Gln—(Arg) ,~NH, ;
[0549]  Ac-hCha—c (Asp-His—D-Phe-Arg-Trp—Gaba—Lys)—(Doc) ,~Tyr—-Gly-(Arg) .~Gln-(A

rg) ~NH, ;

[0550] Ac-hCha-c (Asp—His-D-Phe-Arg-Trp—-Gaba-Lys)—-(Doc),~(Arg) ,~Gln—(Arg) ,~N
m, ;

[0551]  Ac—hCha-c (Asp—His-D-Phe-Arg-Trp—-Gaba-Lys) - B -Ala-Tyr-Gly-(Arg) ,~G1ln—(
Arg) ,~NH, ;

[0552] Ac-hCha-c (Asp—His-D-Phe-Arg-Trp-Gaba—Lys)-B -Ala-(Arg) ;~Gln—(Arg) ,~N
I, ;

[0553]  Ac-hCha—c (Asp-His—D-Phe-Arg-Trp—Gaba-Lys)—(B -Ala),~Tyr—-Gly-(Arg) .~Gln
—(Arg) ,~NH, ;

[0554]  Ac—hCha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—(B -Ala),~ (Arg) .~Gln—(Arg) ,~
NI, 5

[0555]  Ac—hCha-c (Asp—His—D-Phe-Arg-Trp—-Gaba-Lys)-Doc-Tyr-Gly-(Arg) ,~Gln-(Arg
) ~NH, ;
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[0556]  Ac—hCha—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-Doc—(Arg) ;~Gln—(Arg) ,~NH, ;
[0557]  Ac-hCha—-c (Asp-His—D-Phe-Arg-Trp—Gaba-Lys)—(Doc) ,~Tyr-Gly-(Arg) .~Gln—(A

rg) ,~NH, ;

[0558] Ac—hCha—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys) - (Doc),~ (Arg) ,~Gln-(Arg) ,~N
H, ;

[0559]  Ac-D—Chg-c (Asp-His-D-Phe-Arg-Trp-Gaba-Lys) -8 -Ala-Tyr-Gly-(Arg) ;~Gln—
(Arg) ,—NH, ;

[0560] Ac-D-Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)- B —Ala—(Arg) ;~Gln-(Arg) ,~N
H, ;

[0561]  Ac—hPhe-c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)- B -Ala-Tyr-Gly-(Arg) ,~G1ln—(
Arg) ,—NH, ;

[0562] Ac-hPhe-c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)- B -Ala-(Arg) ;~Gln—(Arg) ,~N
H, ;

[0563] Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp-Apn—Cys) - B -Ala-Tyr-Gly—(Arg) ,~G1n—(
Arg) ,—NH, ;

[0564] Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Apn-Cys)-B -Ala—(Arg) ;~GIln-(Arg) ,~N
H, ;

[0565] Ac-Nle—c (Cys—His—-D-Phe-Arg-D-Trp—Ahx—Cys)-B -Ala-Tyr-Gly-(Arg) .~G1ln—(
Arg) ,—NH, ;

[0566] Ac-Nle-c (Cys—His-D-Phe-Arg-D-Trp—Ahx-Cys)-B -Ala—(Arg) ;~GIln-(Arg) ,~N
H, 5

[0567]  Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp- B -Ala—Cys)- B -Ala-Tyr-Gly- (Arg) ,~G1
n-(Arg) ,~NH, ;
[0568] Ac-Nle—c (Cys—His—D-Phe-Arg-D-Trp- B -Ala-Cys)—-B —Ala—(Arg) ,~Gln—(Arg) ,—

NH, ;

[0569] Ac—Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Pen)- B -Ala-Tyr-Gly-(Arg) ,—~G1ln—(
Arg) ,~NH, ;

[0570] Ac—Nle-c(Cys—D-Ala-His-D-Phe-Arg-Trp—Pen)-B -Ala-Gly-(Arg) ;~Gln—(Arg) ,
~NH, ;

[0571] Ac—Nle—c(Cys—-D-Ala-His-D-Phe-Arg-Trp-Pen)-B -Ala—(Arg) .~GIln—(Arg) ,~N
H, ;

[0572] Ac—Nle—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Pen)—-(B -Ala),~Tyr-Gly-(Arg) .~Gln
—(Arg) ,~NH, ;

[0573] Ac-Nle-c(Cys—D-Ala-His-D-Phe-Arg-Trp—Pen)—(B -Ala),~Gly—(Arg) .~Gln—(Ar
g)s~NH, ;

[0574] Ac-Nle—c(Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen)- (B -Ala),~ (Arg) .~Gln-(Arg) ,—
NH, ;

[0575] Ac-Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Pen) -Doc-Tyr-Gly—(Arg) ,~Gln-(Arg
)3_NH2 H
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[0576] Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp—Pen)-Doc-Gly—(Arg) ,~Gln-(Arg),~N
H, ;

[0577]  Ac-Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp-Pen)-Doc—(Arg) ,~Gln—(Arg) ,~NH, ;
[0578] Ac-Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Pen)-(Doc) ,~Tyr-Gly-(Arg) ,~G1ln—(A

rg) ;~NH, ;

[0579] Ac-Nle—c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen) - (Doc) ,~Gly—(Arg) .~Gln—(Arg) ,
~NH, ;

[0580] Ac-Nle—c(Cys—-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc),~(Arg) ,~Gln—(Arg),~N
H, ;

[0581] D-Phe-c(Cys-His—D-(Et) Tyr-Arg-Trp— B —-Ala-D-Cys) - B -Ala-Tyr-Gly—(Arg) ;
~G1ln-(Arg) ;—NH, ;

[0582] D-Phe-c(Cys-His—D-(Et) Tyr-Arg-Trp- B8 —-Ala-D-Cys) - B -Ala- (Arg) ,~Gln—(Ar
g) ;~NH, ;

[0583] D-Phe-c(Cys-His—D-(Et) Tyr-Arg-Trp- B8 —-Ala-D-Cys) - B -Ala-Gly-(Arg) ;~Gln
—(Arg) ,~NH, ;

[0584] D-Phe-c(Cys-His—D-(Et) Tyr-Arg-Trp- B8 —-Ala-D-Cys) - B -Ala-(Arg) ,~Gln—(Ar
g) ,~NH, ;

[0585] D-Phe—c (Cys—His-D—(Et) Tyr-Arg-Trp—B -Ala-D-Cys) - (B -Ala) ,~Tyr-Gly—(Ar
g)~Gln—(Arg) ,~NH, ;

[0586] D-Phe-c (Cys—His—D-(Et) Tyr-Arg-Trp— B -Ala-D-Cys)—(B -Ala) ,~ (Arg) ,~Gln—(
Arg) ;~NH, ;

[0587] D-Phe—c (Cys—His—D-(Et) Tyr-Arg-Trp— B —Ala-D-Cys)—( B —Ala) ,~Gly—(Arg) ;G
In—(Arg) ,~NH, ;

[0588] D-Phe—c (Cys—His—D-(Et) Tyr-Arg-Trp— B8 —-Ala-D-Cys)—( B —Ala) ,~ (Arg) ;~G1n—(
Arg) ,~NH, ;

[0589] D-Phe-c(Cys-His—D-(Et) Tyr-Arg-Trp- B —-Ala-D-Cys) -Doc-Tyr—Gly-(Arg) ,~G1
n-(Arg) ,~NH, ;

[0590] D-Phe-c(Cys—His—D-(Et) Tyr—-Arg-Trp— B —Ala-D-Cys) -Doc—(Arg) .~Gln—(Arg) ,—

NH, ;

[0591] D-Phe-c(Cys-His—D-(Et) Tyr-Arg-Trp— B —Ala-D-Cys) -Doc—-Gly—(Arg) ,~Gln—(A
I‘g) s~NH, 5

[0592] D-Phe-c (Cys—His—D-(Et) Tyr—-Arg-Trp— B —Ala-D-Cys) -Doc-(Arg) .~Gln—(Arg) ,~
NH, ;

[0593] D-Phe-c (Cys—-His-D-(Et) Tyr-Arg-Trp— B -Ala-D-Cys) - (Doc) ,~Tyr-Gly—(Arg) ,~
Gln-(Arg) ,~NH, ;

[0594] D-Phe-c (Cys—His—D-(Et) Tyr-Arg-Trp— B -Ala-D-Cys) - (Doc) ,~ (Arg) ,~Gln—(Arg
)s~NH, ;

[0595]  D-Phe-c (Cys—His—D-(Et) Tyr-Arg-Trp— B -Ala-D-Cys) - (Doc) ,~Gly—(Arg) ;~Gln—
(Arg) 5~ NH, 5
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[0596] D-Phe-c (Cys—His—D-(Et) Tyr-Arg-Trp— B -Ala-D-Cys) - (Doc) ,~ (Arg) ,~Gln—(Arg
) ~NH, ;

[0597] D-Phe—c(Cys—His—D-(Et) Tyr-hArg-Trp- B -Ala-D-Cys) -Thr— B -Ala-Tyr-Gly—(
Arg) ~G1ln-(Arg) ,—NH, ;

[0598]  D-Phe-c (Cys-His-D-(Et) Tyr—-hArg-Trp- B -Ala-D-Cys) ~Thr- B -Ala- (Arg) ,~G1
n—(Arg) ;~NH, ;

[0599] D-Phe-c(Cys-His—D-(Et) Tyr-hArg-Trp— B -Ala-D—Cys) -Thr—( B -Ala),~Tyr-G1
y—(Arg) .~Gln—(Arg) ,~NH, ;

[0600] D-Phe-c (Cys—His—D—-(Et) Tyr-hArg-Trp- B -Ala-D-Cys) -Thr-(B -Ala) ,— (Arg) ,~
Gln-(Arg) ,~NH, ;

[0601] D-Phe—c(Cys—His—D—-(Et) Tyr-hArg-Trp— B —Ala-D-Cys) -Thr—-Doc-Tyr-Gly—(Arg
) ~Gln—(Arg) ,—NH, ;

[0602] D-Phe-c(Cys-His—D-(Et) Tyr-hArg-Trp— B -Ala-D—Cys) -Thr-Doc-(Arg) ,~G1n—(
Arg) ,~NH, ;

[0603] D-Phe-c(Cys-His—D-(Et) Tyr—-hArg-Trp— B -Ala-D—Cys) —Thr—(Doc),~Tyr—-Gly—(
Arg) .—~G1ln-(Arg) ,~NH, ;

[0604] D-Phe—c(Cys—His—D—(Et) Tyr-hArg-Trp— B —Ala-D—-Cys) -Thr—B -Ala-Tyr—-Gly—(
Arg) ,~Gln—(Arg) ,~NH, ;

[0605] D-Phe-c(Cys-His—D-(Et) Tyr—-hArg-Trp— B -Ala-D—-Cys)-Thr- 8 —-Ala-(Arg) ,~G1
n—(Arg) ,~NH, ;

[0606] D-Phe-c(Cys-His—D-(Et) Tyr—-hArg-Trp— B -Ala-D—Cys)-Thr—-(B -Ala),~Tyr-Gl
y—(Arg) ,~Gln—(Arg) ,~NH, ;

[0607] D-Phe—c (Cys—His—D-(Et) Tyr-hArg-Trp— B -Ala-D-Cys) -Thr- (B -Ala) ,— (Arg) ,~
Gln—(Arg) ,~NH, ;

[0608] D-Phe—c(Cys—His—D—-(Et) Tyr-hArg-Trp—B —Ala-D-Cys) -Thr—-Doc-Tyr—Gly—(Arg
) —Gln—(Arg) ,~NH, ;

[0609] D-Phe-c(Cys-His—D-(Et) Tyr—-hArg-Trp— B -Ala-D—Cys)-Thr-Doc— (Arg) ,~G1n—(
Arg) ,~NH, ;

[0610] D-Phe-c(Cys-His—D-(Et) Tyr—-hArg-Trp— B -Ala-D—Cys) —Thr—(Doc),~Tyr—-Gly—(
Arg) .~G1ln—(Arg) ,~NH, ;

[0611] D-Phe-c (Cys—His—D-(Et) Tyr-hArg-Trp— B -Ala-D-Cys) -Thr—(Doc) ,~ (Arg) .~G1n
—(Arg) ,~NI, ;

[0612] D-Phe—c(Cys—His—D-(Et) Tyr-hArg-Bip— B -Ala-D—-Cys) -Thr— B -Ala-Tyr-Gly—(
Arg) .~Gln—(Arg) ,~NH, ;

[0613] D-Phe—c(Cys—His—D—(Et) Tyr-hArg-Bip— B —Ala-D—-Cys)-Thr—B -Ala-Tyr-Gly—(
Arg) ,—G1ln—(Arg) ,~NH, ;

[0614] D-Phe-c(Cys-His—D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys)-Thr-8 —-Ala-(Arg) ,~G1
n—(Arg) ,~NH, ;

[0615] D-Phe-c(Cys-His—D-(Et) Tyr-hArg-Bip— B -Ala-D—Cys) -Thr—-(B -Ala),~Tyr-Gl
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y—(Arg) ;~GIn-(Arg) ;~NH, ;

[0616] D-Phe-c (Cys—His—D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr—(B -Ala) ,— (Arg) ,~
Gln-(Arg) ,~NH, ;

[0617] D-Phe—c(Cys—His—D—-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr—-Doc-Tyr—Gly—(Arg
> 5_G1n_ (Arg) S_NH2 H

[0618] D-Phe—c(Cys—His—D—(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr—-Doc-Tyr—Gly—(Arg
) s~Gln—(Arg) ,~NH, ;

[0619] D-Phe-c(Cys-His-D-(Et) Tyr-hArg-Bip— B -Ala-D—Cys)-Thr-Doc— (Arg) ,~G1n—(
Arg) ,~NH, ;

[0620] D-Phe-c (Cys-His—D-(Et) Tyr—-hArg-Bip— B -Ala-D—Cys) —Thr—(Doc),~Tyr-Gly—(
Arg) .—G1ln—(Arg) ,~NH, ;

[0621] D-Phe-c (Cys—His—D—(Et) Tyr-hArg-Bip— B -Ala-D-Cys) -Thr—(Doc) ,~ (Arg) .~G1n
—(Arg) ;~NH, ;

[0622] Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Gly—Cys) - B -Ala-Tyr-Gly-(Arg) .~G
In-(Arg) ,~NH, ;

[0623] Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Gly—Cys) - B -Ala-(Arg) .~Gln—(Arg),

[0624] Nle—c(Cys—His-D-Phe-Arg-Trp-Apn—Cys)-B -Ala-Tyr-Gly—(Arg) .~Gln—(Arg) ,—

[0625] Nle—c(Cys—His-D-Phe-Arg-Trp—Apn—Cys)-B -Ala-(Arg) .—Gln—(Arg) ,~NH, ;
[0626] Nle—c(Cys—His-D-Phe-Arg—Trp-Apn—Cys)—(B -Ala),~Tyr-Gly—(Arg) .~Gln—(Arg

[0627] Nle—c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)—( B —Ala),~ (Arg) ,~Gln—(Arg) ,~NH, ;
[0628] Nle—c (Cys-His—-D-Phe-Arg-Trp—-Apn—Cys)-B -Ala-Tyr-Gly—(Arg) ,~Gln—(Arg) ,~

[0629] Nle-c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)-B -Ala-(Arg) .—Gln—(Arg) ,~NH, ;
[0630] Nle—c(Cys—His-D-Phe-Arg-Trp-Apn—Cys)—(B -Ala),~Tyr-Gly—(Arg) .~Gln—(Arg

[0631] Nle—c(Cys—His-D-Phe-Arg-Trp—Apn—Cys)—(B -Ala),- (Arg) .~Gln—(Arg) ,~NH, ;
[0632] Nle—c(Cys—His-D-Phe-Arg-Trp—Apn—Cys) -Doc-Tyr-Gly—(Arg) ;~Gln—(Arg) ,~N

[0633] Nle—c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)-Doc-(Arg) .~G1ln—(Arg) ,~NH, ;
[0634] Nle—c(Cys—His-D-Phe-Arg—Trp—-Apn—Cys)—(Doc) ,~Tyr-Gly-(Arg) ~Gln—(Arg) ,—

[0635] Nle—c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)—-(Doc),~ (Arg) ~Gln—(Arg) ,~NH, ;
[0636] Nle—c(Cys—His-D-Phe-Arg-Trp—Apn—Cys)-Doc-Tyr-Gly-(Arg) ~Gln—(Arg) ,~N

[0637] Nle-c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)-Doc-(Arg) .—Gln—(Arg) ,~NH, ;
[0638] Nle—c(Cys—His-D-Phe-Arg-Trp-Apn—Cys)—(Doc) ,~Tyr-Gly-(Arg) .~Gln-(Arg) ,~
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NI, 5
[0639] Nle-c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)-(Doc),~ (Arg) ~Gln—(Arg) ,~NH, ;
[0640] Ac-Nle—c (Cys—D-Leu-His—D-Phe-Arg-Trp—Cys)-B -Ala-Tyr-Gly-(Arg) .—Gln—(

Arg) ,~NH, ;

[0641] Ac-Nle-c(Cys—D-Leu-His-D-Phe-Arg-Trp-Cys)-B -Ala—(Arg) ;~Gln-(Arg) ,~N
H, ;

[0642] Ac—Nle—c(Cys—D-Leu-His-D-Phe-Arg-Trp—Cys)—(B -Ala),~Tyr-Gly-(Arg).~Gln
—(Arg) ,~NH, ;

[0643]  Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys)—(B -Ala),- (Arg) .~Gln-(Arg) ,—
NH, ;

[0644] Ac—Nle—c (Cys—D-Leu-His—D-Phe-Arg-Trp—Cys)-Doc-Tyr-Gly-(Arg) ,~Gln-(Arg
) ,~NH, ;

[0645] Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys)-Doc—(Arg) ;~Gln—(Arg) ,~NH, ;
[0646] Ac—Nle—c(Cys—D-Leu-His-D-Phe-Arg-Trp—Cys)—(Doc),~Tyr—-Gly-(Arg).~Gln—(A

rg) ~NH, ;

[0647] Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp-Cys)—(Doc),~(Arg) ,~Gln—(Arg),~N
H, ;

[0648] Ac-Nle—c (Cys—D-Leu-His—D-Phe-Arg-Trp—Cys)-B -Ala-Tyr-Gly-(Arg) .~G1ln—(
Arg) ,~NH, ;

