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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;
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D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Trp-b-Ala-D-Cys)-Thr-NH,;
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D-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-NH,;
Ac-A6c-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-D-2-Nal-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-b-Ala-His-D-Phe-Arg-Trp-Cys)-NH;
Ac-Nle-c(Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-Ala-His-D-Phe-Arg-Trp-Cys)-NH;
Ac-Nle-c(D-Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-b-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(Cys-b-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(D-Cys-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(D-Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(D-Cys-b-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(D-Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(D-Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-0ic-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Nip-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-hPro-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-hLeu-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-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 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-s-hMet-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Gaba-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH.;
Ac-Cha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH;
Ac-hCha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,;
Ac-Leu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,;
Ac-hLeu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,;
Ac-Phe-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-D-Ala-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-b-Ala-Lys)-NH,;
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(10) JP 2015-232003 A 2015.12.24

Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Gaba-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Aha-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Apn-Lys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-b-Ala-Cys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-NH;

n-0 0 O 0 0O -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-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Bip-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D(Et)Tyr-hArg-Trp-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-hArg-Bip-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-b-Ala-D-Cys)-Thr-NH,;
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH,;
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Trp-Lys)-NH,;
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Lys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-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,;

10

20

30

40

50



(11) JP 2015-232003 A 2015.12.

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(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,;
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;2
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-0H;
D-Phe-c(Cys-His-D-Phe-Arg-Trp-b-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;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-0OH;
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-0OH;
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0OH;
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)-0OH;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-b-Ala-Cys)-0OH;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-OH;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-0H;
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)-0OH;
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;0O O
Ac-Arg-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
oooo0oDbODbOOO0oOoOoooooobDbboooooao
oooooao
oooo0DoDoODoooooooooDoDoDoooooao
Ac-Nle-c(Cys-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(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-0OH;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-0H; 0 O
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-0OH;
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Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-$ -Ala-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-A6c-Lys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Trp-b-Ala-D-Cys)-Thr-NH,;

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

Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-NH,;
Ac-A6c-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-D-2-Nal-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH.;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Nle-c(Cys-b-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-b-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(D-Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH;
Ac-Nle-c(D-Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(Cys-b-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-Nle-c(D-Cys-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,;

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

Ac-Nle-c(D-Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH;
Ac-Nle-c(D-Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH,;
Ac-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;
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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 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-s-hMet-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Gaba-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;
Ac-Cha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH;
Ac-hCha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,;
Ac-Leu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,;
Ac-hLeu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,;
Ac-Phe-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH;
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-D-Ala-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-b-Ala-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Gaba-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Aha-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Apn-Lys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-b-Ala-Cys)-NH,;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-NH,;

