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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-Trpp -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-$ -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-p -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-Cyp -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-f -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,;
Ac-Nle-c(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys)-NH,;
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Ac-Nle-c(D-CyB -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,;

n-0 0 0 0 0 -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-3 -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-3 -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,;
n-0 0 00 0 -Nle-c(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH,;
n-0 0 0 0 0O -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-p -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-Thr-NH,;
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D-Phe-c(Cys-His-D-Phe-Arg-Bip-f -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-p -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-pf -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)-0H;
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-l1le-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-l1le-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)-0H;
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-3 -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-f -Ala-Lys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-0H;
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-0H;
D-Phe-c(Cys-His-D-Phe-Arg-Trp- -Ala-D-Cys)-Thr-0OH;
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)-0H;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-0H;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH;
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-0H;
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Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-f -Ala-Cys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-0OH;
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)-0H;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-0H;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-0OH;
Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-0H;
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,;
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-3 -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- -Ala-Cys)-NH,;
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH,;
Tyr-Gly-Arg-(Lys)>-(Arg)»-GIn-(Arg) s-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-NH,;
Tyr-Gly-Arg-(Lys)>-(Arg),-GIn-(Arg) ;-Doc-Nle-c(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)>-(Arg)>-GIn-(Arg)z-N

Hss

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f -Ala-Tyr-Gly-Arg-(Lys)>-(Arg)>-GIn-(Arg)
3-NH5;
Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Doc),-Tyr-Gly-Arg-(Lys)>-(Arg)>-GIn-(Arg) sz-N
Hss

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Pro),-Lys-Asp-Tyr-Gly-Arg-(Lys)-(Arg),-G
In-CArg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-Cys)-(Pro),-Lys-Asp-Tyr-Gly-Arg-(Lys),-(Arg
)>-GIn-(Arg);-NH,;

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(B -Ala),-Tyr-Gly-Arg-(Lys)>-(Arg)>-GIn-(A
rg)s-NH;;
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Pro),-Lys-Asp-Doc-Tyr-Gly-Arg-(Lys)-(Arg
)>-GIn-(Arg)3-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-Cys)-(Pro),-Lys-Asp-Doc-Tyr-Gly-Arg-(Lys) -
(Arg)>-GIn-(Arg)z-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-Tyr-Gly-Arg-(Lys
)>-(Arg) >-GIn-(Arg) 3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-Doc-Tyr-Gly-Arg-(Lys) -
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(Arg)>-GIn-(Arg) 3-NH;;
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Doc),-Tyr-Gly-Arg-(Lys) - (Arg)>-GIn-(Arg)
3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-Bf -Ala-Tyr-Gly-Arg-(L
ys)>-(Arg) >-GIn-(Arg) 3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-(Arg)s-GIn-(Arg)
3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Gly-(Arg)s-GIn-(
Arg)z-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-(Arg)s-G
In-(Arg)5-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-Arg-(Lys
)>-Arg-GIn-(Arg) 4-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-Tyr-Gly-Arg-(Lys
)>-GIn-(Arg)5-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-Arg-Lys-
GIn-Lys-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp- -Ala-Tyr-Gly-Arg-(Lys
)>-(Arg) ,-GIn-Arg-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-$ -Ala-Tyr-Aib-Arg-(Lys
)>-(Arg)>-GIn-(Arg)3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f -Ala-(Arg)s-GIn-(Ar
9)3-NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-(Arg)s-GIn-(Ar
9)3-NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-(Arg)g-GIn-(Ar
9)3-NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f -Ala-(Arg)s-GIn-(Ar
9)3-NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-(Arg)s-GIn-(Ar
g)5-NH;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-(Arg)g-GIn-(Ar
9)3-NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f -Ala-(Arg)g-GIn-(Arg)
3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f -Ala-(Arg)s-GIn-(Arg)
3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-B -Ala-(Arg)g-GIn-(Arg)
3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-Arg-(Lys
)>-(Arg) 3-GIn-(Arg)>-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-Arg-GIn-
(Lys)>-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-$ -Ala-Tyr-Gly-Arg-(Lys
)>-(Arg)5-GIn-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-Tyr-Gly-Arg-(L
ys)>-(Arg)>-GIn-(Arg) 3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-Tyr-Gly-Arg-(Lys
)>-(Arg) >-GIn-(Arg) 3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-(Arg),-Lys-(Ar
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9)>-GIn-(Arg)5-NH,;

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

-GIn-(Arg)s-NH,;

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

0)>-GIn-(Arg)3-NH,;

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

-Lys-(Arg)>-GIn-(Arg)5-NH,;

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

-(Arg)>-GIn-(Arg)s-NH,;

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

rg)s;-GIn-(Arg)5-NH,;

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

-Lys-(Arg)>-GIn-(Arg)3-NH,;

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

s-(Arg)5-GIn-(Arg) 5-NH,;

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

-(Arg)>-GIn-(Arg)3-NH,;

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

rg)s-GIn-(Arg)s-NH,;

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

9)>-GIn-(Arg)5-NH,;

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

-GIn-(Arg)3-NH,;

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

s-(Arg)53-GIn-(Arg) 5-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
>=GIn-(Arg)5;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f
In-(Arg)5-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
ys-(Arg)>-GIn-(Arg) 3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
(Arg)3-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
Arg)>-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
)3-GIn-(Arg)3-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f
3-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-f3
3-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
In-(Arg) 3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-f3
In-CArg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
4-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-3
4-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3

B -Ala-Arg-Lys-(Arg)5;

B -Ala-(Arg),-Lys-(Ar

B -Ala-Tyr-Gly-(Arg),

B -Ala-Gly-(Arg),-Lys

B -Ala-Gly-Arg-Lys-(A

B -Ala-Tyr-Gly-(Arg),

B -Ala-Tyr-Gly-Arg-Ly

B -Ala-Gly-(Arg),-Lys

B -Ala-Gly-Arg-Lys-(A

B -Ala-(Arg),-Lys-(Ar

B -Ala-Arg-Lys-(Arg)g

B -Ala-Tyr-Gly-Arg-Ly

-Ala-(Arg),-Lys-(Arg)

-Ala-Arg-Lys-(Arg) ;-G

-Ala-Tyr-Gly-(Arg)»-L

-Ala-Tyr-Gly-Arg-Lys-

-Ala-Gly-(Arg)-Lys-(

-Ala-Gly-Arg-Lys-(Arg

-Ala-(Arg)5-GIn-(Arg)

-Ala-(Arg)5-GIn-(Arg)

-Ala-Tyr-Gly-(Arg)s-G

-Ala-Tyr-Gly-(Arg)s-G

-Ala-(Arg)5-GIn-(Arg)

-Ala-(Arg)5-GIn-(Arg)

-Ala-Tyr-Gly-(Arg)s-G
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In-CArg) ,—NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-p -Ala-Tyr-Gly-(Arg)s-G

In-(Arg) ,-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f
9)4-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
9)4-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
9)3-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
-GIn-(Arg);-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f
-GIn-CArg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
-GIn-(Arg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
-GIn-(Arg);-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
9)3-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
9)4-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
9)4-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f
-GIn-(Arg)5;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
-GIn-(Arg);-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
-GIn-(Arg)3;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
-GIn-(Arg) ,-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f
-GIn-CArg) ,—NH,;

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)g-GIn-(Ar

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg) s

-Ala-Tyr-Gly-(Arg) g

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)g

-Ala-(Arg)g-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-Tyr-Gly-(Arg) s

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg) g

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-(Arg)s-GIn-(Arg)

a~NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-B -Ala-(Arg)s-GIn-(Arg)

4-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f -Ala-Tyr-Gly-(Arg)s-G

In-(Arg) 5-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-(Arg)s-G

In-(Arg) ,-NHy;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp- -Ala-Tyr-Gly-(Arg)s-G

In-(Arg)_,-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-(Arg)4-G
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In-(Arg)5-NH;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp- -Ala-Tyr-Gly-(Arg)g-G
In-(Arg)5-NH;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-Arg-(Lys) - (Arg)-GIn-(

Arg)3-NH5;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-p -Ala-Tyr-Gly-Arg-(Lys)>-Arg-GIn-(Arg
)a-NH3;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-Arg-(Lys),-(Arg),-GIn-(Arg
)3-NH3;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f -Ala-Gly-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-p -Ala-Gly-(Arg)s-GIn-(Arg)_,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-B -Ala-Tyr-Gly-(Arg),-Lys-(Arg),-GIn-(
Arg)z-NH5;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-p -Ala-Tyr-Gly-Arg-Lys-(Arg);-GIn-(Arg
)3-NH3;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f -Ala-Gly-(Arg),-Lys-(Arg),-GIn-(Arg)
3—-NH5;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-p -Ala-Gly-Arg-Lys-(Arg);-GIn-(Arg);-N
Hs;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg),-Lys-(Arg),-GIn-(Arg);-NH
25

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)- -Ala-Arg-Lys-(Arg);-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg)z-NH,;;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg);-NH
25

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5s-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-p -Ala-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH
25

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg) s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc) - (Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-B -Ala-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
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Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)- -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-p -Ala-Gly-(Arg)s5-GIn-(Arg)5-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-Tyr-Gly-(Arg)5-GIn-(Arg)5-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-( -Ala),-Gly-(Arg)s-GIn-(Arg)z-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Tyr-Gly-(Arg) s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Gly-(Arg) 5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-(Arg)s-GIn-(Arg)_,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-(Arg)s-GIn-(Arg)_,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-(Arg) 5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-(Arg)5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-f -Ala-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-B -Ala-Lys)-B -Ala-(Arg)s-GIn-(Arg)z-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-B -Ala-(Arg)s-GIn-(Arg);-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Trp-f -Ala-D-Cys)-Thr- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) s
-NH, ;

D-Phe-c(Cys-His-D-Phe-Arg-Trp- -Ala-D-Cys)-Thr- -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-B -Ala-(Arg)s-GIn-(Arg)5-NH,;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg)s;-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH
25

Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-(Arg)s-GIn-(Arg)s-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-(Arg)s-GIn-(Arg) 3-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-(Arg)s-GIn-(Arg);-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg),-NH,;
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Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg),—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,—-NH
25

Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-(Arg)s-GIn-(Arg) ,-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) ,—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- -Ala-(Arg)s-GIn-(Arg)z-NH,;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)-B -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-3 -Ala-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH

2

Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-3 -Ala-Cys)-p -Ala-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-B -Ala-Gly-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-3 -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH

25

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(B -Ala),-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-Doc-Gly-(Arg)s-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-Doc-(Arg) s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc),-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc) - (Arg)s-GIn-(Arg);-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp- -Ala-D-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) s
-NH, ;

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-B -Ala-(Arg)s-GIn-(Arg);-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp- -Ala-D-Cys)-B -Ala-Gly-(Arg)s-GIn-(Arg)5-NH,

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-B -Ala-D-Cys)-B -Ala-(Arg)s-GIn-(Arg)_,—NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-B -Ala-D-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Ar
9)3-NH>;

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp- -Ala-D-Cys)-(B -Ala),-(Arg)s-GIn-(Arg)5-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-B -Ala-D-Cys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg) ;-
NH ;

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp- -Ala-D-Cys)-(B -Ala),-(Arg)s-GIn-(Arg)_,-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg);-NH
25

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-Doc-(Arg)s5-GIn-(Arg)5-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-B -Ala-D-Cys)-Doc-Gly-(Arg)s-GIn-(Arg);-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-B -Ala-D-Cys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) s
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(12)

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-B -Ala-D-Cys)-(Doc),-(Arg)s-GIn-(Arg)3-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-(Doc),-Gly-(Arg)s-GIn-(Arg)5;-NH,

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
Arg)5-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
25
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
n-(Arg)s-NH;;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
-NH-;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
)3-NH3;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
Arg)3-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
Arg) 4-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
2
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
n-(Arg) ,-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
-NH-;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
)4-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
Arg) 4-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
25
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f3
Arg)3-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
Arg) 4-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f3
2
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
n-(Arg);-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
-NH-;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f3
)5-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
)a~NH;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f3
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
Arg)z-NH5;

-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-(Arg)s-GIn-(Arg);-NH

-Ala-D-Cys)-Thr-(B -Ala),-Tyr-Gly-(Arg)5-Gl

-Ala-D-Cys)-Thr-(B -Ala),-(Arg)s-GIn-(Arg)

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-(Arg)s-GIn-(Arg) 3-NH,;
-Ala-D-Cys)-Thr-(Doc),-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-(Arg)s-GIn-(Arg),-NH

-Ala-D-Cys)-Thr-(B -Ala),-Tyr-Gly-(Arg)s-Gl

-Ala-D-Cys)-Thr-(B -Ala),-(Arg)s-GIn-(Arg),

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-(Arg)5-GIn-(Arg) ,—NH,;
-Ala-D-Cys)-Thr-(Doc),-Tyr-Gly-(Arg)5-GIn-(

-Ala-D-Cys)-Thr-(Doc),-(Arg) 5-GIn-(Arg) ,—NH

-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-(Arg)s-GIn-(Arg);-NH

-Ala-D-Cys)-Thr-(B -Ala),-Tyr-Gly-(Arg)5-Gl

-Ala-D-Cys)-Thr-(B -Ala),-(Arg)s-GIn-(Arg)

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-(Arg)s-GIn-(Arg) 3-NH,;
-Ala-D-Cys)-Thr-(Doc),-Tyr-Gly-(Arg)5-GIn-(
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D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f -Ala-D-Cys)-Thr-(Doc),-(Arg)s-GIn-(Arg);-NH
25

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-N
Hs;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-B -Ala-(Arg)s-GIn-(Arg)s-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-f -Ala-Tyr-Gly-(Arg)s5-GIn-(Arg)s-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg) 3;-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-( -Ala),-(Arg)s-GIn-(Arg)s;-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-f -Ala-Tyr-Gly-(Arg)s5-GIn-(Arg)_,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-p -Ala-(Arg)s-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-( -Ala),-(Arg)s-GIn-(Arg),-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg) 5-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-Doc-(Arg)5-GIn-(Arg) 3-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-Doc-Tyr-Gly-(Arg) 5-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH
2

Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg) s-GIn-(Arg) 3—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg),—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH
25

Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)- -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg);-NH
25

Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg),-NH,;
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Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH

25

Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg) 5-GIn-(Arg) ,—NH,;

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

Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- -Ala-(Arg)s-GIn-(Arg)s-NH,;

Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5;-NH,;

Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg),-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- -Ala-(Arg)s-GIn-(Arg)_,-NH,;

Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;

Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-(Arg)s-GIn-(Arg)3z-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ;-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-(Arg)s-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-(Arg)s-GIn-(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-NH;
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-$ -Ala-Cys)-(Pro),-Lys-Asp-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Aib-Cys)-(Pro),-Lys-Asp-NH,;

c[0 00000 (CO)-(Cys-D-Ala))-His-D-Phe-Arg-Trp-Cys]-NH,;

c[O00O0O0O0DOO (CO)-(hCys-D-Ala))-His-D-Phe-Arg-Trp-Cys]-NH,;
c[0D0O0O0D0DOO (CO)-(Cys-D-Ala))-His-D-2-Nal-Arg-Trp-Cys]-NH,;
c[O00O00O0DOO (CO)-(hCys-D-Ala))-His-D-2-Nal-Arg-Trp-Cys]-NH,;
c[0 00000 (CO)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Lys]-NH,;
c[O000O0O0DO (CO)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-0rn]-NH,;
c[000O0O0DOO (CO)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dab]-NH;
c[0 00000 (CO)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH,;
c[O00O0O0O0D0OO (CO)-(Asp-His))-D-2-Nal-Arg-Trp-Lys]-NH,;
c[0D0O00O0DO (CO)-(Asp-His))-D-Phe-Arg-Trp-Lys]-NH,;
cf[O0O0OO0OO0DOO (CO0)-(Asp-A3c))-D-Phe-Arg-Trp-Lys]-NH,;
c[O00O0O0O0DOO (CO)-(Asp-A5c))-D-Phe-Arg-Trp-Lys]-NH,;
c[O000O0O0DOO (CO)-(Asp-A6C))-D-Phe-Arg-Trp-Lys]-NH,;
c[0D0O0DODO (CO)-(Asp-A3c))-D-2-Nal-Arg-Trp-Lys]-NH,;

c[0 00000 (CO)-(Asp-A5¢c))-D-2-Nal-Arg-Trp-Lys]-NH,;
c[O00O0O0O0DOO (CO)-(Asp-A6c))-D-2-Nal-Arg-Trp-Lys]-NH,;
c[0D00ODODO (CO)-(Asp-A5c))-D-2-Nal-Arg-Trp-Lys]-NH,;

c[0 00000 (CO)-(Asp-Aic))-D-Phe-Arg-Trp-Lys]-NH,;
c[O000O0O0D0OO (CO)-(Asp-Apc))-D-Phe-Arg-Trp-Lys]-NH,;
c[O0D00O0O0DO (CO)-(Asp-Aic))-D-2-Nal-Arg-Trp-Lys]-NH,;
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(C(O)-(Asp-Apc))-D-2-Nal-Arg-Trp-Lys]-NH,;
-(C(0)-(Asp-Aic))-D-2-Nal-Arg-Trp-Lys]-NH,;
-(C(0)-(Asp-Apc))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-0rn]-NH,;
(C(O)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dab]-NH,;
(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH,;
(C(0)-(Glu-His))-D-Phe-Arg-Trp-Dap]-NH;
(C(0)-(Arg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(N1e-Cly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Gly-CGly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(N1e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Gly-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(N1e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,;
(C(0)-(Gly-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,;
(CO)-(Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(b-Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(AiIb-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(val-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(11e-CGly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Leu-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Gly))-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(CO)-(N1e-Gly))-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(b-Arg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(D-Arg-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;
(C(O)-(Arg-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(b-Arg-Gly))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(Arg-Gly))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(Ala-Nle))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(val-Nle))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Nle))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(A6c-NIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Ala-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(b-Ala-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(val-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Leu-NlIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Cha-NlIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Aib-NIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-D-Arg))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-D-Arg))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-D-Arg))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(CO)-(N1e-Ala))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;

O (C(0)-(Ala-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,0O

O (C(0)-(Nle-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;

O (C(O)-(b-Ala-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;

O (C(0)-(Aib-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
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(C(0)-(val-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(Abu-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(Leu-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(O)-(11e-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(Cha-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(A6c-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(Phe-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(Gly-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(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,;0 O O
Ac-D-Arg-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,
oo0obOOO00oO0oOoOoooobDDbObOO0oOoUoOoUooboobDDb1ooooboDbDOo

0
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O

0
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O Ac-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 0 O 0 0000 00O

O

O O

u
O
g
u

oooobOenbnoboOOO

obDO0O000CO-CArg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,
oooooOooOoooOoooOoboe00oDbDOO
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OO0OO0ODDOO0OO0O (Cone et al., Recent Prog. Horm.

Res., 51:287-317, (1996); Cone et al., Ann. N.Y. Acad. Sci., 31:342-363, (1993)
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0o0dooDoo0o0ooDoDoooooDoooooDoDooooDoDooooDWwskHhoooooooad
0o0o0o0DD0DDO0OO0DO0OO0O0O0DO (Cone et al., Ann. N.Y. Acad. Sci., 680:342-363 (199
3); Cone et al., Recent Prog. Horm. Res., 51:287-318 (1996))0

gooooao

gogoobooooobtboooobboo bbb buoUooDbbouoobbooo
oooooDoDooMC-RROUODODODDDODUOUODOOOOODODDOODOOLI0DO0OMC4-RO O
gooooooooboooooooooobboooboboo3322 00000 bo0ooodd
0 O (Cone et al., Ann. N.Y. Acad. Sci., 680:342-363 (1993); Cone et al., Recent
Prog. Horm. Res., 51:287-318 (1996))0 0 0 0 0 0 00 O0ODODODOOOOOMC4-RO O
godooboooooboooooboboooboboo oo oDbobooobobobooooboooao
00000000 oDoDo0o0o0ooDoDo0oo0o0oDoDoO0o0o0DoDoDOoO0oo0DDoDDOOaOao((Giraudo et
al., Brain Res., 809:302-306 (1998); Farooqi et al., NE J Med., 348:1085-1095 (2
003); MacNeil et al., Eu. J. Pharm., 44:141-157 (2002); MacNeil et al., Eu. J. P
harm., 450:93-109 (2002); Kask et al., NeuroReport, 10:707-711 (1999); Chen et a
l1.,. Transgenic Res., 9:145-54, (2000); Marsh et al., Nat Genet., 21:119-22, (19
99); Balthasar et al., Cell, 123:493-505 (2005))0
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o o A v R N R Y QY (T [0 \ VAR ) =] Y|
. J. Physiol. Gastrointest. Liver Physiol., 290:G852-858, (2006) 0 0 0 O OO DO
OOoooOoooooo)o
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0 0OW02007/0087040 0 0 0D 0D ;000000000000 DODODODOO):
(R2R3)—Al—C(A2—A3—A4—A5—A6—A7—A8—A9)—AlO—Rl

a

[0 O :

A0 Acc HN-(CH,),-C(O)0 L-0 0 0 00D-0 00000000000 O00ooooao ;
A20 Cys[ D-Cys[O hCysO D-hCys[O Penl D-Penl Aspl O O Glud O O ;

A30 GlyOD Alad B -Alal Gaba AibO D-0 0 0000000 O0D0O0D0O0DOO0OO;

A%0 HisO 2-Pald 3-Pald 4-Pald TazO 2-Thil 3-Thid O O (X1,X2,X3,X%,X®Phed 0 O ;
A®0 D-Phel D-1-NalO D-2-NalOd D-TrpOd D-Balld D-(X1,x2,%x3,X4,X®)Pheld L-Phed O O
D-(Et)TyrO O O ;

ASO ArgOd hArgOd DabO DapO LysO Ornd O O HN-CH((CH,),,-N(R*R®))-C(0)0 O O ;

A’0 TrpOd 1-Nald 2-NalO BalO BipO D-TrpQd D-1-Nald D-2-NalO D-BalO O O D-Bipd O O

AB0 GlyO D-Alad Accl Alad B -Alal Gabal ApnO AhxO Ahal HN-(CH,).-C(0)O O O O O
goooooodgano s

A®°0 Cys[ D-Cys[ hCysO D-hCys[ Penl D-Pen Dabl Dapl Ornd 0O O LysO O O ;

ATO0 AccO HN-(CH,)-C(O)O0 L-0 0 0 00D-00 0000000000000 O00O0;
RO OHO O O NH,O O O ;

RROODODRO0O0OOODOOOOOOOOOOOOOOHD (C4-C30)00 00 0O (Cq-Cz0)0
OO00D0000ECC3p0 000 ECCx 00000 EC,-Cx)0 00 0OnDnoUnonn(e
1=C30)0 00000000 (C1-C30)0 00000 (C,-C30)0 000000 (C,-C30)00D0
0000000 ,;-C30)0 00000 (CCs0)0 0000000 (C,-C30)000000O0
OoO0o0D0DO0(EC,-Cupi0ooooooooooe,-Cgp)boopoooooooooo

RAOOODDORMODODODODODODODODODDOODOODHD (C-Clo)D OO0 DO (C-Clpo)
0000000 (C-Clo)D 000 (EC-Chx)I 0D D0DO(ECCr)I0DDDODDDODN(C
1-Clo)0 00000000 C,Clo)D 00000 (C-Clo)D DD D0D0DOD(C,-Clo)dOD
0000000 CClo)D 00000 (Cr-Clo)D 000D DO00(C,-Co)IODDOOOD
00000 Ce) 0000000000, -Clp)iODDO(C,Cxr)0IDnonao
0000-CNH)-NH,O O O ;

mD 000000000000 0102030405060007000 ;
n0000000000000010203040005000 ;

s0 0000000000000 102030405060007000
t0 000000000000 0102030405060007000 ;
OXxMOX2OX30 X0 00X00000000000000HDFDCIOBrd 10 (C,_40)0 0
0000010000000 (€100 0000000 (C5.4,0)000000(Cu10)00
0
0

0000010 000000000000 0DO00ODOOOHD NH,O No,OO O 0O CNO O
ooono
(DR (C,-Cx)0 0000000 EC,-Clx)i0OODO0OEC,Chx))idooooooan(
C,Clo)0 00D (C,-Co)DDDDDDDDDDDD-CNH)-NH,O OO DO DODORSIHIODO
C,C,opb00nonoEC,-C,e0oooooDoC,-Che)ioooono,-Cx)ooonon
ooooOoc,-CL,oyi0oooonoec,-CLeibbooooec,-C,uotoooooonoo
O@C-Cooonoonoooe,-CoiooonoooooonoDC-Cx)bononoo
0o ;
(IDR?0 (C4-C30)0 0000000 (C,-C30)000000(C,-C30) 0000000000
00 (,-C30)000000000R3HI (C,-C30)0 0000 C,-Coo)I00OOOOn(
C,-C5;p)0 00000 CEC,-Cp)i 000000000, -C5p)0000000 (C,-Czp)O
000000 -C5o)000000000O0CCEC,-C3x)0 0000000 (C-Cio)0 000
I o (O @SN 1 A

10

20

30

40

50



(19) JP 2013-501053 A 2013.1.10

(III)A3D 00AS0 0000000000000 0DO0DO0DDO0D0DO0DOoDO0ODoDO0oooOan;

(1V)AZ0 Cys[ D-Cys[ hCysl D-hCysO Pen O O D-Pend O O O O O A®0 CysO D-Cys[ hCys

O D-hCysO Pend O O D-Pend O O ;