[0649] Ac-Nle-c(Cys—D-Leu-His-D-Phe-Arg-Trp-Cys)-B -Ala—(Arg) ;~Gln-(Arg) ,~N
H, ;

[0650] Ac-Nle—c (Cys—D-Leu-His-D-Phe-Arg-Trp—Cys)—(B —-Ala) ,~Tyr-Gly—(Arg) ,~Gln
—(Arg) ,~NH, ;

[0651] Ac-Nle—c (Cys—-D-Leu-His-D-Phe-Arg-Trp—Cys) - (B -Ala) ,~ (Arg) ;~Gln—(Arg) ,~
NH, ;

[0652] Ac-Nle—c (Cys-D-Leu-His-D-Phe-Arg-Trp—Cys)-Doc-Tyr-Gly-(Arg) .~Gln-(Arg
) ~NH, ;

[0653] Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys)-Doc—(Arg) ;~Gln—(Arg) ,~NH, ;
[0654] Ac—Nle—c(Cys—D-Leu-His-D-Phe-Arg-Trp—Cys)—(Doc),~Tyr—-Gly-(Arg).~Gln—(A

rg) ,~NH; 5

[0655] Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp-Cys)-(Doc),~(Arg) ,~Gln—(Arg) ,~N
H, ;

[0656] Ac—Nle—c (Cys—D-Cha-His—D-Phe-Arg-Trp—Cys)-B -Ala-Tyr-Gly-(Arg) ,~Gln—(
Arg) ,—NH, ;

[0657] Ac-Nle-c (Cys—D-Cha-His-D-Phe-Arg-Trp-Cys)-B -Ala—(Arg) ,~GIln-(Arg) ,~N
H, ;

[0658] Ac—Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys)—(B -Ala),~Tyr-Gly-(Arg),~Gln
—(Arg) ;~NH, ;

[0659] Ac-Nle—c (Cys—D—Cha-His—-D-Phe-Arg-Trp—Cys) - (B -Ala) ,~ (Arg) ;~Gln—(Arg) ,—
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NH, ;

[0660] Ac-Nle—c (Cys-D-Cha-His—D-Phe-Arg-Trp—Cys)-Doc-Tyr-Gly-(Arg) ,~Gln-(Arg
)5~NH, ;

[0661]  Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys) -Doc—(Arg) ,~G1n—(Arg) ,~NH, ;
[0662] Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys)—(Doc),~Tyr-Gly-(Arg) ,~G1ln—(A

rg) 5~ NH, 5

[0663] Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp-Cys)—(Doc),~(Arg) ,~Gln—(Arg),~N
H, ;

[0664] Ac—Nle—c (Cys-D-Cha-His—D-Phe-Arg-Trp—Cys)-B -Ala-Tyr-Gly-(Arg) .~Gln—(
Arg) ,—NH, ;

[0665] Ac—-Nle—c (Cys—D-Cha—-His-D-Phe-Arg-Trp—-Cys)-B -Ala—(Arg) .~GIln-(Arg) ,~N
H, ;

[0666] Ac—Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys)—(B -Ala),~Tyr—-Gly-(Arg)~Gln
—(Arg) ,~NH, ;

[0667]  Ac-Nle—c (Cys—D—Cha—His—D-Phe-Arg-Trp—Cys)—(B -Ala),— (Arg) .~Gln—(Arg) ,~
NH, ;

[0668] Ac-Nle—c (Cys—D-Cha-His—D-Phe-Arg-Trp—Cys)-Doc-Tyr-Gly-(Arg) ,~Gln-(Arg
) ,~NH, ;

[0669] Ac-Nle—c (Cys-D-Cha-His-D-Phe-Arg-Trp—Cys)-Doc-(Arg) ;~Gln—(Arg) ,~NH, ;
[0670] Ac-Nle—c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys)—(Doc) ,~Tyr-Gly-(Arg) .~Gln—(A
rg) ,~NH, ;

[0671] Ac-Nle-c (Cys—D-Cha-His-D-Phe-Arg-Trp—Cys) - (Doc),~ (Arg) ,~Gln—(Arg) ,~N
H, ;

[0672] Nle—c (Cys-His-D-Phe-Arg-Trp-Gaba-Cys)—- B -Ala-Tyr-Gly-(Arg) .~Gln-(Arg),
NH, ;

[0673] Nle—c (Cys—His—D-Phe-Arg-Trp—Gaba—Cys) - B —Ala—(Arg) ;~Gln—(Arg) ,~NH, ;
[0674] Nle-c(Cys—His-D-Phe-Arg-Trp-Gaba—Cys)—(B —Ala) ,~Tyr-Gly—(Arg) .~Gln—(Ar
g) ;NH, ;

[0675] Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)— (B —Ala),~(Arg) ,~Gln—(Arg) ,~NH, ;
[0676] Nle-c(Cys—His-D-Phe-Arg-Trp-Gaba—Cys)—-B -Ala-Tyr-Gly—(Arg) ;~Gln-(Arg),
~NH, ;

[0677] Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) - B —Ala—(Arg) .~Gln—(Arg) ,~NI, ;
[0678] Nle—c(Cys—His-D-Phe-Arg-Trp-Gaba—Cys)—-(B -Ala),~Tyr-Gly—(Arg) .~Gln—(Ar
g) ,~NH, ;

[0679] Nle—c(Cys—His-D-Phe-Arg-Trp—Gaba—Cys)—(B —Ala),~(Arg) ,~Gln—(Arg) ,~NH, ;
[0680] Nle—c (Cys—His-D-Phe-Arg-Trp-Gaba—Cys) -Doc-Tyr-Gly—(Arg) ,~Gln-(Arg),~N
H, ;

[0681] Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-Doc—(Arg) ,~Gln—(Arg) ;—NH, ;

[0682] Nle—c(Cys—His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),~Tyr-Gly-(Arg) ,~Gln—(Arg),
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~NH, ;

[0683] Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) - (Doc),~(Arg) ,~Gln—(Arg) ,~NH, ;
[0684] Nle—c(Cys—His-D-Phe-Arg-Trp-Gaba—Cys) -Doc-Tyr-Gly—(Arg) ,~Gln-(Arg) ,~N
H, ;

[0685] Nle—c (Cys—His-D-Phe-Arg-Trp-Gaba—Cys)-Doc—(Arg) ,~Gln—(Arg) ,~NH, ;

[0686] Nle—c (Cys—-His-D-Phe-Arg-Trp—Gaba-Cys)—- (Doc),~Tyr-Gly—(Arg) .~Gln—(Arg),
-NH, ;8%

[0687] Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys) - (Doc),~(Arg) ,~Gln—(Arg) ,~NH, ; ;
[oess] =TI 5 1 Eh.

[0689] {155 PYAN St 7 e, A WAt 1l i FH BT A A E s =X (TV) 19 8 R i
R MNEY LT ZI 3 OKEY RIS MAETEZY, 5 HEA L TE (G V)
(R E 6T I FLBh P 32 1R e e i 1K 7 -

[0690]  Ac—c (Cys—Glu-His—A'-Arg—A-A’-Cys)—(Pro) ,~Lys—Asp—NH,

[0691]  (IV)

[0692]

[0693] A" j& X-Phe 8K 2-Nal [ D- A4, Hirp X % ;

[0694]  A® /& Bal.1-Nal.2-Nal, o{ Trp ;A

[0695] A® /& Aib.Ala. B—-Ala 8¢ Gly,

[o696] =TI 25 £

[0697]  JERIGYT I FL B4 32 1 Hh IR S 1 A i 8 = e A S FE LA E

[0698] Ac—c (Cys—Glu—His-D-4-Br-Phe-Arg-Trp—Gly-Cys)—(Pro),~Lys—Asp—NH, ;

[0699]  Ac—c (Cys—Glu—His-D-2-Nal-Arg-Trp—Ala—Cys)—(Pro),~Lys—Asp—NH, ;

[0700]  Ac—c (Cys—Glu-His-D-2-Nal-Arg-2-Nal-Ala—Cys)—(Pro),~Lys—Asp-NH, ;

[0701]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-1-Nal-Ala—Cys) - (Pro) ,~Lys—Asp—NH, ;

[0702]  Ac—c(Cys—Glu-His-D-2-Nal-Arg-Bal-Ala—Cys)—(Pro),~Lys—Asp—NH, ;

[0703]  Ac—c (Cys—Glu—His-D-2-Nal-Arg-2-Nal-B -Ala—Cys) - (Pro),~Lys—Asp—NH, ; 5
[0704] Ac—c(Cys—Glu-His-D-2-Nal-Arg—-2-Nal-Aib—Cys) - (Pro),~Lys—Asp—NH, ;

[0705]  slmI 24 HI %R

[0706] A& Eﬁl_fm1 Tt VG 7 A AR TR R R A S ) S AT 2 2R K-S
V) ESH S PR AR 256 T WL 2 TR L s e U5k, M (V) - (VD 5
(VIT) HZ W BERRES 73 e ik 8 J R 2 AR5 o

[0707] MRS AL T 5, AR Ut Tl i e T A sE U R s (G (V)
) 38 B2 BT 2= S AARTCAR, R 2 F 36 K-S W) SR SR/ BRI 256 T R FLah ) 2 iR
IR S 7% (20 B R & RS PCT/US08/06675, Ak LA BAK G| AMEA S ) -
[0708]
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R Re X
OJ\N 0 R3
MXLALAZARAL N

\

R2
V)

[0709]
[0710] X i%& [ -CH,~S-S—CH,—. —C(CH,),~S—S—CH,-. —CH,~S—-S—C (CH,) ,—+ —C (CH,) ,~S—-S—C
(CHy) ,—+ — (CH,) ,~S—S—CH,~ —CH,~S—S—(CH,) ,— - (CH,) ,~S-S—(CH,) ,~ —C(CH,) ,~S—S— (CH,) -
,— —(CH,) ,~S—-S—C (CH,) ,— —(CH,) ,—C (0) -NR*- (CH,) ,— 1 — (CH,) ,~NR*-C (0) - (CH,) ,— ;
[0711]  R' M1 R* &% @ MS7H 2y Hy (C-C) BERESi BUACHT (C,—Cyp) BEEE
[0712] R’ /& —OH B} —NH, ;
[0713]  R* M1 R® &% @ MS7Hh Hy (C-C) BERES BT (C,—Cyp) BEdE
Ré R?

[0714] X! ;‘%)\’/
|

O 5
[0715] A" J& His.2-Pal.3-Pal.4-Pal. (X', X*, X*, X%, X°) Phe. Taz.2-Thi.3-Thi B{H% ;
[0716]  A® /& D-Bal.D-1-Nal.D-2-Nal.D-Phe 8¢ D- (X", X*, X, X*, X°) Phe ;
[0717] A’ & Arg. hArg.Dab.Dap. Lys B¢ Orn ;
[0718] A* /2 Bal.1-Nal.2-Nal. (X', X%, X*, X*, X°) Phe B Trp ;
[0719]  R°FIR" &% [ LEAR R I T a7 ok He (C,—C,y) BEdE. (C,-C,) Zehmdit 3L (C,-Cy)
Bk BRI (C=Cyp) Bedk RIS (C,=Cy) AebtdEsial AR 55 (C-Cy) bidk, 454F
& R R L EBAE — I L
[0720]  R® /& H. (C,=C,o) KeZEskpi HUARIY (C,=C) HETE 5
[0721] v ERFRMEI R MR 1.2.3.4 805 ;90 H.
[0722]  t FEREFMGOL T ARSI 1 8) 2,
[0723] AL, I T3 AL 52 &3 1 g F % i A i @ X A 5 9 e X
k&4, o X ER -
[0724]
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[0725]

[0726]
[0727]
[0728]
[0729]
[0730]
[0731]
[0732]
[0733]
[0734]
[0735]
[0736]
[0737]
[0738]
[0739]
[0740]
[0741]
[0742]
[0743]
[0744]
[0745]
[0746]
[0747]
[0748]
[0749]

%M

O

HI 1677 T 5L 3 52 15 o I s S I T 2R '%/‘%E’Jﬁzj%ﬁpwffﬁﬁ n

c[ ZWEEIR (C(0)-(Cys—-D-Ala))-His-D-Phe-Arg-Trp—Cys]-NH, ;
cl ZWEEIR (C(0) - (hCys—D-Ala))-His-D-Phe-Arg-Trp—Cys]-NH, ;

c[ ZWEEIR (C(0)-(Cys—-D-Ala))-His-D-2-Nal-Arg-Trp—Cys]-NH, ;
c[ LR (C(0)-(hCys—D-Ala))-His-D-2-Nal-Arg-Trp—Cys]-NH, ;

cl ZWEEIR (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp—Lys]-NH, ;

cl ZWEEIR (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp—Orn]-NH, ;

c[ ZWEER (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dab]-NH, ;

cl WM (C(0)-(Asp-D-Ala))-His-D-Phe—Arg-Trp—Dap]-NH, ;

c[ ZWEER (C(0)-(Asp-His))-D-2-Nal-Arg-Trp-Lys]-NH, ;

c[ ZWEEIR (C(0)-(Asp-His))-D-Phe—-Arg—Trp-Lys]-NH,

c[ ZWEEIR (C(0)-(Asp—A3c)) -D-Phe-Arg-Trp—Lys]-NH, ;

c[ ZWEEIR (C(0)—(Asp—A5c)) -D-Phe—-Arg-Trp—Lys]-NH, ;

c[ ZWEEIR (C(0)—(Asp—A6c)) -D-Phe—-Arg-Trp—Lys]-NH, ;

c[ ZWEEIR (C(0)—-(Asp—-A3c))-D-2-Nal-Arg-Trp-Lys]—NH, ;

c[ ZWEEIR (C(0)-(Asp—A5c)) -D-2-Nal-Arg-Trp-Lys]—NH, ;

c[ ZWEEIR (C(0)—-(Asp—A6c)) -D-2-Nal-Arg—Trp-Lys]—NH, ;

c[ ZWEEIR (C(0)—-(Asp-Aic))-D-Phe-Arg-Trp—Lys]-NH, ;

c[ ZWEEIR (C(0)—-(Asp—Apc)) -D-Phe-Arg-Trp—Lys]-NH, ;

cl ZWEEIR (C(0)-(Asp-Aic))-D-2-Nal-Arg-Trp-Lys]—-NH, ;

c[ ZWEEIR (C(0)-(Asp—Apc))-D-2-Nal-Arg—Trp-Lys]—-NH, ;

c[ ZWEEIR —(C(0) - (Asp—-Aic))-D-2-Nal-Arg—Trp-Lys]—NH, ;

c[ ZWEEIR —(C(0) - (Asp—Apc) ) D-2-Nal-Arg—Trp-Lys]-NH,

cl ZWEEIR (C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp—Orn]-NH, ;

cl ZWEERR (C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dab]-NH, ;
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[0750]  c[ ZWEEHR (C(0)—(Glu-D-Ala))-His-D-Phe-Arg—Trp—Dap]-NH,. 5
[0751]  c[ ZWER (C(0)-(Glu-His))-D-Phe—Arg-Trp-Dap]-NH,.
[0752]  HRHE 2 /54N SEOti 7 8, AR IRt 1l i H v o7 A e A X (VID )RR B2 i
R EY, a2 2E KRG ERE A/ BT R 2503697 i FLsh W) 52 & b i g
SEERTE (SR E R SR G S PCT/US08/06675, AL UL HAA S | \ME NS ) -
[0753]

R? o

R3"“"//<
N N=X-(X?) -cyclo(AT-AZ-AS-A-AS-AS-AT)-R?

(VD)
[0754] Hirp

[0755] X' & /g/
|

[0756] X° 7%<—N>\”—
I
o O

[0757] A" & Asp. Cys. D—-Cys. Dab. Dap. Glu. Lys. Orn. Pen 8¢ D—Pen ;

[0758] A j& L- oK D- Z(FEHR ;

[0759] A’ 2 His.2-Pal.3-Pal.4-Pal. (X', X%, X*, X%, X°) Phe. Taz.2-Thi 8 3-Thi ;

[0760] A /& D-Bal.D-1-Nal.D-2-Nal.D-Phe 8¢ D-(X', X*, X*, X, X°) Phe ;

[0761]  A° & Arg. hArg. Dab. Dap Lys BX Orn ;

[0762] A° /2 Bal.1-Nal.2-Nal. (X', X%, X°, X*, X°) Phe BY Trp

[0763] A" /& Asp. Cys.D-Cys.Dab. Dap.Glu. Lys.Orn. Pen 8¢ D-Pen ;

[0764]  R' & H. (C,—C,o) FERESBEEUR (C,—Cpo) HESE 5

[0765]  R® Fl R® % H A7 HA H. (C,=Cy) KE3E. (C,—Cyo) Zebidk. 52k (C,—C5) Kk B AR

(1) (C,=Cyo) R BEUARIY (C=Cyp) A¥RrFEslipe AR 55 (C—Co) ik, 8k R FH R® Wl

HAE B ERES 77

[0766] R /2 CO,H BY C(0)NH, ;

[0767]  R® Fl R % H A7 RN H. (C,=Cyp) KE3E. (C,—Cyo) Febidk. 52k (C,—C5) Fidk AR

(1) (C,=Cyo) FEdEHEEARIY (C=Cyp) AR FEB AR 55 (C—Co) ik, 8 R Al R® mI

EAE I ERER 77

[0768]  R™Fll R® % F A7 HEA H. (C=Cy) KEZE. (C,—Cyo) Aebid. 52k (C,—C5) Fidk HEHUAR
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E/:J (C1_C10) %%\%&Eﬂ’fﬁﬁg (C1_C10) %%%ﬁ%ﬂzﬁﬂ4ﬁ%%% (Cl_c5) %ﬁl]% ;ﬁ%‘ R7 %u RS ﬂ%ﬁ‘j
HAE— IR

[0769]
[0770]
[0771]
[0772]

R9 ZEI"‘: H. (CI_CLO) ﬁ%ﬁ?ﬁ@fﬁﬁg (C1_C10) %ﬁl}% ’#EA

N AEER S AT 1.2.3.4.5.6 B 7 ;

s T2 2.