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-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-Arg-Bip-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-Phe-hArg-Bip-b-Ala-D-Cys)-Thr-NH,;
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-b-Ala-D-Cys)-Thr-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Ala-Cys)-NH,;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-b-Ala-Cys)-NH,;
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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,;
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-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(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-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-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)-0OH;
Ac-Nle-c(Cys-His-Phe-Arg-D-Trp-Gaba-Cys)-NH;
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH,;
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Ala-Lys)-NH,;
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-b-Ala-Lys)-NH,;
Ac-Nle-c(Cys-His-D-2-Nal-Arg-Trp-Gaba-Cys)-NH,;
Ac-Nle-c(Cys-His-D-2-Nal-Arg-Trp-Ahx-Cys)-NH,;
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH,;
Ac-Cha-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH,;
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-b-Ala-Lys)-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-b-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;
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)-0H;
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-0H;
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Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-0OH;
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-b-Ala-Cys)-0H;
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-0OH;
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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—c (Cys-D-Ala-His-D- 0. 848 184 3.76 056 0. 23
Phe-Arg-Trp—Gaba—~Cys) -NH,
Ac-Nle-c (Cys—D-Ala-HisD- 1.10 228 7. 68 859 0. 15
Phe-Arg-Trp-Apn-Cys) -NH,
Ac~Nle—c (Asp-D-Ala-His-D- 0, 659 08.9 2.56 4,19 0,286
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)-NH,
Ac-c(Cys—Glu-HisD-Phe-Arg- | 111 1710 47,7 694 2.33
Trp-Ala—Cys)-NH,
Ac—<(Cys—Glu-HisD-Phe-Arg- | 262 2600 96. 1 1460 2.72
92-Nal-Ala-Cys)-NH,
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—c(Cys-D-Ala-His-D- 9,12 1130 22.1 2880 0.41
Phe-Arg-Trp-Ala—Cys)-NH,
Ac-Nle-c(Cys-D-Ala-His-D- 1. 00 227 5, 55 496 0.18
Phe-Arg-Trp—-B-Ala—Cys)-NH,
Ac-Nle—c(Cys-D-Ala-His-D- 0, 536 169 3.12 358 0.17
Phe—Arg-Trp—Gaba—Cys) -NH,
Ac—Nle—c(Cys-D-Ala-His-D~ 32.1 330 17.4 165 1.84
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ooooOooao
Ki
Ki Ki Ki Ki
=g - hMC1-R
hMC1-R hMC3-R hMCA-R hMCE-R JMC4-R
Ac—-Nle—c (Cys-D-Abu-HisD- 10.6 41.1 7.69 54.9 1.38
Phe-Arg-Trp—Cys)-NH,
Ac—Nle—c (Cys-D-Val-His-D- 13.0 104 10. 1 40 1. 29
Phe-Arg-Trp—Cys)-NH,
Ac—Nle—-c(Cys-D-1le-His-D- 4, 28 38.5 9.0 12.5 0.48
Phe-Arg-Trp—Cys)-NH,
Ac—Nle—o{Cys—D-Leu-His-D- 1. 60 6.82 4,13 b. 87 0.39
Phe~Arg-Trp—Cys) -NH,
Ac—Nle—c{Cys—D-Tle-His-D- 12.0 8b. 8 11.2 40 1.07
Phe-Arg-Trp—Cys) NH,
Ac—Nle-c{Cys—D-Cha-HisD- 0. 363 2.08 1.41 0. B67 0,2b
Phe-Arg-Trp—Cys)-NH,
Ac—Nle—c (Pen-His-D-Phe-Arg— | 0. 537 86.1 5. 89 2. 56 0.09
Trp-Gaba—Cys) -NH,
Ac—Nle—c¢ (Pen—His-D-Phe-Arg— | 0. 744 178 3.51 2.69 0.21
Trp-Gaba—Pen) -NH,
Ac—Leu—c (Cys-His-D-Phe-Arg— | 0. 216 17. 4 0. 995 0. 486 0.22
Trp—Gaba—-Cys)—NH,
Ac—Cha—c (Cys—His-D-Phe-Arg~ [ 0. 107 9.11 0. 884 0. 354 0.12
Trp-Gaba-Cys)—NH,
Ac-1le—c(Cys-His-D-Phe-Arg- {0,148 13.9 1.08 0. 423 0.14
Trp—Gaba-Cys) -NH,
Ac-Phe-c (Cys—His-D-Phe-Arg- | 0.254 18.5 2.13 0.714 0.12
Trp-Gaba—Cys) -NH,
Ac—Val-c{Cys~His-D-Phe-Arg- | 0.256 29.9 1.98 0. 864 6. 13
Trp—Gaba—Cys) -NH,
Ac—2-Nal—-c{(Cys—His-D-Phe- 0. 660 39.2 2.94 2.73 0.19
Arg-Trp~Gaba—Cys)—NH,
Phe—c (Cys-His—D-Phe-Arg- 0.186 16.2 4,93 0, B37 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-HisD- 30.7 152 15.6 114 1.97
Phe-Arg-Trp—Cys) -OH
Ac—Nle—c (Cys~HisPhe—ArgD- | 5.20 150 138 20.3 0.
Trp-Gaba—Cys) -NH,
Ac—Nle—c (Asp-D-Ala—His-D- 4.89 290 21.3 1.1 0.23
Phe-Arg-Bal-Ala-Lys)-NH,
Ac-Nle—¢c (Cys-D-Ala-HisD-2- {25.5 3.82 7.61 102 3.35
Nal-Arg-Trp—Cys)-NH,
Ac—Nle-c(Cys—D-Ala-His-D-2- | 32.5 5,86 2.53 94.6 12. 85
Nal-Arg-2-Nal-Cys) -NH,
Ac—Nle—c (CysD-AlaHis-D-2- | 22,2 12.7 16.6 126 1.34
Nal-Arg-Bal-Cys}-NH,
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(48) JP 2015-232003 A 2015.12.
Ooo0oooa
Ki
Ki Ki Ki Ki
A hMC1-R
ft hMC1-R hMC3-R hMC4-R hHCh-R JMC4-R
Ac-Nle—c {(Asp—His-D-2-Nal- 1. 17 1. b6 0.277 3.24 4,22
Arg-Trp-Ala-Lys)-NH,
Ac—Nle-c(Asp—His-D-2-Nal- 0. 648 2.78 0. 329 1.4 1.97
Arg-Trp—-B-Ala—Lys) -NH,
Ac-Nle—c (Cys—HisD-2-Nal- 0.393 1,86 0.375 1. 11 1.05
Arg-Trp—Gaba—Cys)-NH,
Ac—Nle—c {Cys—His-[-2-Nal- 0. 333 2.91 0.998 0. 366 0.33
Arg-Trp-Ahx-Cys) -NH,
Ac—hPhe—c (Asp-His-D-2-Nal- 0. 481 2.4b 0. 931 1,37 0.50
Arg-Trp-Gaba-Lys) -NH,
Ac—Che—~c (Asp—His-D-2-Nal- 0.576 3.98 2.82 3.91 0.20
Arg-Trp—Gaba-Lys)-NH,
00000
Ooo0oao
Ooooodga
000
Ki
Ki Ki Ki Ki
A=y . hMC1-R
hMC1-R hMC3-R hMC4-R hMC5-R IMCA-R
Ac-Arg—c (Cys-D-Ala-His-D-2- | 17.9 1.68 0, 256 23.4 69.9
Nal-Arg-Trp—Cys)-Ni,
00000
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(49) JP 2015-232003 A 2015.12.24
b, y000000oooobobooooooooobboooooooooooodao
Oo0ooooooooooooooooooboooooo0ooooooooooooooano
Oo0oooooooooooo0ooooo0ooo0oboo0ooooo0oooooooooooooodno
ooo0oo0oo0oooooo0oo0oooooooooooooD o oooooDoooooooo0ooao
gogoooooooooooooo oo ooobo oo ooboDbooboooooooano
Oo0ooooooooooooooboooo0oboooooo0oooooooooooooodno
Ooo00o
ooooao
Oo0oooooooooooooobooooboooooo0ooooooooooooooano
Oo0oo000oooooooOoooo
oooo0ooooooooooooooooooooooooooboo0oooaodan
ooao
Oo0ooa
Oooao
A ECso
hMC1-R hMC3-R h¥C4-R hMC5-R JMCA-R
Ac-Arg-c (Cys-D-Ala-HisD-
5. 79 b. 2b 0.313 1630 18.0
Phe"AI'S_TI'P‘CYS) ”'NH:;
Ac-D-Arg-c¢ (Cys-D-Ala-His-D-
, 17 5.8 0. 397 1020 16.0
Phe-Arg-Trp—Cys)-NH, €.1
Ac-D-Arg—c (Cys-D-Ala-His-D-
B.5 10. 5 0. 493 2440 54.0
Phe—-Arg-Trp-Pen) -NH, 2
Ac-D-Arg—c (Cys-His-D-Pho—
N . . 959 140 9.0
Arg-Trp-Gaba-Pen) -NH, 8.43 32.4 0 2
Ac-Arg—c (Cys—His-D-Phe-Arg-
. 23 8.09 0.719 23.2 6.0
Trp—Gaba-Pen) -NH, 4
Ac-Arg—c (Cys-D-Ala-His-D-
48.3 13.3 0.79 10600 61.0
Phe-Arg-Trp—Pen)-NH,
AcD-Arg—c{Asp—His—DPhe—
. 5.78 0.078 297 19.0
Arg-Trp~Ala-Lys)-NH, 1.48
Ac~Arg—c {AspHisD-Phe-Arg-
1.39 2. 89 0. 065 467 25.0
Trp—Ala-Lys)-NH,
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Phe-Arg-Trp-Cys)—NH,