(WA20 Asp0 O O Glud O O O O O A®°0 DabO Dapl OrnO O O Lysd O O ;

(VDABO AlaD DO GlyD OO DODOOAMNIeD DDOO ;

VMIDAIDOODOODODODOORMOORNMOODHOIODODODODOOOOD]

gooooboooobooooooooooboboo oo oo o0oDbooooobooodad

gooobboooobbooobobooodd

Oooooo

0010 0000000000000 0D0O0o0DoOoOOoo0Igoao:

A0 A6cO Argd D-Argd Chal D-Chal hChal Chgd D-Chgl GabaO Iled Leuld hLeud MetO B

-hMetd 2-NalO D-2-NalO NipO NleO OicO Phel D-Phed hPhell hProd ValO O O O O O O

ooooooao;

A20 AspO CysO D-CysO hCysO D-hCysO Glul PenO O O D-Pend O O ;

A30 D-Abul AibO Alad B -Alal D-Alald D-Chal Gabal D-Gluld GlyO D-1lel D-Leul D-Tle

OD-valUDOODODDODOOODODOODODOO ;

A%0 HisO 0 O 3-Pall O O ;

AS0 D-Ball D-1-NalO D-2-NalO D-Phel D-Trpl O O D-(Et)TyrQD O O ;

A®0 Arg0 O O hArgd O O ;

A’0 Ball Bipd 1-Nald 2-NalOd TrpQd D-Trpd O O ;

AB0 A6cO D-Alald Ahal AhxO Alald B -Alal ApnO GabaO GlyD 0 0 0 0D 00O ;

A®0 CysO D-CysO hCysO D-hCysO LysO Pend O O D-Pend O O ;

ACOThr 00 000000000000 ;

O0AS0D0D0ABD0D0DO0OD1I00D000D0D0D0DO0ODO0D0DDO0ODOO0ODoDoOOn jooooad
I I e I e I I A 6 R 6 O W O N O A W A
ooo0oo0oo0oooDOoooDooU0oooDoooDOooDoooDoooo
a
0

000
oooDoDoDOo00o0oooooooDoDoDooooodooooDoDooo@Moooood
I A O
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- -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-f -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-Cyp -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;

O0Ooo0oooao
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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-p -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,;
Ac-Nle-c(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(D-Cyp -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-p -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-0Oic-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-hCha-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,;
n-0 0 0 0 0O -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-f -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-f3 -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,;
n-0 0 O 0 O -Nle-c(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH,;
n-0 0 00 0 -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,;
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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- -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Bip-$ -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-hArg-Bip-p -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)-0H;
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-1le-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-l1le-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)-0H;
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-3 -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)-0OH;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-0H;
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-0H;
D-Phe-c(Cys-His-D-Phe-Arg-Trp- -Ala-D-Cys)-Thr-0OH;
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)-0H;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-0H;
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Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0OH;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0OH;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-0H;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-f -Ala-Cys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-0OH;
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)-0H;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-0H;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-0OH;
Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-0H;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-0H;
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,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-Thr-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-f -Ala-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-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-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Nle-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-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-f -Ala-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,;
D-Phe-c(Cys-His-D-Phe-hArg-Trp-f -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Bip-$ -Ala-D-Cys)-Thr-NH,;

JP 2013-501053 A 2013.1.10

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3 -Ala-D-Cys)-Thr-NH,;
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D-Phe-c(Cys-His-D-Phe-hArg-Bip- -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-B -Ala-D-Cys)-Thr-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)-0H;
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-1le-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(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-l1le-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,;
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)-0OH;
Ac-Nle-c(Cys-His-Phe-Arg-D-Trp-Gaba-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-Bal-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- -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,;0 O O O
Ac-Arg-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
godoobobooooboooobooooogbooad
gooooao
ooD200000000000CO0O0O0OO0DO@HDODOOO0OO0DO0DDODODDODOODODOODODODO
0000000 o0DoDoDo00oo0oDoD0oo0oo0DoODoDo0oo0o0ooDoDooo0DODoODOo@bobOooOoDbDoOOO
0 wWo2007/0087040 D D DD OO ;000000 OO0OO0DDODODOOODODOOOO):
(RPR3®)-AT-c(AZ-A3-A*-AS-AS-A7-AB-A®)-NH,,

an

[OO :

AlONIleDDODOOODOOODODOODOO ;

A20 cysO O O Aspd O O ;

A30 GluO O O D-Alal O O ;

AYD HisO OO ;

A0 D-Phed O O ;

A®O Arg0 O O ;

A’0 TrpO 2-NalO 0O O Bald O O ;

A80 GlyOd Alad D-Alad B -Alal Gabal O O ApnO O O ;

A°0 CcysO O O LysO O O ;
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RPROODODRSMIO0DO0DDO0OODODODOODOHODO (C,-CoH)booooooooooooan;
Oooao

(DR?0 (C,-Cx)D 0D DDDDDDOR3MHIODO ;

(IDA20 CysO 0000 DOA°OCysd 00O 1]

gogoobooooobtboooobboo bbb buoUooDbbouoobbooo
OoOoooDooooDpDooooo

gooooao

gogooboooobboooobobooobbooo oD bboooDbbooobbooao
ogd:

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-f -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-3 -Ala-Cys)-NH;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,;0 O O O
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH,;

00000000 oDOoooDOooO0oooDoooOoo

gooooao
0o0300oooooooooooooo@IDoooooooooooooooonan
ooooo0oo0ooDU0ooo0DOdooU0oDU0oooODUO0o0DO0Do0ooODU0DOoODOoO@OoOOODooowo200
770086840 0 0D 00 DOD;000000DDOOODODOODODDOGO):
(R2R3)_Bl_Al_C(Az_A3_A4_A5_A6_A7_A8_A9)_Alo_All_Alz_Als_Bz_Bs_Rl

ain

[OO :

B1O 50 60 70 80 90 100 110 120130140 0 015000 0000000000000 0O
0000000050 000000L-Argd D-Argd L-hArgD O OD-hArgD O OO0 DO DO0O0O
000000000 OoDOoOoooBO0DODODOODDOOO;

A0 AccO HN-(CH) -C(O)O L-00000D-0D 000000 o0oobOo0oobooooooao;
AZ0 CysO D-CysO hCysO D-hCysO Pend D-Pend Aspd O O GluO O O ;

A30 GlyOd GluO Alad B -Alal Gabad AibO D-0 0000000 O0D0DOO0O0O0ODDOOO;
A%0 HisO 2-Pall 3-Pall 4-Pall TazO 2-Thil 3-ThiO 0O O (X1,X%,x3,X*,X®)Phed O O ;
A®0 D-Phel D-1-NalO D-2-NalO D-TrpOd D-BalO D-(X*,x2,%x3,X%,X®)Phed D-(Et)Tyrd D-D
ipd D-Bipd O O D-Bpall O O ;

A®0 ArgOd hArgd Dabl DapO LysO Orn0 O O HN-CH((CH.),,-N(R*R®))-C(0)0 O O ;

A’0 TrpO 1-NalO 2-NalO BalO BipOd Dipd Bpad D-Trpd D-1-NalO D-2-NalO D-Ball D-Bip
0 D-Dipd O O D-Bpall O O ;

AB0 GlyO D-Alal AccO Alal B -Alal Gaball ApnO Ahx[O Ahal HN-(CH,).-C(0)0 0O O O O
ooooooodao;

A®0 Cysl D-Cysl hCysl D-hCys[ Penl] D-Penl Dabl Dapl Ornd O O LysO 0O O ;

AP0 Accl HN-(CH.)-C(0)0 Prod hProd 3-HypO 4-HypOd ThrO L-0 0 0 0 OD-00 0 0O O
o A A I

A0 Prold hProd 3-HypOd 4-HypO 0 D 0 000D O0D0OOOO;

A120 LysO DabO Dapl Argd hArgd 0 0D 0 OO0 0000000 ;

A0 AspOGIWO DD O0DDOODODDOOD ;
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B0 102030400050 00000000000000000000000D0O0O0OO
B30 50 60 70 80 90 100 110 120 130140 00150 0 00 0000000000000
0000000050 000000L-Argd D-Argd L-hArgD0 0 0O D-hArg0 0 00000 DO
0000000000000 O000D0O00 ;

RO OHDO O O NH,O O O ;

RFODODRO 000000000 ODDOOODDDOHD (C,-C30)0000 0 (Cy-Cao)D
0000000 (C,-C30)0 000 (Co-C30)0 00000 (C-C30)0 00000000 DO(C
1C30)0 00000000 (C,-C30)0 00000 (C,-C30)0 000000 (C,-Cz0)0 00
0000000 C,;-C30)0 00000 (C5Cs0)0 0000000 (C,-C30)0000000
00000(C,C50)0 000000000000, -C3o)0 0000000000000

RFOODDORSIODDOO0OO0OOOONOOODOO0D0OOHD (C-Clo)I 0000 (C,-Cho)d O
000000 (C-Clo)I 000 (Ca-Clo)D 00000 (C-Clp)J0IDD0D0D0000D0 (C,-
Clo)I 00000000 (C,~Clo)d 00000 (C,-Clo)IDDODODD0DO(C,-Chod)d OO
000000 (C,-Cle)J 00000 (C-Cle)JI 000000 (C,Clep)JIOOD0D0DOD0
0000(C;-Co)D 0000000000 (C;-Cle)IJ D00 (C,-Clop)DIDDO000D00
00 0CNH)-NH,O O 0O ;

n0000000000000010203040005000 ;
MJO0ODODODOOODODDOO0O00010203040506000 7000 ;
s0000000D000000010203040506000 7000 ;
t0000000000000010203040506000 7000 ;

X'OXx20Xx3 O Xx*O0O0X’0000000000000000000HDFDCIOBrd 10 (C,
10)0000000(C; 16)0 0000 (Cs410)0 0000000 (Cs 410)000000(C,
,0)00000000(C, 4,,)000000000000000000O0HD NH,ONO,O O
OCNO OO ;

0oao:

(R0 (C,-CLx)0 0000000 (C,-Clo)D 00000 (C,-Cp)JID00D0D0000D0(
C,-Cao)I 000 (C,-Clp)J 0D DDO0D0DD0DODDOCNH)-NH,O OO OO O0RSOHI (C,-C
40)0 0000 (C;-Clx)D 0000000 (Cy-Clp)d DD0D0D0DO(C-Clp)dDODODOODO
000 (C-Clo)D 000000 (C,-Clp)D0D0DO0D0D0D0(C,-C)IIDDDD0000O0C(
2-C,o)0 0000000 (C,Cle) 1000000000000 (C,-Ce)IOIODDD00

(IDR?0 (C4-C3o)0 0000000 (C,-C30)0 00000 (C,-C3o)00D0D0DODDODONODN
00 (,-C30)000000000R3HI (C,-C50)0 0000 (C,-Coo)I0O0O0O0ODODO(C
C,-Cz;p)O0 00000 EC,-CxpiOO0ooooonon,-C3p)0000000n,-Czp)
OD0DO0000EC-Cp) 000000000 CEC,-C5p)OODODODODOCEC-Cp)OODnOO
OO0O0D0O00O00o00EC-Cpb0nbooogs;

(IDB0B0 00000000000 ODO :Arg-(Lys)>-(Arg),-GIn-(Arg),(0 0 0 O 1)
O Tyr-Ala-Arg-Lys-Ala-(Arg),-GIn-Ala-(Arg),(0 O O O 2)0 Tyr-Ala-Arg-(Ala),-(Arg)
>—(Ala)>-(Arg),(0 O O O 3)0 Tyr-Ala-(Arg)o(0 O 0 O 4)0 Tyr-(Ala)s;-(Arg)(0 O O
O 5)0 Tyr-Ala-Arg-Ala-Pro-(Arg)>-Ala-(Arg);(0 O O O 6)0 O O Tyr-Ala-Arg-Ala-Pro-
(Arg),-Pro-(Arg), (000070100000 0O ;
(WVMBOODDOB200D0D0DDDDDDDDDDDDDDDDDDDDDDDDDODOO ;
(V)A20 CysO D-CysO hCysO D-hCys[ Pen O O D-Pend O O O O O A®°0 CysO D-CysO hCys
0 D-hCysO PenO O O D-Pend O O ;

(VDA20 Aspd 0 0 GluD O O O O O A®°0 DabO DapO Orn0d O O LysO O O ]
ocoboooooooobDOoooobOoooDooboobooooODooDbOoooDobOooDbOooboo
ocoooooooooooooooood

ocooooo
oco3goooooooboooooooobDOooboobooooDoobobOoboboooooDO
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ooooooo@IDO0OOO0[DO:

B1O Arg-Lys-GIn-Lys-(Arg)s(0 O O O 8)0 Arg-(Lys)>-Arg-GIn-(Arg),(0 O O O 9)0 Arg
-(Lys)>-(Arg);-GIn-(Arg)-(0 O 0O O 10)0 Arg-(Lys)>-(Arg) ,-GIn-Arg(0O O O O 11)0 Ar
g-(Lys)o>-(Arg)s-GIn(0 O O O 12)0 Arg-(Lys)>-GIn-(Arg)s(0 O O O 13)0 Arg-GIn-(Lys
)>-(Arg)s(0 O O O 14)0 Arg-GIn-(Arg),(0 O O 0O 15)0 Arg-GIn-(Arg)g(0O O O O 16)0 (
Arg)>-GIn-(Arg)g(0 O O O 17)0 (Arg)>-GIn-(Arg)(0 O O 0O 18)0 (Arg)z-GIn-(Arg)s(
O00019)0 (Arg)s-GIn-(Arg)g(0 O O O 20)0 (Arg),-GIn-(Arg),(0O O O O 21)0 (Arg)
4-GIn-(Arg)s(0 O O O 22)0 (Arg)s(0 O O O 23)0 (Arg)s-GIn-(Arg)z(0 O O O 24)0 (Ar
9s-GIn-C(Arg) (0 O O O 25)0 (Arg)e(C O O O 26)0 (Arg)s-GIn-(Arg)s(0 O O O 27)0 (
Arg)-(0 O O 0O 28)0 (Arg),-GIn-(Arg)-(0 O 0O O 29)0 (Arg)g(0 0O O 0O 30)0 (Arg)g-GlIn
-Arg(0 O O O 31)0 (Arg)o(0 O O O 32)0 (Arg)o-GIn(d O O O 33)0 (D-Arg)sd (D-Arg)g
0 (D-Arg)-,0 (D-Arg) gl (D-Arg) gl GIn-Arg-(Lys),-(Arg)s(0 O O O 34)0 GIn-(Arg)g (0
O D0 0350 GIn-(Arg)o(0 O O O 36)0 Tyr-Gly-Arg-(Lys)>-(Arg)-GIn-(Arg)z(0 O O O
37)0 Tyr-Gly-Arg-(Lys),-(Arg)-GIn-(Arg)5z-Doc(C 0 00 38);0 0 0 00O000O000O
oo ;

BZ0 B -Alad B -Ala-Glyd B -Ala-TyrO B -Ala-Tyr-Glyd (B -Ala),0 (B -Ala),-Gly[

(B -Ala),-TyrO (B -Ala),-Tyr-Gly(O O 0O O 39)0 DoclO Doc-Glyd Doc-TyrO Doc-Tyr-Gly
O (Doc),0 (Doc),-Glyd (Doc),-TyrO (Doc),-Tyr-Gly(C O OO0 40)0 000000000
O0D0Ooo;

B30 Arg-Lys-GIn-Lys-(Arg)s(0 O O O 8)0 Arg-Lys-(Arg)s-GIn-(Arg)s(0 O 0O O 41)0 Ar
g-(Lys)>-Arg-GIn-(Arg) (0 O O O 9)0 Arg-(Lys)>-GIn-(Arg)s(0 O O O 13)0 Arg-(Lys)
>—(Arg)->-GIn-(Arg)s;(0 O O O 1)0 Arg-(Lys)»>-(Arg)5-GIn-(Arg),(0O O O O 10)0 Arg-(L
ys)>-(Arg) ,-GIn-Arg(0 O O O 11)0 Arg-(Lys)>-(Arg)s-GIn(O O O O 12)0 Arg-GIn-(Lys
)>-(Arg)s(0 O O O 14)0 Arg-GIn-(Arg),(0 O O O 15)0 Arg-GIn-(Arg)g(0 O 0O O 16)0 (
Arg)--Lys-(Arg)-GIn-(Arg) (0 O O O 42)0 (Arg),-GIn-(Arg)g(0 O O O 17)0 (Arg),-G
In-(Arg)-(0 0 0 O 18)0 (Arg)s-GIn-(Arg)s(C O O 0 19)0 (Arg)s-GIn-(Arg)g(C O O O
20)0 (Arg),-GIn-C(Arg),(0 0 O O 21)0 (Arg),-GIn-(Arg)s(0 O O O 22)0 (Arg)s(0 0O O
O 23)0 (Arg)s-GIn-(Arg)z(0 O O O 24)0 (Arg)s-GIn-(Arg),(0 O O O 25)0 (Arg)eg(O O
0 0 26)0 (Arg)g-GIn-(Arg)s(0 O 0 O 27)0 (Arg),(0 O 0 O 28)0 (Arg),-GIn-(Arg),(0
000290 (Arg)g(0 O O O 30)0 (Arg)g-GIn-Arg(0 O O O 31)0 (Arg)o(0d O O O 32)0 (
Arg)o-GIn(O O O O 33)0 (D-Arg)s0 (D-Arg)gd (D-Arg),0 (D-Arg) gl (D-Arg)g0 Gln-Arg
-(Lys)>-(Arg)s(0 O O O 34)0 GIn-(Arg)g(0 O O O 35)0 GIn-(Arg)o(0 0 0 0 36)0 00O
oooooDoooooao;

A0 A6cO Chal hChal Chgl D-Chg hChgld Gabal hLeul Metd B -hMetO D-2-Nald Nipd NI
el Oicl Phed D-Phell hPheO hProO OO OO O OO OOODODOAO ;

A20 cysO O O

A30 D-Abul AibO Alad B -Alald D-Alald D-Chal Gabal GluO GlyOd D-1leld D-Leud D-MetO
D-Nlel D-Phell D-Tlel D-TrpO D-TyrO D-ValO O OO OO O ODOOOODOAO ;

A%0 HisO 0 O ;

AS0 D-Ball D-1-Nall D-2-Nall D-Phel D-(X1,X2,x3,x%,X®)Phel D-Trpld O O D-(Et)Tyr
oo ;

A®0 Arg0 O O hArgd O O ;

A’0 BalO BipOd 1-Nald 2-Nald Trpd O O D-Trpd O O ;

AB0 A5cl Aécl Ahall AhxO Alal B -Alald Apnd GabaO GlyD D OO0 0O DODOOODDOOAO ;
A®0 Cysl D-Cysl hCysO D-hCys[ Lys[ Pen O O D-Pend O O ;

AP0 Pro0 THrO DD ODDDOODDODOOD ;

AY'OPro0 00000000 DDDOOO ;

Al20argD Lys0 0000000000 DOOO ;

A0 AspD 0 00DD0OO0O0OO0ODDOOOO ;
RPODODRWO0000O0DDODOODHOIDODDOOODDO]
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oooo0DoDoODoooooooooDoDoDoooooao

ooooono
oooobDobOOOoOooOoooobDbooOoooooooooDoDbo@IhDoboooooooo
oooooDoDooooooao:

Tyr-Gly-Arg-(Lys)>-(Arg),-GIn-(Arg) ;-Nle-c(Asp-His-D-2-Nal -Arg-Trp-Lys)-NH,;
Tyr-Gly-Arg-(Lys)>-(Arg),-GIn-(Arg) 3-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),-GIn-(Arg)z-N

Hs s

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-B -Ala-Tyr-Gly-Arg-(Lys),-(Arg),-GIn-(Arg)
3-NH3;
Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Doc),-Tyr-Gly-Arg-(Lys)>-(Arg),-GIn-(Arg)z-N
Hs s

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Pro),-Lys-Asp-Tyr-Gly-Arg-(Lys)-(Arg),-G
In-CArg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-Cys)-(Pro),-Lys-Asp-Tyr-Gly-Arg-(Lys) - (Arg
)>-GIn-(Arg)3-NH5;

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(B -Ala),-Tyr-Gly-Arg-(Lys)>-(Arg)>-GIn-(A
rg)s-NH;
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Pro),-Lys-Asp-Doc-Tyr-Gly-Arg-(Lys)-(Arg
)>-GIn-(Arg)z-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-Cys)-(Pro),-Lys-Asp-Doc-Tyr-Gly-Arg-(Lys) -
(Arg)>-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-Arg-(Lys
)2>-(Arg) >-GIn-(Arg)3-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-Doc-Tyr-Gly-Arg-(Lys) -
(Arg)>-GIn-(Arg)3-NH,;
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Doc),-Tyr-Gly-Arg-(Lys)>-(Arg)>-GIn-(Arg)
3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-Tyr-Gly-Arg-(L
ys)>-(Arg) >-GIn-(Arg) 3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-3 -Ala-(Arg)s-GIn-(Arg)
3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Gly-(Arg)s-GIn-(
Arg)5-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-B -Ala-Tyr-Gly-(Arg)s-G
In-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-$ -Ala-Tyr-Gly-Arg-(Lys
)>-Arg-GIn-(Arg) ,-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-Arg-(Lys
)>-GIn-(Arg)s-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-Arg-Lys-
GIn-Lys-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-Arg-(Lys
)>-(Arg) 4-GIn-Arg-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-B -Ala-Tyr-Aib-Arg-(Lys
)>-(Arg) >-GIn-(Arg) 3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp- -Ala-(Arg)s-GIn-(Ar
g)5-NH;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-(Arg)s-GIn-(Ar
9)3-NH3;
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Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f

9)3-NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3

g)5-NH;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

9)3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

9)3-NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f3

3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f

3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f8

)>-(Arg)3-GIn-(Arg) >-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3

(Lys)>-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3

)>-(Arg)5-GIn-NH,;

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

yS)>-(Arg)-GIn-(Arg) 3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

)>-(Arg)>-GIn-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

9)>-GIn-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

-GIn-(Arg);-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

9)>-GIn-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f

-Lys-(Arg),-GIn-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

-(Arg)>-GIn-(Arg)53-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f

rg)s-GIn-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

9)>-GIn-(Arg)5-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

-GIn-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

-Lys-(Arg),-GIn-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

s-(Arg)3-GIn-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f

-(Arg)>-GIn-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

rg)s;-GIn-(Arg)5-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3

9)>-GIn-(Arg)s-NH,;

(28)

JP 2013-501053 A 2013.1.10

-Ala-(Arg)g-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)5-GIn-(Ar

-Ala-(Arg)g-GIn-(Ar

-Ala-(Arg)g-GIn-(Arg)

-Ala-(Arg)5-GIn-(Arg)

-Ala-(Arg)g-GIn-(Arg)

-Ala-Tyr-Gly-Arg-(Lys

-Ala-Tyr-Gly-Arg-GIn-

-Ala-Tyr-Gly-Arg-(Lys

B -Ala-Tyr-Gly-Arg-(L

-Ala-Tyr-Gly-Arg-(Lys

-Ala-(Arg),-Lys-(Ar

-Ala-Arg-Lys-(Arg);

-Ala-(Arg),-Lys-(Ar

-Ala-Tyr-Gly-(Arg).,

-Ala-Gly-(Arg),-Lys

-Ala-Gly-Arg-Lys-(A

-Ala-(Arg),-Lys-(Ar

-Ala-Arg-Lys-(Arg) s

-Ala-Tyr-Gly-(Arg),

-Ala-Tyr-Gly-Arg-Ly

-Ala-Gly-(Arg),-Lys

-Ala-Gly-Arg-Lys-(A

-Ala-(Arg),-Lys-(Ar
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(29)

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

-GIn-(Arg)5;-NH,;

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

-Lys-(Arg),-GIn-(Arg);-NH,;

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

s-(Arg)3-GIn-(Arg)z-NH;;

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

-(Arg)>-GIn-(Arg)s-NH,;

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

rg)s-GIn-(Arg)z-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f
2>-GIn-(Arg)3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
In-(Arg)5-NH;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f8
ys-(Arg)>-GIn-(Arg)z-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
(Arg)3-GIn-(Arg) 3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
Arg)>-GIn-(Arg)z-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f
)3-GIn-(Arg)z-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
)>-Arg-GIn-(Arg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
)>-GIn-(Arg)s-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
GIn-Lys-(Arg)s-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
(Lys)>-(Arg)s-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-3
)>-(Arg)3-GIn-(Arg)>-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
)>-(Arg) 4-GIn-Arg-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f
)>-(Arg)s-GIn-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
3~-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-f
3-NH>;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
In-(Arg)5-NH;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro).,-Arg-Asp-f3
In-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f
a~NH>;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-f3
4-NH>;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
In-(Arg) ,-NH;

JP 2013-501053 A 2013.1.10

B -Ala-Arg-Lys-(Arg)g

B -Ala-Tyr-Gly-(Arg),

B -Ala-Tyr-Gly-Arg-Ly

B -Ala-Gly-(Arg),-Lys

B -Ala-Gly-Arg-Lys-(A

-Ala-(Arg),-Lys-(Arg)

