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1. XD)#s9:
(RZRS)—AI—C (AZ_A3_A4-A5_A6_A7_A8-A9)_AlO-R]

o

A' & Acc. HN-(CHy),-C(0). L-3K D-2E B R4 K ;

A?’#& Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Asp,3 Glu;

A’ Z Gly. Ala. p-Ala. Gaba. Aib. D-8AB KH%K;

A* & His. 2-Pal. 3-Pal. 4-Pal. Taz. 2-Thi. 3-Thi, &
(X', X%X3, X4, X% Phe;

A> & D-Phe . D-1-Nal . D-2-Nal . D-Trp . D-Bal .
D-(X",X%X*, X! X*)Phe. L-Phe & D-(Et)Tyr;

A® 2 Arg . hArg . Dab . Dap . Lys . Orn, X
HN-CH((CH,),-N(R'R®))-C(0);

A’ & Trp. 1-Nal. 2-Nal. Bal. Bip. D-Trp. D-1-Nal. D-2-Nal.
D-Bal 3 D-Bip;

A® & Gly. D-Ala. Acc. Ala. B-Ala. Gaba. Apn. Ahx. Aha.
HN-(CH,)-C(0), 3 $ % ;

A’ & Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Dab. Dap. Orn,
2 Lys;

A2 Acc. HN-(CH,)-C(O). L-3X D-F 28 R4 %;

R' 2-OH 2-NH,;

R e R EHBEFHERLTERILIEA H. (C-Cs)nik. (C-Ca) A .
(C1-Cs0) Btk (Co-Cap)Mh 2\ (Co-Cao) . FA(C-Ca)bi i FE(Ci-Ca)
BEA IR A (Cr-Cao)t . IR (C1-Cag) R E . IR (C1-C3o)
B ARIRAR 44 (Ca-Cao) Hi 2 - AIRAX A (Cp-Cag) B A ARBRAX G 7 2 (C1-Cao)
AL R FE(C-Cao)BLE;
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R' o RO AHEFEALT A H. (C-Cy)lttk. (C-Cy)ZtE . (Ci-Cy)
BLi. (Cr-Cao)f i, (Cr-Cy)trik. FAR(C-Chp)lnih. FHA(C-Cyh)BA.
IR B (C1-Cao)t k. IR H(C-Cao) et 2 AR (C1-Cao)BLE
AR IRAR ) (Co-Ca0) M 2+ ARIRAX G (Ca-Coo) B 2« AIAK G 35 2 (C1-Cyo) o 2
ARIAX 4 55 5(C1-Cao)BEA . (C1-Cao) LA AR B, K -C(NH)-NH,;

m AEEFHELTRIBE L. 2. 3. 4. 5. 6 X 7;

n EEHEFHEATRIBAL 2. 3. 4K 5;

s EHMEALTHILZ L. 2. 3. 4. 5. 6,K 7;

t EEFFFALTEIBZ 1. 2. 3. 4. 5. 6,3 7;

XX X X RXCEAAEEMFELTEIRAH. F. CL Br. 1.
(Cra . BARK (Crio) i (Cri)W A BIARE (Cri)F . (Cryo)
Bk B (Crig) bl FA . HMBRARGFA. OH. NHy. NO,, 3 CN;

M E

(D). ¥ RYZ(C-Cy)BtE. FE(C-Cao)BLiL. IR (C-Cyo) B .
IR 5 H(C1-Cao)BER . (Ci-Cao)t B, R-C(NH)-NH, B, A4
R’ Z H . (C-Ca)t k. (Ci-Cao)ZME. (C-Coo)FF. (Cp-Cyo)b ik,
FE(C-Col 2. I (C1-Coo)t . IR (C1-Cho) I A . IR
Rt (Cr-Cao)Mi 2. AIRAR Y (C-Coo) B 2, RAIRAR G 5 2 (Cr-Cao) B 5

(ID. 5 R A (C1-Cao)BbE . FA(C)-Cso)BbE . I A (C1-Cso) B
KAL) F E(Ci-Ca)BEEAR, RP 2 H. (C-Cs)ui . (C-Cap) M.
(Co-Cs) 2+ (Cr-Cag)lr . F 3 (Ci-Cao)bt k. IR (Cr-Cag) bt 2
IR A (Cr-Cao) B M2 . IR (Co-Cag) 2. IR (Cy-Cag) e .
RAIAX G F K (Cy-Cao)tt Ak

(IID). A® K A® R L IRAE TR F;

(IV). % A* & Cys. D-Cys. hCys. D-hCys. Pen. 3 D-Pen B, A’
& Cys. D-Cys. hCys. D-hCys. Pen. 2 D-Pen;

(V). % A? & Asp & Glu i, A’ & Dab. Dap. Orn,3 Lys;

(VD). % A® & Ala X Gly &, A' RAZ Nle;