HFE i ILah P2 s 7 =l (VD BP0 2800 4L & ) 2 IXAE 1

ey, e -

[0773]
[0774]
[0775]
[0776]
[0777]
[0778]
[0779]
[0780]
[0781]
[0782]

A JE Cys s

A’ J& D-Ala. Asn. Asp. Gln. Glu 8¢ D-Phe ;

A’ R His

A* J& D-2-Nal 8% D-Phe ;

A° % Arg ;

A® J& Trp sl

A" J& Cys B{ Pen ;

RUVRAVR FIRY 25 B ARSI A H

R* /& C(O)NH, ;

R® I R® 4% EBHS7HE R Hy (C=Cyo) SR (C,—C,o) ZRbrdiE HHEUACHT (C,-C) fedkk

AR (C,=C,o) AbeEsi R AR W B &4 — T IR AL 7 <A

[0783]

R™ I R® & A7 A Hy (C,—Cy) %edE (C,—C,0) Zeidis B BRI (C,-C,) Frdibah,

%EzE;X/f—EB/:J (C1_C10> %1\*%%%;

[0784]
[0785]
fif

[0786]
[0787]
[0788]
[0789]
[0790]
[0791]
[0792]
[0793]
[0794]
[0795]
[0796]
[0797]
[0798]
[0799]
[0800]
[0801]

S .
6 7 i SLsh 52 ol o e 7 At inE X CGast (vD) it s

LR (C(0) - (Arg—Gly) ) —c (Cys—Glu-His—D-Phe-Arg-Trp—Cys) -NH, ;
L EENR (C(0)-(Nle—Gly) ) —c (Cys—Glu-His—D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Gly-Gly) ) —c (Cys—Glu-His—D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Nle—Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
IR (C(0)-(Gly-Gly) ) —c (Cys—D-Ala—His-D-Phe—-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Nle—Gly))—c (Cys—D-Ala—His-D-Phe—-Arg-Trp—Pen) -NH, ;
AR (C(0)-(Gly-Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Pen) -NH, ;
AR (C(0)-(Ala-Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(D-Ala—Gly))—c (Cys—D-Ala—His—D-Phe-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Aib-Gly))—c (Cys—D-Ala—His-D-Phe—-Arg-Trp—Cys) -NH, ;
AR (C(0)-(Val-Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
CEERR (C(0)-(11e-Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
CEERR (C(0) - (Leu—Gly) ) —c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, ;
SRR (C(0)-(Gly-Gly) ) —c (Cys—Glu-His-D-2-Nal-Arg-Trp—Cys) -NH, ;
N EERR (C(0)-(Nle—Gly) ) —c (Cys—Glu-His-D-2-Nal-Arg-Trp—Cys) -NH, ;
N EERR (C(0) - (D-Arg—Gly))—c (Cys—Glu—His-D-Phe—-Arg-Trp—Cys) -NH, ;

55



CON 102548399 A WO B 34/79 T

[0802] Z NEEHR (C(0)-(Arg-Gly))—c(Cys—Glu-His-D-Phe-Arg-Trp—Cys)-NH, ;
[0803]  Z NEEHR (C(0)-(D-Arg-Gly))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0804]  Z PNEEHR (C(0)-(Arg—Gly))—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;
[0805]  ZWNEEK (C(0)-(D-Arg—Gly))—c(Cys-D-Ala—His-D-2-Nal-Arg-Trp—Cys)-NH, ;
[0806]  Z WK (C(0)-(Arg—Gly))—c (Cys—D-Ala—His-D-2-Nal-Arg-Trp—Cys)-NH, ;
[0807] Z PNEENR (C(0)-(Nle-Gly))—c(Cys—Glu-His—D-Phe-Arg-Trp—Cys)-NH, ;
[0808] Z NEENR (C(0)-(Gly-Gly))—c(Cys—Glu-His—D-Phe-Arg-Trp—Cys)-NH, ;
[0809]  Z NEEHR (C(0)-(Nle-Gly))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0810] Z NEEHR (C(0)-(Gly-Gly))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0811]  ZEEHR (C(0)-(Nle-Gly))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Pen)-NH, ;
[0812]  ZEEHR (C(0)-(Gly-Gly))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Pen)-NH, ;
[0813] ZEEHR (C(0)-(Ala-Gly))—c(Cys—D-Ala—His-D-Phe—-Arg-Trp—Cys)-NH, ;
[0814]  Z EEAR (C(0)-(D-Ala-Gly))—c (Cys—D-Ala—His—D-Phe-Arg-Trp—Cys)-NH, ;
[0815]  Z NEEHR (C(0)-(Aib-Gly))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0816]  Z NEEHR (C(0)-(Val-Gly))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0817]  ZNEEHR (C(0)-(11e-Gly))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0818]  Z NEEAR (C(0)-(Leu-Gly))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0819]  Z NEEHR (C(0)-(D-Arg—Gly))—c (Cys—Glu—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0820] Z PNIEEHR (C(0)-(Arg-Gly))—c(Cys—Glu-His-D-Phe-Arg-Trp—Cys)-NH, ;
[0821]  ZNEEHR (C(0)-(Arg-Gly))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0822]  Z NEEHR (C(0)-(D-Arg-Gly))—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;
[0823] WK (C(0)-(Ala—Nle))—c (Cys—Glu-His—D-Phe-Arg-Trp—Cys)-NH, ;
[0824]  ZWNEEIK (C(0)-(Val-Nle))—c (Cys—Glu-His—D-Phe-Arg-Trp—Cys)-NH, ;
[0825] ZWELIR (C(0)-(Gly-Nle))—c (Cys—Glu-His—D-Phe-Arg-Trp-Cys) -NH, ;
[0826]  Z LR (C(0)-(A6c—Nle))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0827]  Z NEEHR (C(0)-(Gly-Nle))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0828] Z NEEHR (C(0)-(Ala—Nle))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0829]  Z NEEHR (C(0)-(D-Ala—Nle))—c(Cys—D-Ala—His—D-Phe-Arg-Trp—Cys)-NH, ;
[0830] Z LA (C(0)-(Val-Nle))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0831] ZEEHR (C(0)-(Leu-Nle))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0832] Z NEEHR (C(0)-(Cha—Nle))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0833] Z NEEHR (C(0)-(Aib-Nle))—c(Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0834] Z NEEAR (C(0)-(Gly-Arg))—c (Cys—Glu-His—D-Phe-Arg-Trp—Cys)-NH, ;
[0835] . PNEEHR (C(0)-(Gly-Arg))—c(Cys—Glu-His-D-2-Nal-Arg-Trp—Cys)—-NH, ;
[0836] Z PNEEHR (C(0)-(Gly—-Arg))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0837] Z NEEHR (C(0)-(Gly-Arg))—c(Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;
[0838] Z WNEEHR (C(0)-(Gly-D-Arg))—c (Cys—Glu—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0839]  Z WNEEHR (C(0)-(Gly-D-Arg))—c (Cys—Glu—His-D-Phe-Arg-Trp—Cys)-NH, ;
[0840]  Z PNEEHR (C(0)-(Gly-D-Arg))—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;
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[0841] &£ W WL Kk (C(0)-(Gly-D-Arg))—c (Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys) -NH, ;
54

[0842]  ZNIEHR (C(0)-(Nle-Ala))—c(Cys—Glu-His—D-Phe-Arg-Trp—Cys)-NH, ;

[0843]  BRILHIZiH] .

[0844]  FEEE-LANSEHETy Zerb, AR WA A T A0 i FH VA T A 80 1 PR B B3R A2 ARG AR
BRI FLBh Y2 A IR S U, BT IR RR R R AR LA B T RER IR AU,
SO EA T TR (VIT) 0 0 5 5 22 RO RE 25 IR B 0 o i 5 pCT/
US08/06675, AL AHEEAK S| NAE WS )

[0845]
R7 X Ré O
RZXOL x
N A-A-A-AL-AS—N
3 \
R N% 0 R5
0
R
(VID)

[os46]  Hir

[0847] X ¥ H -CH,~S-S—CH,—. —C(CH,),~S—-S—CH,~. —CH,~S—S—C (CH,) ,—. —C(CH,) ,~S—S—C
(CH,) ,— — (CH,) ,~S-S—CH,~. —CH,~S—S—(CH,) ,~ - (CH,) ,~S—-S—(CH,) ,—« —C(CH,) ,~S—S—(CH,) ,_
-, —(CH,) ,~S-S-C (CH,) ,— — (CH,) ,~C (0) -NR®*- (CH,) ,— I — (CH,) ,~NR*~C (0) = (CH,) ,— ;

[0848] Rl R* % HASZHIN Hy (C—Cyp) KBS IR (C,—Cyo) FEHE 5

[0849]  R® I R® 4 HAMAT LA H. (C,=Cyp) Fidiks (C,—Cyo) Z4BEdE 5 I (C,-Cy) HEdk AR
[¥) (C,=Cyo) Bk HEEUARIK (C,=Cyo) AR FESip IR 55 (C=Co) ik, 8 R Fl R® Wl
ﬁ@ﬁﬁﬁﬁﬁi% 3

[0850] R /2 OH BY NH, ;

[0851]  R°e Fil R" £ B AN Hy (C,—C,p) KEFEBBEEUARIY (C,-C) KESE 5

[0852] A" j& L- 8k D- ZFEMmakH Ak ;

[0853] A® f2 His.2-Pal.3-Pal.4-Pal. (X', X%, X°, X*, X°) Phe. Taz.2-Thi B 3-Thi ;

[0854]  A® /& D-Bal.D-1-Nal.D-2-Nal.D-Phe 8¢ D-(X', X*, X°, X, X°) Phe ;

[0855] A* /2 Arg.hArg.Dab.Dap, Lys B¢ Orn, ;

[0856] A J& Bal.l1-Nal.2-Nal. (X', X*, X°, X*, X°) Phe & Trp, ;

[0857] v FEAFRMEI R HE 1.2.3.4 805 ;90 H.

[0858]  t FEBRAMGHL T ARSI M 1 8% 2 ;

[ogse] WA ZGHI £k,

[0860]  /EH Ty W FLANY 2R3 T i = 0@ =8 (VID) b &R RE i, A
f&= Ala.D-Ala. Asn. Asp. Gln. Glu 8% Gly ;s L m] 25 H 2k,

[og61]  FH TR FLah W 32 il & B R v s =X (VID) R & ads bl s
)
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[0862] c[ ZWEEHR (C(0)-(Nle—Cys))-D-Ala-His-D-Phe-Arg-Trp—Cys]-NH, ;

[0863] c[ ZWEEIR (C(0)-(Ala—Cys))-D-Ala—His-D-Phe—-Arg-Trp—Cys]-NH, ;

[0864] c[ ZWEEHR (C(0)-(D-Ala—Cys))-D-Ala-His-D-Phe—Arg-Trp—Cys]-NH, ;

[0865] c[ ZWEEIR (C(0)-(Aib—Cys))-D-Ala-His-D-Phe—-Arg-Trp—Cys]-NH, ;

[0866] c[ ZWHEENK (C(0)-(Val—-Cys))-D-Ala-His-D-Phe-Arg-Trp—Cys]-NH, ;

[0867] c[ ZWEEMR (C(0)-(Abu—Cys))-D-Ala-His-D-Phe-Arg-Trp—Cys]-NH, ;

[0868] c[ ZWEEMR (C(0)-(Leu—Cys))-D-Ala-His-D-Phe-Arg-Trp—Cys]-NH, ;

[0869] c[ ZWEElR (C(0)-(Ile—Cys))-D-Ala—His-D-Phe—-Arg-Trp—Cys]-NH, ;

[0870] c[ ZWEElR (C(0)-(Cha—Cys))-D-Ala—His-D-Phe—-Arg-Trp—Cys]-NH, ;

[0871]1 c[ ZWEEIR (C(0)-(A6c—Cys))-D-Ala—His-D-Phe—-Arg-Trp—Cys]-NH, ;

[0872] c[ ZWEEHR (C(0)—(Phe—Cys))-D-Ala-His—D-Phe—-Arg-Trp—Cys]-NH, ;

[0873] c[ ZWEEHR (C(0)-(Gly—Cys))-D-Ala—His—D-Phe—-Arg-Trp—Cys]-NH, ;

[0874] c[ ZWELIK (C(0)-(Gly—Cys))-Glu—His-D-Phe-Arg—Trp—Cys]-NH, ;5

[0875] c[ ZWELIK (C(0)-(Gly—Cys))-Glu—His—D-Phe-Arg-Trp—Cys]-NH, ;

[og76]  BRHTATZ A&,

[0877]  FEEE )\ANSEHE 77 &, ARk W Aod ok il Gy A E s (Vi) 2
J R AR ARG T L) 32 R F I v 1 U7 (204 B & HE 5 PCT/
US08/07411, %LUE%%%I)\(’E%@%)

[0878]  (R°R%) -A"-A'-c (A*-A>-A"-A"-A°-A"-A®-A") -A"°-R

[0879]  (VIII)

[ogso]  Hirb :

[0881]  A° J& W5 IR IEIR ;

[0882]  A' /% Acc. HN-(CH,),—C(0) . L- 5k D- &M% ;

[0883]  A® /2 Asp. Cys.D—Cys.hCys.D-hCys.Glu.Pen B{ D-Pen ;

[0884] A’ & Aib.Ala. B —Ala. Gaba. Gly 8¢ D— G LM% 5

[0885] A /2 His.2-Pal.3-Pal.4-Pal. (X', X%, X*, X%, X°) Phe. Taz.2-Thi B 3-Thi ;

[0886]  A° /& D-Bal.D-1-Nal.D-2-Nal.D-Phe.L-Phe.D-(X', X%, X*, X%, X*) Phe .L-Phe .D-Trp
& D-(Et) Tyr ;

[0887]  A° /& Arg.hArg.Dab.Dap. Lys. Orn B¢ HN-CH ((CH,) . -N(R'R?) ) -C(0) ;

[0888] A J& Bal.D-Bal.Bip.D-Bip.1-Nal,D-1-Nal.2-Nal.D-2-Nal 8% D-Trp ;

[0889]  A® /% Acc. Aha.Ahx.Ala.D-Ala. B -Ala.Apn. Gaba. Gly. HN-(CH,) .—C(0) E{HR2K ;
[0890] A’ /& Cys.D-Cys.hCys.D-hCys. Dab. Dap. Lys. Orn. Pen 8{ D-Pen ;

[0891] A" & Acc.HN-(CH,) ,—C(0) . L- B} D— Za LB B 2% ;

[0892]  R' 2 OH ¢ NH, ;

[0893]  R® Il R’ %% HAEREAMG O T AT HEE B Hy (C,=Cy) HEFE (C,=Cyp) Z¥KtIE. (C—Cyp)
WAL (C,=Cyo) M (C,Cyp) IR TTHE (C—Cy) Hidk J78E (C—Cyp) BREE B (C—Cyp)
B BRI (C,=Cyp) ARBETE AR (C,—Cop) BEFE AR (CoCop) Mk AR HUAR Y
(C,=Cy) BREE HEURHIITEE (C,=Cyp) Bk M HURII D7 2 (C—Cyp) BREE

[0894] Rl R® %% H ERFRP I F MR Hy (C=Cy) Kedk. (C=Cyy) ZeBidE (C,—Cy) B
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HEy (CCy) MZE (C-Cyp) HRIE FHE (C-Cy) Fidk 5L (C,—Cy) Wik AT (C,—Cyp)
BEE AR (C=Cy) Z8Ke e U (C—Cye) BEZE \HEEUAHY (C—Cuo) M AT
(C,=Cp) BREE HEURHIITHE (C,=Cyp) BEFE BRI 7 EE (C,—Cyp) BEEE. (C,—Cy) HEEMARRE
%, B —~C(NH) -NH, ;

[0895]  m FERFFME L F ARSI 1.2.3.4.5.6 B 7 ;
[0896]  n fERFAFGHL NS 1.2.3.4 8L 5 ;

[0897] s fEARERMIEIL ISR 1.2.3.4.5.6 3K 7 ;
[0898]  t fERFFMENL F ST 1.2.3.4.5.6 B 7 ;

[0899] X'\ X2\ X\ X" I X° 2% HAERERFE UL N A7 HZ HOFL CLLBry 1. (Cp o) B HEEUAR
(1) (Cpoy0) FedE~ (Coye) MBI (Coyo) M (Cyy) BRI HEHUARHT (Cyopo) RIE T
JE AR Y 25 5L | OHL NH,« NO,, B ON ;

[0900]  Zkffi

[0901] (1) 4 R* /& (C,~C,) WESL. F53E (C,—Cy) WEIEBEHUAC I (C,—Cy) I B HLAL 1
F7HE (CCy) BEFE. (C,—Cy) KEFEMHRMEFL . B —C (NH) -NH, B, A4 R® J& H 8t (C,—Cyo) KEdk.
(C,=Cy) AWEHE (C=Cyp) JMZE (C=Cy) FIETTEE (C,—Cp) ST BEHUARHT (C—Cy) FEZES
AR (C,=C) 2Btk AR (C=Cuo) ik AT (C,—Cyp) BRI, Bl HUAR I 0 2k
(C,=Cyp) BT ;

[0902]  (IT) R4 (CCy) BEIE. TS (C,=Cyp) BEIEHEEUARI (C,=Cyp) BEIE . BB HUAR
(K53 (C,=Cy) BEIERT, R A2 Hy (C=Cy) HEFE (C,=Cap) A4KEIE (C,Cap) M (C,=Cyp) B
Fa 55 (C=Cyp) BEE HHUR (C—Cyp) FEdEBEEUARET (C=Cyp) Z4Je 5 B EART (C,=Cyp)
I AR (C,=Cap) BRIk BB BRI 7 25 (C—Cy) F2E 5

[0903]  (ITI) 34 A® J& Cys.D—Cys.hCys.D-hCys.Pen 8{ D-Pen i}, A’ /& Cys.D—-Cys.hCys.
D-hCys. Pen 8% D—Pen ;

[0904]  (TV) 24 A® 2 Asp BK Glu I, A? J& Dab. Dap. Orn B% Lys ;

[0905] (V) 24 A® & Ala 8% Gly I, A" A2 Nle ;8%

[o9o6]  Fw] 2k,

[0907] AT AT IR FL a2 i3 G S 8 i w28 X i 4l 4k &4 2 Hop

[0908] A° /2 1-Nal.2-Nal.His.,Pff.Phe. Trp 8¢ Tyr ;

[0909] A" & Arg;

[0910] A® & Cys ;

[0911] A’ & D-Ala;

[0912] A* & His;

[0913]  A° & D-Phe-;

[0914] A° & Arg;

[0915] A" & Trp—;

[0916]  A® 2K ;

[09171  A° & Cys;3F H

[0918] A" Rk ;