-Ala-Arg-Lys-(Arg) ;-G

-Ala-Tyr-Gly-(Arg),-L

-Ala-Tyr-Gly-Arg-Lys-

-Ala-Gly-(Arg)-Lys-(

-Ala-Gly-Arg-Lys-(Arg

-Ala-Tyr-Gly-Arg-(Lys

-Ala-Tyr-Gly-Arg-(Lys

-Ala-Tyr-Gly-Arg-Lys-

-Ala-Tyr-Gly-Arg-GIn-

-Ala-Tyr-Gly-Arg-(Lys

-Ala-Tyr-Gly-Arg-(Lys

-Ala-Tyr-Gly-Arg-(Lys

-Ala-(Arg)s-GIn-(Arg)

-Ala-(Arg)5-GIn-(Arg)

-Ala-Tyr-Gly-(Arg)s-G

-Ala-Tyr-Gly-(Arg)s-G

-Ala-(Arg)s-GIn-(Arg)

-Ala-(Arg)5-GIn-(Arg)

-Ala-Tyr-Gly-(Arg)s-G
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(30)
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Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-B -Ala-Tyr-Gly-(Arg)s-G

In-(Arg) ,-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
g)5-NH;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
9)3-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
9)4-NH>;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
9)4-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f
9)3-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
g)5-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
-GIn-(Arg)3;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
-GIn-(Arg) ,-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f
-GIn-CArg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
g)5-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
9)3-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f
9)3-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
9)3-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f
9)4-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
g),-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
-GIn-(Arg)3;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f3
-GIn-(Arg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-f3
-GIn-CArg) ,—NH,;

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)5-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)g-GIn-(Ar

-Ala-(Arg)g-GIn-(Ar

-Ala-Tyr-Gly-(Arg) g

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg) g

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)g

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)g-GIn-(Ar

-Ala-(Arg)g-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-Tyr-Gly-(Arg) g

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg) g
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G

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f

3~NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f3

3~NH3;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f8

4-NH-;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f3

4-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f

3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

Arg)z-NH;;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f8

In-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f3

In-(Arg)5-NH,

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

In-CArg) ,-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f

In-(Arg) ,-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

In-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f3

In-(Arg)3-NH,;

JP 2013-501053 A 2013.1.10

-Ala-(Arg)5-GIn-(Arg)

-Ala-(Arg)5-GIn-(Arg)

-Ala-(Arg)s-GIn-(Arg)

-Ala-(Arg)s-GIn-(Arg)

-Ala-(Arg)g-GIn-(Arg)

-Ala-(Arg)s-GIn-(Arg)

-Ala-Gly-(Arg)5-GIn-(

-Ala-Tyr-Gly-(Arg)s-G

-Ala-Tyr-Gly-(Arg)s-G

-Ala-Tyr-Gly-(Arg)s-G

-Ala-Tyr-Gly-(Arg)s-G

-Ala-Tyr-Gly-(Arg)g-G

-Ala-Tyr-Gly-(Arg)g-G

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-Arg-(Lys) - (Arg)>-GIn-(

Arg)z-NH;;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
)a~NH;

-Ala-Tyr-Gly-Arg-(Lys),-Arg-GIn-(Arg

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-Arg-(Lys) - (Arg),-GIn-(Arg

)3-NH3;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3
Arg)z-NH5;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
)3-NHz;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3
3-NH>;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3
Hs;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
25
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
)a-NHy;

-Ala-(Arg)s-GIn-(Arg)3-NH,;
-Ala-Gly-(Arg)s-GIn-(Arg)3-NH,;
-Ala-Gly-(Arg)5-GIn-(Arg) 3-NH,;
-Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ;-NH,;
-Ala-Gly-(Arg)s-GIn-(Arg) ,-NH,;
-Ala-Tyr-Gly-(Arg) -Lys-(Arg),-GIn-(

-Ala-Tyr-Gly-Arg-Lys-(Arg) ;-GIn-(Arg

-Ala-Gly-(Arg)-Lys-(Arg)>-GIn-(Arg)

-Ala-Gly-Arg-Lys-(Arg);-GIn-(Arg)z-N

-Ala-(Arg),-Lys-(Arg)>-GIn-(Arg) ;-NH

-Ala-Arg-Lys-(Arg) 5-GIn-(Arg) 5-NH,;
-Ala-Tyr-Gly-Arg-(Lys),-Arg-GIn-(Arg
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(32) JP 2013-501053 A 2013.1.10

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

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-B -Ala-Gly-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg);-NH
25

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Gly-(Arg)s-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-p -Ala-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-p -Ala-Gly-(Arg)s-GIn-(Arg)_,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg)_,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH
2

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5;-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-f -Ala-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)- -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Gly-(Arg)s5-GIn-(Arg)5-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-( -Ala),-Gly-(Arg)s-GIn-(Arg)z-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Gly-(Arg)5-GIn-(Arg)3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-(Arg)s-GIn-(Arg)3;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Gly-(Arg) 5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-(Arg)s-GIn-(Arg)_,—NH,;
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Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Tyr-Gly-(Arg)5s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Gly-(Arg)5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-f -Ala-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp- -Ala-Lys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-B -Ala-(Arg)s;-GIn-(Arg)5-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Trp- -Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)5-GIn-(Arg)
-NH5 ;

D-Phe-c(Cys-His-D-Phe-Arg-Trp-f -Ala-D-Cys)-Thr-B -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5;-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)- -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s-NH,;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg)5;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-(Arg)s-GIn-(Arg)5-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-$ -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH
2

Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg)3-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-(Arg) s-GIn-(Arg) 3—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg)3-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-(Arg)s-GIn-(Arg)5;-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- -Ala-(Arg)s-GIn-(Arg),—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH
25

Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- -Ala-(Arg)s-GIn-(Arg)z-NH,;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5;-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)3;-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-f -Ala-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s-NH
2

Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp- -Ala-Cys)-B -Ala-(Arg)s-GIn-(Arg);-NH,;
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Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-B -Ala-Gly-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH

25

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(B -Ala),-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-Doc-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-Doc-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc),-Gly-(Arg)5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc),-(Arg)s-GIn-(Arg) 5-NH,;

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f
-NH5 ;

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
g)5-NH;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
NH, ;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
25
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
-NH5 ;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
Arg)3-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
25
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
n-(Arg)s-NH;;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
)3-NH3;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
Arg)3-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3

-Ala-D-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);

-Ala-D-Cys)-p -Ala-(Arg)s-GIn-(Arg)s;-NH,;
-Ala-D-Cys)-f -Ala-Gly-(Arg)s-GIn-(Arg)z-NH,

-Ala-D-Cys)-pB -Ala-(Arg)s-GIn-(Arg),-NH,;
-Ala-D-Cys)-( -Ala),-Tyr-Gly-(Arg)s-GIn-(Ar

-Ala-D-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
-Ala-D-Cys)-( -Ala),-CGly-(Arg)s-GIn-(Arg) ;-

-Ala-D-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),—NH,;
-Ala-D-Cys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH

-Ala-D-Cys)-Doc-(Arg)s-GIn-(Arg);-NH,;
-Ala-D-Cys)-Doc-Gly-(Arg)5-GIn-(Arg)5-NH,;
-Ala-D-Cys)-Doc-(Arg)s-GIn-(Arg) ,-NH,;
-Ala-D-Cys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) 4

-Ala-D-Cys)-(Doc),-(Arg)5-GIn-(Arg) 3-NH,;
-Ala-D-Cys)-(Doc),-Gly-(Arg)s-GIn-(Arg) 3-NH,

-Ala-D-Cys)-(Doc),-(Arg)5s-GIn-(Arg) ,-NH,;
-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-(Arg)s-GIn-(Arg)s-NH

-Ala-D-Cys)-Thr-(B -Ala),-Tyr-Gly-(Arg)s-Gl

-Ala-D-Cys)-Thr-(B -Ala),-(Arg)s-GIn-(Arg) s

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-(Arg)s-GIn-(Arg) z-NH,;
-Ala-D-Cys)-Thr-(Doc),-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(
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Arg) 4-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
2;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
n-(Arg) 4-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
-NH, ;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
)a~NH;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
Arg) ,-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
25
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
Arg)z-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f3
Arg) 4-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
2;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f3
n-(Arg)s-NH;;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-p3
-NH, ;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
)3-NH;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f3
)4-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
Arg)3-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3

25
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-Ala-D-Cys)-Thr-B -Ala-(Arg)s-GIn-(Arg),-NH

-Ala-D-Cys)-Thr-(B -Ala),-Tyr-Gly-(Arg)s-Gl

-Ala-D-Cys)-Thr-(B -Ala),-(Arg)s-GIn-(Arg),

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-(Arg)s-GIn-(Arg) ,—-NH,;
-Ala-D-Cys)-Thr-(Doc),-Tyr-Gly-(Arg)5-GIn-(

-Ala-D-Cys)-Thr-(Doc),-(Arg)s-GIn-(Arg) ,-NH

-Ala-D-Cys)-Thr-f -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr- -Ala-(Arg)s-GIn-(Arg);-NH

-Ala-D-Cys)-Thr-(B -Ala),-Tyr-Gly-(Arg)s-Gl

-Ala-D-Cys)-Thr-(B -Ala),-(Arg)s-GIn-(Arg) s

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-(Arg)5-GIn-(Arg)5-NH,;
-Ala-D-Cys)-Thr-(Doc),-Tyr-Gly-(Arg)5-GIn-(

-Ala-D-Cys)-Thr-(Doc) - (Arg) 5-GIn-(Arg) 3-NH

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-N

Hs;

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

Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-

B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)3-NH,;

B -Ala-(Arg)s-GIn-(Arg)3-NH,;

(B -Ala),-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
(B -Ala)5-(Arg)s-GIn-(Arg)z-NH;;

B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH5;

B -Ala-(Arg)s-GIn-(Arg) ,—NH,;

(B -Ala),-Tyr-Gly-(Arg)5-GIn-(Arg) ,-NH,;
(B -Ala),-(Arg)s-GIn-(Arg) ,-NH;;
Doc-Tyr-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Doc-(Arg)s-GIn-(Arg);-NH,;
(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
(Doc) - (Arg)5-GIn-(Arg) 3-NH, ;
Doc-Tyr-Gly-(Arg)5-GIn-(Arg) ,—NH,;
Doc-(Arg)s-GIn-(Arg) ,-NH,;
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Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-Tyr-Gly-(Arg) 5s-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-(Arg)5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-B -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg);-NH

25

Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,; 10
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc) - (Arg)s-GIn-(Arg) 3;-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)- -Ala-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,—-NH

2

Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg) s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)5-GIn-(Arg) ,-NH,; 20
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH

25

Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH,; 30
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-B -Ala-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH

25

Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-B -Ala-(Arg)s-GIn-(Arg);-NH,; 40
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5;-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- -Ala-(Arg)s-GIn-(Arg)_,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-(Arg)5-GIn-(Arg) ;-NH,; 50
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Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-Tyr-Gly-(Arg) s-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-(Arg)s-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) ,-NH, ;0 O
ad

Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,; ;
00000000 oDOoooDOooO0oooDoooOoo

gooooao

00400000000000000000@E AWY):
Ac-c(Cys-Glu-His-A*-Arg-AZ-A3-Cys)-(Pro),-Lys-Asp-NH,

av)

[OO :

AlO X-PheD DO 2-NalOD-0 00 0D0D0O0O0ODOXOODODODOOOO ;

A20 BalO 1-Nald 2-NalO O O TrpO O O ;

A30 AibO Alad B -Alal O O Glyd 0 O ]

cooocooooooDOooooboooDoobogoooooDoo@MVWwoooooooDoooao
ooocooboobooboooooooooobobbooooooooobobobobooooooooobooao
goooooooboboogoobooobbobooobobooobbooobbooooboao
goooogao

ooocooao
ooocoobobobooooooooobbbooooooooobbobobooooooooboao
goooooogoao:

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-NH,;
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-$ -Ala-Cys)-(Pro),-Lys-Asp-NH,;0 O O O
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Aib-Cys)-(Pro),-Lys-Asp-NH,;

goboooooobooooooobd
oooooao
ooooooooooMHogDooo(wIDOoooDoDooooDooooooooooao
I I e I I A e 6 A O R A W A AR A
godooobobooooboboooooboooboboo oo oDboo o bobboboooooooao
Ooooooao
oooooao
00s500000000000000000@ M\):
Ooo0oo0o0oOooao
0ooogao
RS
1
R, X
i\l R+ O
C) N (3 R3
\
X1_A1_A2_A3_A4__N
N
R2

(V)

[0DDO

X0 O =CH,-S-S-CHy-0 ~C(CHg)5-S-S-CHy-0 —CH,-S-S—C(CHg) -0 ~C(CHg)5-S-S-C(CHg) o-
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0 -(CH5)5-S-S-CH,-0 -CH5-S-S-(CH5) -0 -(CH5)-S-S-(CH5) -0 -C(CH3)5-S-S-(CH5) 5~
0 =(CH5)5-S-S-C(CH3)5-0 =(CH5)¢-C(0)-NRE-(CH,)r-0 O O -(CH,)r-NRE-C(0)-(CH,) -0
0000000000 ;

RIODDODRP00DDOO0O0DDOOODHD (C4-C,o)0 00000000 (C,-Co)ddOnDn
ooag;

R30 -OHO O O -NH,O0 O O ;

RMODDRIODDOOODDDOODODHD (C,-C,o)0 00000000 (C,-Co)d 00D
Ooag;

xt0O

Oo0oDOo

Oooao

Ré R7

ooao;
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0 1 e 1 I
(C(0)-(Cys-D-Ala))-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(hCys-D-Ala))-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(Cys-D-Ala))-His-D-2-Nal-Arg-Trp-Cys]-NH,;
(C(0)-(hCys-D-Ala))-His-D-2-Nal-Arg-Trp-Cys]-NH,;
(C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-0rn]-NH,;
(C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dab]-NH,;
(C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH,;
(C(0)-(Asp-His))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-His))-D-Phe-Arg-Trp-Lys]-NH,
(C(0)-(Asp-A3c))-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A5c))-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A6Cc))-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A3c))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A5c))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A6c))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-Aic))-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-Apc))-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-Aic))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-Apc))-D-2-Nal-Arg-Trp-Lys]-NH,;
-(C(0)-(Asp-Aic))-D-2-Nal-Arg-Trp-Lys]-NH,;
-(C(0)-(Asp-Apc))-D-2-Nal-Arg-Trp-Lys]-NH,
(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-0rn]-NH,;
(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dab]-NH,;
(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH,O O O O
(C(0)-(Glu-His))-D-Phe-Arg-Trp-Dap]-NH,
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A%0 D-Ball D-1-NalO D-2-Nald D-Pheld O O D-(X1,X2,x3,x%,x®Phed O O ; 40
AS0 Argl hArgd Dabl Dapd LysO O 0O OrnO O O ;
ASO BalO 1-NalO 2-Nald (X*,X2,x3,X%,X®)Phed 0 O Trpd O O O
A0 AspO CysO D-Cysl Dabl DapOd GluO LysO OrnO Pend O O D-Pend O O ;
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00000D0(C,-Csx)0000000000000R2000R3O0D0O0O0O0D0O0O0O0ODN
0oo0ooooooao;
R*0 CO,HO O O C(O)NH,O O O ;
RPFODDOROODDOOODDOODODHD (C,-C,o)0 0000 (C,-C,o)00D0D0000D0 50
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ASO TrpO O O ;

A‘O cysO O 0O PenO O O
R0 R20 R30 0O O R°O0 O
R*0 C(O)NH,O O O
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0ooooao;
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0000

ooDoooooOooDOoooDooboOoE

(C(0)-(Arg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(N1e-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(Gly-CGly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(N1e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(N1e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,;
(C(0)-(Gly-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,;
(C(0)-(Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(b-Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(AIb-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(val-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(11e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Leu-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Gly-Gly))-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(O)-(N1e-Gly))-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(O)-(b-Arg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Arg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
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(C(0)-(b-Arg-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Arg-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(b-Arg-Gly))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(Arg-Gly))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(CO)-(N1e-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Gly-CGly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(N1e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(Gly-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(N1e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,;
(C(0)-(Gly-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; 10
(C(0)-(Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(b-Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(AiIb-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(val-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(11e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Leu-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(D-Arg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Arg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Arg-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(D-Arg-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,; 20
(C(0)-(Ala-Nle))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(val-Nle))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-NlIe))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(A6c-NlIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-NlIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Ala-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(b-Ala-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(val-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Leu-NlIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Cha-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH.; 30
(C(O)-(Aib-NIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-D-Arg))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-D-Arg))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-D-Arg))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-D-Arg))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;0 O O O
(C(0)-(Nle-Ala))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH.; 40
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0D00(,Cs)00000000000D00RPDO0ORMIONNDONONONDONDDNDODO
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HisO 2-Palld 3-Pald 4-Pall (X1,XZ,X3,Xx%,x®)Phel] Taz( 2-Thil O O 3-Thid 0 O ;
D-Bal D-1-NalO D-2-NalO D-Phed O O D-(X1,X2,X3,X%,X®)Phel O O ;

Arg0 hArgQd DabO DapO LysO 0O O Orn0O O O ;

Ball 1-Nald 2-NalO (X1,x2,x3,x*,X®)Phed O O TrpO O O ;
r000000000000000D00010203040005000 ;

t0 0000000000000 000010002000]7]

0000000000000 0000000000000000000000000a0
0000000000000 00000000000000000O0O0@oooan
PCT/US08/066750 0 0 0 000 ;0000000000000 O0DDOOO) 000
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(C(O)-(Nle-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(Ala-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(b-Ala-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(O)-(Aib-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(val-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
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c[0O 00000 (CO)-(Abu-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[O000O0O0DO (CO)-(Leu-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
cf[00O0O0DO (CO)-(11e-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[0 00000 (C0)-(Cha-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[00O0O0O0D0OO (CO)-(A6c-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[0000O0DOO (CO)-(Phe-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
cf[00OO0O0DO (CO)-(Gly-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[O00O0O0O0DOO0O (CO)-(Gly-Cys))-Glu-His-D-Phe-Arg-Trp-Cys]-NH,;0 0O 0O O
cf[0D0OO0OD0DOO (CO)-(Gly-Cys))-Glu-His-D-Phe-Arg-Trp-Cys]-NH,;
oooooDoDooooooooooooOoao
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A®0 D-Ball D-1-NalO D-2-NalOd D-Phel L-Pheld D-(X1,x2,X3,X%,X®)Phed L-Pheld D-TrpO
00D-(Et)Tyr0 O O ;
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ABO Accl Ahal Ahx[O Alal D-Alad B -Alald ApnO Gabal Glyd HN-(CH,).-C(0)0 0O 0O O O
0o0o0o0ooDoooao;
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00000 (C-Co) 00000000000 (C,-Clo)iOD00EC,-Co)JIDDDODO0D0
0000 -CNH)-NH,O O 0O ;
mbO0OO0OO0O0DO0OO0O0DO00O0D00102030405060007000 ;

n0 000000000000 D010203040005000 ;
s000000000000001020304050600007000 ;

t0 0000000000000 1020304050600007000 ;

XIOx2O0 X0 X0 00X0 0000000000000 00000HDFDCIO BrO 10 (Cy
o) 0000001000000 (Cs10)0 0000000 (Cs40)000000C(CC,
)0 0000000 EC,40)0 0000000000000 0O0O0DODOOHDNH,ONO,OD

10

20

30

40

50



(45) JP 2013-501053 A 2013.1.10

OCNO OO ;
oooano
(DR (C,Cx)I 0000000, Clx)i 00000, Chx)iOooooooan(
C,Clo)0 00D (C,-Co)D DD DDDDDDDDD-CNH)-NH,O OO DODODORSIHOIODO
(C1-Co)0 0000 (C1-Clop)D 00D D0D0D0DN (Ca-Clo)DODDO DD (C-Clo)DODDOD
00000 (C,-Co)D00D00D00EC,-Co)i000D000C,-Clo)JODDO0O0DO000
0(CsClo)0 0000000 (EC,Clo)D0DDDDDDDDDDDDDO(C,-Clo)DDDOD
ooao;

(IDR?0 (C4-C3o)0 00D D0D0D0D0(C,-C30)00D0D0D0D0(C,-C5o)0DDODODODODODODNODN
00 (,-C30)000000000R3HI (C,-C30)0 0000 (C,-Coo)I 00000000
CoC30)0 00000 (Co-C30)0 000000000 (C,-C30)0000000 (Cq-Cz0)0
000000(C,-C30)0 000000000 (C,C30)0 0000000 (C-Cz0)000D0
0000000000 (,-C3)0 000000 ;

(111)A20 CysO D-CysO hCysO D-hCysO PenO O O D-Pend 0O O O O O A®°O CysO D-CysO hCy
s D-hCysO Pend O O D-Pend O O ;

(IV)A20 Aspd 0 O GluO O O O O O A°0 Dab0d Dapl Orn0d O O LysO O O ;

WABD AlaD OO GlyD DD D OOAMNIeD ODOO]

0000000000000 000000000000000000000000000A0
00000000000 O0o0DoOoOoOo0ao

000000

0000000000000 00000000000000000000000000a0
oooooa0o:
[OCOD

A°O 1-NalO
AlO Argd O
A20 cysO O

2-NalO HisO PFfO Phel TrpO O O TyrO O O ;
O
O
A30 D-Alad O
O
O
O
O

DII Tl

A%D HisO O
A>0 D-Phel
A®0O ArgO O
A‘O TrpO O
AB00O0O0DDDO;

A°0O CcysO O O ;

A0 o0oooono]

gooobboooobbooobobooodd

Oooooo

godooboooooboooooboboooboboo oo oDbobooobobobooooboooao
ooon

g :

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-PTf-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,;0 O O O
Ac-His-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
goooboooooboooooboboboooboodd

gooobono
ooooo0ooo0ooDOooo0DOooU0oooDUoooDO0oDo0DooDUooDDUooDoDooODOooDDOooOaO

I:"II

10

20

30

40



Oo0oooooooooooogogg
OO0 o0DoDooggoooooogogdg
Ooooooooooogogao

O

0

O

O

(46) JP 2013-501053 A 2013.1.10

0000000000 @I AaDI ainog avyo (WD Do (VDo oo Eamno
(0000000 )IODO0O0O0DD0DO0OODO0OO0OO0ONOOONONONOONODONDODOODONOoGoGO
000000000000 000O0000O0000O00000000

0

U
gboboboooobboooooboouooboboooobboooboboooooan
goooooobobobooooooooobbobooooooooobobbooooo
goobooo400obbogoobobbooobobbooobbooobboo
t
0

OooOoo0oogoood
Oo0oo0Oo0oooao

00000000 00000000@M0aDI ard avyo (o Do eun
(VIINDOODOO(@OO0O0000)IO0D0OD0O0O0O00000000000O0O A0
A0 0000000000000 0000000000000000000000
00000000000 00000000

00O

0000000000000 000000000000000000000000
000000040000 00000000000000Ac-Arg-c(Cys-D-Ala-His-

D-Phe-Arg-Trp-Cys)-NH,0 0 0 0 0000000000000 00

DooOooo

000000000000 00O0O0000O0000O0000O0000O00O00O0O0OoGoaO
000000000040 000000000000000000000O000 (CO)-(Arg-
Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,0 0 0 0 0 0 0000000000000

O

Ooooooo0oooooo0ooooDoooo0ooDooogogogooao
OO0 o0oo0oU0o0U0oooDooUUUoDoDooUUoUoDooogogooao
Ooooooo0oooooo0ooooDoDooo0oooDooogogooao

O

O

udd
oooOobOobOoOoooooooobobobooooooooobbbooooooooobooboao
goobobbooooboboooobDboao:

oo0v,517,840 (00000 ODOooboOfoboOoooDUoooboOooooboooDooao
Oo0ooo0ooooooooooooo);

ooOv,p01,5250 (00 0ooboooooooooopoboboooooooooDboo
Oo0ooooooDoooooooooo);

007,495,000 (OO OoOoODOooboOoboOoooDOoobDOooboobOoooDOooao
O0oo00oDOoooooooo0oo);

oo07,473,7600 (00000 DO0O0DODOO0OO0DODUODODDODODDODODOODODO
Oo0ooooooDoooooooooo);

007,456,1840 (00 0000DO0DODOOOOODODDODOODODODOODODOGO
ooDoOOoOoOoooooooboboo0og)s;

007,419,900 (c00bOoopoOoobogoooooooobooooboooDooao
Oo0ooo0oooDOoooooooooo);

oov7,417,0270 (0000 bbobooOoOoooboobopbbbooooooboobooboboboo
Oo0oooooDoooooooooo);

007,414,057 (coobooobooobogobooooooobOobobooboopoDooao
Oo0ooo0ooobDOoooooooooo);

007,368,430 (0 0DbooboboooooooooobboooooooboooboDboao
Oo0ooooooooooooooo);

007,354,9230 (0 00ob0ooobooboobooooboobOoboboobbooDbooao
ooDoDoDOOoOOoDOoooooobDDbOoO0og)s;

007,345,140 (0o opbogoobogfooooooooooooobOoopoDooao
Oo0ooo0oooDOoooooooooo);

007,342,080 (00D ODO0DO0DDOODOOOODODODODODOODODODODODODOO
Oo0oooopDoooooooooo);

007,329,6730 (00000 DODODOOOODODODODOODODODOODODOGO
Oo0oo00oooDOoooooooooo);

10

20

30

40

50



e e e Y Iy
e s e e s e e e e ) e ) e e e e s e s Y Y Y
v e Y Iy
e s e R e e ) e ) e e e s e s Y Y Y
e ey I