3



200910174061. 9 B o k5 E3/30m

(VID. 5 A'#:knr, RPF R REEARE H;5FE
(VIID). Py & 1% o D x -3
Ac-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,(SEQ ID NO:50), R
THAE.
2. ARERABR 1 G, HF:
A' & A6c. Gaba. Nle. Met. Phe. D-Phe. D-2-Nal. hPhe. Chg.
D-Chg. Cha. hCha. hPro. hLeu. Nip. p-hMet 3 Oic;
A’ & Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Asp 3 Glu;
A3 Z Gly. Ala. D-Ala. D-Glu. B-Ala. Gaba. Aib R#%;
A' £ His;
A’ Z D-Phe. D-1-Nal. D-2-Nal. D-Trp. D-Bal & D-(Et)Tyr;
ASZ Arg 3 hArg;
A’ & Trp. Bip. D-Trp. 1-Nal 3 2-Nal;
A%% A6c. Ala. B-Ala. Gaba. Apn 3 Ahx;
A’ & Cys. D-Cys. hCys. D-hCys. Pen. D-Pen 2 Lys;
A" 2 Thr REK;
3. RBERFNER 2 e, FP:
R A= ROAHFFHATIRINA H. B, ERBLANETEA;
KHETHAH.
4. RIFERFER 1 s, LF:
A'Z Acc. Arg. D-Arg. Cha. D-Cha. hCha. Chg. D-Chg. Gaba.
Ile. Leu. hLeu. f-hMet. 2-Nal. D-2-Nal. Nip. Nle. Oic. Phe. D-Phe.
hPhe. hPro. Val S#k%;
A’ & Cys. D-Cys. Pen 3 Asp;
A3 Z Gly. Ala. p-Ala. Gaba. Aib. D-Ala. D-Abu. D-Cha. D-Ile.
D-Leu. D-Tle. D-Val &%
A' 2 His & 3-Pal;
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A5 & D-Phe. D-2-Nal & D-(Et)Tyr;
AS & Arg 3 hArg;
A’ & Trp. 1-Nal. 2-Nal. Bal. Bip 3 D-Trp;
A% % Gly. D-Ala. Acc. Ala. B-Ala. Gaba. Apn. Ahx. Aha 3%t
R;
A’ # Cys. D-Cys. Pen 3 Lys;
A" Z Thr AR
A A RA L2 RRAARK;
KRETHA L.
5. RFRANER 4 9154, LFENLEHR:
Ac-Nle-c¢(Asp-His-D-Phe-Arg-Trp-p-Ala-Lys)-NH,; SEQ ID NO:1
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-A6c¢c-Lys)-NH,; SEQ ID NO:1
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-NH,; SEQ ID NO:2
D-Phe-¢(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-NH;; SEQ ID NO:3
D-Phe-¢(Cys-His-D-Phe-Arg-Trp-p-Ala-D-Cys)-Thr-NH,;; SEQ ID
NO:3
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-NH,;; SEQ ID
NO:3
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH;; SEQ ID NO:2
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-NH;; SEQ ID NO:4
Ac-A6c¢-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;  SEQ ID NO:5
Ac-D-2-Nal-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:6
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:6
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:6
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID NO:7
Ac-Nle-¢(Cys-p-Ala-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:7
Ac-Nle-¢(Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
Ac-Nle-¢(Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
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Ac-Nle-c¢(Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:7
Ac-Nle-c(D-Cys-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;;  SEQ ID NO:8
Ac-Nle-¢(D-Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-c(D-Cys-p-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-¢(D-Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-¢(D-Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH;;  SEQ ID NO:8
Ac-Nle-¢(D-Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH,;  SEQ ID NO:8
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,; SEQ ID NO:9
Ac-Nle-c(Cys-p-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,; SEQ ID NO:9
Ac-Nle-c¢(Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH,; SEQ ID NO:9
Ac-Nle-¢(Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH,;;  SEQ ID NO:9
Ac-Nle-¢(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys)-NH,;; SEQ ID NO:9V
Ac-Nle-¢(D-Cys-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,; SEQ ID NO:10
Ac-Nle-¢(D-Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID

NO:10

Ac-Nle-¢(D-Cys-p-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;;  SEQ ID
NO:10

Ac-Nle-¢(D-Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH,; SEQ ID
NO:10

Ac-Nle-¢(D-Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID NO:10
Ac-Oic-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;; SEQ ID NO:11
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-Nip-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-hPro-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-hLeu-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11