[o919] BRI AIZ5H]Eh.
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[0920] Wil AL S IDLEA G P2 H T WS 52 IR S 1 LA 38 X
A -

[0921]  Ac-Tyr-Arg—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;

[0922]  Ac—2-Nal-Arg—c (Cys-D-Ala—His-D-Phe-Arg-Trp-Cys)—NH, ;

[0923]  Ac-1-Nal-Arg—c (Cys—-D-Ala—His—DPhe-Arg-Trp-Cys)-NH, ;

[0924]  Ac-Phe-Arg—c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;

[0925]  Ac-Trp-Arg—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;

[0926] Ac-Pff-Arg—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;

[0927]  H-His—Arg—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ; Bk

[0928] Ac-His-Arg—c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;

[0920] = ILT] 25 1 £

[0930] {55 — Pk SEii 77 S, Il 5 22 BT IR 2 i A IRl S i H TR I SLah )
ZARE TP s i an FoE RgiEs (DL dD . T1D . av) . (O (VI (VIT) 8 (VIII)
R4S P s ] 25 B 3 55 0] 24 FH 3t sl Ra B 541

[0031]  {EARIESEHE T 2, AN R WMt T 46 75 B3R T 1 21 th iy IR 5+ 4 77 1%
SLAUFE S it FH A A5 1 R R R 32 A 4 o), LG /7 S B i g 5 S il

[0932] 5T, bk e @ (1) L (11)  (IT1) « (V) (V) (VI) « (VIT) B (VITD) [
AT — RS W) sl 2 Ml S ) 8 R 32 52 1 4 Bah sn) sl n] 24 Y #h ] H T 40 s Z
ZARAE TR MR

[0033]  7E— ML T 1, T 55 B B2 thig 7 IR % B R R R 248 4 i)
)& Ac-Arg—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys) -NH, 8¢ ] 25 1 25,

[0934]  FE—AMILIE 51D, HT4E f5 B ) 528 R 7 U0 e 10 PR B IR 2 A4 4 )
52 L W (C(0)-(Arg—Gly)) —c (Cys—Glu—-His—D-Phe—-Arg-Trp—Cys) -NH, 5 H: 7] 24
+h

lo0ss] 34 FH TS e A 2 1 S 25 B 7 LR A TF I A A Ak 1
He -

f0036] 32 [H LI 5 7, 517, 854 ( LA LR MBI AME 5%, Toth 3P ATFIOIL 44

HEVSRHAE)
[0037]  SCHEA|T 7,501, 525 ( JhAL I HEAR S| ANATE N 5%, U Hh A I &4
HEVSHAE)
[0938]  SCIH & AT 7,495, 009 ( fhAk I HEAR S| AATE N 5%, U b AT &4
HEVSHAE)
[0930]  SCH EA| T 7,473, 760 ( fhAL I ARSI ANATE N 525, U b AL &40
HEVSHAE)
[0940]  SEH LA T 7,456, 184 ( fhAL IHLHEAR G| ANATE N S5, U P AT &4
HEVSHAE)
[0941]  SEHEH|T 7,419, 990 ( fhAb ISLHEAR G| ANATE N S5, UL P AT &4
HEVSHAE)

[0942]  SCEHEH|T 7,417, 027 ( fhAb ISLHEAR G| ANATE N S5, UL P A TR &4
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HEVSHAE)
[0043]  SEH LR T 7,414, 057 ( JhAL ISLHEAR G| ANATE N S5, UL I AT &4
HEVSHAE)
[0944]  SCHEH| 5 7, 368, 453 ( fhAL ISLHEAR G| AATE N S5, UL I h A TR &4
HEVSHAE)

[0945]  SCIH EA) T 7, 354, 923 ( JbAL IHAEAR S I NATE N 2%, U H P AT &4
HEVRHAE)
[0946]  SCIE LA 7, 345, 144 (LA IHHEAR S I ANATE 0 2%, TCH R H AP 2T &4

HEVSRHAE)
[0047] G EA|T 7, 342, 089 ( HhAL I HEAR S| ANATE N 5%, U H P AT &4
HEVSRHAE)
[0948]  SCH LA 7,329, 673 (JLAL I HEAR S| ANATE N 5%, U P AT &4
HEVSHAE)
[0940]  SCH LA 7,326, 707 ( b4 I HEAR G| ANAT N 5%, U b AT &40
HEVSHAE)
[0950]  SCH EA|T 7, 314, 879 (JhAL I ARSI AATE N S5, U b AL &4
HEVSHAE)
[0951]  SEHEH|T 7,307, 063 ( fhAb I ARSI ANATE N S5, U b AT I &4
HEVSHAE)
[0952]  SEHEH|T 7,291, 619 ( hAL ISLHEAR G| AN S5, UL P AT &4
HEVSHAE)
[0053]  SEHEH| T 7,276, 520 ( fhAb IILHEAR G| ANATE N S5, UL P A TR &4
HEVSHAE)

[0954] L[ L H]*5 7, 189, 755 ( At IILHEAR G| ANAE K525, JLHZ P AT R &Y
HEWRHAE) ;
[0955]  SEE LA)'5 7, 189, 727 ( AL AL BEAR G| ANAE Ky 5%, JLH 2 H AP AT &4

HEVSRHAE)
[0956]  SCIH LA 7, 186, 715 ( hAL I ARSI ANATE N 5%, U KB AL &4
HEVSHAE)
[0957]  SCH EA|T 7,169, 777 (hAL I HEAR S| ANATE N 5%, U P AL &4
HEVSHAE)
[0958]  SCH EA] T 7, 160, 886 ( fhAb I ARSI ANAT N 525, U b A I &4
HEVSHAE) ;
[0959]  SCH LA 7, 157, 463 ( JhAL I ARSI NATE N 525, U b AT &4
HEVSHAE)
[o960]  SEH EA|T 7, 115, 607 ( fhAb I HEAR G| ANATE N S5, U P AT &4
HEVSHAE)

[o961]  SEHEH|T 7,049, 308 ( fhAb ISLHEAR G| ANATE N S5, UL P A IR &4
HEVSHAE)
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[0962]  SCHEH|T 7,034, 033 ( LA IS HEAR G| ANATE N S5, UL P AT &4

HEVSHAE)
[0963]  SCH LR T 6,977, 264 ( fhAL ISLHEAR G| ANATE N S5, UL P AT &4
HEVSHAE)
[o964]  SCH LA 5 6,960, 582 (ILAL IFLHEAASI AN S5, LIRS AT L &4
AEWEHAE)
[0965]  SCIH LA 6, 794, 489 ( ILAL IHLHEAR S| AATE N 5%, U R Kb AT &4
HEVRHAE)
[o966]  SCIH LA 6, 699, 873 (LA I ARSI AT N 5%, TCH R H AP 2T &4
HEVSRHAE)
[0967]  SCH LA T 6,579, 968 ( HLAL I HEAR G| AT N 5%, U H b A I &4
HEVSHAE)

[oo68]  SCIH LA 5, 731, 408 ( fhAb I HEAR G| AAT N 5%, U b AT &4
HEVSHAE)

[0969] 3G [ LR HHF A4S 20090069224 ( LAk LUK G| AN S5, JUHGR b 2
Tt &I HEDBHHAE)
[0970] S HH LR Bl A4S 20080234289 ( S Ak LUK G| A8 S5, TR H P 2

Tt & HEDEIHHAE)
[0971]  SCHE LR HHf A 455 20080070921 ( B Ak ASLHEAR G| AE N S5, TR A A
L ED A EMBIAE)

v

[0972]  SEE LR HIHE AT 20070155670 ( Hhab L EAK G| ANME S, IuH 2 H 4y
L&Y HEDSRHAE)
[0973]  E[E L H HiE A4S 20060287332 ( Ak LLH B AR G| ANME K 2%, HHZH A

TG AL AL A5 )
[0974] 32 LA HIE A4S 20060287331 ( SbAb DLELIEAKS | NAE 22, JeH & H A A
T &0 AL E e LA 5 )
[0975] 32 LA I A5 20060287330 ( SbAb DL ELIEAKS | NAE 225, JoH 2 H A A
FL &Y A A A5 )
[o976] 32 LA HE A A5 20060281784 ( ShAb LIRS | NAE K 225, JeH 2 H A A
FL &) A E e A5 )
[0977]  SE[E LA HE A A5 20060173036 ( S Ak LIRS | NAE K 225, JeH 2 H A A
TS AW EAE)
[0978] 2 LA HIE AAG 5 20060111281 ( ShAb DL EIEAKS | NAE K 225, JeH 2 H A A
T &Y A5 )
[0979] 2 LA HIE A5 20060014676 ( S AL LIRS | NAE N 225, JeH 2 H A A
T &Y A EMa LA )
[0980] & [ LA HHiE A A5 20060014194 ( Ak LA B AK S| AAE A 2%, TG H R H AP A
TS A EY RIS )
[0981]  ZE[H L HiE AT 20050176728 ( Mk LLH B AKX G| AE K S 2%, TLHZH A4

62



CON 102548399 A WO B 41/79 7T

&0 SN S )

[0982] & LA i A A5 20050164914 ( AL LIRS | NAE N 2%, JoH 2 H A A
FHEY AL E) ;

[0983]  ZE[H LH| HIiE A4S 20050124636 ( AL LA HHE AR G A h 22, G H = Hp
A AL E)

[0984] [ LA HIE AT 20050038230 ( Sb Ak DLELIEAKS | NAE K 22, JoH 2 A A
TG AEYREAE) ;

[0985] £ [ LA i A A5 20050037951 ( Ak LLEBEAK S | NAE K 2%, Ju H & H A A
TG AW HAE) ;

[0986] 3£ [H L) HIiE A AT 20040106682 ( Ak UL H A S| NAEh 2%, T HZH AP 2
TG AW HAE) ;

[0987]  ZE[H LA HIE AAG T 20040224957 ( HAL LI EAR G| NAEN S5, U2 H A2
&0 A5 ILAE )

[o988] & [H LA HIIE AAG YT 20040167201 ( AL DLILEAR G| NAEN S5, U ZH A 2
&9 AR ILAE )

[0989]  ZE[H LA HIIE AAG T 20040157264 ( AL DLILEAA G| NAEN 255, U Z2H AP 2
A AEYSIAE) ;

[0990] & [H L] HIiE A AT S 20040152134 ( HAb UL HBAK G| NAE A 2%, TEHZRH AP A
L& A EWSRIELAE )

[0991]  SE[H L H) HIiE AT S 20040024211 ( JAb UL H B A G| AAE N 2%, TG HZH
FHEY AL E) ;

[0992] 2 [H L) HIIE A AT S 20020143141 ( HAb UL H ARG | NAE K 22, JuHZ H AP 2
LAY AW HLAE) .

[0993]  {EAS & B LA 77 1D, Jt A AR B FH 3697 106 7 B4R & sl 3 L A i 4
EWSEAE DT 25 R R B VRN — IR VB HPUIREH SR VB HR IR —
REPRR— IR PRI — IR S — IR H — I B H — IR K

[0994]  FHEVAYT LG 58 2l 2 IR G SR B AR E R SR 1. IEEE B
B IR R BRI A2 R A RE R 1T R IR o A3 A7 LI S 3 A &
AL G B B LA A A W B AW ] 25 R R i o0 Tt o 40 it FH ¢ S 46,
FE OV BN VIR JULPY B L L 48 S R B N TR R

[0995]  PHKEIfijik

[0996] & 1| ZEARE: Zucker KA T (sc) #vEL G A 53 RE R N5 = AH ¢
ER R B8 2O T A ER N SEAAL I (o) WER + FHEMRER (3
BUREARA R T3P R )

[0997] & 2 7EAEME Zucker KA @ 2 ML &) A T BV RIFIEACH T
B 2 2P P RER N S AL (o) MER + PYENFHER (RIS
AR R EIbRHER ) o

[0998] P& 3 7 NEEALEY A 15T H I = EE SR EAH O T . 20 R A i =
lE7KF (mg/dL) + ~FIME PR HER

L\\

\

\

L\\
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[0999] &1 4 Kz N ELL G A 75 NEE B 50 FE A DI T B o O S I A I3 HE ] K
o (g/dL) &+ ~FIE PR R .

[1000] &5 fz Mo EAEY A E00EE TR DT R I T B £ 530 1T i B R D B K
*F (mmole/L) &+ ~FIYEIFRHELR o

[1001]  KHIPEIR

[1002] 1A CHRIE T, AR WA ZE I N, JE A2 B S
R, MR R D AEZH 2 (W Kouris—Blazos, % A, Asia Pac. J. Clin. Nutr. , 2007, 16 :
329-338 il ) , A S AL T B I, I 2 il oF 342 AJBRE . filivh 2200 775 5 LR
(%)) L™ B 2, - EAAERR I, 68 ) L3 R B PO R3S I 130 5 (Kosti, %A, 2006,
Cent. Eur. J. Public Health,14 :151-159) , Metropolitan Life Insurance Co., (1959,
40 ;1) $24E[ Statistical Bulletin & SCHIAEERE ZIXFE FPR O, HoA B EH A=Y
20-25% o BE, MR —N ANEA & T IEHIAE 25% 8 T IR KA E 30 % Mk E e s, BA
TSR 1, AN IZ R IERE ( 2% Bray, 28 A, Diabetes/Metabolism Review, 1988,4 :
653-679 8¢ Flynn, Z£ A, Proc. Nutritional Society,1991,50 :413) . JERER— F=F R A
EMEEEARES Riccardi,Z A, Clin. Nutr. , 2004, 23 :447-456) ,

[1003] B JK i A 37 5 V1 22 b0 S AUIC JRE 5 90 12 P S s e e i o B A o, AR SE B A
2080 J3 N B BE IR, 3T H 1L 600 J7 8 285N ol it K15 212 W (Cornell, Manag. Care
Pharm. , 2007, 13 :S11-5) o 2 ZUHE /R (HLALBARA TT BUBR IR ) A2 M, HoRe ik AE T
Ry B Pt o i 2 2 W S AN i IR o DA 2 B PR s e 1 SB[ N KA 1L TILC N, &
T VT2 AU UK MUE IF AONE, B30T R MIET % (Mudaliar, Indian J. Med. Res. ,
2007, 125 :275-296) » Mudaliar &% H, VB R 3RAG P 1 MLBE 24, (8 26 8 I 32 78 VF 2 2R
AR EL B R A

[1004] IG5 J2 2 BE R F N8 R g T AR IR 0 AR R IR O o AR AS FH ) B LT 1D 1)
A CRI, Hh =88 (16)) fitifr, HAEMRMH AL TR, S8 BERENRER . &%, &1
TGs 7540 M 1) K5 W rp AR &R, X PR AR A IR 7 e (FLD) B8R D5 22 Pk 7E FLD f 5.
B B, 259 (BB B R FEr i an e (K3 ) o i 2e, KZ 4L FLD Wil 5 B2V FE
AR, AHIGILA 2= I FLD 215 505 WL CAEPPRE PR 5 107 W 5 NAFLD) o FLD H AR 3 By 4>
B2 (1940 ALFD (YRS 4 FLD) 1 NAFLD, 18 % 5 B AR PEZ W& AH 0% ( S0 Reddy, A,
Am. J. Physiol. Gastrointest. Liver Physiol. , 2006, 290 :G852-G858)

[1005] At vt 35 B 20-35 % [ — M N HE A 28 A JH T I 22 14, I HLZT 10 %% F)3X 24555 151
SR ERNAFLD . AH &, TERERERE AR, PRl v 75 % S B IR MR » 29 35 % B BE £ (IR B
e R B RSE A 1) NAFLD . NAFLD (% J0Ath Js IR B0 48 i 5 A0E 5% B o AR 5 T 10 R A G 15 AH
IR FELEIHIIE o NAFLD 38 MH A 88— g 07 AR 22 1 LS B af Ak JF e e (MR I 22 1)
FSCAETRG TR DT PR 2 (NASH) , RRWTAIR IR, 5 4T 428 M 3 A R T A0, 3 UM 4L .
[1006]  NAFLD 8k AFLD [y dAth 3 ACRE AL FE(HAN PR T, 40 AL T RAE /N 98 0E L IR 201
ARERREAR M 40 B A B T A0 ML A5 4R T8 A R AR i Mg . A b, I = RE
AR S PRI RE AR (490 40 PR A4 JHF A A 5t B 1R I 07 R A4k ) (B BB T ik A JHF Mg 77 A2 e
TR 4n] SEUF AL e,

[1007]  TA K HE B2 Jot 2= A e s A A A R B RS e i S B RAE . N POMC |44 D158 i) 28
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B2 Jo 2% S 45 B AL AR R PR B R R ARG 1 R R AR AR AT o R B SRR AE I P Y 2
AR R gD B, SR AR O 22 s O B ) sl B DR B AN AR I, 8% 1) i 2 mp e A R
TR BB 0 A PO 5 i A A BRI B AE T (21 Schwartz, 55 A, Nature, 2000, 404 -
661-671 ;Seeley, Z& A, Ann. Rev. Nutr. , 2004, 24 :133-149 ;Cone, % A, Recent Prog.
Horm. Res. , 1996,51 :287-317 ;Hei jbor, 2% A\, Diabetologia, 2005,48 :1621-1626 ;0bici,
% N, J.Clin. Inv.,2001, 108 :1079-1085) » Banno, %% A, (FEBS letters,2007,581 :
1131-1136) UEBH T 28 KM% P [n] DIO K BT 56 R8BS0 2= iash Rl /s 1 IR 0 2237 T 0 4
MR /NIRRT o, OF BRI T I =R 5 &

[1008] 5 fE 3 K& 7 BRI E 52 12, K PN e FH 2 ) S8 23 IO P RO AS KA BE
Tiid e DRI ARSIt o 55 2 5 5 T A1 J it FH ) 8 R 5t B sl s AS B30, LASE i fik i R
TEH IS HON Re A, Qo 1 I8 i L2 0 4 MR ik H v =B 7K P %5

[1000]  fwA4iEA4HS

[1010] Bt AL T, “RERESZIXF” sl FLA IR AR A6 T HA B TR 52 1 10 R =
2 20 % B (KR, AT BB TN A) A b S2 R (R AR B b A s iR AR S AR DA
WA/ EOPR A B A SZ 303 - B AR A 7 18 AR

[1011] Bk AL T, “HE B 5217 sl FLA R AR AE T BB TR 32 10 0 R =
29 5% 224 20 % KR E . P LB mTIN TR] RS2 A s U A 2 1 A S A AL
TERAT /IR A B A 52 353 P B A 72 1 AR