(50) JP 2015-232003 A 2015.12.
k&4 ECq ECg ECs ECs ECsa
hMCI-R | HMC3-R | hMC4A-R  |hMCB-R | WMCI-R
/MCA-R
Phe-Arg-Trp—Cys)-NH,
DPheoCysills- DU 1445 |1 0.11 0,37 3
Arg-Trp-f-Ala—D-Cys)-Thr-Ni,
NlewoCrs-tiiaDFhoiog- |y 5y 0.27 0.018 (31 17
Trp—Apn-Cys) —NH,
Ac-Nle—c (Cys—His-D-Phe-Arg-
.28 0.24 0.028 3.8 10
Trp—Gaba—Pen) -NH, ¢
Nle-c (Cys—His—D-Phe-Arg- 0.37 0.1 0.021 17 18
Trp—Gaba—Cys) -NH, ’ ’
Ac—Nle—c (AspHis-D-Phe-Arg-
. 83 0. 145 0.128 2.79 6. 52
Trp—B-Ala-Lys)-NH, B.ed
Ac-Nleo (Cys-BisD-Fhe-Are- | o4 0.109  |0.0492 |1.73 15. 45
Trp-Apn-Cys) -NH,
Ao-Cha~c(Asp-HisDFhe-hra™ 1506|189 jo.049 | 30.2 34,35
Trp—Gaba—Lys) -NH, ’
Ac-Ne~c(Asp-HisDFhedre~ |y 37 o g8 [0.131  |3.48 10. 46
Trp—Gaba-Lys) -NH, :
ARSI MOEPR (o | 7.24 416 0.31
| Arg-Trp-Gaba-Lys)-NH, )
Phe-Arg-Trp—Cys)-NH,
eNenGErile e gy 2w 0.183 | 2240 8. 14
Phe-Arg-Trp—Pen) -Ni,
D-Phe—c (Cys-His—D—(Bt) Tyr—
hArg-Trp-B-Ala-D-Cys) -Thr~ | 0.346 2.71 5376 2,38 0.06
NH,
D-Phe—c (Cys—His—D-(Et) Tyr-
hArg-Bip-p-Ala-D-Cys)-Thr- | 0.685 81.8 86.9 31,8 0.01
NH
Ac—Nle-c (Asp-D-Ala-HisD-
0.931 3.22 1.66 10000 | 0.56
Phe-Arg-Bal-Lys)-NH,
AoNec(CysDLouttisD- |5 5 0.465 | 0.0915 | 785 3. 41
Phe-Arg-Trp—Cys) -NH,
AcKlec(CysD-ChafiisD™ 1540 |o5a1 [0453 [46.3 1.81
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(51) JP 2015-232003 A 2015.12.24