6
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Ac-Phe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;;SEQ ID NO:11
Ac-D-Phe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
iE T Bt Ak -Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID
NO:12
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-f-hMet-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH; SEQ ID
NO:11
Ac-Gaba-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-Cha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH;; SEQ ID NO:13
Ac-hCha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,; SEQ ID NO:13
Ac-Leu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,; SEQ ID NO:13
Ac-hLeu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH;; SEQ ID NO:13
Ac-Phe-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,; SEQ ID NO:13
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-D-Ala-Lys)-NH,; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-p-Ala-Lys)-NH,; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Gaba-Lys)-NH;; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Aha-Lys)-NH,; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Apn-Lys)-NH,; SEQ ID NO:14
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)-NH,; SEQ ID NO:15
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-NH,; SEQ ID NO:15
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-NH,; SEQ ID NO:15
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-p-Ala-Cys)-NH,; SEQ ID NO:15
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-NH;; SEQ ID NO:15
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,; SEQ ID NO:16
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-NH;; SEQ ID
NO:16
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-NH; SEQ ID

7
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NO:16

iE T Bt # -Nle-c(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH,; SEQ ID
NO:17

iE T 8 & -Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;; SEQ ID
NO:17

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH,; SEQ ID NO:18

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-1-Nal-Cys)-NH;; SEQ ID NO:18

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Bal-Cys)-NH,; SEQ ID NO:18

Ac-Nle-¢(Cys-D-Glu-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:61

Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-D-Ala-Lys)-NH,;;  SEQ ID NO:19

Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-NH;; SEQ ID NO:20

Ac-Nle-¢(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:21

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;;  SEQ ID NO:22

Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; SEQ ID NO:22

D-Phe-c(Cys-His-D-Phe-hArg-Trp-p-Ala-D-Cys)-Thr-NH;; SEQ ID
NO:23

D-Phe-¢(Cys-His-D-(Et) Tyr-Arg-Trp-p-Ala-D-Cys)-Thr-NH;; SEQ ID
NO:24

D-Phe-¢(Cys-His-D-Phe-Arg-Bip-p-Ala-D-Cys)-Thr-NH;;  SEQ ID
NO:25

D-Phe-c(Cys-His-D(Et)Tyr-hArg-Trp-p-Ala-D-Cys)-Thr-NH,;  SEQ
ID NO:24

D-Phe-c(Cys-His-D-Phe-hArg-Bip-p-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:26

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-$-Ala-D-Cys)-Thr-NH,; SEQ
ID NO:26

Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH,; SEQ ID NO:27

Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Trp-Lys)-NH;;  SEQ ID NO:28

8
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Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Lys)-NH;; SEQ ID NO:28
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29
Ac-Nle-¢(Cys-D-Abu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Val-His-D-Phe-Arg-Trp-Cys)-NH;;  SEQ ID NO:30
Ac-Nle-¢(Cys-D-lle-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Tle-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:31
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:32
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:32
Ac-Leu-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,;  SEQ ID NO:33
Ac-Cha-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-lle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Ac-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;;SEQ ID NO:33
Ac-Val-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Ac-2-Nal-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:34
Phe-c¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:34
Ac-Nle-¢(Cys-3-Pal-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:35
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:36
Ac-Nle-¢(Cys-His-Phe-Arg-D-Trp-Gaba-Cys)-NH;; SEQ ID NO:37
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Ala-Lys)-NH,; SEQ ID NO:38
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-§-Ala-Lys)-NH;; SEQ ID NO:38
Ac-Nle-c¢(Cys-His-D-2-Nal-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:39
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Ahx-Cys)-NH;;SEQ ID NO:39
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:40
Ac-Cha-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:40

9
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Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-B-Ala-Lys)-OH; SEQ ID NO:41
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-OH; SEQ ID NO:42
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-OH; SEQ ID
NO:43
D-Phe-c¢(Cys-His-D-Phe-Arg-Trp-p-Ala-D-Cys)-Thr-OH; SEQ ID
NO:43
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-OH; SEQ ID
NO:43
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-OH; SEQ ID NO:42
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-OH; SEQ ID NO:41
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:29
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-OH; SEQ ID NO:45
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-OH; SEQ ID NO:45
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-f-Ala-Cys)-OH; SEQ ID NO:45
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-OH; SEQ ID NO:45
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-OH; SEQ ID NO:46
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-OH; SEQ ID NO:46
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-OH; SEQ ID NO:46
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-OH; SEQ ID NO:46
Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:47
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29

10



200910174061. 9 A o kB FE10/30m

Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-OH; SEQ ID NO:48 3
Ac-Arg-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID NO:49
KRATHAE.
6. RFBARAEZKS b, Lrrdiemt:
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;  SEQ ID NO:7
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; SEQ ID NO:22
Ac-Nle—c(Cys—His-D-Phe-Arg-Trp-Gaba—Pen)-NHz; SEQ ID NO:32
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:29
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29 X
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-OH; SEQ ID NO:48
KRETHARL,
7. BFBRAZR 18940, L+

A'Z Arg. D-Arg. Cha. hCha. Chg. D-Chg. Ile. Leu. 2-Nal.