OO0 oooodogoao

7.326,7070 (O
ooooo0o0o
7,314,8790 (O
ooooooo
7,307,0630 (O
ooooo0o00
7,291,6190 (O
oooooono
7,276,5200 (O
0ooo0ooo0n0
7,189,7550 (O
oooo0o0o0n0
7,189,7270 (O
0ooo0ooono
7,186,7150 (O
ooooo0o00
7,169,7770 (O
ooooooo
7,160,8860 (O
0ooooo0o0n0
7.,157,4630 (O
oooo0o0o0n0
7,115,6070 (O
0ooo0ooono
7,049,3980 (O
ooooo0o0o
7,034,0330 (O
ooo0oo0oo
6,977,2640 (O
0ooooo0o0n0
6,960,5820 (O
oooo0oo0n0
6,794,4890 (O
Oooo0ooonO
6,699,8730 (O
oooo0o0o0no
6,579,9680 (O
ooo0oo0oo
5,731,4080 (O
0ooooo0o0n0

OoooooQgooao
OO0 oooodogoao
OooooooQgooao

Oooooooo0o0oooooo00 oo oo oo oDooooooDoDoooooDoooogooao
OoOOo0ooooo40ooooouoU0oooDooUoUDoDoDoooo LoD oDoDoooooDoooggogogoao
Oooooooo0o0 oo oooo00 oo oo o000 oD oD oo oo oDooo0oooDoooogooao
e s e e e s e
OoOoooooooooooooDoooo0DoDooooo0ooDoDoooooDoDoooooooaono

e e e e ) e e e e e [ Y Iy
ey ) R ) R [y I

Oo0ooooQgoooao

O

O

O

200900692240 (O
oooooooao
200802342890 (O
oooooobooao
200800709210 (O
goooooooao
200701556700 (O
ooooooboao
200602873320 (O
gooooooao

DDDDDDDDDD\-I/
Oooooodgooao

Ooooooodgogooao

OoooooQgooao

OoOo0ooogooogoo

N~V ON ON ONW ONM O

O

O

O

|

[

JP 2013-501053

gooboooao

2013.1.10

gooano

10

20

30

40

50



I ) e e e e sy e s I Iy

g
O
0
U
U
0
U
t
0
g
g
U
0
g
U
0
g
g
0
0
g
U
0
g
t
0
g
0]
L]
O
0]
L]
O
[
L]
O
O
0]
L]
O
0]

OoooOooooOoooooooooooooOoooOooooooooooooooooooa.o
Iy I A
OooooooooooooooooooooOoooOoooOoooooooooooooooa.o
Iy I

Ooo0ooooOo0Qo0 oo ooo0 oD oo oDoUo0D oo oD oDoooooooDoDoooooDooogQgog
e e [ e e ) e e ey e s e e [ A s [ [
e [ e ) ey ey e ey [ s [y [ |

O

200602873310 (O
goooooooao
200602873300 (O
ooooooboao
200602817840 (O
gooooooao
200601730360 (O
oooooooao
200601112810 (O
ooooooboao
200600146760 (O
oooooooao
200600141940 (O
oooooobooao
200501767280 (O
gooooooao
200501649140 (O
oooooooao
200501246360 (O
gooooobooao
200500382300 (O
oooooooao
200500379510 (O
oooooobooao
200401066820 (O
goooooooao
200402249570 (O
ooooooboao
200401672010 (O
gooooobooao
200401572640 (O
oooooooao
200401521340 (O
ooooooboao
200400242110 (O
goooooooao
200201431410 (O
ooooooboao

goooooboboao
oooboooooboDoao

2000010010000 10

2000000000001000000

Oooooogd
OOo0o0ooogd
Ooo0oooogdg
OOo0o0oooogdg
OooOoo0oooogod
OO0oo0ooogd
OoOoo0ooog
OOoo0ooodg
OoOoo0ooogd
OOoo0ooog

goooooaod
ooooobooao
oooooboao
gooooooao
gogoooaoad

e e ) e e ey e e [ A s [y [
R )y Ry e s [y
ey e e e e e s [y [ |
Ooo0oooooo0oo0 oo oo o0o oo oD oD oo o0 oD oD oo o0 oo oDoo o0 ooooogog
e e e e e ey e [ [ |
Ooo0ooooooo0 oo ooo0o oo oo oo oo oD oo oo oDooo o ooooogog
e e e e ) e s e s [y [y |

O
O

O
O

O Ooooo
O 0Ooo0ooao

(48)

gooao

goooogao
200 0 0O 10

gooogdag
oooooao
goocooao
goooogao
gooodad

O

JP 2013-501053 A

0000
0)s
OOoO0oO0OO0OO0O0OO
0)s
OoOO0O0OO0OO0O0O0
0)s;
O0D0DD0DD0D0O0O0
0)s
OoOO0oO0O0OO0O0OO
0);
O0O0D0O0D0O0O0
0)s
OOoO0oO0OO0OO0O0O0
0)s
OO0O0O0O0O0O0O0
0)s
O0O0DD0OO0O0O0O0
0);
OoOO0oO0O0OO0O0OO
0)s;
O0O0D0O0D0O0O0
0)s
OoOO0oO0OO0OO0O0oO
0)s;
OO0O0D0OO0O00O0
0)s
O0O0DD0OO0O0O0O0
0)s;
OoOO0O0OO0OO0O0O0
0)s;
O0O0D0DO0OD0O0O0
0)s
OoOO0oO0OO0OO0O0oO
0);
OO0O0D0OO0O00O0
0)s
O0D0DD0DO0O0O0O0
0 )0

ooooboOoood
010 0 0 10
200 0 0O 10O

O

goooogao
goonoooao
gooooooao
goooogao
goooaad

gooobooogao

2013.1.10

gooano

ooooobooao
oo40 000 3
ioo0i1o4a4gao

ooooDobDoao
ooooooao
ooooobooao
ooooDbDoao

10

20

30

40

50



Oo0oooooooooooogogg
OO0 o0DoDooggoooooogogdg
vV OO0 oD oo ooooooogoooog

0
0
0
0
0
0
0
0
0
0
0
0
0
0
0
ia

A
0 100
gadg
ooao

Ooooooogg:

Pac. J. Clin.
ooooooao
Ooooooao
00000 (Kosti et al., 2006, Cent. Eur. J. Public Health, 14:151-159)

(49) JP 2013-501053 A 2013.1.10

ad
OO0ZuckerDODOODODOOODODODOADDODOGoOODOOODOoOODODODOOO
I o o R Y (e ) =3 I R R A N A W A O Y
ocoooooo0oopDUooooooo)yooDpDoooooooooooooao
OOZuckerDOOODODOOOODODOADOscODOO0OOOODOODODOOOODODOOO
ocooooooO0ooDOooboOoboo0oooOo0oD@@xOoOoDoooooODooE@oo
ooooboboOoooooooo)yooooopobpoooooooooo
UdbAlscODO00o0ooOoooboboooooboooobooooooooaoaan
ocooooooOO0oooDOoooobO0oo@odbL)x 0 000O0D0OO0OO0ODOO0O0
OdbAOscODOO0O0O0OOoO0oobbOO0ooobooobbobooobobooogoano
ocoooo0ooUoooDOoooooDU0obD @@L o0oo0oooooooooood
UdbAlscOO00goobooooboboouoobooooboooooooaaao
ocoooOoooD(mmole/L)+ DO0ODDOODODOOODODODODDODDODODOOODOOO
goooboooooboogogooboooobobooooboboooobooooboboo
OCoOO0O0O0O0o0O0O0oDOoo0oO0oboOO0OoDO0oo0DOO0OODoD (Kouris-Blazos et al

Nutr., 2007, 16:329-338 00 00D O0O0DOOOOO)HYMOODODOODO
goboooobbos3sooobbogonbb?2z2000 00500
ooooboooobooooooooboooboboooooilzoononod

Metropolitan Life Insurancell (1959,40:1)0 0 0 0 0 0 O O O Statistical Bulletin
O00DDD0D000000oOoo0oDDoDoDOo00ooOooooooDz202%0 000000000

0000000000 Ooo2%0 0000000000000 000000030%0 00
000DDO0OO0O0D0OD0ODO0OO0O0DDODOO0OO000O0(CBray et al., Diabetes/Metabolism R

eview, 1988, 4:653-679 U O O Flynn et al., Proc. Nutritional Society, 1991, 50:4
13000000 0000000000000 000O0OD0DOODOO (Riccardi et al
-, Clin. Nutr., 2004, 23:447-456)0

OoDoooao
OoDoooDooooao
O0O0O00O0OO0ao20800
oooooooooao
ooooooNnogoao
oooooDooooao
OooooDooooao
Oooooooooao
5-296)0 Mudaliard O
OooooDooooao
Oooooao
OoDoooDooooao
oooooDooooao
oooooDooooao
ooTeGOD ODDoOOO0OaO0
OooooDooooao
OooooDooooao
Oooooooooao
O 0O 0O O NAFLD)O O O
OooooDooooao
Am. J. Physiol.

O

oooooo

Ooooo

a
u

gboboboboooobbooooobobooooboooobboooooan
oooobooooboboboooooeoco0 0 oooboooboboboOoOod

(Cornell, Manag. Care Pharm., 07, :S11-5)0 200 00 (0 O O

O0Ooo0o0ooaoo
O OooOooo
O 0Ooo0ooao
O OooOooo

Oooo0oooQgg

O

0oooO)Y oOouoooooDooooooooDoooDoooooao
O O0o000O0o0DoO0oi1m7ioco0 0000 nonooo
Oo0oo0o0ooDOoooDoooooDoooDooood
(Mudaliar, Indian J. Med. Res., 2007, 125:27
Oo0o0o0o0ooDoooDoooooDoooDoooog

oocooboOO0oood

O0Ooo0o0ooao

O oOooo
O 0Ooo0ooao
O Ooooo

000000000000 00O0O0O000O000
0(@OO00DO0O000O0O0O0O0O0O000(Te))In
000000000000 000O0000O000
O 00000000000 O(CLD)DODDO0OOn
FLDOOOODODO0OO0OOOOOOOO(@OOO0)O0O00On
(00O00)IO0OO0O0FDIOOOONOODDOOOODODOODOOO
O0OOFDOOODODOOODODOOODODD(@OIODOOODDDOOO
OOFLDO20000000000ALFD(C 00000 FLD)O O O
000000 OO0OOOONAFLDO D000 OO0 (Reddy et al.,

O OooOooo
O Ooo0ooo
O Oooo
O O O

O Oooo
O O0ooo
O Oooo

Gastrointest. Liver Physiol., 2006, 290:G852-G858 0 O O O O O )

oooobDbOO0Oooz2003s%01 00000000000 0000000D0O~D10%0 NA

10

20

30

40

50



(50) JP 2013-501053 A 2013.1.10

FLDO O ODOOoooboOoooobooooobooooooooooo7swyooooobooao

00000000 O0o3% OOONAFLDO O D OO OO DO DOOO0O0ODODONAFLDO D OO Qo

I 1 e 1 e I e I e A N O O\ V7Y = D[
0o0o0ooo0o0ooDoDoo0oooDooooDoDoDooooD@ooo)ybooooDoooooao
0o0o0ooo0ooDoDooNASHO OO ODDODDOO0O0DDoDDOoOOoo0DODoDOoOOoooDoDooooan
oooooao

Ooooooao

ONAFLDO O OAFLDD D DO ODO0OODOODOoooobbtuoooooobobooooooodd
gdooboboooobbooobobuooo bbb oD boDbObUoUo o bObbOboUoooDboooao
0000000 o0DoDoDOo0o0o0oDoOD0oo0oo0DobODoDoOo0o0DoDoDooo0DODoODOoDOoO@OooDbDoOOoaO 10
0o0o0ooDoo0o0ooDoDoooooo)H)YoooooDooooooDoooooooooooad
goboboooooobobb oo ooobobooooooodd

oooooao

gobobodoodoooob o000 b o000 oooDob oo ooooOobo
godooooooooopPOMCOUODOOODDODDODOOUODODODOOUOODDODODOOODODOOOO
godooobobooooboboooooboooboboo oo oDboo o bobboboooooooao
ooo0odoooooobooo0oo0oooo b o000 oDooooDob oo ooOoooOobO
1 e e 1 I I 6 1 6 0 R A A B e B e N N A N N N N A N N N NN N
gdooboboooobbooobobuooo bbb oD boDbObUoUo o bObbOboUoooDboooao
00000000 (Schwartz et al., Nature, 2000, 404:661-671; Seeley et al., Ann. 20

Rev. Nutr., 2004, 24:133-149; Cone et al., Recent Prog. Horm. Res., 1996, 51:28
7-317; Heijbor et al., Diabetologia, 2005, 48:1621-1626; Obici et al., J. Clin.
Inv., 2001, 108:1079-1085 O O O O O O )O Banno O (FEBS letters, 2007, 581:113

l1-113¢) 0ploc0 0 goooooobbOO0oO0OoOooooooboboboooooooboooDboo
goobobooooobooooobooobobobooobbooooboboooobobooooonan
oooobODO0OO0OO0oooooao
gogdad
gogoboboooooooooobbooooobooooobobbooooobooooboboboao
uogouobbooooobooooobboooobooouoobobboo4oobobooooLobOoao
oooboboo0oooooooobbbooooooooobbboooooooooboao 30
goooboboooooobooooobboooobobooobbooooboboooobobDboo
gogoobooooooan
ooooaon
gogoobooo* bobobogoo”boooobobooobboogooboogoboboboo

0 0oo0o0oooooobooooboboboooooooobobbobOooooooboooDoDoaO

Oo0ooOooooo0ooooo4o0ooDooooooooogodg
OO0 O0Dooo0odUoooDoouUoodUoooDoogogooooood
Oo0ooooo4o0oooooo0ooDooooooooogodg

oooooooooooboooooboo/s00bO0O0DO0OODDbDOODODODODOODO
gooboooobboooobbood

gaddg

uogoobobooo* bobbobooob”oooooobooooobobbooo4ooboboooobOoao
ooswOooooooooooobobz2wCoOb0Ob000ooooocooobobooonod 40
ooobOoOoO0ooooooooobbooooooboobobbboooooooovo
gogobbooooooooobboooooboooobboooooboooooan

ooao

gooobooo* bbooo” boooobooobboogoobobooooboboboo
goswooooooooooswoooooooooooooooboooooooboao
ocoooooooooobooooobooboboooooDbDobpobooobov/sOO0ODO
ooobObOO0o0oDoooooooObObboooooooobobbooooo

ggddg

uogoobobooo* bobbobooo*” boooobooooobobbooo4ooboooobOoao
o503 0oo0o0Do0oooosown 0 oooooooboboooooooooooboao 50



Ooooooo0oooooooooogogoQgdg

N
o
o O
(o))

Ooooooogg

Oooooooooooooogogoogao
OoooOooooooooobooooOonoab
OOoooooooooooooooogao

0

gooobooooono®

O

Oo0ooooooooooogogooooo
OO0 o0ooDoogogoooDoogogoooaog

O Oooo
O Oooo
O Oooo
0 Y S A o R |

O

0

O
O
O

O Oooo

O oOoooo
O 0Oooogoo
O oOoooao
O Oooogoao

O

O Oooo

O

O Oooo

O

oooobDboOoao
ooooobooao

goo"oooo™o

U
O
U

290:G852-G858
gagdg
gogoboooad

ud

"Oooooo»ooao

oggao

O oOoooo
O oOoooao
O oOoooo
O oOoooao
O oOoooo
O o0Oooo

O
[ i R |
O 0Oooo
O Oooo
O 0Oooo

ad
Reddy
000

gooao

O

O

O 0Oooo
O 0Oooo
O oOooo

" 00
ooao

[ i R |

L

oono
oono

[ |

oo
od
goad
ud

O 0Ooo
O 0Oooo

u“ oo
gooao

ooobDobooood
ooobooboood

O
O

O
O

JP 2013-501053 A 2013.1.10

O
O

opopoooooo/z0oOo0n
oooooooboboao

O
|

‘ooggogooo*oooo™ooobobooo

ooooOboOoOoooooooobooao

oo
od
gad
ud

0oooooooooon
0o0o0ooDoo0ooo
(LbL)D OO O0OOO
000000 (HDL)O

OO oo
O oOooo
O 0Ooo
O 0Oooo

g obooooobobooooboobod
ooooOboOoOoooooooobooao

ooobooobobboooobDbDOo0on0Dbosolod d%
gorDODODOOOO0OOODOOO0OODODOOO0OO0ODODOOO

et al., Am. J. Physiol. Gastrointest. Liver Physiol.,

00 0)0

“gooobooooooaoar
oooObObOO0oO0oDoooooobObobOoooooooooDboObOO0OO0OAFLDODOODODODOGO
0 1 I A 6 R W O W A A A W R W
UAFLDD OO0 0ooobooOoooooboboooooboooobobooooooboooobobooodao
ooooobOoOoO0oDooooooobObbOobooooooooobobbooooooooboooDoao

goooano

O

goooooooboooge

ooooODbOO0O0001b00002o0d

ooobDDbOO0o1oo0DDb00b000002

oooocoOoObOOODOoOooooooobODbOO0oDOoDbOoooooboDbDbbOoooooooboooDoDoao
oooobObOoOooooooooobboao

Oooooooooooo4o0oooooogQgoo

Oooocooooogoogogoog

Ooo0oogooodao

O oo oooogodg
O 0o oooogd
OooooooQgoo

O

O

a
a
O
g
a
O
O
a
u
O

O

0
g
U
0
g
t

0

gogono-®

gooooooooooag”

OooONASHO OO OGOoGoooooao

ooobObODO0OO0OO0oDOoooooONAOOOODOoooooobDbbOooooooao
gogoooogooboboogoooboooobboooboboogoobobobogoao
goobooooobobooad

goooog* oo

Ooon0D
oooobooooooooobbooooooooobobbbooooobooboboDboo
oooobOobooOooooooocobobobooooooooobbbooooooooobooboao
(odbbooooooooOoO0ooDbODO0oODDbDO0OOODODbODO0OODDODODDODODbODOODO)Y DODOO
OooooooOooooooooD(@uooooooooOo)oooao

ooao
oooOboOooooooooooao®

go” ooooboboooobboooobbooobbooo
gobobooooboONOoOoooOooooboooobobbooobboooooan
NAFLDO D0 dooboboodouoobobobodooobobboogogobooooboogooboooagao
oooobooOoooooooobboboboooooooobbbooooooooobooboao
goooboboooooobooooobboooobobooobbooooboboooobobDboo
uogobobooooooooooboboooooobooooobooboooooboooobobDboao

goor

O

ooooOboOoOoooooooobooao

10

20

30

40



(52) JP 2013-501053 A 2013.1.10

goooobooooobooooobooooobooooboboooobobooooboboooao
oooobooboooooooooOobobbooooooocooobobbooooo* ooor oo
ooooboboooooooooOobobbooooooooobboboooooooobooao
goooboooooboboooooboooobooooboboooobobooobbooo
uogoboboooooooooobobooooobooobobooooboooobbooodo
oooobObOO0OO0oDo0oooooooOobObbOooooooocobobbbobooooooooobooao
goobobooooobooogogoboooobnb

goonoan
ooooboobooOoo0oDoooooooO*bboooooooco"bbbobooooooooobooao
goooboooooboooooboboooobooobbooooboboooobbooo
goooobooooobooooobooooobooooboboooobobooooboboooao
ocoooooooooooboooooobooo/s00obOO0oOoDbDUOob0DbDOobObODOoDODOOO
oooobOoboo0oDoooooooOobobobooooooocoobbobooooooooboao
goooboooooobooooobooooboooobobooooboboooobbooao
gogobobooooooooooboooooboooobobooooobooooboboooado
ooooooobooooboo(@obOobobooo)  OooDOoDDOOoODOOoDODODDOO
goooooooobobooogooboooobobooobobooooboboooobobooo
goooboobooooooooooobooooooboooobobooooboblobbooooDban
Oo0ooo0oooDOoooobOO0oobDOooboOoo0O0O0oo0DO0O0InMvitrod 0D0O0OD0OOO0ODOO
O0oo0oooOOoo0o0obO00obDO0oobob0O0oo0bO0O0oo0OD0Oo0ODO0ODODDbODO0O00D In vitroO
goobooooobobboooobbooooboobooooban

gooboand
oooobObOO0OO0oDo0oooooooOobObbOooooooocobobbbobooooooooobooao

NOOoOoOooooboooocooooooobooobboooobobooobggan

e e e I B

o ooobooboooobbooooobobooobbooooobooooLwoooban
ooooao
gooobooooooobooooooboooobobolboooobbooobboooobnoD
goooobooooobooooobooooobooooboboooobobooooboboooao
ooobObOOo0oDoooooooOobobbooooooooboAdPLCOOOOOOOODDODOO
ooooboboooooooooOobobbooooooooobboboooooooobooao
goooboooooobooooobooooboooobobooooboboooobbooao
gogoboooooobbodod
ooooaon
gogoooooooooogoobooboooobblboogoobobbooobbooobao
oooooboooooooocobobobooooooooobboboooooooooboboon2-
oooobObOO0O0oDoooooobOoboboboouoooooo0DDboe -ODOO0ODODDOOOOOOO
gogdad
goooan
uogoboboooooooooobobooooobooobobooooboooobbooodo
ooooboboooooooooobobbooooooocobobbboboooooooobooao
gooobooboooooboogooboooobbooobboooobboo
g 0Oa0

Abu o -O00 00O

Ac D OO0O

Acc 1-000-1-000 (Cz-Cx O OO OOODODO

A3c 1-000-1-0000000000000

AMdc 1-000-1-00000O00000AOC

ASc 1-000-1-000000000000

A6c 1-000-1-000000000000O0

Aha 7-0 0000000



(53)

Ahx 6-0 0000000

Aibao -00O0000ODO
Aic2-0000000-2-000000O
AlaO O OAOODOO

B -Ala B -0000O0

Apc O O :

OoDoooao

Ooogao

H
N

> A

N
H
O

Apn 5-0 000 0 0 O O (HN-(CH,),4-C(0)
Arg0 00RO OOODO

hArgd 0 00000

Asn0 0 ONDOOOOOD

Asp0 00D ODOOOOOO

Bal 3-0 0000000000

Bip 4,4 -0 00000000000
000000

0000

CH2
O

— NH— CH—C—

Doooo

Bpa 4-0 000000000000
4-Br-Phe 4-0 00 -00000000O
Chap-000000000000O

hCha 0DO-0000O000000O00
Chg0OOOODOOOOOO
cysDOoOocOoOoOoOn

hCys 0000000

Dab 2,4-0 00000

Dap 20 3-0 000000000
Dipp ,p-00000O0O00C

Doc 8-000-3,6-000000000000 -
Dooo00oo

JP 2013-501053 A 2013.1.10

10

20

30

40



goooano

H 0
/l\ll\/\o/\,o\/u\

2-Fua B -(2-000)-000 0O

Gaba 4-0 000 O
Gin000DQODOOODO
cglwbODODEDODOOOOO
cglyd opoecoOoOno
HisOOOHOOODO

3S-Hyp 0 0DO0-3-00000-L-0000C00000D0CS,3)-3-000000D0000

4-Hyp 4-00000000D0OO0ODODOODOOCES.4R4-00000O00O0DO0OO0-2-DO0CO

-2-00000
0

IedJ 001000000
leuD DOLOOODO
hLeu DO OO0OO

LysD OOK O OO

Metd DOOMOODOODO

B -hMet p -0 0 D00 ODO

O

1-Nal B -(1-0000)0 000 -
2-Nal B -(2-0000)000QO

Nip OOOQOGQOO
Nle 0 OO0O0OODO

dicO0O0O0O0OO0ODOODDOO-2-ODO0O0OO

Orn OO OO O

2-Pal B -(2-0 00 0O O )HO
3-Pal B -(B-0 000 O)HO
4-Pal B -(4-0 0 0O O O)HO
Pen OO OOODO

PFF (S)- 00 O0O0OO0OO
PheO OOFOOODDOOO
hPphe DO OO OOOOOAO
ProOOOPOOOO

hPro O OO OO0

Ser0 0 OS OO0

Tle tert-0 0 O O

Taz B -(4-0 000 0O)HYOO
2-Thi B -(2-0 000 )OO
3-Thi B -(B-0000O)YOODO
Thr0 OO TOODODOGO
TrpDO0OWOOOODOOO

TyrOOOYDODOODO
D-(Et)Tyr O O
000000

ooao
oono
oono

oooODOoO0ano
O

JP 2013-501053 A 2013.1.10

10

20

30

40



(55) JP 2013-501053 A 2013.1.10

goooano

HoO
oooano 10
valD O Ov O0oOano
0 A A A I
Boc:tert-U 0D OO ODODODOODOO
Bzl:O O OO
DCM:OD OO0 O DOOOd
DICIN,N-OODDOOODDOOODODODADO
DIEA:0 0D 00O OO0DDODOOODN
Dmab:4-{N-(1-(4,4-0 000 -2,6-0 000000000000 )-3-000000)-00
oyoooad
DMAP:4-(C OO DO OOODYDODOOO 20
DMFO OO O OoOoonooao
DNP:2,4-0 0 00 00O OO
Fm:O0ODDOOOODOADO
Fmoc:0 D ODOOODDODODODOODODDOOODO
For:00 O O O
HBTU:2-(lH-OOODODDOODOODO-1-00)-1,1,3,3-0 00000000000 0O00ODO0OA0O
ooooooao
cHex0 O OO noOQOdGad
HOAT:O-(7-0 0D DO O OODODDOOOO-1-00)-1,1,3,3-00 0000000000000
oo0ooooooao 30