gooooao
e EC50 Kb hMC3-R | Kb MC4-R [ ECBO hMC5-R
hMC1-R
Ac-Nls-c (Cys-D-Ala-His-D-2-
. 2.4 38.8 11.8
Nal-Arg-Trp-Cys)-NH, 17.6 1
Ac—Nle—c (Asp-His-D-2-Nal-
5 . 98 0. 109 0. 1809
Arg-Trp—-Ala-Lys)—-NH, 0.610 2
Ac—Nle—c (Asp—His-D-2-Nal~
. . 0. 346 0. 489
Arg-Trp~B-Ala-Lys)-NH, 0.913 0.536
Ac—Nle-c(Cys-His—D-2-Nal-
R 8.4 0. 782 0. 153
Arg-Trp-Gaba~Cys) ~NH, 0.231 L
Ac-Nle-c(Cys—His—D-2-Nal-
3 . 0, 967 0.126
Arg oo AbeCys) N, 0. 581 10.8 96
Ac-hPhe—c (Asp-His-D-2-Nal-
. 413 9, 32 0. 824 0. 307
Arg-Trp-Gaba-Lys) -NH, 0.41
Ac-Cha—c (Asp—His-D-2-Nal-
G . . . 0. 736
Arg-T ba-Lys)-NH2 1. 27 3.02 0. 442
Ac~Nle—c{Cys-D-Ala-His-D-2- | 383 61.b5 53.6 2842
Nal-Arg-1-Nal-Cys)-NH,
Ooo0o0o0Oooao
Ooo0o0ao
goooooano
Oo0o0o0oao
EC50 §
ity HHC1-R Kb hMC3-R | Kb MC4-R | BEC50 hMC5-R
Ac-Arg-c (Cys-D-Ala-His-D-2- | 193 5.72 1.58 1111
Nal-Arg-Trp—Cys)-NH,
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YH Fa—Fk s

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

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

&% C Ac—Nle—c (Cys-His-D-Phe-Arg-Trp—Gaba—Pen)—NH,

ket D D~Phe-c¢ (Cys—His-D- (Et) Tyr-Arg-Trp~B-Ala-D-Cys) -Thr—NH,

{cAth E Ac-Arg—c {Cys-D-Ala-His-D—Phe—-Arg-Trp-Cys)-NH,

ks F Ac-D-Arg-c (Cys-D-Ala-His-D-Phe-Arg-Trp-Cys) -Ni,

{Le% 6 Ac-D-Arg-c (Cys-D-Ala—His—D-Phe-Arg-Trp-Pen) -NH,
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