Nle. Phe. D-Phe. hPhe. Val &% ;

A’ % Cys. Pen 3 Asp;
A’ 2 D-Ala. D-Abu. D-Cha. D-Ile. D-Leu. D-Tle. D-Val %%

A* £ His & 3-Pal;

A’ & D-Phe. D-2-Nal & D-(Et)Tyr;

A’ % Arg X hArg;

A’ & Trp. 2-Nal. Bal. Bip & D-Trp;

A& Gly. Ala. B-Ala. Gaba. Apn. Ahx H#kX%;
A’ & Cys. D-Cys. Pen 3 Lys;

A" % Thr REL%;
R RPEEFHF LT R I H ABLAL;
KRATHAL.

8. MIEBARAZR 7 9o, LT AR EHR:
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:50

11
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Ac-D-Arg-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:51
Ac-D-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:52
Ac-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,;; SEQ ID NO:52
Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:51
Ac-D-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH;; SEQ ID NO:53
Ac-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH,; SEQ ID NO:53
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
D-Phe-¢(Cys-His-D-(Et)Tyr-Arg-Trp-p-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:24
Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH;; SEQ ID NO:27
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:32
Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:34
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-p-Ala-Lys)-NH,; SEQ ID NO:1
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-NH,; SEQ ID NO:2
D-Phe-c(Cys-His-D-Phe-Arg-Trp-f-Ala-D-Cys)-Thr-NH;; SEQ 1D
NO:3
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-NH,; SEQ ID
NO:3
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH,; SEQ ID NO:2
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-NH,; SEQ ID NO:4
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:6
Ac-Nle-c¢(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:6
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-p-Ala-Cys)-NH,; SEQ ID NO:15
Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:21

12
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Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:22
D-Phe-c(Cys-His-D-Phe-hArg-Trp-g-Ala-D-Cys)-Thr-NH,;; SEQ ID
NO:23
D-Phe-c(Cys-His-D-Phe-Arg-Bip-p-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:25
D-Phe-c¢(Cys-His-D-(Et)Tyr-hArg-Trp-p-Ala-D-Cys)-Thr-NH,; SEQ
ID NO:24
D-Phe-c¢(Cys-His-D-Phe-hArg-Bip-p-Ala-D-Cys)-Thr-NH;; SEQ ID
NO:26
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-p-Ala-D-Cys)-Thr-NH,; SEQ
ID NO:26
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Trp-Lys)-NH;; SEQ ID NO:28
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Lys)-NH;; SEQ ID NO:28
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29
Ac-Nle-¢(Cys-D-Abu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Val-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Ile-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Tle-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-NH;z; SEQ ID NO:30
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:31
Ac-Nle-¢(Pen-His-D-Phe-Arg-Trp-Gaba-Pen)-NH;; SEQ ID NO:32
Ac-Leu-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Ac-Cha-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-Ile-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Ac-Phe-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-Val-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-2-Nal-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33

13
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Phe-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:34
Ac-Nle-¢(Cys-3-Pal-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:35
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:36
Ac-Nle-¢(Cys-His-Phe-Arg-D-Trp-Gaba-Cys)-NH;; SEQ ID NO:37
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID NO:16
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-NH;; SEQ ID

NO:16

53‘7

Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-NH;; SEQ ID NO:20
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Ala-Lys)-NH,; SEQ ID NO:38
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-B-Ala-Lys)-NH,; SEQ ID NO:38
Ac-Nle-c(Cys-His-D-2-Nal-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:39
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Ahx-Cys)-NH,; SEQ ID NO:39
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:40
Ac-Cha-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:40

Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID NO:49
KRETHA .
9. RIBAAER 1 9o, H+:
A' Z Arg. D-Arg. hArg 3 D-hArg;
REATHA .
10. RBAFIZR 9 94w, HF
A’ & Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Asp 3 Glu;
A’ 2 Gly. Ala. D-Ala. D-Glu. B-Ala. Gaba. Aib %% ;
A* & His;
A’ Z D-Phe. D-1-Nal. D-2-Nal. D-Trp. D-Bal & D-(Et)Tyr;
A® & Arg 3 hArg;
A’ Z Trp. Bip. D-Trp. 1-Nal & 2-Nal;
A% Z A6c. Ala. B-Ala. Gaba. Apn 3 Ahx;

14



200910174061. 9 A o kP FE14/30m

A’ £ Cys. D-Cys. hCys. D-hCys. Pen. D-Pen 3 Lys;
A" & Thr R X ;
RETHAE.
11. RFERAER 10 91064, L4

R R AHFHHFATHRINA H. BtA. EABEARE THRAE,
RETHA .
12, REARFER 11 6914, EF

A* & Cys 2 Asp;

A’ R D-Ala Rk % ;

NG His;

A® & D-Phe & D-2-Nal;

A% Z Arg;

A7 & Trp;

A& Ala. Gaba H#X;

A’ & Cys. Pen 3 Lys;
Al gk %
RETHME.
13. RERAER 12 91004, LT

R’ #= R AHHHL T HRIE H RBLA;
RETHA .
14. RFARFZR 13 694LE4, LT AR emR:
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:50
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:51
Ac-D-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:52
Ac-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:52
Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:51
Ac-D-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH,; SEQ ID NO:53
Ac-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH,; SEQ ID NO:53 3,

15
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Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,; SEQ ID
NO:49

RATHAE.