[1012] Bt AL, “IE R 321X F” SO LA IR AR AE T HA R TR 32 10 10 R
IR 5% AR T IEHAREL 5% R, Al BB 2 A 18] mi b 52138 AR Bl b 4
SR R AR RS/ BRI HoAth 32 1K 5P SR 7 1 R

[1013]  4ndbAbpT H, “Omi 527 Bl S W R AEAE T RA AR T 52143 I H K
295% 4 30 % S 4 50 % A . Wl F B mT I TA) 5B 52 3 I A4 B Bl B A 2 1K A
G AAERR AT/ BORA R HAth 32 12 (P B (R 8 1E R A

[1014] Gtk A i, ARTE “¥a97 7 QAR 1A bR A @A PR VR T

[1015] Qb Ak fT FH, RTINS 7R A2 4 2 R0 2 AT B 53 1) 0 HL 5 I 58 i RE e 72 e 1
H AN

[1016]  4nibAbfT A, “ Mg ” FaiX A A R ol P I A v, iR EE Al &
PR AEA R . B A IR B R MR S S SR R B KR R SR E (LDL) JH[H
B AH il =Bk B2 T, OF BAEBE I s FE IR 82 (HDL) JIH ] Wi FE PRI

[1017] G AL fT F S “HR0s FHE  s50 “ JEJTR J05 22 PR 7 i A AR, JE P IR AR 22 T EE I
Y0 i o L KT e Bt = o il = A P 40 N PR RV A AR
o HIFAR S B EE T 5010 % N4k i2 W, FLD Al gE 5 8iA SRS 2 A ¢ (&
% Reddy,Z A, Am. J. Physiol. Gastrointest. Liver Physiol. ,2006,290 :G852-G858) .
[1018] 4k Ab i, ORGP M 07 P 7 Fa 3 A BRI IR 0, He b 32 P 3 R R
L 20 SRS . AFLD JEA FAERERIHFEL 60 B 5E 2 s RS I BTE ME & 4E. B
T PE A KRS A I R S E A AR AFLD . A2 iR Al RE S s S EBUIE AL

[1019] Ak Ab i, “ARIDRE 1 I 105 FHE 9 8 SR 1 I 107 P R0, 3L mh 323038~ 3 K
P DT 20 TolE. 2R P e B AN S LR
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(10201 funste A AT AL ARSEDRS PR s PR 2 7 NASH $i NA Ji i B9 FE RIS FE R B BE 3
HAEIH P B /N JORE 23 R AR RIS B0 DRI o PRS2 AR U7 s bt 2 o R IR I 1R I 2%
FCrPAERT b AR /it SO 2 AR AR I BRI

(10211 dnbAbpr AL, “HEM SR A8 Fi3 NA BRI T B IZAE R B, e rpAERT A R /i JE
AVTERFEAS M R BRI ORI o B T AERT AP A2 AE AR U KL S JOAEAN ERAEAZ 1, NAFLD A
BRI AP — 0 R R AHRET YA PR R Ao B T AR A A AR R DRV L SR R sk
ARV, LETERS P AT o A 2 R AR IR IR AR L R ET YR AR, L6 BTk Hig s IR A8 , 48 ST b £
it /N I 98 AE AT BRAEAZ PR A A AR 7 1R KT

[1022] Ak fiy 5 A1 JoT i FH B0 48 A e AL & D sl B &5 A K AL S I L & D Finfr 7 X
(RO, FEA LR A o A0 I R S B (EANER T ks B B Ah (i, LN <
JR A A DO BB VRS RN R ) G BT L B T BRI A A, AR R UG A B
S

[1023] Qb Ab A% HRIE RS AT AL, “ 3210 $RH L3 W) s SL sh 4, s 4] (e A
BR T ALK BN BUR I . 18 R R L wE i A O BOWAE . ARTR “ 210 E 7 1
FEB ARy S — 3 45 B S T E SR A ) W AL s ) B L sh A i AT Bh 22 i
PRI B AE IR L2 40 B P L s AN AR ST R V6 T LA A B2 SIS 92 9 B I A A IR
A ESARE LB S T ] U AT I A SR, W28 L JLEE A B2
FAN.

[1024]  ALWAL GV AL S DI “ 077 2 87, AR 5 Bl IR 12 W, 2 AE 52 K
G B Y SO . 16T R AP AN A AR 2 kP B BRI . i
s 3697 B B AR A A N AT CAAE AR IO HE IR FL AT DU R B 45 & TR PR/ 8RB
JRF AU I 52 AL S RAE LR A BN E 8 1677 B B2 N ] AAE R K1 B
HY BRI 2, 451 G v R &y KPR 0/ FRA e IR R R AR S R R DU B K Y
BRI, 451 B 2 ke 52 i PP SO AE R IR s Jie o AR AL S s S IR T #2
528, ANE I SO @ AR AT, v S EAESRE AR R L BRI ROV . FEAR
R SV ERAL S DAERIN R G Z MR O N , A S sl & WG 2 B )
LAE AR AE T FER S R G b A m I M

[1025]  H T3 SUIRIARTE S8 5 M T AU AT, Forb N- Rima 56 MBLE /23, C- K
SR MEE AT . MR AR A DAL A U, BRAE B R AR B, e TR a2
mi L g,

[1026]  HFiA 7 MR & A K I G0 A — s AT, IR VR 2 F
ARSI AP AR A SRS AR SR S AR AR B BT P o A A A 2
HPLC AMEAT T PER (B AR A 770 B AN BEAL &40 BUAE AU AR 52 E 5N 757 70
IRV AREY T e 7/| DY SN WP A N BT B o LT K A 7 B O Sl K v )
FHALED .

[1027] Ty e 5 A AL G n] LL— P2 AR R A S AF (E . P BLAR
AR R AR G WA EAEAS I RVE R P o 40, 2 AL a5t 3 o L AR S A 75X,
a — AEE I f 2

[1028]  FRAR I3 415 S0 BEALAE AT IR BT AT BORFIRI A AR TE BAT 5 A W BT Je U B i@ R
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N G IE S BRI [R5 3o 10 HL, AR SCHE RN By R« &R B« SRR AR 225 3

BRLASLRR ARSI ANE NS5

[1029]

x5 430

Abu o-BE TR

Ac BEE

Acc 1- R -1-20(C5-Co) Mt A R BR
A3c 1-8K-1-3R AR B

Adc 1- 8- 1- IR T IR
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[1030]

[1031]

ASc

A6c

Aha
Ahx

Aib

Aic

Ala 3 A
p-Ala

Apc

Apn

Arg & R
hArg
Asn 3 N
Asp & D
Bal

Bip

Bpa
4-Br-Phe
Cha

1-RIE-1-30 R AR BR
1-RE-1- R TR B
7- BRI R B
6-R A TE]

o-BEf TR
2-RE P H-2- R B

7 R BR
N
R
R TEM: O

B-A-&BR

5-5 i K BR (IN-(CH2),-C(O)

LR

Sk AR

R A B

RA-BBR

3-FHEr X R AR

49 BRERER, B TENLERET

CH2
@)

1
—NH—CH—C—

4-F ¥ BRI R R AR
4-3% - KB EBR
B-3F T R 2B
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hCha
Chg

Cys & C
hCys
Dab

Dap

Dip

Doc

2-Fua
Gaba
Gln 2 Q
Glu & E
Gly & G
His & H
3-Hyp

4-Hyp
Ile 3 I
Leu 2 L
hlLeu
Lys & K
Met % M
f-hMet
1-Nal
2-Nal
Nip

Nle

& -3 AR AR

RTAH AR

& F R

2,4-—REATHE

23-—RE R

pp-—FE R R

8-2IK-3,6-—HAFBR, LA LM
mgmo S

B-(2-sk W iR )- R 2B

4-BETER

2R B

2R

H A B

48 R BR

B X-3-H 5 -L-FRBRLEP, (2S, 3S)-3-F K ubegir-2-5

- E AR, BF, (2S,4R)-4-52 K ubel it 2 5 8
I+ R RBR

R

& B RER

AR

AR

p-& AR
f-(1-R )R EBR:
p-Q-AER)REABR
3%k B8R

iE T RER
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[1032]

[1033]
[1034]
[1035]
[1036]

d

Oic AN %R-2-R B
Orn B RER
2-Pal f-(2-Pe ) 7R # R
3-Pal p-(3-mhz i) R R BR
4-Pal f-(4-7rs ) R AR
Pen HFER
Pff (S)-Z #E A EA B
Phe X F KAER
hPhe 5 k0
Pro X P R B BR
hPro =l 2R
Ser 2 S “ BB
Tle R - FRABK
Taz B-(4-E= K )R AR
2-Thi B-2-Ew ) AR B
3-Thi B-(3-E%H) R EAR
Thr X T HRBR
Trp 3 W EEB®
Tyr & Y B 2B
D-(Et)Tyr £4 &#:
ar

- Eﬁlo_,

Val & vV 4R BR

AR SR I R L AR 5 G R 5 L
Boc U T A AL

Bz1 ; N3
DCM TE
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[1037] DIC: N, N- SN — V%
[1038] DIEA: —RHELIE
[1039] Dmab: 4-{N-(1-(4,4- —FF3 -2,6- “FAH T R )-3- FRETHE)- &L}

P UiE-S
[1040]  DMAP: 4-( —FIZLZEL) mbng
[1041] DMF PR3 R

[1042] DNP:  2,4- AL

[1043]  Fm: YR il

[1044]  Fmoc : 72k APk

[1045] For:  FIEEKEE

[1046] HBTU:  NIRAAER 2- (1H- 28F =M —1- 3% ) -1, 1, 3, 3— VU FFEHRAR
[1047]  cHex ok

[1048] HOAT : /NHBEMR 0 (T- EIFRIF =M —1- %5 ) -1, 1, 3, 3- VY FFIEHRAR
[1049] HOBt: 1- 3% - ZFiF=m

[1050] MBHA  4- 3L KIS

[1051]  Mmt: 4- F4EE=RKPE

[1052] NMP:  N— FEntng o m

[1053] O-tBu AT HEIE

[1054] Pbf:  2,2,4,6,7- F AR A IRIFRRIG —5- BAEEE

[1055] PyBroP R — = —mthgks — %/‘T{ﬁk@i@ﬁ?ﬁ

[1056] tBu: T3

[1057] TIS: —SNZEFREL

[1058] TOS:  FHZRMHELE

[1059]  Trt IR

[1060] TFA: =ML

[1061]  TFFH:  FHEGRAR AR T R PR IE NG 40 /N R B IR 2k
[1062] 7Z: 2R A R g

[1063]  [RAEFR HAH S, bR T N- RIGRIER I, AN FHEEERAFTEL4S (HlinAla) #
£ -NH-C(R) (R' )-CO- [{I&E M), Horb R FI R” 4% A My H S S B8 S SR s (46,
STFHREE, R=CH, H R =1),8#&H R R 1J UL SRR ERR.
[1064]  XJF N- Run @ FEER, %48 5AKEEH -
[1065]

R. R

S
i o
[1066]  £EH U1 Ac—Nle—c (Cys—D-Ala—His-D-Phe-Arg-Trp—Cys) -NH, FHJZFK"” NH,” *
TRIZIE ) N- R e AL . Ac—Nle—c (Cys—D-Ala—His—-D-Phe-Arg-Trp—Cys) , BL4G 2EHE Ac
—Nle—c (Cys—D-Ala—His—-D-Phe—-Arg—Trp—Cys) —OH £ 7~ C— A Ui A2 U 55 1% o
[1067]  “-c(Cys—Cys)— “B“~ ¥ (Cys—Cys)— “FRIREi
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[1068]

S S
ro r
H O H O
TIRGER

[1069] “—c(Cys—Pen)— “BY “- ¥ (Cys—Pen)- “

[1070]
S S
N N
H (@] H (@]

[1071]  “—c(Asp—Lys)— “8 “~ ¥ (Asp—Lys)— “KRnEGEiH

[1072]
HN
O
roo L
H 0] H O

[1073]  HUEANC L T H T Re e St 7 £ / siPp R LU 3l -

R7 Ré
B O
[1074]  “Z RNk C(0) - (A™-A") ” FIRE5H :HN N |
O R ks
R7” Reé
[1075] b Zdeme “A°” HLAT L5 - > I H
~—HN"
(@]
R5 R4
[1076]  ZEEMR “A"” HATHiH =<—HN/<|'—
O (-]
[1077]1 B, #mA“cl ZWBEIR (C(0)—(Cys—A") ) -A"-A*-A*-A"~Cys]—" Itb&4 A LA
T
[1078]
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S\
S
O

Q
HN?]/ N A1_A2_A3_A4_H |

O & R
[1079]  TiRARN “c[ ZWBER (C(0)-(A"-Cys)) -A'-A*-A*-A*~Cys]— “[RAL 54 BAT 45
1
[1080]
S S
o)
HNkN AAZAS AN
\ O 5
:;“‘\/&O
R RS
[1081] X FRE—H40S,“c[ LWL (C(0)-(Asp-A")) -A'-A*-A’-A'-Lys]- “FKRLL b
N
= i “cl ZWEENR (C(0)-(Dap-A"))-A'-
HN>]/N . A1-A2-A3-A4—H |
O R ke ©
A’-A’-A-Asp]- “HALLTFERA
[1082]
N P
O
0
HNYN\<|L Al-A2-A3-AL_N
H
O R R 0

[1083]  “EipL” i R”-C(0) -, Hirp R” J2& H. ek MU fE Sk  Z st UK 2 et
K AR IR AR 25 57 25 o 7 i, B A QR e 4 7 25, I ELAEARY S Mt 7y 5 (3 5

Zj%%j“j “Ac »D
[1084]  “kedt” 3R EH —DEE NIRRT, b2 kIE T (WA FAE ) Eid gt

B, prla ] R ERESCE 5 — P E S ORI
[1085]  “FRdbfed” Rk, bk i) — s E &R 79— s MR, Wk
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R BRI CE RENE R TE BERE R OESSE.

[1086] “HEHAMI PR FRIedE, P REN — A ANME R 7ok A xR, ).
S BRURTL ) —OHL —CN\ =SH. ~NH,+ —NHCH;+ =NO, T =C, 5 52 Fk ) — > 8 2 A HUAC 2k L
s For BT iR —Cpp Bt AT 1B W] DAY 76 45 i i 00 S Mz ik B = 38 —CF,. —0CH;+ —OCF,
FIT = (CH,) 4.5~ COOH (] — A MNEURFERUAR . LEA RIS HE 77 &, 4746 1.2.3 8k 4 MY
fRFE o —(CH,) ¢~ COOH [IAFAE SEG= EIE IR . S BE LA — (CH,) 40— COOH [ ERE R
(IR R P S A48 2 BRUK A BE SR AU T TR 3 MM RIE AR, 252,

[1087]  AR¥H “mi” BLHG R 2L A

[1088]  “Zukidt” apbidt, @i — B MR Tk B R AR 2R B
50— =S BIRERN— AN EZ MU, FEARSEHET P, 74 182 MR T

[1089]  “HEHUARIMZepidt” 24 i s, K REM— A AR FHIE R xi5= (H,
A R IR ) | —OH. —CN. —SH, —NH,. -NHCH;. -NO, M1 —C,_,, e HE ) — A8l 2 A B R
s Horp iR —C o 2 25 A8 2 W] DUBE 7E B B 0 T Shor i 1 B %1 2= . —CF,. —O0CH,. —OCF,
FIT = (CH,) 4 5~COOH [F]—A S EZ AN HUARIEIUAR . EARI S P, 474F 1.2.3 8K 4 P HUAR
5o

[1090]  “UmdE” ¥R I ML RIS, AP A E— DS AN - IR, /RZE e
LR ERBEA DB B IR .

[1091]  “BEHCAR M 57 e i@ 25, Hh — B2 A S ik B & (H, . &R
F1 ) . —OH, —CN. —SH. —NH,+ —NHCH, -NO, Fll —C,_,, %% 3& 17 — 4> B £ /> B AR 2% B AR,
HH BT IR —C, oo B8 J5 AT 26 W] DL AE B FhORS 0 N Sz %k B g 3. —CF,. —0CH,. —OCF,
FIT = (CH,) 4.5~ COOH (] — A2 NEURIEIUAR . EAFRI S 77 2P, 474E 1.2.3 8L 4 MHUAR
%o

[1092]  “J53L” F5 HA 20— DI RAF G R 05 L A, ik 3 R 4L80 n 114
2, HEA FIE AP A A R . D7 TR IR DT 3 323005 SERIE 7 ZE 36 14 . A
HEHb, 7R 5- 806 JUH . IR TR MARIE IR TR — AR E AV AR B TR
Al PR i) P S A AL TS L 1 28k 2 2R W Wk (bR L 2— KO- L, SR AR DY REHUARAE
B —Cyao BEdE  —C oo SEAEE B2 (HI, SRR ) . —OH. —CNL —SH. ~NH, . -NO, . 4% pki 2% X
I —C o BEHE . —CFys —OCF,F = (CH,) 4 ,—COOH. FEAN[RI S )7 b, F5 554 0.1.2.3 5;
4 AR,

[1093]  “UelE 7ok Fai s “ 72" I “Ii B,

[1094]  Rif “ (C—=C,p) 157 BFEHEEE G IERIBRIL, I BAE G IR IE s 0L T, 77 4E
Cy—Ciyo

[1095] 4 T abEHPRSE, BRE 7 AU B , RIEBIEUR IR R4 — ek 2 AN ZEHTEUR . 78
FCrp R B 2 A IR B RIS LR, BT 2R P mT LIAH R BN [F] o R T 38 S bR e , ARTEJhST
RN 2 F— AN EUREEIE HF 2 mT BEEUCAZE I, SRR W] UAR R s AS AL

[10961  E A GO AR R BIAL G4 n] 24 FH SR 40, T3 R s R, L i 5 e
FR U Eh R\ SRR  SUR L B RN B 1R, 2 IR B WL PR T il 5491 A0 4% HCL\ HBr HI i
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Eh SR L AR IR £ 6 A R IR T A RUR TR IR 3o AR IR G P)ie v 2 4 5 ik K
nl A g, IR TR AR A - & JE R . SE R RE AN AR VB R VR AR VL Eh VB B
A LR Berge, S.M., %A, J. Pharm. Sci. ,66 :1-19(1977) ;Gould, P. L., Int’ 1
J. Pharmaceutics, 33 :201-17(1986) ; il Bighley, L.D., Z& A, Encyclo. Pharma. Tech. ,
Marcel Dekker Inc, New York, 13 :453-97(1996) .