HOBt:1-O OO OO-000000000

MBHAA-O 0 OO ODOOOODODOOO

Mmt:4-0 0000000

NMP:N-O O OO DOOOOO

O-tBu 0O OO -tert-0 0O 0O

Pbf:2,2,4,6,7-0 000000000000 O0ODO-5-00000

PyBroPO OO -00D0-00000-0000D0ODDO0OOODDODOOODDOOOO

tBu:ztert-0 00 O

TIS:0ODDODOOooOoDODDoDOoOoao

TOS:O O O 40
Trtd OO O

TFA: OO DD OO0Oa0o

TFFH:O0O OO 0O ODOOO0D0D0ODO0OO0OO00DDODDOOO0O0DDODDODOO0O0DDODDODOOoOO0ODOaO
Z:0OooDooooooooao
0o0o0oooOooooNODODDODOO0DDODOoODO0Oo0o0DoDOoDOoooDoDoDo0oooDooooooogd(
O0O00AI2)D 000 -NH-C(RH(RH-CO-(UOODRODODDRODOODDDOOODDOOOORDO
OD0ODO0O0OO0O000O0@ODOO0DAIRDODOO0ODOR=CHgOOR"=HOOO)YOODODOODODOO
ROOORODOOODDDODOODODDOOODODODOOOO)YIDDODO

oooooad

ONOOODDDODOOOoODODDODOOooDoODDOoOOoan: 50



(56) JP 2013-501053 A 2013.1.10

goooogag
goooano

ooon

gooooao

O 000 O Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,O0 0 0 0 0 O O O "NH,"O O 10
0000D000C000DbODD0ODO0OO0O0DDDO0OO0OO0DDOOOdAc-Nle-c(Cys-D-Ala-His-D-Phe-
Arg-Trp-Cys)O 0O O O O Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OHO O O O CO O
OoDoooDooDoooDpooao

oOooooo

0" -c(Cys-Cys)-* 0 OO" -000 (Cys-Cys)-* 0 OGO :

goooboao

ooooao

S S
20
*HIN%—* “—’r‘%_’
0] H @]

H

Oooo

Oooooao

d“ -c(Cys-Pen)-* O O0O" -000O (Cys-Pen)-* 0O 00O :
OoDoooo

ooDooao

S S
*__F/J:ﬁ__,_ '*_“T:]il__* 30
H 0] H o)

oooao

oooooo

O -c(Asp-Lys)-* 0 OO0O" -000O0 (Asp-Lys)-* 0 00O :
ocooooo

ocoooao

HN
40

0000
oooooo

00000000000 00000/00000000000000000000000 -
“ 0O00000C)-(A2-APY” 0 OO0 :

oooooo



67

Dooo0o
R? Reé
/,I’ o
0O
HN

O R* RS
(0000000 A 000 :

goooaao
goooao

oooooooo“ AP oDooc:
oooooDaD
gooooao

RS R4

ocooo)H)booano

JP 2013-501053 A 2013.1.10

10

20

0000 c[000000 (CO)-(Cys-AP))-AT-AZ-AS_A%Cys]-* DD DOODODODOOO

goooao:
gooooaad
gogooano

S

S
0
0O
HNVN%LALAz_Aa_Aﬂr__H |
o I 0

Ré Re

30

40

0000000000000 00" ¢c[000000 (CO)-(AP-Cys))-AT-AZ-AZ-A%-Cys]-

“guoooboooobofbad:
ooocooao



0000000000000 000000000" ¢[000000 (C0)-(Asp-AP))-AT-A

(58) JP 2013-501053 A 2013.1.10

s
A1-AZ-AS-A4—N
T

2_A3-A%-Lys]- 0ODO0OOOOOO :

O
O

ooooaon
oooOao

0

O

HN

r
o <

Rt RS

ooooooao

g
u

o
=z
I\ZI
@]

Oo0oooooooooooogoQgg

goooano
gagdgao

<

e
ogoogano
godgoad
“ogo-
googboao
gogoad
ooooano
gooboo
*oboot
goooan
goooano
googoboo
“O0oon
goooano
googboao
gogoad

O

my,
o

O
O

O
O

O

O 0Oooo

O

O

Al-A2-A3A4_N

H
N

AT-A2-A3. A4HHNl’7
o)

“« c[00D0DOO0 (CO)-(Dap-AP))-AT-AZ-AS-A%-Asp]-* 0 00O :

0

R" -C(O-(00DDOR ODHODODOODODODODODDODODODODODODODDOO
oooboooobobboooobboooobboooobobooooboboboo
coooOo)ooooooooooooooooooooooo® A

ioooooooooocoobobbooooooooooboboooooooan
ooooobOobOO0oo0oDoooooooObobbooooooooobobooodo
ooobObi1ico0oo00O000O00O0O0OOoOODbODDbDOO0OO0OOoOooOonn

oo odiloouoooobooooboboooooobooooobbooogaao
ooooobObOO0oo0ooooooooObobbooooooooobobboboooo
oooboobooooboboboi1mooobbooooboooobboogao

10

20

30

40

50



(59) JP 2013-501053 A 2013.1.10

Do0o0OoOo
0"000000"O00000(@OD0D00000000000000000)0-0HO -CN
0 -SHO -NH,O -NHCH50 -NO,O0 000 -C, ,,0 00 0000000000000 10000
0000000000010 00000000000000-C, ,,00000000000

0000000000000 000000-CFs0 -0CHz0 -OCF50 O O O -(CHs)o_20-COOH
0000000000 0010000000000000000000000000000

0000000000000 000102030 004000000000 -(CHy)e_20-COOH
0000000000000 D00000000000O00000000-(CHs)e_20-COOH
0000000000000 D000000000002-000000000 tert-000 3

-0000000000000000000
0oo0oo0

00* 00" 000000000000000000000000

"0 000000"0000000000000000100010000000:000
0000-0-0-s-0000000000000000000000000000000
000000010 002000000000000

00000

"0 00000000 00000001000000004000000000000
000000000 (@O0D0000O0000000000000)0-0HO -CNO -SHO -
NH,O0 -NHCH5;O -NO,O0 0 00 -C, ,,0 0 0000000000000 -C, ,,000000
00D0000000D0000D0000000000-CFs0 -0CHz0 -0CF50 0 0 O -(CHy)g_
2o-COOHO 000 O00O0D000D1I000000000000000000000000
0000000000000 D000000000102030004000000000
0oo0ooaon
0"0O00O0O0"O0100000-0000000000020000000000000
0000000000000 000000000000000000000001000
0000000000000 000000

Dooo0aon
0"0000O000"™0140000000000(@O00000000000000000

Ooooooogg

0 O )0 -OHO -CNO -SHO -NH,0 -NHCHz0 -NO,0 000 -C, o0 000000000000
000100000000000000-C, ,,0000000000000000000
0000000000 -CFgd -OCHgd -OCF50 O O -(CHu)o_ 20-COOHO 0 0000000 O
0010000000000 00000000D00000000000000000000
0000000102030 004000000000

Do0o0o0o
0"000O0"O03O0000000000000000000n000000O00000O
001000000000000000000D00000000000000000000
0000000000000 D00000000000000000000000A0S5060
0000000000000 D000000001000000000000/000000
0000000000000 D0D00O0D000000000001-000002-00000
0000000000 02-00000009-000000000000000000000
0-C, ,o00000-C, ,,00O000000D00(@MODO0ON0DNDO00ON0DND00O0D00O0O
00 O )0 -0HO -CNO -SHO -NH,0 -N0,O 00 00000000 -C,_5o0 0000 -CFg0 -0
CFs0 000 -(CHx)o_20-COOHO 000D DO0O0DDODODODDODODOODNDOODODODOD

oooodilb2030040000Q0Onn

oooooDoD

o"oooooooo*"o"oooo*"ooooo"oooo*oooooao

ooo* (c;-C,u)00ooogo”oooooboooo0ooobooobOoooobbooDbDooboao
coOoooooooooOoooooooce,-C,,0000000

ooocooao
ooocoobooboOoo0oDoooooobOoboboboooooooobbOoboDoool1looooOooan

10

20

30

40

50



OooooooooooOooo0ooOooQgoao
Ooooooooooogooogao

OO0 oooooooooogoQgg

O

(60) JP 2013-501053 A 2013.1.10

00000000000 ooDoDoDU0DU0DO0U0UdU0UU0DoDoDoDoDUOUODUOUOUoDooDoOoOao
Oo0ooODoDo0o0o0oooooDoODoDOo0Do0Do0oo0o0ooDoDoDoDoDoOOoDoOoooDooDooOao
I Y O
ooo0ooDDoDOoU0oo0oo4dooooooao

Oooao
0o0oDoDoDO00o00o0oooDDOoDO0Do0DOo0O0o0ooDoDoDoDoDO0Oo0DOoOoooooDooOao
00000000000 OooDoODo0DU0DU0DO0U0U0Uoo0oooDoODOoDUOO0DOoOooOooODoOooDoOOao
00000000 0OO0O0OO0OO0DDO0OOHCIOHBrOHIDODODDODOOOOOOOODOOO
oo0ooDoDO00o0o0oo0oooDDODOoDO0DO0DO0oO0o0ooDoDoDoDoDoOoDOooooooDooOao
0000000000 ooo0ooODO0DO0D0DO0U0O0ooooDDoODO0OO0DOoOooOooooooOao
0000000000000 oDo0DU0DU0DU0U0UdU0DU0Do0DoDoODp-0O0O0OO0DU0DOOODOOO
oo0o0ooODoDO00O00oo0oooDoODoODO0DU0DO0U0U0UoUo0DoDoDoDoODUOUODOoOoooODooDoOOOo
0Oo0oDDoDO00O00o0o0o0ooDDoDoDo0Do0Do0O0o0o0oDoDoDoDoDo0o0DooooDooDoDoOao
oo000D0oD0000odooooDoDU0DU0DO0oU0U0U0Uo0ooDoDoDUOO0DUoOooOooDooDooOao
(Berge, S. M. et al., J. Pharm. Sci., 66:1-19 (1977); Gould, P.L., Int 1

J. Pharmaceutics, 33:201-17 (1986);0 O O Bighley, L.D. et al., Encyclo. Pharma.
Tech., Marcel Dekker Inc, New York, 13:453-97 (1996)0

oooooao
oooooDoOOoDO0oO0oo0oo0ooooDoDDoDOoODO0U0DO0oO0OooOoDoDoODoODoODOoDOoOoOooOooODooDoDOao
ooooDoDDoDOo0o0o0o0o0oooooDDoDo0DU00Do00o0oooDoDoDoDOoDo0DoooooDooDoDOao
JooooDoDo0oU0U0OodooooDoODOoDUDU0oU0UdUOo0ooDo0DoDDU0DU0DU0DO0UO0OooDoD@UoUOoo
oooooDoDoooooo)Yo" ™ oooooo*"ooooao

ooooao

oooooao

in vitrod O
oooooDoODO0oO0oo0ooo0ooooDoODOoDU0oDoOoOoo0oooDoDoDDO0O0DO0D1I0DD0D0D00O00OaO
Jooo0o00OO0D0D0O0U0UoOooo0oo0DDODO0DU0O0D0U0OoOo0OoOo0DoODODO0DO0DOoDO0oOooOooDooDoOOao
JoooooOO0oU0oo0oodUoooooDoDUoDUU0DU0UdUO0Oo0DOoDoDoDoODOoDUODOUOUOUUoUoODoOoDoDoDOo
ooooDoDDoODOoDo0ooooooDooDoDoDOoDoOoooooooooOao
ooooDoDoDooooooao

Oinvitro0 D ODOODODOOO0DDODODOO0ODDDOOOKC-RODOOODODOGOILI0 3040 00O

5000000000000 00D0OO0DOCHO-KIOOOODOODOOONKMC-REDODODOO

O Ooo0oooao

1-NDP-a
0ooO
MgCl,0 1mM CaCl,0 0 0 O.dmg/mL0 0 0 0 00 0 0 O 50mMd O O -HCI(pH7.4)0 0 0 0O O

0000000000 OO0.10 0.3nM[*251]-NDP-a -MSHO 0 0 000037000 O O O 90
01200 00000000000 Packard Filtermate(U OO O0)0 000000 O000O0.1
%(w/v)O
r(0 0O
o -MSHO
0oo0O
0oo0O
0ooo
0oo0dO

OO0O0O0OCHO-KIO O OO DOOODOSomvO OO -HCI(pH7-4)O 0O OO0 0O OO0 (Branson(d O
OH)oOovooOooOosooo)ogogoooasg,o00g0DDOOOOO40DO100000
ugadg
ooao
gogdad
oaddg

0000000000000 0000D0S50,000g00 0000000400100 0
0000000000000 0D0D0O0O0D0DD0DO0OO0-800000000

0o

000090 00000000000 [*211(Tyr2)-(Nle*-D-Phe”)a -MSH([12°1
-MSHO Amersham Biosciences(0 D 00 )) 00 000000000000 OOO
000D @O010p g0 0000 /000)000.2%0 00000000 (BSA)D 5mM

00000000 CENDOODOOGRCOODODDODODOOOO Wnifilte
0);Packardd )0 0000 O0O0OOOO[Y2517-NDP-a -MSHO O O O [Y2®17-NDP-
000000000000 D0004000000S50mMO 0O O -HCI(pH7.4)O O 0O
00300000000Packard Topcount(U OO D)0 0 D0O0O0O0D0DOOODO
0000000000000 0000000D0000O00XL Fit;IDBSO )O O
0000000000000 000000000D0000O00000O0o0oGoOaon
ooo0s0e07000810000EI(nM)OODDODO

10

20

30

40

50



(61) JP 2013-501053 A 2013.1.10
gs-00ooooboooooboooobobooooobooo
gooodadd
gooobao
Table 5A
. . . . . Ki
Compound (according to | Ki Ki Ki Ki hMCI-R/
Formula I) hMC1-R | hMC3-R | hMC4-R | hMC5-R
MC4-R
Ac-Arg-o(Cys-D-Ala-His-D-
Phe-Arg-Trp-Cys)-NH: 3.87 101 2.09 430 19
Ac-D-Arg-c(Cys-D-Ala-His-
D-Phe-Arg-Trp-CysyNHa | 401 12.1 1.76 352 2.3
Ac-D-Arg-c(Cys-D-Ala-His-
D-Phe-Arg-Trp-Pen)-NH: 8.29 13.3 2.78 816 3.0
Ac-D-Arg-c(Cys-His-D-Phe-
Arg-Trp-Gaba-Pen)-NH:z 3.93 172 11.0 538 0.36
Ac-Arg-o(Cys-His-D-Phe-
Arg-Trp-Gaba-Pen)-NHa 1.81 20.5 4.57 502 0.4
Ac-Arg-c(Cys-D-Ala-His-D-
Phe-Arg-Trp-Pen)-NH: 9.67 22.0 4.2 1900 2.3
Ac-D-Arg-c(Asp-His-D-
Phe-Arg-Trp-Ala-Lys)-NHo 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
Table 5B
. . . X . Ki
Compound (according to | Ki Ki Ki Ki hMC1-R
Formula ) hMC1-R | hMC3-R | hAMC4-R | hMC5-R IMCAR
Ac-Nle-c(Cys-D-Ala-His-D- | 114 63.9 3.07 1657 37.1
2-Nal-Arg-1-Nal-Cys)-NH2
Ac-Nle-c(Cys-D-Ala-His-D- | 11 26 7.6 1800 14
Phe-Arg-Trp-Cys)-NH:
D-Phe-c(Cys-His-D-(Et)Tyr- | 0.05 2.3 1.1 2.9 0.0
Arg-Trp-p-Ala-D-Cys)-Thr-
NH:
Nle-c(Cys-His-D-Phe-Arg- [ 0.07 4.1 0.85 8.8 0.1
Trp-Apn-Cys)-NH:
Ac-Nle-¢(Cys-His-D-Phe- 0.12 10 0.43 0.42 0.3
Arg-Trp-Gaba-Pen)-NH2
Nle-c(Cys-His-D-Phe-Arg- | 0.05 13 0.47 0.2 0.1
Trp-Gaba-Cys)-NH: :
Ac-Nle-c(Asp-His-D-Phe- 0.0996 9318 0.617 10.9 0.16
Arg-Trp-B-Ala-Lys)-NH>
Ac-Nle-c(Cys-His-1D-Phe- 0132 16.1 1.23 0.359 0.11
Arg-Trp-Ahx-Cys)-NH:
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Compound (according to | Ki | Ki Ki Ki hMC1-R
Formula ) hMCl-RV hMC3-R | hMC4-R | hMC5-R IMCAR

D-Phe-¢(Cys-His-D-Phe- 0.207 432 2.58 344 0.08
Arg-Trp-B-Ala-D-Cys)-Thr-
NH:
D-Phe-c(Cys-His-D-Phe- 0.420 106 4.75 1260 0.09
Arg-Trp-Gaba-D-Cys)-Thr-
NH:
Ac-Nle-c(Cys-His-D-Phe- 0.0951 9.33 0.894 134 0.11
Arg-Trp-Apn-Cys)-NHo
Ac-Nle-c(Asp-His-D-Phe- 0.999 300 11.1 431 0.09
Arg-Trp-Apn-Lys)-NH:
Ac-Cha-c(Asp-His-D-Phe- | 0.106 11.8 1.49 110 0.07
Arg-Trp-Gaba-Lys)-NH2
Ac-Nle-c(Asp-His-D-Phe- 0.0506 9.89 1.04 16.3 0.05
Arg-Trp-Gaba-Lys)-NHo ' .
Ac-Chg-c(Asp-His-D-Phe- [ 0.884 223 225 609 0.04
Arg-Trp-Gaba-Lys)-NH:
Ac-hCha-c(Asp-His-D-Phe- | 0.721 93.5 56.0 747 0.01
Arg-Trp-Gaba-Lys)-NH:
Ac-D-Chg-c(Asp-His-D- 0.227 145 299 164 0.08
Phe-Arg-Trp-Gaba-Lys)-
NHa
Ac-hPhe-c{Asp-His-D-Phe- | 0.277 252 3.37 203 0.08
Arg-Trp-Gaba-Lys)-NH>
Ac-Nle-c(Cys-His-D-Phe- 0.323 14.1 1.96 24.0 0.16
Arg-D-Trp-B-Ala-Cys)-NHa
Ac-Nle-c(Pen-D-Ala-His-D- | 34.1 118 17.0 5560 2.01
Phe-Arg-Trp-Cys)-NH:
Ac-Nle-c(Cys-D-Ala-His-D- | 29.1 22.8 3.84 2550 7.58
Phe-Arg-Trp-Pen)-NH:
D-Phe-c(Cys-His-D-Phe- 0.442 123 10.3 521 0.04
hArg-Trp-B-Ala-D-Cys)-
Thr-NH>
D-Phe-¢(Cys-His-D-Phe- 5.80 3370 583 1130 0.01
Arg-Bip-B-Ala-D-Cys)-Thr-
NH:
D-Phe-c(Cys-His-D-(Et)Tyr- | 0.0567 314 14.7 9.27 0
hArg-Trp-B-Ala-D-Cys)-
Thr-NH:
D-Phe-c(Cys-His-D-Phe- 1.68 1260 172 1220 0.01
hArg-Bip-B-Ala-D-Cys)-
Thr-NH>
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. . . . , Ki
Compound (according to | Ki Ki Ki Ki hMCLR
Formula I) hMC1-R | hMC3-R | hMC4-R | hMC5-R MC4-R
D-Phe-c(Cys-His-D-(Et)Tyz- | 0.128 85.6 36.9 38.0 0
hArg-Bip-B-Ala-D-Cys)- -
Thr-NH>
Ac-Nle-c(Cys-D-Ala-His-D- | 0.352 149 3.01 339 0.12
Phe-Arg-Trp-Gly-Cys)-NH:2 10
Ac-Nle-c(Cys-D-Ala-His-D- | 3.93 876 48.0 4940 0.08
Phe-Arg-Trp-D-Ala-Cys)-
NH:
Ac-Nle-c(Cys-D-Ala-His-D- | 0.995 287 4.80 766 0.21
Phe-Arg-Trp-B-Ala-Cys)-
NH:
Ac-Nle-¢(Cys-D-Ala-His-D- | 0.848 184 3.76 956 0.23
Phe-Arg-Trp-Gaba-Cys)-
NH>
Ac-Nle-¢(Cys-D-Ala-His-D- | 1.10 228 7.58 859 0.15 20
Phe-Arg-Trp-Apn-Cys)-
NH-
Ac-Nle-c(Asp-D-Ala-His-D- | 0.659 98.9 2.55 4.19 0.26
| Phe-Arg-Trp-Lys)-NH:
Ac-Nle-c{Asp-D-Ala-His-D- | 4.12 445 50.6 4300 0.08
Phe-Arg-Bal-Lys)-NHz
Ac-c(Cys-Glu-His-D-Phe- 111 1710 47.7 694 233
Arg-Trp-Ala-Cys)-NHa
Ac-c(Cys-Glu-His-D-Phe- 262 2500 96.4 1460 272
Arg-2-Nal-Ala-Cys)-NH: 30
Ac-c(Cys-D-Ala-His-D-Phe- | 199 5990 96.7 >10000 |2.06
Arg-Trp-Ala-Cys)-NH:
Ac-c(Cys-D-Ala-His-D-Phe- | 132 4560 40.7 8810 3.24
Arg-2-Nal-Ala-Cys)-NH>
Ac-Nle-¢(Cys-D-Ala-His-D- | 9.12 1130 221 2860 041
Phe-Arg-Trp-Ala-Cys)-NH:
Ac-Nle-¢(Cys-D-Ala-His-D- | 1.00 227 5.55 496 0.18
Phe-Arg-Trp-B-Ala-Cys)-
NHz -
Ac-Nle-¢(Cys-D-Ala-His-D- | 0.536 169 3.12 358 0.17 40
Phe-Arg-Trp-Gaba-Cys)-
NH:
Ac-Nle-¢(Cys-D-Ala-His-D- | 32.1 330 17.4 165 1.84
Phe-Arg-Trp-Pen)-OH
Ac-Nle-c(Cys-D-Abu-His- | 10.6 41.1 7.69 54.9 1.38
D-Phe-Arg-Trp-Cys)-NHz
Ac-Nle-¢(Cys-D-Val-His-D- | 13.0 104 10.1 40 1.29
Phe-Arg-Trp-Cys)-NH2
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Compound (according to | Ki Ki Ki Ki hMCI-R
Formula ) hMC1-R | hMC3-R | hMC4-R | hMC5-R /MCAR
Ac-Nle-¢(Cys-D-lle-His-D- | 4.28 38.5 9.0 12.5 0.48
Phe-Arg-Trp-Cys)-NH:
Ac-Nle-¢(Cys-D-Leu-His-D- | 1.60 6.82 413 5.57 0.39
Phe-Arg-Trp-Cys)-NH-
Ac-Nle-c(Cys-D-Tle-His-D- | 12.0 85.8 11.2 40 1.07
Phe-Arg-Trp-Cys)-NH>
Ac-Nle-o(Cys-D-Cha-His-D- | 0.353 2.08 141 0.857 0.25
Phe-Arg-Trp-Cys)-NHa
Ac-Nle-c(Pen-His-D-Phe- 0.537 86.1 5.89 2.56 0.09
Arg-Trp-Gaba-Cys)-NH:
Ac-Nle-c(Pen-His-D-Phe- 0.744 178 3.51 2.69 0.21
Arg-Trp-Gaba-Pen)-NHa
Ac-Leu-c(Cys-His-D-Phe- 0.216 17.4 0.995 0.486 0.22
Arg-Trp-Gaba-Cys)-NHa
Ac-Cha-c(Cys-His-D-Phe- 0.107 9.11 0.884 0.354 0.12
Arg-Trp-Gaba-Cys)-NH:
Ac-lle-c(Cys-His-D-Phe- 0.148 13.9 1.06 0.423 0.14
Arg-Trp-Gaba-Cys)-NHa
Ac-Phe-¢(Cys-His-D-Phe- 0.254 18.5 213 0714 0.12
Arg-Trp-Gaba-Cys)-NH:
Ac-Val-¢(Cys-His-D-Phe- 0.256 299 1.98 0.864 0.13
Arg-Trp-Gaba-Cys)-NH>
Ac-2-Nal-¢(Cys-His-D-Phe- | 0.560 39.2 2.94 2.73 0.19
Arg-Trp-Gaba-Cys)-NH:
Phe-c(Cys-His-D-Phe-Arg- | 0.186 15.2 4.93 0537  |0.04
Trp-Gaba-Cys)-NH>
Ac-Nle-c(Cys-3-Pal-D-Phe- | 21.1 151 10.4 92.6 2.03
Arg-Trp-Gaba-Cys)-NH:
Ac-Nle-c(Cys-D-Ala-His-D- | 30.7 152 15.6 114 1.97
Phe-Arg-Trp-Cys)-OH
Ac-Nle-c(Cys-His-Phe-Arg- | 5.20 150 138 20.3 0.04
D-Trp-Gaba-Cys)-NH=
Ac-Nle-c(Asp-D-Ala-His-D- | 4.89 290 21.3 11.1 0.23
Phe-Arg-Bal-Ala-Lys)-NHo
Ac-Nle-c(Cys-D-Ala-His-D- | 25.5 3.82 7.61 102 3.35
2-Nal-Arg-Trp-Cys)-NHz
Ac-Nle-c(Cys-D-Ala-His-D- | 32.5 5.85 253 94.6 12.85
2-Nal-Arg-2-Nal-Cys)-NHz
Ac-Nle-c¢(Cys-D-Ala-His-D- | 22.2 12.7 16.6 125 1.34
2-Nal-Arg-Bal-Cys)-NH2
Ac-Nle-c(Asp-His-D-2-Nal- | 1.17 1.56 0.277 3.24 4.22
Arg-Trp-Ala-Lys)-NH2
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Compound (according to | Ki Ki Ki Ki hMC1-R
Formula I) hMCI-R | hMC3-R [ hMC4-R | hMC5-R /MCAR
Ac-Nle-c(Asp-His-D-2-Nal- | 0.648 278 0.329 14 1.97
Arg-Trp-B-Ala-Lys)-NH:
Ac-Nle-¢(Cys-His-D-2-Nal- | 0.393 " 1.86 0.375 1.11 1.05
Arg-Trp-Gaba-Cys)-NH:
Ac-Nle-c(Cys-His-D-2-Nal- | 0.333 291 0.998 0.366 0.33
Arg-Trp-Ahx-Cys)-NH2
Ac-hPhe-c(Asp-His-D-2- 0.461 245 0.931 1.37 0.50
Nal-Arg-Trp-Gaba-Lys)-
NHz
Ac-Cha-c(Asp-His-D-2-Nal- | 0.576 3.98 2.82 391 0.20
Arg-Trp-Gaba-Lys)-NH>
Table 5C
Compound (according to | Ki Ki Ki Ki hMCI-R
Formula I) hMC1-R | hMC3-R | hMC4-R | hMC5-R /MCA-R
Ac-Arg-c(Cys-D-Ala-His-D- | 17.9 1.68 0.256 234 69.9
2-Nal-Arg-Trp-Cys)-NH>
e-00O0bOO0O0O0O0O0O0OOOODODDODOOODOoOoOooOooOOnOD
gooooao
gogooan
Table 6A
Compound (according to Formula I1I) hMC1- | hMC3- | hMC4- | hMC5-
R R R R
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-NH: 49.9 9.00 0.569 218
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-Arg-
Arg-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)- 11.9 38.1 5.70 11.8
NH:2
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg-
Arg-Doc-Nle-c(Asp-His-D-2-Nal-Arg-Trp- 3.46 16.6 6.65 4.88
Lys)-INHz
Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-fi-Ala-
Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-Arg- | 0.614 5.09 2.31 3.23
Arg-NHz
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg- 1.56 14.1 5.17 7.12
Arg-Arg-NH:
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Compound (according to Formula III)

hMC1-

hMC3-

Ki
hMC4-

hMC5-

H-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-Doc-
Doc-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-GIn-Arg-
Arg-Arg-NH>