15. #RERF)ZR 14 694004, L ¥R emR:

Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; SEQ ID NO:51

32\1

Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,; SEQ ID
NO:49

RETHAE,

16. RABARF) B K 15 91Ledh, £ ¥ ARG HR:

Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:51

KATHAE.

17. RBARFZR 15 6940840, RPATRSHA:

Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID NO:49

RETHAE.

18.25 404084, ROSEAAKENRAERK 1 8] 17 F—ANLE
H, RETHAE, Fo°TH A BARIBEA

19RBRANZR 18 9 MESY, T IrEehR el LRR
-4 ZREHANRATHAE,

20. RIBERFZR 19 5 Ha s, T ArdS 2 adl R
F-4 ZREHFRETHAL, L8 ECso R RF WA TALRR
F 4 ZRABEMTARRRE | 2. ABERE 3 ZHRPRARER
ESRANZHEY 154,

21. RFBRFZR 20 6925 HEE04, EFAERRRE 4 LAEFHA
#9381 ECso RAL ) H $7F Mt AR R R F 4 TR AT M st AR R R &
3SRMBHEY 174, KA FHARIAAE 4 HMFF 98 ECso K
R RERTARERE 4 THRGLFURTALZRRE 3 RANFHE
V00 4%, RAPATRBEAE 4 AKEFHH B IL ECso RAEM T REF K

16
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STAB KR F 4 TR LBEMILTABRRRE S KRG FHE) 2004, &
AP HRRZRRE 4ZTHRESDF B EC ARG A REHATABRRE
4 XL ARKRE 5 KRG ZHED 3000 4.

DAERF)ER 18 5B AESY, LA TIET SRR X MER
NEFAE, EYHRARRARLALY KR, KBMA. BIE. M
o o R AR

23, BREBERFEZR 18 4 HHHEEY, LA TEAEA BFREEHN
RAREFRE, LV RRARRMAELRHEMNBERXT K. BREXT
KAn % K MARAL,

24, BBRA)ZK 18 4 HMEASY, LA TEAHEEREL MK
WERREFRKRE, EFTERERRRFEL HRME. ARERFE-BE
AAE,

25. HIBERF) B K 24 45 MEEY, LV IRMERSETT, I TR
ARG T

26. RBAFZR 18 9 H4pEoH, LA TR RUFN, XA TR
BARE, A TARY EHBEANF LREHRE.

27. RBRFER 26 9 HhEAH, EA TR RUFN, ZA TR
BAE, AATRIRVWEANFLBBRE, EFHREtESHiLh
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, SEQ ID NO:32 .
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ ID NO:50.
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ ID NO:51.
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ ID NO:7 .
D-Phe-¢(Cys-His-D-(Et)Tyr-Arg-Trp-p-Ala-D-Cys)-Thr-NH, SEQ ID
NO:24 . Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ 1D
NO:22 #= Ac-Arg-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, SEQ ID
NO:49 A THA &,

28. REBRFNBR 27 4 HHEAY, LA TR RUEN, LFAE
14 & Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH; SEQ ID

17



200910174061. 9 A o kP FE17/30m

NO:49, X H -T2 A 2.

29. RBEBRA)ER 27T A AWMLY, LA TR RWEN, LR
14 & Ac-D-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ ID
NO:5S1,R A T2 A .

30. WRBRFER 18 B WESY, LA TFEAIEMERERBHR
HERINEFRE, EVHERRRMAELAHRRTE. ARE. XERY
B, BRR. BREZRRARBEANE,

31. REBRA)ZK 18 9B WHudd, LA TEANBEERANEFR
E, EPAHRRRRMFELAOKKEFBEESRR, XA TETEBERNE
EFmE, LPARAABRRRELRTTHRAGE, FTTHE, Bk
AR, R MEA M P RO, RA TETEDIRIETT R
G| ROFRFRRESRE, ETHERARFELHBEBHEEF. b
Fo BB IERG . G AHMBG, fh TR ALFTE AHTX. ¥
RAA B ZARFFEA G EFRETIRGIRERE, RA THE7TSLERK
ZEFRE, EPHERRRAFEL D B MR, SRERT. KA
FHRARA, SHEREFCHEBRR, XA TETHARRRA EFRE,
H P AR R AL G EMFREAEAME, MR, BHILEMA
HFmpFoked, RATFHRAERIAEFRE, LFARRRRMAEL BN
B RBTA T TSR, RATFETRRAREFRHRIE, LFHAK
FARMBEL OB R RKREERERB, BERFRBEAEY R, XAT