[1097] AR A YRR 25 - ARG KRG Ak BHE B  a f 6 Ak B ) 22 Fib 2
M2 A I, A BAEART 7 T e UL &4 Je FemT 25 b S0 S ek 2 i 1Y
W (B TACE SRR R AL 54 ) FRO8 “ARR ML G

e 51

[1098]  AKRAMIFFT

[1099] W] LIARHE LLF J7 VA4S A % BH A A e D — Fi Bl 22 i 2B e o 2% 52 PR B L AR 1)
T ARSI ARN S0 A, S AL R A R AR T v I T v T I e AR R B
a5 B R AR S A0 T

[1100]  JAUBC ARG G E

[1101]  MFaE R IA hMC-R SZ24R T 1.3.4 88 5 KL LA CHO-K1 40 i rh 3R15 FH T4 41 3%
PREE A I0E AT . 7EVK T4 50mM Tris—HC1, pHT. 4 i (Branson® setting 7,
K&y 30 ¥ ) ALFEFR K B ) hMC-R 2 AR ¥) CHO-K1 40 fig, A 5 7EZ 4°C, 39, 000g T & L»
10 738 TEAH R 22 P BB TF- UTTE , HRAEZ) 4°C, 50, 000g T &0 10 438h. 7E4) -80°C
TAEAE S A R I A PR DT -

[1102]  ER A 96 FLMR 4T [*°1] (Tyr®) - (Nle*-D-Phe") a -MSH ([**°1]-NDP-a -MSH,
Amersham Bjosciences®™ ) 44 5a 4 MM, LHI& Ml (1-10uw g A/ L)
EEH 0. 2% - 13E I E 1 (BSA) 5mM MgCl,+ ImM CaCl, A1 0. Img/mL AT 5 Bk /b 5 T ik B
(RIIRAL S A B2 0. 1-0. 3nM["*°T]-NDP- a -MSH 75 K% 37°C R iR E K41 90-120 434h., i
H Packard Filtermate™ W2, it 5 0. 1% (w/v) BEFME (PEI) Fisk B GF/C
POIELT 4 I8 43 AR (Unifilter”; Packard) iy I 554 [**°1]-NDP- a -MSH 43 B 45 4 1)
[*T]-NDP-a -MSH {4 7EKZ) 0-4°C R E T~ 50mM Tris-HCL,pH 7.4 YEiEuERS =K,
SRIGH A Packard Topeount” AR VSl i i i ko Bk v S LR Bh ity FE 22 M ] )
M7 (XL A4 5 TIDBS) A #r el &4t » A8 A b SCR e I 2 vA IR — 4Lk sl 7y %8, JF4E
2% 5.6.7 FI 8 FIRIE T 455 wE Ki, nM) .

[1103] 5— P &S B R EE M E%

[1104] K 5A

[1105]
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Ki
Ki Ki Ki Ki hMC1
Ao ARBEX 1) hMC1 | hMC3 | h(MC4 | hMCS | -R/
R -R R -R MC4
-R
Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 3.87 10.1 2.09 430 1.9
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 4.01 12.1 1.76 352 2.3
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, 8.29 13.3 2.78 816 3.0
Ac-D-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, 3.93 172 11.0 538 0.36
Ac-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, 1.81 20.5 4.57 502 0.4
Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, 9.67 22.0 4.2 1900 2.3
[1106]
Ki
Ki Ki Ki Ki | hMC1
Ao ARFEX 1) hMC1 | hMC3 | h(MC4 | hMCS | -R/
R -R -R -R MC4
-R
Ac-D-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH, 0.79 45.5 1.21 493 0.6
Ac-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH, 0.68 20.7 1.01 783 0.7
[1107] X 5B
[1108]
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Ki
Ki Ki Ki Ki hMC(C1
A (REEX 1) hMC1 | hMC3 | hMC4 | h(MCS | -R
-R -R -R -R /MC4
-R
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-NH, 114 63.9 3.07 | 1657 37.1
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 11 26 7.6 1800 1.4
D-Phe-¢(Cys-His-D-(E)Tyr-Arg-Trp--Ala-D-Cys)-Thr-NH, 0.05 9.3 1.1 2.9 0.0
Nle-¢(Cys-His-D-Phc-Arg-Trp-Apn-Cys)-NH, 0.07 4.1 0.85 8.8 0.1
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, 0.12 10 043 042 0.3
Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.05 1.3 047 0.2 0.1
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-fi-Ala-Lys)-NH, 0.0996 [ 9318 [ 0.617 10.9 0.16
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-NH, 0132 16.1 123 | 0359 | 0.11
D-Phe-c(Cys-His-D-Phe-Arg-Trp-p-Ala-D-Cys)-Thr-NH, 0.207 | 43.2 2.58 344 0.08
D-Phe-¢(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-NH, 0.420 106 4.75 1260 0.09
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH, 0.0951 | 933 | 0.894 | 134 0.11
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-NH, 0.999 300 11.1 431 0.09
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH, 0.106 11.8 1.49 110 0.07
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH, 0.0506 [ 9.89 1.04 16.3 0.05
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH, 0.884 223 22.5 609 0.04
Ac-hCha-c(Asp-His-D-Phc-Arg-Trp-Gaba-Lys)-NH, 0.721 93.5 56.0 747 0.01

[1109]
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56/79 1T
Ki
Ki Ki Ki Ki hMC1
W (REE X T) hMC1 | hMC3 | hMC4 | h(MCS | -R
-R -R -R -R /MC4

-R
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH, 0.227 14.5 2.99 164 0.08
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH, 0.277 25.2 3.37 203 0.08
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-f-Ala-Cys)-NH, 0.323 14.1 1.96 24.0 0.16
Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 34.1 118 17.0 5560 2.01
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, 29.1 22.8 3.84 2550 7.58
D-Phe-c(Cys-His-D-Phe-hArg-Trp-B-Ala-D-Cys)-Thr-NH, 0.442 123 10.3 521 0.04
D-Phe-c(Cys-His-D-Phe-Arg-Bip-f-Ala-D-Cys)-Thr-NH, 5.80 3370 583 1130 0.01

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp--Ala-D-Cys)-Thr-NH, | 0.0567 | 314 14.7 9.27 0
D-Phe-c¢(Cys-His-D-Phe-hArg-Bip--Ala-D-Cys)-Thr-NH, 1.68 1260 172 1220 0.01

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f-Ala-D-Cys)-Thr-NH, [ 0.128 85.6 36.9 38.0 0
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-NH, 0.352 149 3.01 339 0.12
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Ala-Cys)-NH, 3.93 876 48.0 4940 0.08
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-f-Ala-Cys)-NH, 0.995 287 4.80 766 0.21
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.848 184 3.76 956 0.23
Ac-Nle-¢c(Cys-D-Ala-His-D-Phe-Arg-Trp-Apn-Cys)-NH, 1.10 228 7.58 859 0.15
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Trp-Lys)-NH, 0.659 98.9 2.55 4.19 0.26
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Lys)-NH, 4.12 445 50.6 | 4300 0.08
Ac-c(Cys-Glu-His-D-Phe-Arg-Trp-Ala-Cys)-NH, 111 1710 47.7 694 2.33
Ac-¢(Cys-Glu-His-D-Phe-Arg-2-Nal-Ala-Cys)-NH, 262 2500 96.4 1460 2.72

>
Ac-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-Cys)-NH, 199 5990 96.7 2.06
10000

Ac-c(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Ala-Cys)-NH, 132 4560 40.7 | 8810 3.24
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-Cys)-NH, 9.12 1130 22.1 2860 0.41
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-p-Ala-Cys)-NH, 1.00 227 5.55 496 0.18
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.536 169 3.12 358 0.17
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH 32.1 330 17.4 165 1.84

[1110]
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Ki
Ki Ki Ki Ki hMC1
W (REE X T) hMC1 | hMC3 | hMC4 | h(MCS | -R
-R -R -R -R /MC4
-R
Ac-Nle-¢(Cys-D-Abu-His-D-Phe-Arg-Trp-Cys)-NH, 10.6 41.1 7.69 54.9 1.38
Ac-Nle-¢(Cys-D-Val-His-D-Phe-Arg-Trp-Cys)-NH, 13.0 104 10.1 40 1.29
Ac-Nle-¢(Cys-D-Ile-His-D-Phe-Arg-Trp-Cys)-NH, 4.28 38.5 9.0 12.5 0.48
Ac-Nle-¢(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-NH, 1.60 6.82 413 557 0.39
Ac-Nle-¢(Cys-D-Tle-His-D-Phe-Arg-Trp-Cys)-NH, 12.0 85.8 11.2 40 1.07
Ac-Nle-¢(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-NH, 0.353 2.08 141 | 0.857 | 0.25
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.537 | 86.1 5.89 2.56 0.09
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, 0.744 178 3.51 2.69 0.21
Ac-Leu-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.216 17.4 0.995 | 0.486 0.22
Ac-Cha-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.107 | 9.11 | 0.884 | 0.354 | 0.12
Ac-Tle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.148 13.9 1.06 | 0423 [ 0.14
Ac-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.254 18.5 213 | 0.714 | 0.12
Ac-Val-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.256 29.9 198 | 0.864 | 0.13
Ac-2-Nal-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.560 39.2 2.94 2.73 0.19
Phe-c¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.186 15.2 493 | 0537 0.04
Ac-Nle-c(Cys-3-Pal-D-Phe-Arg-Trp-Gaba-Cys)-NH, 21.1 151 10.4 92.6 2.03
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH 30.7 152 15.6 114 1.97
Ac-Nle-c(Cys-His-Phe-Arg-D-Trp-Gaba-Cys)-NH, 5.20 150 138 20.3 0.04
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH, 4.89 290 21.3 11.1 0.23
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, 25.5 3.82 7.61 102 3.35
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-NH, 325 5.85 2.53 94.6 | 12.85
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-NH, 22.2 12.7 16.6 125 1.34
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Ala-Lys)-NH, 1.17 1.56 | 0.277 | 3.24 4.22
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-pf-Ala-Lys)-NH, 0.648 2.78 0.329 1.4 1.97
Ac-Nle-c(Cys-His-D-2-Nal-Arg-Trp-Gaba-Cys)-NH, 0.393 1.86 | 0.375 | 1.11 1.05
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Ahx-Cys)-NH, 0.333 291 | 0998 | 0.366 | 0.33

[1111]
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Ki
Ki Ki Ki Ki hMC1
A ARBEX ) hMC1 | hMC3 | hMC4 | h(MCS | -R
-R -R -R -R /MC4
-R
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH, 0.461 245 | 0931 | 137 0.50
Ac-Cha-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH, 0.576 3.98 2.82 3.91 0.20
[1112] % 5C
[1113]
Ki
Ki Ki Ki Ki hMC1
HeHIBEEX ) hMC1 | hMC3 | hMC4 | h(MC5 | -R
-R -R -R -R /MC4
-R
Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, | 17.9 1.68 | 0.256 | 234 69.9
[1114] 3K 6-— Fr A &1 IR B AR 25 5 e EH
[1115] % 6A
[1116]
Ki Ki Ki Ki
84 (R4 8 X, 110) hMC1 | hMC3 | hMC4 | hMC5
-R -R -R -R
Ac-¢(Cys-Glu-His-D-2-Nal-A rg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-NH, 49.9 9.00 0.569 218
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-Nle-c(Asp-His-D-2
11.9 38.1 5.70 11.8
-Nal-Arg-Trp-Lys)-NH,
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-Doc-Nle-c(Asp-His
3.46 16.6 6.65 4.88
-D-2-Nal-Arg-Trp-Lys)-NH,
Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-Ala-Tyr-Gly-Arg-Lys-Lys-A
0.614 5.09 2.31 3.23
rg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-Ala-Tyr-Gly-Arg-Lys-Ly
1.56 14.1 517 7.12
s-Arg-Arg-GIn-Arg-Arg-Arg-NH,
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H-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-Doc-Doc-Tyr-Gly-Arg-Lys-
1.10 1.58 6.00 0.629
Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-Pro-Pro-Lys-Asp-Tyr-Gly-
0.0868 | 0.751 | 0.0944 | 0.147
Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-Cys)-Pro-Pro-Lys-Asp-Tyr-
1.66 4.80 0.250 9.62
Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-Ala-f-Ala-Tyr-Gly-Arg-L
0.0452 | 0.298 | 0.169 | 0.386
vs-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-Pro-Pro-Lys-Asp-Doc-Tyr-
0.0808 [ 0.396 | 0.0747 | 0.311
Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-Cys)-Pro-Pro-Lys-Asp-Doc-
4.41 4.23 0.455 129
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-f-Al
1.25 0.661 | 0.292 5.94
a-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-Doc-
1.89 0546 | 0.166 6.06
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-NH
87.8 9.08 1.20 359

2

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-NH
124 17.8 1.11 348

2

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-NH, 163 23.0 0.586 844

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-Doc-Doc-Tyr-Gly-Arg-Lys-
0.144 | 0352 | 0.0845 | 0415
Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
1.74 0.590 | 0.170 4.38
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-Ala
3.86 4.97 0.192 38.3
-Arg-Arg-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-Ala
12.8 15.9 0.950 165
-Gly-Arg-Arg-Arg-Arg-Arg-Gin-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-Ala
3.07 4.05 0.498 31.1

-Tyr-Gly-Arg-Arg-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,
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Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-fAla
0.792 | 0570 | 0.162 4.18
-Tyr-Gly-Arg-Lys-Lys-Arg-Gln-Arg-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-f-Al
0.726 | 0474 | 0.209 5.12
a-Tyr-Gly-Arg-Lys-Lys-GIn-Arg-Arg-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-f-Al
0.857 | 0580 | 0.209 4.42
a-Tyr-Gly-Arg-Lys-GIn-Lys-Arg-Arg-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-f-Al
0.813 | 0.675 | 0.269 4.20
a-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Arg-Arg-Gln-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-Ala
7.84 10.2 0.783 91.8
-Tyr-Aib-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Arg-Asp-fi-
293 9.07 0.293 59.0
Ala-Arg-Arg-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
242 6.56 0.238 41.7
Ala-Arg-Arg-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
6.66 19.3 0.819 88.8
Ala-Arg-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Arg-Asp-/i-
2.63 209 | 0.0737 | 11.6
Ala-Arg-Arg-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
248 1.21 0.209 9.17
Ala-Arg-Arg-Arg-Arg-Arg-Gin-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
3.65 2.26 0.261 12.1
Ala-Arg-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Arg-Asp-f-Al
7.32 11.0 0.659 78.0
a-Arg-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-A rg-Bal-Ala-Cys)-Pro-Pro-Arg-Asp-f-Al
4.11 7.26 0.302 48.3
a-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-Ala
6.77 14.3 0.781 84.0
-Arg-Arg-Arg-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH;

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-f-Al
3.04 3.22 0.230 3.85

a-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Arg-GIn-Arg-Arg-NH, (85)
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Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-f-Al
3.24 2.66 0.208 5.96
a-Tyr-Gly-Arg-GlIn-Lys-Lys-Arg-Arg-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-f-Al
1.58 1.43 0.275 2.97
a-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Arg-Arg-Arg-Gln-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
4.59 6.28 0.588 22.6
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-Ala
6.46 5.22 0.380 15.3
-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
4.62 5.68 0.505 45.3
Ala-Arg-Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
2.12 3.99 0.352 27.5
Ala-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
3.41 0975 | 0.549 11.3
Ala-Arg-Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
4.18 1.12 0.223 15.3
Ala-Tyr-Gly-Arg-Arg-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
2.71 0.732 | 0.202 5.53
Ala-Gly-Arg-Arg-Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
5.66 1.40 0.446 6.23
Ala-Gly-Arg-Lys-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc)2-Tyr-Gly-Arg-L
0.211 | 0.665 | 0.635 118
vs-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f#-Ala-Tyr-Gly-Arg-Ly
0351 | 0891 | 0.503 102
s-Lys-Arg-GIn-Arg-Arg-Arg-Arg-NH,
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-Arg-Lys
0.209 | 0.699 | 0.596 137
-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f#-Ala-Gly-Arg-Arg-A
0.439 1.52 0.476 115
rg-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Arg-Arg-Arg-A
0.821 2.50 0.700 148
rg-Arg-Gln-Arg-Arg-Arg-NH,
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Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Tyr-Gly-Arg-Ar
0.406 1.11 0.602 131
g-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f#-Ala-Gly-Arg-Arg-A
1.27 4.63 1.51 220
rg-Arg-Arg-Gln-Arg-Arg-Arg-Arg-NH,
[1121] £ 6B
[1122]
Ki Ki Ki Ki
KA (RFEEX V) hMC1 | hMC3 | hMC4 | hMC5
-R -R -R -R
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-f-Ala-Cys)-Pro-Pro-Lys-A
2058 113 10.7 239
sp-NH,
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Aib-Cys)-Pro-Pro-Lys-As
1818 306 5.87 979
p-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-As
1.75 1.74 0.15 16.8
p-f-Ala-Tyr-Gly-Arg-Arg-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-As
1.50 1.61 0.301 10.4
p-f#-Ala-Tyr-Gly-Arg-Lys-Arg-Arg-Arg-Gin-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-As
1.81 2.08 0.305 19.3
p-£-Ala-Gly-Arg-Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-As
2.69 2.59 0.243 19.2
p-f-Ala-Gly-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-As
2.25 0.62 0.303 2.77
p-f-Ala-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-As
1.49 0.604 0.865 3.13
p-f-Ala-Tyr-Gly-Arg-Lys-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-
3.28 1.95 0.575 15.5
f-Ala-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-
2.24 1.57 0.437 16.4
S-Ala-Tyr-Gly-Arg-Arg-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-c¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-
2.14 1.12 0.624 11.9
S-Ala-Tyr-Gly-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
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o4 (AREE X IV) hMC1 | hMC3 | hMC4 | hMC5
-R -R -R R

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-
2.50 1.59 0.573 15.7
S-Ala-Gly-Arg-Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-
3.00 1.70 0.442 155
S-Ala-Arg-Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-
4.29 215 0.425 15.5
S-Ala-Gly-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Tyr-Gly-Ar
0.410 0.837 0.246 56.3
g-Arg-Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Tyr-Gly-Ar
0.572 1.07 0.210 63.6
g-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Gly-Arg-Ar
0.475 0.800 0.196 53.8
g-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Gly-Arg-Ly
0.779 1.21 0.293 56.0
s-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Arg-Arg-L
0.212 1.23 0.484 58.5
ys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Arg-Lys-Ar