1.10

1.58

6.00

0.629

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-
Pro-Pro-Lys-Asp-Tyr-Gly-Arg-Lys-Lys-Arg-
Arg-Gln-Arg-Arg-Arg-NH:

0.0868

0.751

0.0944

0.147

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-
Cys)-Pro-Pro-Lys-Asp-Tyr-Gly-Arg-Lys-Lys-
Arg-Arg-Gin-Arg-Arg-Arg-NH:z

1.66

4.80

0.250

9.62

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-£-
Ala-fi-Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-
Gln-Arg-Arg-Arg-NH>

0.0452

0.298

0.169

0.386

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

0.0808

0.3%6

0.0747

0.311

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-
Cys)-Pro-Pro-Lys-Asp-Doc-Tyr-Gly-Arg-Lys-
Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH:

4.41

4.23

0.455

129

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-f8-Ala-Tyr-Gly-Arg-
Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NHa

1.25

0.661

0.292

5.94

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-Doc-Tyr-Gly-Arg-Lys-
Lys-Arg-Arg-Gln-Arg-Arg-Arg-NHz

1.89 .

0.546

0.166

6.06

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-NH2

87.8

9.08

1.20

359

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-NHe

124

17.8

1.11

348

Ac-c(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-Lys-Arg-Arg-Gin-
Arg-Arg-Arg-NH:

0.144

0.352

0.0845

0.415

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Tyr-Gly-Arg-
Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NHo

1.74

0.590

0.170

4.38

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp-fi-Ala-Arg-Arg-Arg-Arg-
Arg-Gln-Arg-Arg-Arg-NH:

3.86

4.97

0.192

38.3

Ac-c(Cys-Glu-His-D-2-Nal- Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp-f-Ala-Gly-Arg-Arg-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NHa

12.8

15.9

0.950

165
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Compound (according to Formula III)

hMCi-

hMC3-

hMC4-

hMC5-

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp-fi-Ala-Tyr-Gly-Arg-Arg-
Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH>

3.07

4.05

0.498

31.1

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-BAla-Tyr-Gly-Arg-
Lys-Lys-Arg-Gln-Arg-Arg-Arg-Arg-NH:

0792

0.570

0.162

4.18

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp--Ala-Tyr-Gly-Arg-
Lys-Lys-Gin-Arg-Arg-Arg-Arg-Arg-NH:

0.726

0.474

0.209

5.12

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Lys-Gln-Lys-Arg-Arg-Arg-Arg-Arg-NHo

0.857

0.580

0.209

4.42

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Lys-Lys-Arg-Arg-Arg-Arg-Gln-Arg-NH:

0.813

0.675

0.269

4.20

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp-fi-Ala-Tyr-Aib-Arg-Lys-
Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH>

7.84

10.2

0.783

91.8

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Arg-Aspfi-Ala-Arg-Arg-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NH>

2.93

9.07

0.293

59.0

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp--Ala-Arg-Arg-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NH>

2.42

6.56

0.238

41.7

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Arg-Arg-Arg-
Arg-Arg-Arg-GIn-Arg-Arg-Arg-NHe

6.66

19.3

0.819

88.8

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Arg-Asp-f3-Ala-Arg-Arg-Arg-
Arg-Arg-Gin-Arg-Arg-Arg-NHn

2.63

2.09

0.0737

11.6

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Arg-Arg-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NH:z

2.48

1.21

0.209

9.17

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp--Ala-Arg-Arg-Arg-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH>

3.65

2.26

0.261

12.1

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Arg-Asp-fi-Ala-Arg-Arg-Arg-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NH>

7.32

11.0

0.659

78.0

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Arg-Asp-fi-Ala-Arg-Arg-Arg-Arg-
Arg-Gln-Arg-Arg-Arg-NHe

4.11

7.26

0.302

48.3
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Compound (according to Formula IIT)

Ki
hMC1-

hMC3-

hMC4-

Ki
hMC5-

Pro-Pro-Lys-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)-

6.77

14.3

0.781

84.0

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-

Lys-Lys-Arg-Arg-Arg-Gln-Arg-Arg-NH> (85)

3.04

3.22

0.230

3.85

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Tyr-Gly-Arg-
Gln-Lys-Lys-Arg-Arg-Arg-Arg-Arg-NH:

3.24

2.66

0.208

5.96

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Lys-Lys-Arg-Arg-Arg-Arg-Arg-Gln-NH:

1.58

1.43

0.275

297

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH>

4.59

6.28

0.588

22.6

Pro-Pro-Lys-Asp--Ala-Tyr-Gly-Arg-Lys-
Lys-Arg-Arg-Gln-Arg-Arg-Arg-NHo

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-

6.46

5.22

0.380

15.3

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-

Arg-Arg-Gln-Arg-Arg-Arg-NH:

Cys)-Pro-Pro-Lys-Asp-f-Ala-Arg-Arg-Lys-

4.62

5.68

0.505

45.3

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-

Arg-Arg-Gln-Arg-Arg-Arg-NHo

Cys)-Pro-Pro-Lys-Asp-5-Ala-Arg-Lys-Arg-

2.12

3.99

0.352

27.5

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-

Arg-Arg-Gln-Arg-Arg-Arg-NH>

Cys)-Pro-Pro-Lys-Asp-fi-Ala-Arg-Arg-Lys-

3.41

0.975

0.549

11.3

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH:

4.18

1.12

0.223

15.3

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-

Lys-Arg-Arg-Gln-Arg-Arg-Arg-NHz

Cys)-Pro-Pro-Lys-Asp-f-Ala-Gly-Arg-Arg- -

2.71

0.732

0.202

5.53

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Gly-Arg-Lys-
Arg-Arg-Arg-Gin-Arg-Arg-Arg-NH:

5.66

1.40

0.446

6.23

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-

Gln-Arg-Arg-Arg-NH>

Cys)-(Doc)2-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-

0.211

0.665

0.635

118

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)--Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Gln-
Arg-Arg-Arg-Arg-NH:

0.351

0.891

0.503

102
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Ki Ki Ki Ki
Compound (according to Formula III) hMC1- | hMC3- | hMC4- | hMC5-
R R R R
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-Doc-Tyr-Gly-Arg-Lys-Lys-Arg-Arg- 0.209 0.699 0.596 137
GIn-Arg-Arg-Arg-NH>
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)f-Ala-Gly-Arg-Arg-Arg-Arg-Arg-Gln- 0.439 1.52 0.476 115 10
Arg-Arg-Arg-NH:

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-f-Ala-Arg-Arg-Arg-Arg-Arg-Gln-Arg- 0.821 2.50 0.700 148
Arg-Arg-NH>
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)f-Ala-Tyr-Gly-Arg-Arg-Arg-Arg-Arg- 0.406 1.11 0.602 131
GIn-Arg-Arg-Arg-NHo
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-f-Ala-Gly-Arg-Arg-Arg-Arg-Arg-Gln- 1.27 4.63 1.51 220

Arg-Arg-Arg-Arg-NH: 20
Table 6B
Compound (according to Formula IV) Ki Ki Ki Ki
hMCI- | hMC3- | hMC4- | hMC5-
R R R R

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-$-Ala- | 2058 113 10.7 239
Cys)-Pro-Pro-Lys-Asp-NH:
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Aib- 1818 306 5.87 979
Cys)-Pro-Pro-Lys-Asp-NH: 30

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala- | 1.75 | 1.74 0.15 16.8
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Tyr-Gly-Arg-
Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NHa
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala- 1.50 l.el 0.301 10.4
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NHz
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala- 1.81 2.08 0.305 19.3
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Gly-Arg-Arg-
Lys-Arg-Arg-Gln-Arg-Arg-Arg-NHo

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala- 2.69 2.59 0.243 19.2 40
Cys)-Pro-Pro-Lys-Asp-3- Ala-Gly-Arg-Lys-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NHo

Ac-o(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala- 225 | 062 0303 |2.77
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Arg-Lys-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NH

Ac-c(Cys-Glu-His-D-Z-Nal~Arg—2—N al-Ala- 1.49 0.604 0.865 3.13
Cys)-Pro-Pro-Lys-Asp-i-Ala-Tyr-Gly-Arg-
Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH:
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Compound (according to Formula IV)

Ki
hMC1-

hMC3-

hMC4-

hMC5-

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp-f-Ala-Arg-Lys-Arg-Arg-
Arg-Gln-Arg-Arg-Arg-NHa

3.28

1.95

0.575

15.5

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp--Ala-Tyr-Gly-Arg-Arg-
Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH:

224

1.57

0.437

16.4

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp--Ala-Tyr-Gly-Arg-Lys-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH>

214

1.12

0.624

11.9

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp-$-Ala-Gly-Arg-Arg-Lys-
Arg-Arg-Gin-Arg-Arg-Arg-NHo

2.50

1.59

0.573

157

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp-ff-Ala-Arg-Arg-Lys-Arg-
Arg-Gln-Arg-Arg-Arg-NHz

3.00

1.70

0.442

15.5

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-
Pro-Pro-Lys-Asp-f-Ala-Gly-Arg-Lys-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NH>

4.29

2.15

0.425

15.5°

Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-3-Ala-Tyr-Gly-Arg-Arg-Lys-Arg-Arg-
Gln-Arg-Arg-Arg-NHo

0.410

0.837

0.246

56.3

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)--Ala-Tyr-Gly-Arg-Lys-Arg-Arg-Arg-
GIn-Arg-Arg-Arg-NHo

0.572

1.07

0.210

63.6

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-f-Ala-Gly-Arg-Arg-Lys-Arg-Arg-Gln-
Arg-Arg-Arg-NHa

0.475

0.800

0.196

53.8

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-Ala-Gly-Arg-Lys-Arg-Arg-Arg-Gn-
Arg-Arg-Arg-NH>

0.779

1.21

0.293

56.0

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-ff-Ala-Arg-Arg-Lys-Arg-Arg-Gln-Arg-
Arg-Arg-NHo

0.212

123

0.484

58.5

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)ff-Ala-Arg-Lys-Arg-Arg-Arg-GIn-Arg-
Arg-Arg-NHo

0.778

1.22

0.468

47.0
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Table 7A
Formula (V) Compounds Ki Ki Ki Ki
hMC1 | hMC3 | hMC4 | hMC5
c[Hydantoin{C{O)-(Cys-D-Ala))-His-D-Phe- 230 7590 126 7020
Arg-Trp-Cys]-NH2 ,
c[Hydantoin{C(O)-(Glu-D-Ala))-His-D-Phe- 72.6 1920 45.2 >10000
Arg-Trp-Lys]-NHz
c[Hydantoin(C(O)~(Glu-D-Ala))-His-D-Phe- 60.4 2840 52.4 >10000
Arg-Trp-Om]-NH2 .
c[Hydantoin(C(O)-(Glu-D-Ala))-His-D-Phe- 28 90.5 12.7 877
Arg-Trp-Dab]-NH:
c[Hydantoin(C(O)-(Glu-D-Ala))-His-D-Phe- 16.4 863 4.97 >10000
Arg-Trp-Dap]-NH:
c[Hydantoin{C(O)-(Asp-D-Ala))-His-D-Phe- 37.7 576 7.81 6400
Arg-Trp-Orn]-NHa
c[Hydantoin(C(O)-(Asp-D-Ala))-His-D-Phe- - 66.6 1820 159 >10000
Arg-Trp-Dap]-NH:
c[Hydantoin(C(O)-(Asp-His))-D-2-Nal-Arg- 200 68.8 6.63 142
Trp-Lys]-NH:
c[Hydantoin(C(O)-(Asp-Aic))-D-2-Nal-Arg- 9028 2628 35.8 1156
Trp-Lys]-NH>
c[Hydantoin(C(O)-(Asp-A5c))-D-2-Nal-Arg- 9938 2390 44.6 1103
Trp-Lys]-NH:
c[Hydantoin(C(O)-(Asp-Abc))-D-2-Nal-Arg- 2170 1479 16.5 451
Trp-Lys]-NH2
¢[Hydantoin(C(O)-(Asp-Apc))-D-2-Nal-Arg- 1276 2756 266 1096
Trp-Lys]-NI2 :
cfHydantoin(C(O)-(Asp-A3c))-D-2-Nal-Arg- 7567 1922 420 2879
Trp-Lys]-NHz
TABLE 7B - Binding Constants for Formula (V1) Examples
Formula (VI) Compounds Ki Ki Ki Ki
hMC1 | hMC3 | hMC4 | hMC5
Hydantoin{C(O)-(Nle-Gly))-c(Cys-Glu-His-D- 14.3 198 5.76 67.8
Phe-Arg-Trp-Cys)-NH:
Hydantoin(C(O)-(Gly-Gly))-c(Cys-Glu-His-D- 11.9 311 5.41 73.9
Phe-Arg-Trp-Cys)-NH:
Hydantoin(C(O)-(A6c-Nle))-c(Cys-D-Ala-His- 31.6 224 19.6 2500
D-Phe-Arg-Trp-Cys)-NH:
Hydantoin(C(O)-(D-Ala-Nle))-c(Cys-D-Ala- 16.0 63.9 8.64 1820
His-D-Phe-Arg-Trp-Cys)-NHo
Hydantoin(C(O)-(Val-Nle}))-¢(Cys-D-Ala-His- 33.7 132 40.2 3210
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Formula (VI) Compounds Xa Ki Ki Ki
hMC1 | hMC3 | hMC4 | hM(C5
Hydantoin(C(O)-(Leu-Nle))-c(Cys-D-Ala-His- 48.3 534 74.1 3290
D-Phe-Arg-Trp-Cys)-NH:
Hydantoin(C(O)-(Cha-Nle))-¢(Cys-D-Ala-His- 40.8 870 137 3560
D-Phe-Arg-Trp-Cys)-NHa
Hydantoin{C(O}-(Aib-Nle))-c(Cys-D-Ala-His- 17.7 73.6 8.40 2120
D-Phe-Arg-Trp-Cys)-NH-
Hydantoin(C(O)-(Nte-Gly))-c(Cys-D-Ala-His- 7.92 46.4 6.70 21.3
D-Phe-Arg-Trp-Cys)-NHa
Hydantoin(C(O)~(Gly-Gly))-c(Cys-D-Ala-His- 20.9 69.7 8.32 50.0
D-Phe-Arg-Trp-Cys)-NHz _
Hydantoin(C(O)-(Nle-Gly))-¢(Cys-D-Ala-His- 12.9 38.5 3.53 27.1
D-Phe-Arg-Trp-Pen)-NH: ' :
Hydantoin(C(O)-(Gly-Gly))-c(Cys-D-Ala-His- 127 811 104 381
D-Phe-Arg-Trp-Pen)-NH>
Hydantoin(C(O)-(Ala-Gly))-c(Cys-D-Ala-His- 13.9 384 5.73 18.9
D-Phe-Arg-Trp-Cys)-NHa
Hydantoin{C(O)-(D-Ala-Gly))-c(Cys-D-Ala- 11.7 73.1 4.28 34.7
His-D-Phe-Arg-Trp-Cys)-NHz
Hydantoin(C{O)-(Aib-Gly))-c(Cys-D-Ala-His- 36.8 290 13.7 133
D-Phe-Arg-Trp-Cys)-NHo
Hydantoin{C(O)-(Val-Gly))-c(Cys-D-Ala-His- 15.3 160 8.66 33.4
D-Phe-Arg-Trp-Cys)-NH>
Hydantoin(C(O)-(lle-Gly))-c(Cys-D-Ala-His- 11.6 194 11.5 28.9
D-Phe-Arg-Trp-Cys)-NHa
Hydantoin(C(O)-(Leu-Gly))-c«(Cys-D-Ala-His- 19.3 331 26.7 44.6
D-Phe-Arg-Trp-Cys)-NH:
Hydantoin(C(O)-(D-Arg-Gly))-c(Cys-Glu-His- 9.49 124 2.95 2260
D-Phe-Arg-Trp-Cys)-NH:
Hydantoin(C(O)-(Gly-D-Arg))-c¢(Cys-Glu-His- 4.30 78.0 1.77 4540
D-Phe-Arg-Trp-Cys)-NHa
Hydantoin(C(O)-(Arg-Gly))-c(Cys-Glu-His-D- 8.59 94.1 244 7760
Phe-Arg-Trp-Cys)-NHz
Hydantoin(C(O)-(Gly-Arg))-c¢(Cys-Glu-His-D- 5.68 55.5 2.44 4220
Phe-Arg-Trp-Cys)-NH>
Hydantoin(C(O)-(Arg-Gly))-c(Cys-D-Ala-His- 2.65 41.3 4.17 650
D-Phe-Arg-Trp-Cys)-NHz
Hydantoin(C(O)-(D-Arg-Gly))-c(Cys-D-Ala- 3.52 48.7 5.78 872
His-D-Phe-Arg-Trp-Cys)-NH:
Hydantoin{C(O)-(Gly-D-Arg))-¢(Cys-D-Ala- 3.51 292 6.04 914
His-D-Phe-Arg-Trp-Cys)-NH: (SEQ ID
NO288)
Hydantoin(C(O)-(Gly-Arg))-c(Cys-D-Ala-His- 1.14 01.7 4,53 783

D-Phe-Arg-Trp-Cys)-NH:
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Formula (VI) Compounds Ki Ki Ki Ki
hMCI | hMC3 | hMC4 | hMC5
Hydantoin(C(O)-(Arg-Gly))-c(Cys-D-Ala-His- 11.9 7.43 0.195 14.6
D-2-Nal-Arg-Trp-Cys)-NH2

TABLE 7C - Binding Constants for Formula (VII) Examples

Formula (VII) Compounds Ki Ki Ki Ki 10
hMCl | hMC3 | hMC4 | hMC5
c[Hydantoin(C(O)-(Aib-Cys))-D-Ala-His-D- 47.6 1100 47.1 >10000
Phe-Arg-Trp-Cys]-NH:
c[Hydantoin(C(O)-(Val-Cys))-D-Ala-His-D- 212 730 345 | >10000
Phe-Arg-Trp-Cys}]-NH |
c[Hydantoin(C(O)-(Leu-Cys))-D-Ala-His-D- 47.4 1550 | 279 >10000

Phe-Arg-Trp-Cys]-NH2
c[Hydantoin(C(O)-(Ile-Cys))-D-Ala-His-D-Phe- 53.4 1760 41.6 >10000
Arg-Trp-Cys]-NHz

c[Hydantoin{C(O)-(A6éc-Cys))-D-Ala-His-D- 38.5 1760 53.2 9270 ?
Phe-Arg-Trp-Cys]-NH:
cfHydantoin(C(O)-(Gly-Cys))-Glu-His-D-Phe- 15.6 305 8.92 3070
Arg-Trp-Cys]-NH:

ogs-ocooDbOO0OO0DOoooooooobbob0ooooan
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Compound Ki Ki Ki Ki 30

hMC1-R | hMC3-R | hMC4-R | hMC5-R

Ac-Tyr-Arg-c(Cys-D-Ala-His-D-Phe- 8.53 212 3.72 714
Arg-Trp-Cys)-NHa
Ac-2-Nal-Arg-c(Cys-D-Ala-His-D-Phe- | 6.09 34.9 2.02 864
Arg-Trp-Cys)-NH:
Ac-1-Nal-Arg-c(Cys-D-Ala-His-D-Phe- | 6.27 36.4 1.53 888
Arg-Trp-Cys)-NH>
Ac-Phe-Arg-¢(Cys-D-Ala-His-D-Phe- 1.48 14.8 2.34 491
Arg-Trp-Cys)-NH: ‘
Ac-Trp-Arg-c(Cys-D-Ala-His-D-Phe- | 4.7 42 2.25 1470 40
Arg-Trp-Cys)-NH:
Ac-Pff-Arg-¢(Cys-D-Ala-His-D-Phe- 0.323 1.33 1.95 786
Arg-Trp-Cys)-NH: ‘
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MC-30 O O =[ECgy-MC-1]/[ECgo-MC-3]
MC-40 O O =[ECgy-MC-1]/[ECgo-MC-4]
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Table 9A
Compound ECs
(according to | ECso ECs EC= ECs thf 1-R
Formula I) hMC1-R | hMC3-R | hMC4-R | hMC5-R MCAR

Ac-Arg-c(Cys-D-
Ala-His-D-Phe- 5.79 5.25 0.313 1630 18.0
Arg-Trp-Cys)-NH:
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Compound e
{(according to | ECso ECso ECso ECs hMEZ 1R
F I - - - -
ormula I) hMCI-R | hMC3-R | hMC4-R | hMC5-R /MC4-R
Ac-D-Arg-c(Cys-D-
Ala-His-D-Phe- 6.17 5.6 0.397 1020 16.0
Arg-Trp-Cys)-NH:
Ac-D-Arg-c(Cys-D- 10
Ala-His-D-Phe- 26.5 10.5 0.493 2440 54.0

Arg-Trp-Pen)-NH:
Ac-D-Arg-c(Cys-
His-D-Phe-Arg- 8.43 324 0.959 2140 9.0
Trp-Gaba-Pen)-NH2
Ac-Arg-c(Cys-His-