ERFITABR T BN ZRAGERATRUARREFRE, LFATEERRRAE
ﬁaﬁﬁr‘WWﬁ\ﬁm%bPﬁ%ﬁ%é%ﬁ R T 657 B SR R
EFmE, ¥R RRRMELRH B RESRRFMaEER, XA TA
HILEEST, BERTF. HILE k. FSH k. FETRBILEK. 54,
WFEAE., FRIBRESNK, BERASRFAERL. KB, E, SR hE
BIKE . ik, fABKF. REEAEE. SMEE . B, FIMTH.
KRBT, HERPFRMNEZEK, XA THTFTKHE. ﬁ%ﬁ%ﬁﬁ*

32. RE\EBAEZR 18 HhHEcsH, LA TIHHIRIE. BRIIKE,

18
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BT ERA LT EREA,

33, ARBERAER 32 9B HESY, LA TIHHKIE. BUKEB. 4
FEATHERE LT BERLA, LFTREWHESMAITENASY R LE
WERFFE 4 ZRESHF.

34, RFERF) R 33 65 mod, A THHIRE, XFHiEsdy
SHA-M 04 TR AL R AN BRRE 4 RAAEFA), HEB T ECs) RAEH
HEEEMITTFALRRE 4 THRGLBHRILTABRRRE 1 4. ABRR
REIZHRRABERE S TROZHED 1545,

35. REBERF) B R 34 Mo, LA THHKE, L¥miiey
AW PT RS RA BN B AR E 4 AR SHA], i ECso RAEH
HEREWT TFARRRE 4 TARGLEERILTABRREIXARNHEY
17 4%, REF R GHBEAWE RIS H R EFRERRE 4 RS
F, @it ECso RAEM L E M TARBRRE 4 AN EMILTAR
BIREIZRGZHEY 904, R AR B Lot ik b4 R ik 45
WERFE 4 2B HF, L8 ECs RIENH A REWT TALKAE 4
FARRE BRI ARBERE S RARNFHE) 2004, REFHRAEHSA
L TR RAFTNRERLRE 4 THREFHA, L8 ECso RAEK
feEMTFARRRE 4 SAGLFRILTARRAE 5 LANGEY
3000 4&.

36 EFAKTHRERFNEZR1F| 1THE—FTHERRAE 4 THREF
FALTHALEWAER, ATFEZATATEEXMNETHNLRE TIHIK
B, RETEZIMETHLRETRIIKRE, RAETEIMIGTHTRA
FiaF BT E, AATEIMETNZERETETBERERNGEY.

37AF)ER 1 8] 17— AR ETHALE, ATAEERRY
%X T AERRECRIREIFREFRA R,

3SARBAAZR 37 091 od, AP TR YRAFUERRE 4
LR FHF.

39, RBRA)ZR 38 910, H VAN ASMRARFRLERTE 4

19
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SRS F], LB ECsy RAEK T AL M2 FABRLM & 4 AL HEM
Wt ABRRE 1S ABRRE 3 XBRFARZERES ZRFHEY 15
1%,

40. HRBRAIER 39 91, AFRERRE 4 KBHFHA 5
875 MiBIE ECs) RAE, L3 FARKRE 4 LA LBTHILTARRRF
3R FEY 174, AL FHRBRANE 4 LBEFIA G abFHEL
ECso RAE, H3tTFTABRRAE 4 LARMLSE ibbi‘j'/kg BIR#E 3 2R
E11 9048, RAFAABERE 4 TR A 6 2 487E MiB L ECso RAE,
A5 FARRRE A ZHRHABRITABRRE S LR FHED 2004,
REFHAERRE 4 TREFHF 2 B HiE L ECso RAE, 3T TAR
BRE 4 2R BERLTABRRE 5 ZHRGHE YD 3000 42,

41 R FE AR F) & 3& 37 #91eedn, A TETMNERREARTIRESHA
RERANBERIETF EHRBE R RRREFHE, L FAHERRBRAE

% f 25 KAE. kri%/%\ o KR BREE AR MRS,

RARTERFZR 37 ¢hebd, A TEREIAERRE ARG REHDA
RBERMNBRIET LA O G RRELSAERRRE FRE, T PTERRDK
FiEik B RFURHXT K. BRRXTH R S LML,

43. BFERA) B R 37 91bdh, A TERINERRE ZART|AREFHA
RBRA KRS T HEEERERE G RBERREFRE, LFHARR
RAEL A EME. RRERPE-RGEELE

44. RFEBAIZR 43 LM, ;ﬂe#ﬁa%ﬁi%sﬁﬂﬁ%&@ﬁ%ﬁ
BT

45. HIBERF|ZR 37 9o, A TRIMNEBERRE KT ARESA
SRERABRBY RWEN, RBBARE, ZA TR RHBEAI; LA
HE.

46. M BER F 2K 45 A b M, AFHAMLED A
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, SEQ ID NO:32 .
Ac-D-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ ID NO:50.