0.778 1.22 0.468 47.0

g-Arg-Arg-Gin-Arg-Arg-Arg-NH,
[1124] 3£ 7- @0 (V) S 45 G AL
[1125] £ TA

[1126]

WX (VLS4
hMC1 | hMC3 | hMC4 | hMC5

¢[ T W BEAR(C(0)-(Cys-D-Ala))-His-D-Phe-Arg-Trp-Cys]-NH, | 230 7590 126 7020

o[ Z A BEAR(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Lys]-NH, | 726 | 1920 | 452 | >10000

¢ Z A Bk (C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Orn]-NH, 60.4 2840 524 | >10000

| Z A BER(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dab]-NH, 28 90.5 12.7 877

[ Z A BEIR(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH, 16.4 863 4.97 | >10000
[1127]
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BX (VLA
hMC1 | hMC3 | hMC4 hMCs

[ Z A Bk (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Orn]-NH, 37.7 576 7.81 6400

¢| T A BEAR(C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dap|-NH, 66.6 1820 19.9 >10000

¢[ 2. A BEIR(C(O)-(Asp-His))-D-2-Nal-Arg-Trp-Lys|-NH, 200 | 688 | 663 | 142
c[ ZABIK(C(0)-(Asp-Aic))-D-2-Nal-Arg-Trp-Lys|-NH, 9028 2628 35.8 1156
c[ Z A Bk (C(0)-(Asp-ASc))-D-2-Nal-Arg-Trp-Lys|-NH, 9938 2390 44.6 1103
o[ T A BBR(C(0)-(Asp-A6¢))-D-2-Nal-Arg-Trp-Lys]-NH, 2170 | 1479 | 165 | 451
[ Z A BEAR(C(0)-(Asp-Apc))-D-2-Nal-Arg-Trp-Lys]-NH, 1276 | 2756 266 1096
c[ Z A BIR(C(0)-(Asp-A3c))-D-2-Nal-Arg-Trp-Lys|-NH, 7567 1922 420 2879

[1128] 2 7B—Jf = (VD) S]] 254 4K

[1129]

BX(VI) 1w
hMC1 | hMC3 | hMC4 | hMC5

Z A BLR(C(0)-(Nle-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, 14.3 198 5.76 67.8

T W BEIR(C(0)-(Gly-Gly))-¢(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, 11.9 311 5.41 73.9

Z: W) Btk (C(0)-(A6¢-Nle))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 31.6 224 19.6 | 2500

Z A B (C(0)-(D-Ala-Nle))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, | 16.0 63.9 8.64 1820

T A BEBR(C(0)-(Val-Nle))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 33.7 132 40.2 | 3210

Z A3 BRAR(C(0)-(Leu-Nle))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 48.3 534 741 | 3290

Z W Btk (C(0)-(Cha-Nle))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 40.8 870 137 | 3560

T A BER(C(0)-(Aib-Nle))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 17.7 73.6 8.40 2120

T A BLIR(C(0)-(Nle-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 7.92 46.4 6.70 | 21.3

Z W BE IR (C(0)-(Gly-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 20.9 69.7 832 | 50.0

Z A BLIR(C(0)-(Nle-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, | 129 | 385 | 353 | 271

Z \§ B A (C(0)-(Gly-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, 127 811 10.4 381

Z A3 BLAR(C(0)-(Ala-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 13.9 38.4 573 | 189

Z A BLIR(C(0)-(D-Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, | 11.7 73.1 4.28 | 347

Z P Bt k(C(0)-(Aib-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 36.8 290 13.7 133

Z A BEIR(C(0)-(Val-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 15.3 160 8.66 | 33.4

Z P BEAR (C(0)-(Tle-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 11.6 194 115 | 289
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) Ki Ki Ki | Ki
FR (VD) o4
hMC1 | hMC3 | hMC4 | hMCS
.7 Bt & (C(0)-(Leu-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)}NH, | 193 | 331 | 267 | 446
T A Bk (C(0)-(D-Arg-Gly))-¢(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, 9.49 124 2.95 2260
T A BEIR(C(0)-(Gly-D-Arg))-¢(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, 4.30 78.0 1.77 | 4540
Z A3 BERR(C(0)-(Arg-Gly))-¢(Cys-Glu-His-D-Phc-Arg-Trp-Cys)-NH, 8.59 94.1 244 | 7760
Z W BB (C(0)-(Gly-Arg))-¢(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, | 568 | 555 | 244 | 4220
2K B (C(0)-(Arg-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, | 265 | 413 | 417 | 650
Z A BLIR(C(0)-(D-Arg-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, | 3.52 48.7 5.78 872
Z N BEIR(C(0)-(Gly-D-Arg))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,
3.51 29.2 6.04 914
(SEQ ID NO288)
Z W Bk (C(0)-(Gly-Arg))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 1.14 01.7 4.53 783
T A BEMR (C(0)-(Arg-Gly))-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, | 11.9 7.43 | 0.195 | 14.6
[1131] X 7C- JA (VIT) el iy 45654
[1132]
] Ki | Ki | Ki Ki
FA(VID) s
hMC1 | h(MC3 | hMC4 | hMC5
[ Z A BEIR(C(0)-(Aib-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, | 47.6 | 1100 471 | >10000
[ T A3 BLAR(C(0)-(Val-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, | 21.2 730 345 | >10000
¢[ Z ¥ BEBR(C(0)-(Leu-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, | 47.4 1550 27.9 | >10000
¢ Z A BRIk (C(O)-(Ile-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, 53.4 1760 41.6 | >10000
c[ Z A Bk (C(0)-(A6¢-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, | 38.5 1760 53.2 9270
[ Z ) BEMR(C(0)-(Gly-Cys))-Glu-His-D-Phe-Arg-Trp-Cys]-NH, 15.6 305 8.92 3070
[1133] F LA E R
[1134]
Ki Ki Ki Ki
ol
hMC1-R | hMC3-R | hMC4-R | h(MC5-R
Ac-Tyr-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 8.53 21.2 3.72 714
Ac-2-Nal-Arg-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 6.09 34.9 2.02 864
Ac-1-Nal-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 6.27 36.4 1.53 888

[1135]
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ot
hMCI1-R | hMC3-R | hMC4-R | hMCS5-R
Ac-Phe-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 1.48 14.8 2.34 491
Ac-Trp-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 4.7 42 2.25 1470
Ac-Pff-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 0.323 1.33 1.95 786

[1136]  FE i Z Dhieid MR LR

[1137] AR BRI A AN T HoAth R B 22 2 Lot CRIEREEHL ) 15 MC-4 AHE1E

Mo 41 N B A 3 it F A S 4 LR 55 5l F AR OC B BIAE FH B 21 /N i, e PRt DU

B, ILAREAL S MC-4 IR ME 2 S A IR MC-1 SZ2 1K [#) ECyo (EC5oMC-1) AHXT F4b &

YIxE MC=3 B2 A1) ECy, B ELAE (EC5e-MC=3) /MC—4 (EC5,-MC—4) , a1 _E BT ikl 52 ECs, {23l

T

[1138]  MC-3 M= [EC,,-MC-1]/[EC,-MC-3]

[1139]  MC—4 ¥ = [EC,,-MC-1]/[EC,-MC—4]

[1140] Y4 ESCER R LLAE “MC-3 IR 72 22 /024 10, fLik 22 /045 100, BALE 2 /D4 500

i, BALEAL A N “X MC-3 524k B ek,

[1141] Y ESCER R LU “MC-4 IR 72 22 /0 29 10, fLik 22 /045 100, L 2 /04 500

i, BARE AL A SN “RE MC-4 52k A k7,

[1142]  AGUSIHER N KIS , 55 AR R 1 0 28 75 3 AL 77 32 mT 30 s Ak

WEW S B R E 2R T I8 G TE

[1143] PR AMP A=4i02

[1144]  JEE AL 06 (ECL) W€ (Meso Scale Discovery ®, Gaithersburg, MD ; |

SCRRA MSD) el e 41w N B AMP (cAMP) [#¥97K°F-. 7E RMPT 1640® & 2% 11 (RMPT 1640

ZE MRS AT 0. 5mM S Tk AL BN RS (IBMX) 1 0. 2% 8 A FUIR A4 (MSD 151 A))

W Fa e 223K hMC 32 4R AU fY) CHO-K1 40 ki o BS54 42 Al AR 3+ 4% T BT cAMP 4k

[ty 384— FLMulti-Array“FH MSD) 1 ELKZ 7, 000 400 / LIS 43 kA& #63% hae

ZARTEAY 1.3.4 88 5 [EEFEIR CHO-K1 4. AN AT Eik FE IR AL & 2 )6 4i i 42 K2

3TCTILE KL 40 2380, ZRE 5, IAEH 0. 2% FE AR S WA 2. 5nM TAG™ £7 bric 1)

cAMP (MSD) FRIZFRZE M (#78 MgCl, A1 Triton X-100% 7 HEPES- Z2 i 5%, ph 7. 3),
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[1146] A8 B SCHe B ey, — A &4, FHAER 9010011 F 12 FPfRiE T 4558
[1147] 3R 9- AL B cAMP A4 e 0

[1148] £ 9A
[1149]
ECs ECs | ECs ECs ECs
HEHAREEX D hMC1 | hMC3 | hMC4 | hMCS | hMCI-R
-R -R -R -R /MC4-R
Ac-Arg-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 5.79 5.25 | 0313 1630 18.0
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 6.17 5.6 0.397 1020 16.0
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, 26.5 10.5 | 0.493 2440 54.0
Ac-D-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, 8.43 324 | 0959 2140 9.0
Ac-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, 4.23 8.09 | 0.719 23.2 6.0

Ac-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, 48.3 13.3 0.79 10000 61.0

Ac-D-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH, 1.48 5.76 | 0.078 297 19.0
[1150]

ECso ECso ECso ECso ECso

B AREEX 1) hMC1 | hMC3 | h(MC4 | hMC5 | hMC1-R
-R -R R R /MC4-R
Ac-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH, 1.39 2.89 | 0.055 467 25.0
[1151]  ND =RIE
[1152] £ 9B
[1153]
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ECs
ECs ECs ECs ECs hMC1
A ARIEE K 1) hMC1 | hMC3 | hMC4 | hMC5 -R
-R -R -R -R MC4
-R
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 2.4 0.33 0.078 420 31
D-Phe-¢(Cys-His-D-(Et) Tyr-Arg-Trp-f-Ala-D-Cys)-Thr-NH, 0.35 1.1 0.11 0.37 3
Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH; 0.31 0.27 0.018 3.1 17
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, 0.28 0.24 0.028 3.9 10
Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, 0.37 0.1 0.021 1.7 18
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp--Ala-Lys)-NH, 0.834 0.145 | 0.128 2.79 0.52
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH, 0.76 0.199 | 0.0492 1.73 15.45
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH, 3.26 0.189 | 0.0949 30.2 34.35
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH, 1.37 0.628 | 0.131 348 10.46
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH, 2.27 3.32 7.24 415 0.31
Ac-Nle-c¢(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, ND 1.89 0.531 ND ND
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, 14.3 2.03 0.183 2240 78.14
D-Phe-¢(Cys-His-D-(Et) Tyr-hArg-Trp-pf-Ala-D-Cys)-Thr-NH, | 0.345 2.71 5376 2.38 0.06
D-Phe-¢(Cys-His-D-(Et) Tyr-hArg-Bip-f-Ala-D-Cys)-Thr-NH, | 0.685 81.8 86.9 31.8 0.01
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Lys)-NH, 0.931 3.22 1.65 >10000 | 0.56
Ac-Nle-¢(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-NH, 3.24 0.465 | 0.0915 78.5 3541
Ac-Nle-¢(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-NH, 0.819 | 0.541 | 0453 45.3 1.81

[1154] ND = Rjll5E
[1155] % 9C
[1156]
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g ECS0 Kb Kb EC50
A REAX 1)
hMC1-R | h(MC3-R | MC4-R | hMC5-R
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, 17.6 124 38.8 11.8
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Ala-Lys)-NH, 0.619 2.98 0.109 0.189
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-pf-Ala-Lys)-NH, 0.913 0.536 0.346 0.489
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Gaba-Cys)-NH, 0.231 18.4 0.782 0.153
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Ahx-Cys)-NH, 0.581 10.8 0.967 0.126
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH, 0.413 9.32 0.824 0.307
Ac-Cha-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH2 1.27 3.02 0.442 0.736
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-NH, 383 61.5 53.6 2842
[1157] % 9D
[1158]
R EC50 Kb Kb EC50
RAHARREX 1)
hMC1-R | hMC3-R | MC4-R | hMC5-R
Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, 193 5.72 1.58 1111
[1159] % 10A
[1160]
EC50 Kb Kb ECSO
e (RARE X TID) hMC1 | hMC3 | hMC4 | hMC5
-R -R -R -R
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-NH, 66.1 334 0.687 6.84
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GlIn-Arg-Arg-Arg-Nle-c
ND 4500 105 ND
(Asp-His-D-2-Nal-Arg-Trp-Lys)-NH,
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-Doc-Nle-c
ND 395 16.8 ND
(Asp-His-D-2-Nal-Arg-Trp-Lys)-NH,
Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-Ala-Tyr-Gly-Arg-Lys-
ND 207 18.5 ND
Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-Ala-Tyr-Gly-Arg-Lys-
ND 220 4.07 ND
Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,

[1161]
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EC50 Kb Kb ECSO
Ao AREE X 1) hMC1 | hMC3 | hkMC4 | hMC5
-R -R -R -R
H-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-Doc-Doc-Tyr-Gly-Arg-
ND 261 3.11 ND
Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-Pro-Pro-Lys-Asp-
ND 14.1 22.8 ND
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-Cys)-Pro-Pro-Lys-
ND 233 26.0 ND
Asp-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-Ala-f-Ala-
1.39 16.2 7.94 0.839
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-Pro-Pro-Lys-Asp-
3.65 194 3.73 1.61
Doc-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-Cys)-Pro-Pro-Lys-
ND 17.7 1.49 ND
Asp-Doc-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-
6.3 70.0 1.66 38.2
S-Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-c(Cys-Glu-His-D-2-Nal-A rg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-
12.1 30.3 1.81 70.0
Doc-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-NH, | 33.6 140 12.2 66.9
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-NH, [ 269 105 5.92 104
Ac-¢ Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-NH, 690 70.7 4.56 177
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-Doc-Doc-Tyr-Gly-Arg-
3.23 8.97 4.61 2.86
Lys-Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
52.0 170 6.14 328
Ala-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
146 104 32.0 1400
Ala-Gly-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
114 44.6 28.4 879
Ala-Tyr-Gly-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

[1162]
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EC50 Kb Kb ECSO
o (ARAEE X 111) hMC1 | hMC3 | hMC4 | hMC5
R -R R -R

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
67.1 439 46.5 582
Ala-Tyr-Aib-Arg-Lys-Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Arg-
144 116 8.93 819
Asp-f-Ala-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys
36.0 46.5 11.4 56.1
Asp-f-Ala-Arg-Arg-Arg-Arg-Arg-Gin-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys- >
93.0 71 15.9
Asp-fi-Ala-Arg-Arg-Arg-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH, 10000

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Arg
39.7 30.9 6.66 501
-Asp-f-Ala-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-
35.2 229 12.6 199
Asp-f-Ala-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-
29.1 13.6 13.4 204
Asp-f-Ala-Arg-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Arg-
86.1 41.7 194 2360
Asp-f-Ala-Arg-Arg-Arg-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-c¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Arg- >
38.3 20.2 21.2
Asp-f-Ala-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH, 10000
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys- >
68.6 153 33.2
Asp-f-Ala-Arg-Arg-Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH, 10000
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys- >
70.4 286 18.6
Asp-f-Ala-Arg-Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH, 10000

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys
33.1 65.1 15.3 1720
-Asp-f-Ala-Arg-Lys-Arg-Arg-Arg-GlIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-
88.2 10.6 17.4 514
Asp-f-Ala-Arg-Arg-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-
58.7 39.3 10.3 460

Asp-f-Ala-Tyr-Gly-Arg-Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
[1163]
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EC50 Kb Kb ECSO
A RBEX 1) hMC1 | hMC3 | hkMC4 | hMC5
-R -R -R -R
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
45.4 12.7 12.7 162
Ala-Gly-Arg-Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
309 22.8 17.1 570
Ala-Gly-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Tyr-Gly-Arg-
7.86 10.5 0.843 | 4900
Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
29.7 25.6 7.37 82.9
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp--
15.2 14.6 4.52 36.8
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-GIn-Arg-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-/-
6.7 9.38 11.7 46.2
Ala-Tyr-Gly-Arg-Lys-Lys-GIn-Arg-Arg-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
79 41.7 10.9 62.4
Ala-Tyr-Gly-Arg-Lys-GlIn-Lys-Arg-Arg-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-/-
16.9 36.0 7.12 58.9
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Arg-Arg-Gin-Arg-NH,
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-f-
16.4 20.8 7.31 44.2
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Arg-GIn-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
12.0 13.7 9.38 54.2
Ala-Tyr-Gly-Arg-Gln-Lys-Lys-Arg-Arg-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-Pro-Pro-Lys-Asp-f-
7.5 12.2 7.61 51.7
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Arg-Arg-Arg-Gln-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
43.3 215 5.87 1286
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
37.9 112 41.1 1798

Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

[1164] ND = RKilj5z
[1165] £ 10B

[1166]
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EC50 | EC50 | EC50 | EC50
Ao (ARIEE X 111) hMC1 | hMC3 | hMC4 | hMC5
-R -R -R -R

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc)2-Tyr-Gly-Arg-
4,70 4.56 0.634 147
Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-fi-Ala-Tyr-Gly-Arg-
5.90 7.73 1.02 2890
Lys-Lys-Arg-Gln-Arg-Arg-Arg-Arg-NH,

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Gly-Arg-Arg-
0.481 7.32 0964 | 2010
Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-ff-Ala-Arg-Arg-Arg-
7.15 9.37 1.25 1570

Arg-Arg-GIn-Arg-Arg-Arg-NH,

[1167] £ 10C

[1168]