D-Phe-Arg-Trp- 4.23 8.09 0.719 23.2 6.0
Gaba-Pen)-NH:
Ac-Arg-c{Cys-D- 20
Ala-His-D-Phe- 48.3 13.3 0.79 10000 61.0
Arg-Trp-Pen)-NHa
Ac-D-Arg-c(Asp-
His-D-Phe-Arg- 148 5.76 0.078 297 19.0
Trp-Ala-Lys)NH:
Ac-Arg-c(Asp-His-
D-Phe-Arg-Trp- 1.39 2.89 0.055 467 25.0
Ala-Lys)-NH:
ND =not determined
30
Table 9B
Compound ECso ECsp ECso ECso ECs
(according to FormulaI) hMC1- | hMC3- | hMC4- | hMC5- | hMCI1-R
R R R R /MC4-R
Ac-Nle-¢(Cys-D-Ala-His-
D-Phe-Arg-Trp-Cys)-NH 24 0.33 0.078 420 31
D-Phe-c(Cys-His-D-
(Et)Tyr-Arg-Trp-B-Ala-D- | 0.35 1.1 0.11 0.37 3
Cys)-Thr-NHa , 40
Nle-c(Cys-His-D-Phe-Arg-
Trp-Apn-Cys)-NH: 0.31 0.27 0.018 3.1 17
Ac-Nle-c(Cys-His-D-Phe-
Arg-Trp-Gaba-Pen) NH: 0.28 0.24 0.028 3.9 10
Nle-c(Cys-His-D-Phe-Arg-
Trp-Gaba-Cys)-NHa 0.37 0.1 0.021 1.7 18
Ac-Nle-c(Asp-His-D-Phe-
Arg Trp-B-Ala-Lys)-NH: 0.834 0.145 0.128 2.79 6.52
| 50
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Compound ECs ECs ECs ECso ECso
(according to Formula I) hMC1- | hMC3- | hMC4- | hMC5- | hMC1-R
R R R R /MC4R
Ac-Nle-c¢(Cys-His-D-Phe-
7 , . _ .
Arg-Trp-Apn-Cys)-NH: 0.76 0.199 0.0492 |1.73 15.45
Ac-Cha-¢(Asp-His-D-Phe-
2 . . . )
Arg-Trp-Gaba-Lys)-NH: 3.26 0.189 0.0949 | 30.2 34.35
Ac-Nle-c{Asp-His-D-Phe-
1.37 62 131 . _
Arg-Trp-Gaba-Lys)-NH: 3 0.628 0.13 3.48 10.46
Ac-hCha-c(Asp-His-D-Phe-
Arg-Trp-Gaba-Lys)-NH: 227 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-c{Cys-D-Ala-His-
D-Phe-Arg-Trp-Pen)-NHo 14.3 2.03 0.183 2240 78.14
D-Phe-c(Cys-His-D-
(Et)Tyr-hArg-Trp-B-Ala-D- | 0.345 2.71 5376 2.38 0.06
Cys)-Thr-NH:
D-Phe-c(Cys-His-D-
(Et)Tyr-hArg-Bip-B-Ala-D- | 0.685 81.8 86.9 31.8 0.01
Cys)-Thr-NH>
Ac-Nle-c(Asp-D-Ala-His-
D-Phe-Arg-Bal-Lys)-NH 0.931 322 |1.65 >10000 | 0.56
Ac-Nle-¢(Cys-D-Leu-His-
D-Phe-Arg Trp-Cys)-NH: 3.24 0.465 0.0915 | 785 35.41
Ac-Nle-¢(Cys-D-Cha-His-
. . 4. . .
D-Phe Arg. Tep. Cye) NH: | 0519 [ 0541 | 0455 | 453 1.81
ND =not determined
Table 9C
Compound EC50 Kb Kb EC50
(according to Formula I) hMCI1-R | hMC3-R | MC4-R | hMCh-R
Ac-Nle-c(Cys-D-Ala-His-D-2-
. 12. . :
Nal-Arg-Trp-Cys)-NH: 17.6 4 38.8 11.8
Ac-Nle-c(Asp-His-D-2-Nal-Arg-
TTP'A]&'LYS)—NHZ 0-619 2.98 0-109 0-189
Ac-Nle-c(Asp-His-D-2-Nal-Arg-
Trp-B-Ala-Lys)-NH: 0.913 0.536 0.346 0.489
Ac-Nle-c(Cys-His-D-2-Nal-Arg-
Trp-Gaba-Cys)-NH> 0.231 18.4 0.782 0.153
Ac-Nle-c(Cys-His-D-2-Nal-Arg-
Trp-Ahx-Cys)-NHo 0.581 10.8 0.967 0.126
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-
Trp-Gaba-Lys)-NHz 0.413 9.32 0.824 | 0307
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Compound EC50 Kb Kb EC50
{(according to Formula I) hMCI-R | hMC3-R | MC4-R | hMC5-R

Ac-Cha-c(Asp-His-D-2-Nal-Arg-
Trp-Gaba-Lys)-NH2

Ac-Nie-¢(Cys-D-Ala-His-D-2- 383 61.5 53.6 2842
Nal-Arg-1-Nal-Cys)-NHa -

1.27 3.02 0.442 0.736

Table 9D

Compound EC50 Kb Kb EC50
(according to Formula I) hMCI-R | hMC3-R | MC4-R | hMC5-R
Ac-Arg-c(Cys-D-Ala-His-D-2- 193 572 1.58 1111
Nal-Arg-Trp-Cys)-NH:

ND=0O 0O O
gooooao
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Compound (according to Formula TIT)

ECso
hMC1-

Kb
hMC3-

Kb
hMC4-

ECso
hMC5-

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-NHz

66.1

334

0.687

6.84

Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-
Arg-Arg-Nle-c(Asp-His-D-2-Nal-Arg-Trp-
Lys)-NH:

ND

4500

105

ND

Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-Arg-
Arg-Arg-Doc-Nle-c(Asp-His-D-2-Nal-Arg-
Trp-Lys)-NH>

ND

395

16.8

ND

Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-
Arg-Arg-Arg-NHo

ND

207

18.5

ND

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-
Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-Gln-
Arg-Arg-Arg-NH:

ND

220

4.07

ND

H-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-
Doc-Doc-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-
GIn-Arg-Arg-Arg-NHo

ND

261

3.11

ND

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-
Pro-Pro-Lys-Asp-Tyr-Gly-Arg-Lys-Lys-
Arg-Arg-Gln-Arg-Arg-Arg-NH>

ND

14.1

22.8

ND

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-
Cys)-Pro-Pro-Lys-Asp-Tyr-Gly-Arg-Lys-
Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH>

ND

233

260

ND

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f-
Ala--Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-
GIn-Arg-Arg-Arg-NH2

1.39

16.2

7.94

0.839
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Compound (according to Formula III)

ECso
hM(C1-

Kb
hMC3-

hMC4-

ECso
hMC5-

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-
Pro-Pro-Lys-Asp-Doc-Tyr-Gly-Arg-Lys-
Lys-Arg-Arg-Gln-Arg-Arg-Arg-NHo

3.65

194

3.73

1.6l

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-
Cys)-Pro-Pro-Lys-Asp-Doc-Tyr-Gly-Arg-
Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH>

ND

17.7

1.49

ND

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH:

6.3

700

1.66

38.2

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-Doc-Tyr-Gly-Arg-
Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH>

12.1

30.3

1.81

70.0

Ac-c(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—c 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-Doe-Tyr-Gly-Arg-Lys-Lys-Arg-Arg-
Gln-Arg-Arg-Arg-NH:

3.23

8.97

- 461

2.86

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal- Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Arg-Arg-Arg-
Arg-Arg-GIn-Arg-Arg-Arg-NHz

52.0

170

6.14

328

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Gly-Arg-Arg-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH:

146

104

32.0

1400

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Lys-Asp--Ala-Tyr-Gly-Arg-
Arg-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH:

114

44.6

28.4

879

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Tyr-Aib-Arg-
Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH>

67.1

439

46.5

582

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Arg-Asp-f-Ala-Arg-Arg-Arg-
Arg-Arg-GIn-Arg-Arg-Arg-NH»

144

116

8.93

819

Ac-c{Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f§-Ala-Arg-Arg-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NHz

36.0

46.5

114

56.1

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Arg-Arg-Arg-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NHo

93.0

71

15.9

> 10000
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Compound (according to Formula III)

ECso
hMC1-

hMC3-

hMC4-

EGso
hMC5-

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Arg-Asp-fi-Ala-Arg-Arg-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NH:»

39.7

30.9

6.66

501

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Arg-Arg-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NH»

35.2

22.9

12,6

199

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Arg-Arg-Arg-
Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH>

29.1

13.6

13.4

204

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Arg-Asp-fi-Ala-Arg-Arg-Arg-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NHz

86.1

41.7

19.4

2360

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Arg-Asp-fi-Ala-Arg-Arg-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NH:

38.3

20.2

21.2

> 10000

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Arg-Arg-Arg-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH>

68.6

153

33.2

>10000

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f8-Ala-Arg-Arg-Lys-
Arg-Arg-Gin-Arg-Arg-Arg-NH:

70.4

286

18.6

> 10000

Ac-o(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Arg-Lys-Arg-
Arg-Arg-GIn-Arg-Arg-Arg-NH-

33.1

65.1

15.3

1720

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Arg-Arg-Lys-
Arg-Arg-GIn-Arg-Arg-Arg-NHo

88.2

10.6

174

514

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Tyr-Gly-Arg-
Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NHa

58.7

39.3

10.3

460

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp--Ala-Gly-Arg-Arg-
Lys-Arg-Arg-GIn-Arg-Arg-Arg-NHo

454

12.7

12.7

162

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Gly-Arg-Lys-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NHo

309

22.8

17.1

570

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-f-Ala-Tyr-Gly-Arg-Arg-Arg-Arg-Arg-
Gln-Arg-Arg-Arg-NHo

7.86

10.5

0.843

4900

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f3-Ala-Tyr-Gly-Arg-
Lys-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NH:

29.7

25.6

7.37

82.9
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ECx Kb Kb EGso
Compound (according to Formula IIT) hMC1- | hMC3- | hMC4- | hMC5-
. R R R R
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-BAla-Tyr-Gly-Arg- 15.2 14.6 4.52 36.8
Lys-Lys-Arg-Gln-Arg-Arg-Arg-Arg-NH>
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-i-Ala-Tyr-Gly-Arg- 6.7 9.38 11.7 46.2
Lys-Lys-GIn-Arg-Arg-Arg-Arg-Arg-NH>
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp--Ala-Tyr-Gly-Arg- 7.9 41.7 10.9 62.4
Lys-GIn-Lys-Arg-Arg-Arg-Arg-Arg-NH:
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg- | 16.9 36.0 7.12 58.9
Lys-Lys-Arg-Arg-Arg-Arg-Gln-Arg-NHa
Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Tyr-Gly-Arg- 16.4 20.8 7.31 44.2
Lys-Lys-Arg-Arg-Arg-Gln-Arg-Arg-NHo
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyx-Gly-Arg- 12.0 137 9.38 54.2
Gln-Lys-Lys-Arg-Arg-Arg-Arg-Arg-NH:
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg- 7.5 12.2 7.61 51.7
Lys-Lys-Arg-Arg-Arg-Arg-Arg-Gln-NH2
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Tyr-Gly-Arg- 43.3 215 5.87 1286
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-Tyr-Gly-Arg- 37.9 112 41.1 1798
Lys-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NH>
ND = not determined
~ Table 10B
ECE0 EC50 EC50 EC50
Compound (according to Formula IiI) hMCI1- | hMC3- | hMC4- | hMC5-
R R R R

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-(Doc)2-Tyr-Gly-Arg-Lys-Lys-Arg- 4.70 4.56 0.634 147
Arg-Gln-Arg-Arg-Arg-NHz -~
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)--Ala-Tyr-Gly-Arg-Lys-Lys-Arg-Gln- 5.90 7.73 1.02 2890
Arg-Arg-Arg-Arg-NHo>
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-
Cys)-Ala-Gly-Arg-Arg-Arg-Arg-Arg-Gln- | 0.481 7.32 0.964 2010
Arg-Arg-Arg-NH:
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Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-

Arg-Arg-NHz

Cys)-fi-Ala-Arg-Arg-Arg-Arg-Arg-Gln-Arg-

7.15

9.37

1.25

1570

Table 10C

Compound (according to Formula IV)

ECs
hMC1-

Kb
hMC3-

Kb
hMC4-

ECso
hMC5-

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-f-
Ala-Cys)-Pro-Pro-Lys-Asp-NH:

ND

ND

ND

ND

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Aib-
Cys)-Pro-Pro-Lys-Asp-NH:

770

221

452

869

Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Arg-Lys-Arg-Arg-Gln-Arg-Arg-Arg-NHo

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-

29

22,6

16.7

173

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Tyr-Gly-Arg-
Lys-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NHa

102

26.3

14.6

261

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f8-Ala-Gly-Arg-Arg-
Lys-Arg-Arg-Gln-Arg-Arg-Arg-NHo

26.6

101

9.34

351

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Gly-Arg-Lys-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH

- 45.5

181

6.35

149

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Arg-Lys-Ar g
Arg-Arg-Gln-Arg-Arg-Arg-NH:

23.7

9.22

5.87

39.7

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Lys-Arg-Arg-Arg-GIn-Arg-Arg-Arg-NH:

34.7

15.0

8.68

28.2

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Lys-Asp-f8-Ala-Arg-Lys-Arg-
Arg-Arg-Gln-Arg-Arg-Arg-NHo

19.1

106

4.59

100

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Gly-Arg-
Arg-Lys-Arg-Arg-GIn-Arg-Arg-Arg-NHa

19.8

37.8

8.43

158

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-

Lys-Arg-Arg-Arg-Gln-Arg-Arg-Arg-NHo

Cys)-Pro-Pro-Lys-Asp-f-Ala-Tyr-Cly-Arg- .

11.2

52.1

9.45

95.7

Ac-¢(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Lys-Asp-fi-Ala-Gly-Arg-Arg-
Lys-Arg-Arg-Gin-Arg-Arg-Arg-NH:

33.8

93.6

4.42

89.5

Ac-o(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-
Cys)-Pro-Pro-Lys-Asp-f-Ala-Arg-Arg-Lys-
Arg-Arg-Gln-Arg-Arg-Arg-NHo

232

68.8

10.0

250
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Compound (according to Formula IV) ECso Kb Kb EGs
hMC1- | hMC3- | hMC4 | hMC5-
R R R | R
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala- 32.2 98.3 5.23 194
Cys)-Pro-Pro-Lys-Asp-f-Ala-Gly-Arg-Lys-
Arg-Arg-Arg-Gln-Arg-Arg-Arg-NH:

ND =not determined

Table 10D

Compound (according to Formula TV) EC50 EC50 EC50 EC50
hMC1- | hMC3- | hMC4 | hMC5-

R R R R

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp- 5.66 4.70 0.422 1551
Cys)-f-Ala-Tyr-Gly-Arg-Arg-Lys-Arg-Arg-

Gln-Arg-Arg-Arg-NHo

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp- 7.57 4.18 0.600 1792
Cys)-fi-Ala-Tyr-Gly-Arg-Lys-Arg-Arg-Arg-

GIn-Arg-Arg-Arg-NHo

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp- 2.36 2.74 0.260 500

Cys)-$-Ala-Gly-Arg-Arg-Lys-Arg-Arg-
GIn-Arg-Arg-Arg-NH:
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp- 2.81 3.29 0.298 566
Cys)-fi-Ala-Gly-Arg-Lys-Arg-Arg-Arg-
GIn-Arg-Arg-Arg-NH:
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp- 1.86 1.39 0.367 165
Cys)--Ala-Arg-Arg-Lys-Arg-Arg-Gln-
Arg-Arg-Arg-NH:
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp- 2.06 1.61 0.394 199
Cys)-fi-Ala-Arg-Lys-Arg-Arg-Arg-Gln-
Arg-Arg-Arg-NHa

ND=0O O 0O
011-0HO000O0D0DO0oo0o0oO0O0gAvPCcAMPYD O O
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Table 11A

Formula (V) Compounds ECso ECst ECso ECso

hMC1 | hMC3 | hMC4 | hMC5

c[Hydantoin(C(O)-(Cys-D-Ala))-His-D-Phe- - 218 5.42 -
Arg-Trp-Cys]-NH:
c[Hydantoin(C(O)-(Glu-D-Ala))-His-D-Phe- - 22.3 3.62 -
Arg-Trp-Lys]-NH:
c{Hydantoin(C(O)-(Glu-D-Ala))-His-D-Phe- - 39.2 4.94 -
Arg-Trp-Om]-NH2
c[Hydantoin(C(O)-(Glu-D-Ala))-His-D-Phe- 56.7 18.2 0.182 | >10000
Arg-Trp-Dap]-NHa

goooogao
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Formula (V) Compounds ECso ECso ECso ECso
hMCI | hMC3 | hMC4 | hMC5
¢[Hydantoin(C(O)-(Asp-D-Ala))-His-D- 56.6 88.6 4.50 9300
Phe-Arg-Trp-Orn]-NH2
c[Hydantoin(C(O)-(Asp-D-Ala))-His-D- - 49.3 212 -
Phe-Arg-Trp-Dap]-NH:
TABLE 11B -
Formula (VI) Compounds ECso ECss ECso ECso
hMC1 | hMC3 | hMC4 | hMC5
Hydantoin{C(O)-(Nle-Gly))-c(Cys-Glu-His- 54.3 12.2 0.177 | >10000
D-Phe-Arg-Trp-Cys)-NHz
Hydantoin(C(O)-(Gly-Gly))-c(Cys-Glu-His- 124 8.05 0.214 | >10000
D-Phe-Arg-Trp-Cys)-NH>
Hydantoin(C(O)-(A6c-Nle))-c(Cys-D-Ala- - 4.89 1.80 -
His-D-Phe-Arg-Trp-Cys)-NHz '
Hydantoin(C(O)-(D-Ala-Nle))-c(Cys-D-Ala- - 2.56 147 - -
His-D-Phe-Arg-Trp-Cys)-NHe
Hydantoin(C(O)-(Val-Nle))-c(Cys-D-Ala- - 4.61 0.977 -
His-D-Phe-Arg-Trp-Cys)-NH>
Hydantoin(C(O)-(Leu-Nle))-c(Cys-D-Ala- - 9.68 1.83 -
His-D-Phe-Arg-Trp-Cys)-NHz
Hydantoin{C(O)-(Cha-Nle))-c(Cys-D-Ala- - 9.97 13.9 -
His-D-Phe-Arg-Trp-Cys)-NHz
Hydantoin(C(O)-(Gly-Gly))-c(Cys-D-Ala- 14.2 246 0.336 201
His-D-Phe-Arg-Trp-Cys)-NH> '
Hydantoin(C(O)-(Nle-Gly))-c(Cys-D-Ala- 17.0 21.5 0.584 352
His-D-Phe-Arg-Trp-Pen)-NH:
Hydantoin(C(O)-(Gly-Gly))-c(Cys-D-Ala- 40.2 8.90 0.495 8300
His-D-Phe-Arg-Trp-Pen)-NH2
Hydantoin(C(O)-(Ala-Gly))-¢(Cys-D-Ala- 17.6 2.23 0.241 516
His-D-Phe-Arg-Trp-Cys)-NHo
Hydantoin{C(O)-(D-Ala-Gly))-¢(Cys-D-Ala- | 4.70 2.22 0.309 355
His-D-Phe-Arg-Trp-Cys)-NHa
Hydantoin(C(O)-(D-Arg-Gly)-¢(Cys-Glu- 18.0 17.1 0.160 2710
His-D-Phe-Arg-Trp-Cys)-NH>
Hydantoin(C(O)-(Gly-D-Arg))-¢(Cys-Glu- 12.9 10.3 0.125 7440
His-D-Phe-Arg-Trp-Cys)-NH>
Hydantoin(C(O)-(Arg-Gly))-c(Cys-Glu-His- 8.83 7.86 0.0979 4010
D-Phe-Arg-Trp-Cys)-NH2
Hydantoin(C(O)-(Gly-Arg))-c(Cys-Glu-His- 9.97 3.63 0.0687 335
D-Phe-Arg-Trp-Cys)-NHz
Hydantoin(C(O)-(Arg-Gly))-c(Cys-D-Ala- 8.81 18.2 0.503 3560
His-D-Phe-Arg-Trp-Cys)-NH:
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Formula (VI) Compounds ECso EC= ECso ECso
: hMCI | hMC3 | hMC4 | hMC5
Hydantoin{C(O)-(D-Arg-Gly))-c(Cys-D- 11.5 232 "0.513 3950
Ala-His-D-Phe-Arg-Trp-Cys)-NHa
Hydantoin(C(O)-(Gly-D-Arg))-¢(Cys-D- 7.53 11.6 0.435 9840
Ala-His-D-Phe-Arg-Trp-Cys)-NH:
Hydantoin(C(O)-(Gly-Arg))-c(Cys-D-Ala- 8.85 5.17 0.599 3610
His-D-Phe-Arg-Trp-Cys)-NH2 10
Hydantoin{C(O)-(Arg-Gly))-¢(Cys-D-Ala- 96.6 13.1 21.2 103
His-D-2-Nal-Arg-Trp-Cys)-NHz
TABLE 11C
Formula (VII) Compounds ECso ECw ECss ECso
hMCl1 | hMC3 | hMC4 | hMC5
c[Hydantoin{C(O)-(Aib-Cys))-D-Ala-His-D- - 6.28 0.407 -
Phe-Arg-Trp-Cys]-NH: 20
c[Hydantoin(C(O)-(Val-Cys))-D-Ala-His-D- - 3.77 0.214 -
Phe-Arg-Trp-Cys]-NH:
c[Hydantoin{C(O)-(Leu-Cys))-D-Ala-His-D- - 4,72 0.428 -
Phe-Arg-Trp-Cys]-NH:
c[Hydantoin(C(O)-(Ile-Cys))-D-Ala-His-D- - 8.51 1.85 -
Phe-Arg-Trp-Cys]-NH:
c[Hydantoin{(C(O)-(A6c-Cys))-D-Ala-His-D- - 5.66 1.72 -
Phe-Arg-Trp-Cys]-NHz _
c[Hydantoin(C(O)-(Gly-Cys))-Glu-His-D- 14.5 21.8 0.576 1780
Phe-Arg-Trp-Cys]-NH: 30
012-00000000D0cAavPO OO DO ODOODODOO
ooocooao
oo
Compound ECso ECso ECso ECx
hMCl1- hMC3- hMC4- hMC5-
R R R R
Ac-Tyr-Arg-c(Cys-D-Ala-His-D- 6.42 2.39 0.194 1540 40
Phe-Arg-Trp-Cys)-NHa
Ac-2-Nal-Arg-c(Cys-D-Ala-His-D- 9.66 6.11 0.275 1730
Phe-Arg-Trp-Cys)-NHz
Ac-1-Nal-Arg-c(Cys-D-Ala-His-D- 8.67 4.21 0.363 1320
Phe-Arg-Trp-Cys)-NH>
Ac-Trp-Arg-c(Cys-D-Ala-His-D- 5.78 3.95 0.219 2580
Phe-Arg-Trp-Cys)-NH>

in vivold O
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Table 13

Ligand Code Structure

Compound A | Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NHz
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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-Trpp3 -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- -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-f -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-Cyp -Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
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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-p -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;
Ac-Nle-c(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(D-Cy -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,;
n-0 0 O 0 0 -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-3 -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-3 -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,;
n-0 0 00 0 -Nle-c(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH,;
n-0 0 0 0 0O -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,;
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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-p -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Bip- -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3 -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-hArg-Bip-p -Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f -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)-0H;
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-1le-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-1le-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)-0H;
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-3 -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)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-0H;
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-0H;
D-Phe-c(Cys-His-D-Phe-Arg-Trp- -Ala-D-Cys)-Thr-0H;
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)-0H;
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Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-0OH;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0H;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0OH;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-0H;

Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-f -Ala-Cys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-0OH;
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)-0H;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-0H;
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)-0H;
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,;
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-3 -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-f -Ala-Cys)-NH,;
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH,;
Tyr-Gly-Arg-(Lys)>-(Arg)»-GIn-(Arg) s-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-NH,;
Tyr-Gly-Arg-(Lys)>-(Arg),-GIn-(Arg) ;-Doc-Nle-c(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)>-(Arg),-GIn-(Arg)s-N
Hss

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-f -Ala-Tyr-Gly-Arg-(Lys)>-(Arg)>-GIn-(Arg)
3-NH5;
Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Doc),-Tyr-Gly-Arg-(Lys)>-(Arg)>-GIn-(Arg)sz-N
Hss
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Pro),-Lys-Asp-Tyr-Gly-Arg-(Lys)-(Arg),-G
In-(Arg)5-NH;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Gly-Cys)-(Pro),-Lys-Asp-Tyr-Gly-Arg-(Lys)-(Arg



)>-GIn-(Arg)3-NH,;
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Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(B -Ala),-Tyr-Gly-Arg-(Lys),-(Arg),-GIn-(A

rg)s-NH,;

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Pro),-Lys-Asp-Doc-Tyr-Gly-Arg-(Lys) - (Arg

)>-GIn-(Arg)5-NH,;

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

(Arg)>-GIn-(Arg)5-NH,;

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

)>-(Arg) >-GIn-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-Doc-Tyr-Gly-Arg-(Lys) »-

(Arg)>-GIn-(Arg) 3—NH,;

Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Lys)-(Doc),-Tyr-Gly-Arg-(Lys)>-(Arg) >-GIn-(Arg)

3-NH>;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-Arg-(L

yS)>-(Arg)»-GIn-(Arg) 3-NH;;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f

Arg)3-NH;;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

In-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f8

)>-Arg-GIn-(Arg) ,-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3

)>-GIn-(Arg)s5-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3

GIn-Lys-(Arg)s-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f

)>-(Arg) 4,-GIn-Arg-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

)>-(Arg)>-GIn-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-

9)3-NH5;

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

9)3-NH3;

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

9)3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-

9)3-NH3;

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

9)3-NH>;

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

9)3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f3

3-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-f3

3-NH>;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f

a~NHz;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3

-Ala-(Arg)s-GIn-(Arg)
-Ala-Gly-(Arg)s-GIn-(
-Ala-Tyr-Gly-(Arg)5-G
-Ala-Tyr-Gly-Arg-(Lys
-Ala-Tyr-Gly-Arg-(Lys
-Ala-Tyr-Gly-Arg-Lys-
-Ala-Tyr-Gly-Arg-(Lys
-Ala-Tyr-Aib-Arg-(Lys
B -Ala-(Arg)s-GIn-(Ar
B -Ala-(Arg)s-GIn-(Ar
B -Ala-(Arg)g-GIn-(Ar
B -Ala-(Arg)s-GIn-(Ar
B -Ala-(Arg)s-GIn-(Ar
B -Ala-(Arg)g-GIn-(Ar
-Ala-(Arg)g-GIn-(Arg)
-Ala-(Arg)s-GIn-(Arg)
-Ala-(Arg)g-GIn-(Arg)