20
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Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ ID NO:51.
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ ID NO:7 .
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-p-Ala-D-Cys)-Thr-NH, SEQ ID
NO:24 . Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ ID
NO:22 3 Ac-Arg-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, SEQ ID
NO:49, X AT A #.

4. RERANEZR 46 YWY, AT HERLESED R
Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, SEQ ID NO:49,3% 3
THAH.

48. MERFANEZR 46 oW, LT HERLEH R
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH; SEQ ID NO:51, 33
THM .

49. RBEARA|ER 37 th4ebdy, A FEIMNEBRE AT RS
KRBERABKREF AR ERBORBERRE FRE, L FAAERR
RAELEARRE. FRE. LEAER. SRR, BESRAFEHR L
A B

50. ARBFEARAZR 37 691LE4, A TRISAERRE R LKFHA
RBRANEREFHBUARIEFRE, ETHRRRREFRELH
BB EREESFHR, RBIAERRE LRI REHDH RBERAA KRS
FABSBEFRE, LVIAERARREFREL O TTABMLE. T
T, HAER, PRABERF U T BIKGHRE, RELAR
B E ARG BB F) R FA BRI 5T £ W ARG 9T AR 7| AL 89 5 A 2
EFmE, £THRARAREFRELHBEBEMF. bffEZH
. R AR BE, fd Tk ALFTE, KATE FHIAKRABR
KA B E R ROAERE, RBLRELRE LR MRS
ABRAABREFChFRREEFRE, LTPHHERRIMAELA RO
MR A SRMAARL ., RbLEEREARL, SOhEREFSHERRE, RE
HMERFELRIIREFHIFN AR AMNBERIE T ARRA EFRE, &L

21
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TR kAR IRIEL G SN R BIAGAAE, AR, R PR AT R
kg, RBILMNEEFETRIREF IBAANBRRIETAARE
SR, EPHARARRAELAEBALRTIURESEE, REL
IMNERREZHRFIRESHFEBARNKRIET LR ARRNEF RE, LT
AERIFELALE R, RBREERLEESD. EARBRREENKR, K
BB RRE TR RESHHRBRFANERIETITARTABEANE AR
AEAKEBIEFRE, BV ERBRAELH BRE. WARE. LT
LR Faib B AR, RBLABRRE TR ARLSHH AL RH KR
R ERRREFRE, LV RRRAELE B ANE R IR
#, RBERERZFEZRIREIIANIBANBRATIIEEE. K&
K. BILEB. FSH 4wk, FERBILEK, 4%, HTLE, FR
MRE B, BRERASRFEK, KRB, &, SE, ©FEKE. RO,
S MERTE. BRI, SESE. B FIFATH. AREL. e
BypFirz ik, RBITMNERRETRIIRBDHRIFERNKZRATF
Rt FHAFETLE. |

51. RBEAAER 37 4, A TRIRERLRERKRII LKA
RIERA RRITEIE . BV ARIE . ST ER T FERAE T BREAR.

52, AR\ARF)E R 51 LAY, R PR ESHRAFLERTE 4
AR FHA

53. ARBF|ER 51 L4, LV AR E RSN TR E YA
BN LR RE 4 SARESHA, L ECs RAEMH T iE M FARRRK
4 SR EBEMILTARRRE 1 2R, ARRRE 3 ZRFALRR
E5ZHRHHEY 154,

54, RIBESF)E K 53 9o Y, HPAARRRRE 4 ZAERSHH 6918
it ECsy RAERI Y 4E7E Mt FAR KA & 4 TR LTI AR E 3
SR HEY 174, REPHRAEZRAE 4 LHRESH 4iE L ECsy RAE
BheeE st FARRRE 4 SARGRFHRILTAZREZRAE 3 XARNFE
V90 45, REFHREERE 4 THREIF 0GB T ECso RAEH Th i7F 1

22
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SHFABRRE 4 SRGEFTRITAZELRE 5 ZHREGFHEY 200 43,
REF AR ERRE4THRESHF 4B 1T ECs RAES 88 F M FARBK
RE 4 SR EBRILTALRRE 5 THRGGHE Y 3000 45,