EC50 Kb Kb ECSO
A (ARERE X TV) hMC1 | hMC3 | hMC4 | hMC5

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-f-Ala-Cys)-Pro-Pro-Lys-
ND ND ND ND
Asp-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Aib-Cys)-Pro-Pro-Lys-
770 221 4.52 869
Asp-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-
29 22.6 16.7 173
Asp-f-Ala-Tyr-Gly-Arg-Arg-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys
102 26.3 14.6 261
-Asp-f-Ala-Tyr-Gly-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-
26.6 101 9.34 351
Asp-f-Ala-Gly-Arg-Arg-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-Pro-Pro-Lys-
45.5 181 6.35 149
Asp-f-Ala-Gly-Arg-Lys-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-
23.7 9.22 5.87 39.7

Asp-fi-Ala-Arg-Lys-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,
[1169]
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EC50 Kb Kb ECSO
-t (ARIEE X IV) hMC1 | hMC3 | hMC4 | hMC5
-R R -R -R

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-Pro-Pro-Lys-
34.7 15.0 8.68 28.2
Asp-f-Ala-Tyr-Gly-Arg-Lys-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
19.1 106 4.59 100
Ala-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f
19.8 37.8 8.43 158
-Ala-Tyr-Gly-Arg-Arg-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-f-
11.2 521 9.45 95.7
Ala-Tyr-Gly-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
33.8 93.6 4.42 89.5
Ala-Gly-Arg-Arg-Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
232 68.8 10.0 250
Ala-Arg-Arg-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-Pro-Pro-Lys-Asp-fi-
32.2 98.3 5.23 194

Ala-Gly-Arg-Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,
[1170]  ND =2RillE
(11711 2 10D

[1172]

EC50 | EC50 | EC50 | EC50
18- AREE X 1IV) hMC1 | hMC3 | hMC4 | hMC5

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Tyr-Gly-Arg-
5.66 4.70 0.422 1551
Arg-Lys-Arg-Arg-GlIn-Arg-Arg-Arg-NH,

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Tyr-Gly-Arg-
7.57 4.18 0.600 1792
Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Gly-Arg-Arg-
2.36 2.74 0.260 500
Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH,

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Gly-Arg-Lys-
2.81 3.29 0.298 566

Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH,

[1173]
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EC50 EC50 EC50 EC50
o (IR X IV) hMC1 | hMC3 | hMC4 | hMC5
-R -R -R R
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Arg-Arg-Lys-
1.86 1.39 0.367 165
Arg-Arg-GIn-Arg-Arg-Arg-NH,
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f-Ala-Arg-Lys-Arg-
2.06 1.61 0.394 199
Arg-Arg-Gin-Arg-Arg-Arg-NH,
(11741 3 (D) S 40 i MR AMP (cAMP) 7K~
[1175] EE 11A
[1176]
N ECs ECs ECs ECs
AR (VYL
hMC1 | hMC3 | hMC4 | hMC5
¢[ T A3 BEMR(C(0)-(Cys-D-Ala))-His-D-Phe-Arg-Trp-Cys]-NH, - 218 5.42 -
c[ Z A BBk (C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Lys]-NH, - 22.3 3.62 -
¢[ Z A3 BEJR(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Orn]-NH, - 39.2 4.94 -
¢[ Z A BLIK(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH, | 56.7 | 18.2 | 0.182 | >10000
c[ T A BLAk (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Orn]-NH, | 56.6 88.6 4.50 9300
c[ Z A Btk (C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH, - 49.3 2.12 -
[1177] £ 11B
[1178]
ECs) | ECs ECs ECs
BX(VD) b hMC | hMC | hMC | hMC
3 4 5
>100
Z A B (C(0)-(Nle-Gly))-¢(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, 543 | 122 | 0177
00
>100
Z A R (C(0)-(Gly-Gly))-¢(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, 124 | 8.05 | 0.214
00
Z A BtIR(C(0)-(A6¢-Nlc))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 4.89 1.80 -
Z W BE(C(0)-(D-Ala-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 256 | 147 -
Z A BEIR(C(0)-(Val-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 4.61 | 0977 -
T A Btk (C(0)-(Leu-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 9,68 1.83 -

[1179]
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ECs | ECso | ECs | ECs
FR(VD) b hMC | hMC | hMC | hMC
1 3 4 S
Z W Bt (C(0)-(Cha-Nle))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, - 9.97 13.9 -
T A BLIR(C(0)-(Gly-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 142 | 246 [ 0.336 201
Z A BLIk(C(0)-(Nle-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, 17.0 | 21.5 | 0584 | 352
Z W BLIR(C(0)-(Gly-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, | 40.2 | 8.90 | 0.495 | 8300
Z " BLBR(C(0)-(Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, | 17.6 | 2.23 | 0.241 | 516
T A BLR(C(0)-(D-Ala-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, | 4.70 | 2.22 | 0.309 355
Z A B (C(0)-(D-Arg-Gly))-¢(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, 18.0 | 17.1 | 0.160 | 2710
Z A BLER(C(0)-(Gly-D-Arg))-¢(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, | 129 | 103 | 0.125 | 7440
T A BLR(C(0)-(Arg-Gly))-¢(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, 883 | 7.86 | 0.0979 | 4010
Z N Btk (C(0)-(Gly-Arg))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH, 997 | 3.63 | 0.0687 | 335
Z A BRI (C(0)-(Arg-Gly))-¢(Cys-D-Ala-His-D-Phc-Arg-Trp-Cys)-NH, | 8.81 | 18.2 | 0.503 | 3560
Z A B (C(0)-(D-Arg-Gly))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, | 11.5 | 23.2 | 0.513 | 3950
T A BEAR(C(0)-(Gly-D-Arg))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, | 753 | 11.6 | 0.435 | 9840
T W BEIR(C(0)-(Gly-Arg))-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 885 | 517 | 0599 | 3610
Z W BL(C(0)-(Arg-Gly))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, | 96.6 | 13.1 21.2 103
[1180] % 11C
[1181]
ARVID bt ECs ECs EC;s ECs
hMC1 | hMC3 | hMC4 | hMC5
c[ LA BEIR(C(0)-(Aib-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, 6.28 0.407 -
¢| T A BLAR(C(0)-(Val-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, 3.77 0.214 -
¢[ Z A BEAk(C(0)-(Leu-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, 472 | 0428 -
¢[ Z A BEAR(C(0)-(Ile-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, 8.51 1.85 -
| Z A BEAR(C(0)-(A6¢-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH, 5.66 1.72 -
[ Z A BLAR(C(0)-(Gly-Cys))-Glu-His-D-Phe-Arg-Trp-Cys]-NH, 14.5 218 | 0576 | 1780

[1182] 3K 12— ATk AL AW cAMP A=40 5e E i
[1183]
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Py ECs EC;s ECs ECs

hMC1-R | hMC3-R | hMC4-R | h(MC5-R
Ac-Tyr-Arg-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 6.42 2.39 0.194 1540
Ac-2-Nal-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 9.66 6.11 0.275 1730
Ac-1-Nal-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 8.67 4.21 0.363 1320
Ac-Trp-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 5.78 3.95 0.219 2580

[1184]  {RPNHFST

(11851 W] LURRYE DL R 5 im0 i A< % BH Ak A 45 I B S JBE 5 s e A / SR B 1 3
M) o ASATTA A TR 508 55 Ak T f49 R 6 S ABL ¥ v ] 00 5 AR % B Ak - A et T
B EBUER /B jﬂlliﬁﬁﬁﬁﬁ

[1186] 5

[1187] % 13
[1188]
e A4S gty
WE A Ac-Arg—c(Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) -NH,

[1189]  DIFES 5% DMA, 2% tween—80 Fll 2 % #A A 1EH K BRUMIE 1 0. 9% NaCl Hid 249K
FEFHETG 50 5 500nmole/kg/ RIF EAFHUEGY Ae BT (sc) HiiEZR (Alzet 2002)
N KA, I T AL G A stk . 7RS0T 20 B 2, JF T 4E o 441
TIHRIE . R KT 37°C T A BB IR SIS TR R IR R AT RN

[1190]  HEME Zucker KA THFFEALAY A XT IR 55 « & W IS FERV IR E 5. KN
TR E A EER R R AT BRI, Zucker KIGEIERERT . BR T HEHEAE R W] MR AL, 1X 46
lep /lep BHAAH 75 o o 5 22 HUAE 8 vol1 =88 KL v T 5 T LS AR s P AL o

[1191] ¥ =40 )\ R HEYE Zucker KB (350-400g) JUAE MM E TR, 3F4E 12 & 12
INEFSE LRSS R 4R, BRI ZRIS &) (Harlan Teklad Sterilized Rodent Diet
IM-485) Fl/K o £ESEE ISR 1 AT, 48 B /KA 37°C R 3R 8, I LA S 5% DMA, 2%
tween—80 Fl 2 % JINHCKIE IEH KRG RT 0. 9% NaCl H IE MiR B fRAL &4 A

[1192]  ZE—REF R, AEHEUKEY (chlorohydrate) BRI BRI A B I A H B2 T St
7 (Alzet® 2002) WAIFEAFZ L F . BL50 8% 500nmole/kg/ KA1 A Bk (5 5%
DMA, 2% tween—80 Fl 2% AWK IE [EH K RIMLIE K 0. 9% NaCl) ST . BERAE 0800 /M
T E A AR B ) LLEOKIERE, TE 7 Ko

[1193]  {E55 7 K, AERUKGVIREEF] T ESER KPR O b5 B . s sogs &, Jfak
ATHRIKN (iv) BB 32 008 . 7RI (0] 0 _EvF St 340 (1g/ke) , HAETE S G 0.2. 5.5,
1020 F11 40 73 2hid i 4 & SR EUMATE 5o WS M 00 2 #i % 0% (Glucose (Trinder) Assay ;
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Diagnostic Chemicals Limited, Charlottetown, P. E. 1., Canada ;Cat#220-32) FlJE %
(Mercodia Rat Insulin ELISA ;Mercodia, Uppsala, Sweden ;ALPCO 10-1124-10) & &,
e BRI 52 AR B 250 5 WO RS B I A G OF I E H =B (Triglyceride L-Type
TG H kit :Wako Diagnostics, Richmond, VA) \fH[H ¥ (Cholesterol E assay kit :Wako
Diagnostics, Richmond, VA) Flyf & e ER (Fatty Acid HR series NEFA-HR2 kit :Wako
Diagnostics, Richmond, VA) .

[1194] %5 7 K, LA 50nmole/kg/ FRAKF & 500nmole/kg/ Kl & KL &4 A HEAT
Wb PR R E R 53 A 35 T 60g [FIFFIEAH SR PR (1 1) o 7E55 7 RIGTT &5 I o
SR TR EE AR SRR )7 B AH O M PR A R0 B 2 ek b T H W ER R 60, T i ) 41
/> T 100g (Kl 2) .

[1195]  FJH 500nmole/kg/ RIKAEH A FEAT AEFE FRAR T JEAN AR fr MR A6k . i 250K
Yoi JE AR B mof) AL G4 A FRAR T 2R A 27K (B 3) o anlEl 4 PR, 7 RiE
B A BERALR TV 54 7 e A i 52 3 K ) i 20 00 ok P i B2 R R S R R =

[1196] [ 5.6 1 7 Won 7RI FHALEY) A A3 51 S 0 H v = 18  HEL [ B R0 3 25 06 7 R 1 571)
B AH KPR R

[1197]1  HLVERTES

[1198] W@l 20 20K A WA W AFLD T NAFLD 28 i BRI FR B ( 26/ NEEVRT R FEI A ) 4 fie
DR /NI G0E ERFEAR T P REEAY, | P RS T2 B SSE R ET 4R M 2 AN B i g 2
[1199]  WI{ESHILALUKF A% AFLD F1 NAFLD & ARk . EHE AL &9 A 83k ik xt
W2 AU a1 2 B B B g B A s BRI sh ) U1 F I TE A & B .S
WA R JE A AT D0 852 PRI REAE o

[1200]  thA]7EXS AN LUK T B8 AFLD T NAFLD & AERIHERE . 763 AL G4 A 2 AT
ZJEWZ A B b WA B e U R PUd vk iR A 2R s /A7 F T e Ul
Mgt P

[1201] AR N G ENTE FH B, W] 3R1S 2 R T AL AR (24 Wl Matteoni CA
et al.Gastroenterology 116 :1413,1999), 3 H nJ{# H 22 Rl 2244 Bh T B, B B AR T
ALY tE e AR G ] TS B 0 L R ET 4E 40 ML\ collage 5% NAFLD v 745
43 NALFD VEVEAT 73 IS AL IG G i RO 8 W8 TR T s 4 B PRl L HE B P i ALP (ARSI 231
A MO r IR BrdU 45 A LA 2 48 e SG 08 S AKS AL G4 (5 L Masson — 8 L (0 F 1 Jigg A ot
PRI, 41 TNF- @, AR R 200 TL-6 B TL-10 TPz in IRN- v SR AR IE 73 .
[1202] il FHAN A 34

[1203] A BRI IRAT LALAR] 25 H Zh B A de i o eI 3h B s G ds, (HAIR T, FHA PR
(B, LF%FLIR SRR TR IR SRR  HUIR MR BEFIIR 25 IR . FRE TR 1 2R T PR Bk
RORZEMR ) WL (a0, 2hIR IR B IR ) IR AR (IR R PR 4= RILR.
ORI - CTERILRY) ) TR . §il8 AR BRI £ 0 3 8 7 v 2 A8k
S0 HoT DUIE I AT e AR HE 7 VR 58 . TR, T8 I K AR e BH I IS R AE /D 1 0. 25N &
BRI LUK A A BRI TRA 2 (T A58 F il o HPLC 35 TRA B2 i it 44,
FriRIKAS 21 TFA 1) B4 s — ek, W OmR #h o K PR3 S N FH T 2F 1) £ HPLC 4%
( Zorbax™, 300SB, C-8) . #F:FH : (1)0. IN ZIERH KB VE 0. 5 /M 5 (2)0. 25N Z
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B KBS VRPN 0. 5 /NI s F (3) ZRPEBREE (30 7387 P 20% 2 100 %% B) LA 4ml/ 23 Bhir)
TUIRVENL CHF A 72 0. 25N SRR/KIS s B A2 LN /7K (80 & 20) 11 0. 25N 4% ) .
B A TR IR 253 5T

[1204]  ANACRIUIAE AN 52 23 J iy, B R B2 Uz 2 7k (MC-R) ) 1) Bl Hi )3 T 1) ik
(1% L 00 B R 7 s A2 AS RIS 2 A 18, AT R 7 5 AR SR R R 1 E R, T FH A 7 B 1)
AT UL BA 5 R R E B B AH R

[1205]  [A[k, A& BHAESLVE N RS 2920 640 SLA8 S R im Pk e o i 22 b —Fp k(1)
R4 A 4 5 m] 25 R

[1206] AR BG40 P 103 PR 1 23 B30 & ] CACSORR s8R, ¥ MR o) () B e 20 A 4345 3
AIEFRIAL  PT I BT AR T BT A SR ROR R IR AR RR T FRAEATR] . T, A
RKTEERE ZGEN 1x107 B 200mg/kg/ K, ik 1x107 B 100mg/kg/ K, Hr] LLAE N &
RN B 73 2 IR it P

[1207]  AREALE YT LLE 2 O E A (B, WL IR TR P 0 0k P B Re v B
BN ) & 8 BTE B T B R i A A i 9 LT LA R 24 FH AR B i A it
SR S LD WSS Be S E P | AL

[1208]  FH T8 15t FH ARy ] 4 770 2060, 5% IS B 3010 v 31 AU R SR RRE 7)o 7 SIS [ A7) 28
o BRSPS Y S 2 b — R PR ] 25 FH B0 an R  FLBE BB VE R VRS o WS AT
DLEASHE (AN FsEse ) B T b0 AR )2 S BB S M) I, andi i 7, Wil IR R et . XT
TR FEFA 7 SRR B O, FIBLE w] DL 28 ph i) Rl LAEIA M FH 0 A4 il 2% 7 ) F R
7o

[1200]  FI T2 Vit A (%) 980 P 500 B0 B, 458 ] 245 P S50 iy ) YRR R S ) i), G 2
AR FH BT PERRRE R, WK o BR T LRI MERRRE AL, 240G 4 mT LIS B 540 57), 4n v
) FLACHIVR BT, IG5 TR 57 )

(12101 FI T 1 40 it FH AR AR A B 1) ol 35004 6 I B 7 e B /K M B VR s 7 B L
) o A AV T B AR 1 S8 A TR I B 0 R KA T s O RORS ek AR T K B R R
S HLEE, W FE LG . IE 2SRRI ] DA A 4H A, s 500 BV s FLAL R AN 3 HGR) .
T A a0 28 BE 141 R e Lk il I A AR B N ERL R A A Y, S
INFAALEH, W LA HIFE R o ] DALLJC B [ AR 2 S i X AR 7 i3], Bk 48549 m] LA
I FH A AAAE T B /K 8038 — S LA e B T v S A s

[1211] T B s Y1 1E it A 4G s 28500, FoBe T 3 MR s Ah e vl LA 3 A HE
3], Q] w] AR B T .

[1212] A n] LA ARSI 2 S0 AR VE IR SR 25 T4 S 80E N A 59

[1213]  ghAh, m] BLLLan T & ) R0 & ) Rk o 4 10 T8 6 o SR O A A 4 ik FH A e B
Mtk &Y. EELTHS 5,672,659 F'T T A EWEERARENFREBERAEY. £
& H) 5 5,595, 760 BT T Al AL AWM A S A E R RSB A EY . EEETR
55,821,221 HF T RE EWIEEF R FCRER R G MRS AEGY. ZEEHS
5,916, 883 23 T AL & ARWIE ME IR MIRS I RF SR AL G 50 T BRI HRE R
FINKINE N S5
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211> 12

<212> DPRT
213> ATF3

<220>
223> B RRIBEER Ay

220>
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222> (12)..(12)

<223> Xaa = 8FH-3, 6- “HIRER (Doc)
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<221> MISC_FEATURE

<222> (1).. (1)

<223> Xaa = 8-ZHE-3, 6- A IEMR (Doc)

220>

<221> MISC_FEATURE

<222> (2)..(2)

<223> Xaa = 8-Z I3, 6- ~HILFEM (Doc)

<400> 40

Xaa Xaa Tyr Gly
1

<210> 41

211> 9

<212> PRT
213> NI

<220>
223> B RIERE 4

<400> 41
[0015]
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