-Ala-Tyr-Gly-Arg-(Lys
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)>-(Arg) 3-GIn-(Arg)-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
(Lys)>-(Arg)s-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-3
)>-(Arg)s5-GIn-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
ys)>-(Arg)>-GIn-(Arg) 3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
)>-(Arg) >-GIn-(Arg) 3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
9)>-GIn-(Arg)5-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
9)>-GIn-(Arg) 3-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-Lys-(Arg)>-GIn-(Arg)5-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-(Arg)>-GIn-(Arg)z-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
rg)s;-GIn-(Arg)5;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-Lys-(Arg)>-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
s-(Arg)53-GIn-(Arg)5-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-(Arg)>-GIn-(Arg)3z-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
rg)z-GIn-(Arg);-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
9)>-GIn-(Arg)5-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
s-(Arg)3-GIn-(Arg)5-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
>=GINn-(Arg)5-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f
In-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
ys-(Arg)>-GIn-(Arg) 5;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f8
(Arg)3-GIn-(Arg)z-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
Arg)>-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3
)3-GIn-(Arg)z-NH;;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f
3-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-f3

-Ala-Tyr-Gly-Arg-GIn-

-Ala-Tyr-Gly-Arg-(Lys

B -Ala-Tyr-Gly-Arg-(L

-Ala-Tyr-Gly-Arg-(Lys

B -Ala-(Arg),-Lys-(Ar

B -Ala-Arg-Lys-(Arg)5

B -Ala-(Arg),-Lys-(Ar

B -Ala-Tyr-Gly-(Arg),

B -Ala-Gly-(Arg),-Lys

B -Ala-Gly-Arg-Lys-(A

B -Ala-Tyr-Gly-(Arg),

B -Ala-Tyr-Gly-Arg-Ly

B -Ala-Gly-(Arg),-Lys

B -Ala-Gly-Arg-Lys-(A

B -Ala-(Arg),-Lys-(Ar

B -Ala-Arg-Lys-(Arg)g

B -Ala-Tyr-Gly-Arg-Ly

-Ala-(Arg),-Lys-(Arg)

-Ala-Arg-Lys-(Arg) ;-G

-Ala-Tyr-Gly-(Arg)»-L

-Ala-Tyr-Gly-Arg-Lys-

-Ala-Gly-(Arg)-Lys-(

-Ala-Gly-Arg-Lys-(Arg

-Ala-(Arg)5-GIn-(Arg)

-Ala-(Arg)5-GIn-(Arg)
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3-NH5;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
In-(Arg)5-NH;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-8
In-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
4—-NH>;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-f
4-NH-;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Lys-Asp-f3
In-CArg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Ala-Cys)-(Pro),-Arg-Asp-f
In-(Arg) ,-NH;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
9)4-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-
9)4-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-
9)3-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-GIn-(Arg);-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-GIn-(Arg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-
-GIn-(Arg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-GIn-(Arg)3;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-1-Nal-Ala-Cys)-(Pro),-Arg-Asp-
-GIn-(Arg)5;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-
9)3-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
9)4-NH>;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-
9)4-NH3;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-GIn-(Arg)3;-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-
-GIn-(Arg);-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-GIn-(Arg)3-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-
-GIn-(Arg);-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Lys-Asp-
-GIn-CArg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Ala-Cys)-(Pro),-Arg-Asp-
-GIn-CArg) ,—NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f3

™

™

™

™

™

™

™

™

™

™

™

™

™

™

™

™

™

™
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-Ala-Tyr-Gly-(Arg)5-G

-Ala-Tyr-Gly-(Arg)5-G

-Ala-(Arg)5-GIn-(Arg)

-Ala-(Arg)s-GIn-(Arg)

-Ala-Tyr-Gly-(Arg)5-G

-Ala-Tyr-Gly-(Arg)s-G

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)g-GIn-(Ar

-Ala-Tyr-Gly-(Arg)

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)g

-Ala-(Arg)g-GIn-(Ar

-Ala-(Arg)s-GIn-(Ar

-Ala-(Arg)5-GIn-(Ar

-Ala-Tyr-Gly-(Arg)s

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)g

-Ala-Tyr-Gly-(Arg)s

-Ala-(Arg)5-GIn-(Arg)
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Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-3 -Ala-(Arg)s-GIn-(Arg)

4-NH5;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp- -Ala-Tyr-Gly-(Arg)s-G

In-(Arg)3-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-(Arg)s-G

In-(Arg) ,-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-B -Ala-Tyr-Gly-(Arg)s-G

In-(Arg) ,-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Lys-Asp-f -Ala-Tyr-Gly-(Arg)g-G

In-(Arg) 5-NH,;

Ac-c(Cys-Glu-His-D-2-Nal-Arg-Bal-Ala-Cys)-(Pro),-Arg-Asp-B -Ala-Tyr-Gly-(Arg)g-G

In-CArg)s-NH,;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-Arg-(Lys) - (Arg)-GIn-(

Arg)3-NH5;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
)a-NH3;

-Ala-Tyr-Gly-Arg-(Lys),-Arg-GIn-(Arg

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-Arg-(Lys) - (Arg),-GIn-(Arg

)3-NH3;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
Arg)z-NH5;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
)3-NH3;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3
3-NH5;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
Hs;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
25
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3

-Ala-(Arg)s5-GIn-(Arg);-NH,;
-Ala-Gly-(Arg)s5-GIn-(Arg) 3-NH,;
-Ala-Tyr-Gly-(Arg) 5-GIn-(Arg) 3-NH,;
-Ala-Gly-(Arg)s-GIn-(Arg) ,-NH,;
-Ala-Tyr-Gly-(Arg)>-Lys-(Arg)>-GIn-(
-Ala-Tyr-Gly-Arg-Lys-(Arg) ;-GIn-(Arg
-Ala-Gly-(Arg)-Lys-(Arg)>-GIn-(Arg)
-Ala-Gly-Arg-Lys-(Arg);-GIn-(Arg)z-N

-Ala-(Arg)-Lys-(Arg)>-GIn-(Arg);-NH

-Ala-Arg-Lys-(Arg);-GIn-(Arg);-NH,;
-Ala-(Arg)5-GIn-(Arg)3-NH,;

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

25

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) z-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) 5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg) 3-NH,;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-f3

-Ala-(Arg)s-GIn-(Arg) ,-NH,;
-Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH
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2

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Bf -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-f -Ala-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)- -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-p -Ala-Gly-(Arg)s;-GIn-(Arg)5-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-Tyr-Gly-(Arg)5-GIn-(Arg)5-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-( -Ala),-Gly-(Arg)s-GIn-(Arg)z-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-(Arg)s-GIn-(Arg)z-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-(Arg)5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-B -Ala-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-Tyr-Gly-(Arg)s5-GIn-(Arg)_,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(B -Ala),-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-Doc-(Arg) s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-Gly-(Arg) 5-GIn-(Arg) ,-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Lys)-(Doc),-(Arg)5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-f -Ala-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-B -Ala-Lys)-B -Ala-(Arg)s-GIn-(Arg)z-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)- -Ala-(Arg)s-GIn-(Arg)s-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Trp-f -Ala-D-Cys)-Thr- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) s
-NH, ;

D-Phe-c(Cys-His-D-Phe-Arg-Trp- -Ala-D-Cys)-Thr-p -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-B -Ala-(Arg)s-GIn-(Arg)5-NH,;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg)s;-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-(Arg)s-GIn-(Arg)5-NH,;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Bf -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg)s;-NH,;
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Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-(Arg)s-GIn-(Arg)s-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH
25

Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-(Arg)s-GIn-(Arg)3-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-(Arg)5s-GIn-(Arg) 3-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-(Arg)s-GIn-(Arg) ;-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg),—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH
25

Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(B -Ala),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) ,—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- -Ala-(Arg)s-GIn-(Arg)z-NH,;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)- -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-3 -Ala-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH

2

Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-f -Ala-Cys)-B -Ala-(Arg)s-GIn-(Arg)3;-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-B -Ala-Gly-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH

25

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(B -Ala),-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-Doc-Gly-(Arg)s-GIn-(Arg) ;-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-Doc-(Arg) 5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc),-Gly-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-(Doc),-(Arg)s-GIn-(Arg)3;-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) s
-NH, ;

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-B -Ala-(Arg)s-GIn-(Arg);-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp- -Ala-D-Cys)-B -Ala-Gly-(Arg)s-GIn-(Arg)5-NH,

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f -Ala-D-Cys)-B -Ala-(Arg)s-GIn-(Arg),-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-B -Ala-D-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Ar
9)3-NH3;
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D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f8
NH ;

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f

-Ala-D-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
-Ala-D-Cys)-(B -Ala),-Gly-(Arg)s-GIn-(Arg) ;-

-Ala-D-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),-NH,;
-Ala-D-Cys)-Doc-Tyr-Gly-(Arg) s-GIn-(Arg) 3-NH
2;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f3
-NH, ;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-f

-Ala-D-Cys)-Doc-(Arg)s5-GIn-(Arg);-NH,;
-Ala-D-Cys)-Doc-Gly-(Arg)s-GIn-(Arg) 3-NH,;
-Ala-D-Cys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
-Ala-D-Cys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) 5

-Ala-D-Cys)-(Doc),-(Arg) 5-GIn-(Arg) 3-NH,;
-Ala-D-Cys)-(Doc),-Cly-(Arg)s-GIn-(Arg) z-NH,

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

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
Arg)5-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
25
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
n-(Arg)s-NH;;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
-NH-;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
)3-NH3;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
Arg)3-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
Arg) 4-NH3;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
2
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
n-(Arg) ,-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
-NH-;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-f3
).—NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
Arg) ,-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-3
25
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f3
Arg)3-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3
Arg) 4-NH5;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f3
2

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-3

-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-(Arg)s-GIn-(Arg)s-NH

-Ala-D-Cys)-Thr-(B -Ala),-Tyr-Gly-(Arg)5-Gl

-Ala-D-Cys)-Thr-(B -Ala),-(Arg)s-GIn-(Arg)

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-(Arg)s-GIn-(Arg) 3-NH,;
-Ala-D-Cys)-Thr-(Doc),-Tyr-Gly-(Arg)5-GIn-(

-Ala-D-Cys)-Thr-f -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-(Arg)s-GIn-(Arg),-NH

-Ala-D-Cys)-Thr-(B -Ala),-Tyr-Gly-(Arg)s-Gl

-Ala-D-Cys)-Thr-(B -Ala),-(Arg)s-GIn-(Arg),

-Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg

-Ala-D-Cys)-Thr-Doc-(Arg)5-GIn-(Arg) ,—NH,;
-Ala-D-Cys)-Thr-(Doc),-Tyr-Gly-(Arg) 5-GIn-(

-Ala-D-Cys)-Thr-(Doc),-(Arg) 5-GIn-(Arg) ,—NH

-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-Tyr-Gly-(Arg)s-GIn-(

-Ala-D-Cys)-Thr-p -Ala-(Arg)s-GIn-(Arg);-NH

-Ala-D-Cys)-Thr-(B -Ala),-Tyr-Gly-(Arg)s-Gl
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n-(Arg) 3-NH;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f -Ala-D-Cys)-Thr-( -Ala),-(Arg)s-GIn-(Arg);
-NH-;

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f -Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg
)3-NH>;

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip- -Ala-D-Cys)-Thr-Doc-Tyr-Gly-(Arg)s-GIn-(Arg
) 4-NHz;

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f -Ala-D-Cys)-Thr-Doc-(Arg)s-GIn-(Arg)s-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip- -Ala-D-Cys)-Thr-(Doc),-Tyr-Gly-(Arg)s-GIn-(
Arg)-NH,;

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-f -Ala-D-Cys)-Thr-(Doc),-(Arg)s-GIn-(Arg);-NH
2

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-N
Hss

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-B -Ala-(Arg)s-GIn-(Arg)s-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)s-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)s;-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-( -Ala),-(Arg)s-GIn-(Arg)s;-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-f -Ala-Tyr-Gly-(Arg)s5-GIn-(Arg)_,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-p -Ala-(Arg)s-GIn-(Arg),-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-( -Ala),-(Arg)s-GIn-(Arg),-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg)3-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-Doc-(Arg)5-GIn-(Arg) 3—-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-(Arg)s-GIn-(Arg) 3-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-Doc-Tyr-Gly-(Arg) 5-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-Doc-(Arg)5-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-f -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)- -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH
2

Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) 3—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg) 5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) 5;-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-B -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg),—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH
25

Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)5-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg)5-NH,;
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Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg);-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)s-NH

25

Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg)s-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg)s-GIn-(Arg) 3-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg)3-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg)3;-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-f -Ala-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)_,-NH

25

Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-Doc-(Arg) s-GIn-(Arg) ,—NH;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Ac-Nle-c(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-(Doc),-(Arg)s-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- -Ala-Tyr-Gly-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- -Ala-(Arg)s-GIn-(Arg)s-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg)5;-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-(Arg)s-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-p -Ala-Tyr-Gly-(Arg)s-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- -Ala-(Arg)s-GIn-(Arg)_,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-Tyr-Gly-(Arg)s-GIn-(Arg),-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(B -Ala),-(Arg)s-GIn-(Arg),—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg);-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-(Arg)s-GIn-(Arg)3-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ;-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-(Arg)5-GIn-(Arg) 3-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-Tyr-Gly-(Arg)5-GIn-(Arg) 4-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-Doc-(Arg)s-GIn-(Arg) ,-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-Tyr-Gly-(Arg)s-GIn-(Arg) ,—NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-(Doc),-(Arg)s-GIn-(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-NH;
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- -Ala-Cys)-(Pro),-Lys-Asp-NH,;
Ac-c(Cys-Glu-His-D-2-Nal-Arg-2-Nal-Aib-Cys)-(Pro),-Lys-Asp-NH,;
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(C(0)-(Cys-D-Ala))-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(hCys-D-Ala))-His-D-Phe-Arg-Trp-Cys]-NH,;
(C(0)-(Cys-D-Ala))-His-D-2-Nal-Arg-Trp-Cys]-NH,;
(C(0)-(hCys-D-Ala))-His-D-2-Nal-Arg-Trp-Cys]-NH,;
(C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-0rn]-NH,;
(C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dab]-NH,;
(C(0)-(Asp-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH,;
(C(0)-(Asp-His))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-His))-D-Phe-Arg-Trp-Lys]-NH;
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(C(0)-(Asp-A3c))-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A5c))-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A6c))-D-Phe-Arg-Trp-Lys]-NH;
(C(0)-(Asp-A3c))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A5c))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A6Cc))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-A5c))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-Aic))-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-Apc))-D-Phe-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-Aic))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Asp-Apc))-D-2-Nal-Arg-Trp-Lys]-NH,;
-(C(0)-(Asp-Aic))-D-2-Nal-Arg-Trp-Lys]-NH,;
-(C(0)-(Asp-Apc))-D-2-Nal-Arg-Trp-Lys]-NH,;
(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-0rn]-NH,;
(C(O)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dab]-NH,;
(C(0)-(Glu-D-Ala))-His-D-Phe-Arg-Trp-Dap]-NH,;
(C(0)-(Glu-His))-D-Phe-Arg-Trp-Dap]-NH.;
(C(0)-(Arg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(N1e-CGly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Gly-CGly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(N1e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Gly-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(N1e-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,;
(C(0)-(Gly-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,;
(CO)-(Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(b-Ala-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Aib-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(val-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(CO)-(11e-CGly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Leu-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Gly))-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(CO)-(N1e-Gly))-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(b-Arg-Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(D-Arg-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(O)-(Arg-Gly))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(b-Arg-Gly))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(Arg-Gly))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
(C(0)-(Ala-Nle))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(val-Nle))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Nle))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(A6c-NIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Ala-NlIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(b-Ala-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(val-Nle))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Leu-NlIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Cha-NlIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Aib-NIe))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
(C(0)-(Gly-Arg))-c(Cys-Glu-His-D-2-Nal-Arg-Trp-Cys)-NH,;

OO0 ooooooooooogoogogooao



(107) JP 2013-501053 A 2013.1.10

OO00000 CO)-(Gly-Arg))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
OD00O0D00O0 (CO)-(Gly-Arg))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;
OD0O0000 (CO)-(Gly-D-Arg))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
O00000 (CO)-(Gly-D-Arg))-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
OO0O0O000 (CO)-(Gly-D-Arg))-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
ODO0O000(CO-(Nle-Ala))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,;
cf[00OO0OO0DO (CO)-(Ala-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,0O
c[O00O0O0O0D0OO (CO)-(NIe-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[00O0O0O0DOO (CO)-(b-Ala-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[00O00O0DO (CO)-(Aib-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;

c[0O 00000 (CO)-(val-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[00O0O0O0D0OO (CO)-(Abu-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[00O00O0DO (CO)-(Leu-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[ODO000O00 (CO-(11e-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[00O0O0O0DOO (CO)-(Cha-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[O000O0O0DO (CO)-(A6c-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
c[O00O00O0DO (CO)-(Phe-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;

c[0O 00000 (CO)-(Gly-Cys))-D-Ala-His-D-Phe-Arg-Trp-Cys]-NH,;
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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,;0 O O
Ac-D-Arg-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,
goooobOoOO0O0oOoooooobDDbOOoO0ooOoUoUooooDDbDDbO0oDOoOo1lDOoDoooooo
O

OoDoooao

O00O00O0O0D0 Ac-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, 0 O 0O 0 000000
00000000 ooDooennooOOooOOO

OoDoooao
OCoOO0O0CO0O0OO0OO0O0DOD0OECO-Arg-6Gly))-c(Cys-Glu-His-D-Phe-Arg-Trp-Cys)-NH,
000000000 DUoooDOooDOoDooDUoooDUOoeOOOOD0OODOO

Oooooao

0 A A e = | e i A A W A W A A
OoDoooooDoao

ooooooao

oooooDooNMmMoooooDoDoDoooooo9YUUoOooooooao

ooooooao
ooooo0ooo0ooDOooo0DOooU0oooDUoooDO0oDo0DooDUooDDUooDoDooODOooDDOooOaO
Ooo0oo0oDi10o0oo0o0ooooao

Ooooooao

00000000 oD10D00i10 0004000030 00020000100100 00 10
ooD200001002200010010010 00020000100 00000011000
OoDoooo



(108) JP 2013-501053 A 2013.1.10

gooooooanb

INTERNATIONAL SEARCH REPORT Int¢mational application No.

PCTAJS 10/43832

A. CLASSIFICATION OF SUBJECT MATTER
IPC(8) - ADTN 37/18; AB1K 38/00 (2010.01)
USPC - 514/2
According to International Patent Classification (1PC) or to both national classification and [PC

B. FIELDS SEARCHED

Minimum documentation searched (classification system followed by classification symbols)
USPC- 51412

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched
USPGC- 514/1; 530/328; 424/185.1; 424/184.1

Etectronic data base consulted during the intemnational search (name of dala base and, where practicable, search terms used)
PUbWEST(PGPB,USPT.USOC . EPAB, JPAB), Google, Google Scholar: melancsertin receptor 4 agonist dyslipidemia, hepatic steatosls,
rimonabant

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category* Citation of document, with indication, where approprinte, of the relevant passages Relevant to claim No.
X US 2008/0306008 A1 (SENSFUSS et al.) 11 Decombar 2008 (11,12.2008) para [0082], [0096], | 1-2, 9, 11-12
- [102] S
Y 37.10
A KUMAR et al., Analysis of the therapautic functions of novel melanocortin receptor agonists in - | 2
MC3R- and MC4R- deficiant C57BL/6J mice. Peptldes 29 July 2009, 30:1892-1900; pg 1894,
right col, para 5
Y TOLEDO et al. Influence of Hapatic Steatosis (Fatty Liver) on Severity and Composition of 5
Dyslipidemia In Type 2 Disbetes. Diabetas Care 2006, 20:1845-1860; pg 1845, right ¢ol, para 1;
pg 1847, right col, para 3
Y WO 2007/008704 A2 (DONG et al.), 18 January 2007 (18.01.2007) pg 15, In 1-1%; pg 21, para 4 | &7
Y US 2006/0148721 A1 {ERONDU et al.); 8 July 2006 (06.07.2008} para [0003] 10
Y UEK! et al. Central rola of suppressors of cytokine signaling protelns in hepatic steatosis, insulin | 5
rasistanca, and the metabollc syndroma in the mouse. PNAS 2004, 101(28):10422-10427; pg
10442, left col, para 1
D Further documents are listed in the continuation of Box C, D
*  Special categories of cited documents: T Iater document published afer the intemational filing date orpioriy
“A” document defining r.he general state of the art which is not considered date and not in conflict with the nptﬁgcatmn but cit=d to uni
to be of particular relevance the principle or theoty underlying the invention

“E" earlier application or patent but published on-or afier the international  “X™ document of particular relevance; the claimed invention cannot be
filing considered novel or cannot be consideted to involve an inventive
u docedumml w]]l;lclslll gy p'}'d'ﬁw doubts 3 08 p?omy ﬂ::la.un(s) or Whlc:llmls step when the document is taken alone
<ited lo establi e ication of another citation or other ..
Y™ document of particular relevance; the claimed invention cannot be
spec:al réasen (a:s specified) considered o involve an inventive step when the document is

“o" e to an oral di , use, exhibition or other combined with one or more pther such documents, such combination
means being obvious to a person skilled in the art

“P” document published prior to the international filing date but later than  « g i
the priority date claimed '&" document member of the same patent family

Date of the actual ¢completion of the intermational search

16 Novamber 2010 (16.11.2010)

Date of yizg ﬁlﬁc ﬁtc?xﬂtilﬁl search report

Name and mailing address of the ISA/US Authorized officer:
Mail Stop PCT, Attn: ISA/US, Commissloner for Patents Lee W. Young
P.O. Box 1450, Alexandria, Virginia 22313-1450
A PCT Helpdesk: 571-272-4300
Facsimile No. 571-273-3204 PGT OSP: 571-272-7774

Form PCTASA/210 (second sheet) (July 2009)



(109) JP 2013-501053 A 2013.1.10

INTERNATIONAL SEARCH REPORT International application No.
PCT/US 10/43832

Box No. Il Observations where certain elaims were found unsearchable (Continuation of item 2 of first sheet)

This international search report has not been established in respect of certain claims under Article 17(2Xa) for the following reasons:
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because they relate to subject matter not required to be searched by this Authority, namely:

2. D Claims Nos.:
because they relate to parts of the intermational application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3 D Claims Nos.:
because they are dependent claims and are not drafied in accordance with the second and third sentences of Rule 6.4(a).
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over the prior art. The exact claims searched will despend on the spacifically slected antagenist(s).

[NCTE: Claim 8 was excluded from the search, because it is drawn to a non-elected subject matter.]

See Supplemental Box to continue

1. I:l As all required additional search fees were timely paid by the applicant, this intemational search repont covers all searchable
claims.

2. D As all searchable claims could be searched without effort justifying additional fees, this Authority did not invite payment of
additional fees,

3 D As only some of the required additional search fees were timely paid by the applicant, this international search report covers
only those ¢laims for which fees were paid, specifically claims Nos.:

4. E No required additional search fees were timely paid by the applicant. Consequently, this intemational search report is
restricted to the invention first mentioned in the claims; it is covered by claims Nos.:
1.7, 8-12, first agonist of claim 6

Remark on Protest I:l The additional search fees were accompanied by the applicant’s protest and, where applicable, the
payment of a protest fee.

D The additional search fees were accompanied by the applicant’s protest but the applicable protest
fee was not paid within the time limit specified in the invitation.
D No protest accompanied the payment of additional search fees.

Form PCT/SA/210 (continuation of first sheet (2)) (July 2009)
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Supplemental Bax
Continuation of Bex Il Lo\:

‘The inventions listed as Groups |+ do not refate to a single ganeral inventive concapt under PCT Rule 13,1 because, under PCT Rule
13.2, they lack the same or comesponding special tachnical featuras for the following reasons:

The inventions of Group I+ share the technical feature of a method of treating dyslipidamia in a subject in need thereof, comprising
peripharal administration of an affactive amount of a melanocartin receptor 4 agonist to treat sald dyslipldemia in said subject in need
thereof, Howover, this shared technical feature doas not raprasent a contribution cver prior art. Specifically, US 2003/0109586 A1 to
MAZUR et al. (hereinafter 'Mazur') teaches a mathed of treating dyslipidemia in a subject in need thereof, comprising peripheral
administration of an effective amount of a melanocortin receplor 4 agonist to treat said dyslipidemia in said subject In need thereof (para
[0555H0556}). As said agerit was known at the time of the invention, this cannot be considered a special technical feature that would
otherwise unify the groups.

Another technical feature of the Inventions lsted as Group I+ is the specific antagonist ¢f the specif amino acid sequence recited therain.
The Inventions do not share a special technical feature because 1) WO 2007/008704 to Dong et al. discloses melanocortin receptors
agonlsts similar to tha dlaimed agonlsts (Abstract), and further specifically discloses the first agonist of claim 6, l.e. Ac-Arg-c{Cys-D-Ala-
His-D-Phe-Arg-Trp-Cys)FNH2 {daim 5, last compound). Thus, no slgnificant novel and non-obvious structural similarities can readily be
ascertained among the agonists. Without a shared special tachnlcal faature, the Invantions lack unity with ona another.

Tha inventions Group I+ therefors lack unity under PCT Rula 13 because they do not share a same or corresponding special technicat
feature.

Form PCT/ISA/210 (extra sheet) (July 2009}
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