5508 F A KB HRERFNER 1 - 17 EF—AHEERE 4 ZHREHA
ABAANRETHRALENAR, ATAZERRASTRE. KHMR.
R E, BREE. BRERKEL., ERBHEAT R, ARABRLXT X, 34K
B, HHAKERmRMRAREFRE. BN, RREA, L-2%H5e
AE, A ETRZARFERREFRE. REE. TRIE. LEMAHA.
ZRF. BAEEARR. BBEANER. KRE. TTABRAEE. TT4
fo, PEIHELIEIE, DAL, ol P RRMM R, BEBHAER.
e hAFEERG. ARG, D TLRAKFERE. BAHTE F
it RAABEZRFEN G EFBREIIRGKRERE, HaMRL, SRE
hE . T WAL, ShETRE. SHERR. EHFREFIELEAL,
FRYF ik, R RMARR. Fo, BBHLEMNTE. RARE. 4
. RIEERERBD. 2%, RARABHAR. BRE. WARE. 2T
hELE R, AR MAER. BRARERRAFd KRG RRRRENHY,

56. /A KBHMRBRFAZR 1-17 F—FAHLERE 4 THRES)
FABRANRETHRALEGAR, ATEZRTYIREE. BELKT. #
LEH b, FSH 4t FEAMBILAK. 2%, HTFLRE. FREEIEK,
RE AR AER, RS, hE, SR, 05 ERE. BRA. fiBkE.
REE ik, M ES. I FIARITH, BRERL. WERY. w8
Ak, FR#E. FERAFETLTANED.

57AR3E X 11 #9169

(R’R*)-A'-c(AZ-A%-A*-A-AS-AT-A%-A")-NH,

HoF

A' & Nle S8 X
A% & Cys & Asp;
A’ & Glu & D-Ala;

23
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A& His;
A® & D-Phe;
A°Z Arg;
A" Z Trp. 2-Nal 3 Bal;
A% Z Gly. Ala. D-Ala. B-Ala. Gaba 3 Apn;
A’ & Cys 2 Lys;
R’ # R & ARt § HR (C-Co)Bi;
FHE
(D). % R*E(C-Ce)BLAR, R°Z H; JFH
(D). % A*Z Cys i, A’ 2 Cys,
RATHMH.
SSARIBERA)Z R 57 44Lbdh, HFATAMLEHA:
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-NH,;;  SEQ ID
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Ala-Cys)-NH,; SEQ ID
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-p-Ala-Cys)-NH,; SEQ ID
NO:54
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Apn-Cys)-NH,;; SEQ ID
NO:54
Ac-¢(Cys-Glu-His-D-Phe-Arg-Trp-Ala-Cys)-NH,; SEQ ID NO:55
Ac-¢(Cys-Glu-His-D-Phe-Arg-2-Nal-Ala-Cys)-NH;; SEQ ID NO:55
Ac-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-Cys)-NH,; SEQ ID NO:56
Ac-c(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Ala-Cys)-NH;; SEQ ID NO:56
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-Cys)-NH;; SEQ ID
NO:57

24
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Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-#-Ala-Cys)-NH,; SEQ ID
NO:57

Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,;; SEQ ID
NO:57 &,

Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH,; SEQ  ID
NO:58

ETHAE.

59.% 44064, F O A K EHRBEARFIER 57 R 584F—H
wodh, REATHRL, o778 RBARIEEA.

60.4RIBARF)Z R 59 W dpiasdh, AT TR ehREHEN LR
F4ZHR-AF, RETHEALE.

61. AREBARA|ER 60 9254404, ¥ TR RRTHEEKA
F A4 ZHREHA, RAETHAL, L@ ECo RIEN I EFMT TFARLK
JRE 4 ZRGLFRILTABRRRE 1 TR ABRRRE 3 ZHRPRAZR
RESZHRBHED 1548,

62. HRIFEARFIZR 61 9 WA EY, LY ATRBEARE 4 TARKSA
B ECsg RAEM A ELE M FARKRE 4 SR BERITARLRE
3ZRHFEY 1745, REFHAREZRFE 4 HRESHF BT ECs RAE
e E M TFARRRE 4 LARGRBHILFAZEARE I ZRNGFHE
V90 45, RAFHRBEERE 4 TARYSHH B L ECs) AR T 678 M3
FARLERE 4 TARGBRBRILTABRRE S TAROZHED 200 42, X
EFHRAERRE4THREFHH BT ECo RIEN A BENT FARRRE
4 LGB AR R E S AN FHED 3000 45,

63. ARIFERF)EKR 60 WY, LA T EMRIEM K HERK
REFRE, AFRAERRRAELOLST RE. XKEMA, BEE. K
Ak A R AHAR L

64. RBAAER 60 125 H, LA TERER AT LB ELHH
RAREFRE, AVPAERRRFELARINEBHXT R, RRELYT

25
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KA % KRR,

65. RIBAFEK 60 9 HMESY, LA TIETHREEREE MK
BAERREFHRE, LV RERRRIELHHE. #RLEAFE RE
AJE,

66. WRIBRA|ER 65 et LVRMEMET, REATHE
& R4S T .

67. RFERF| B R 59 hh e td, LA TRV EHEN, RA Tk
BARE, XA TR RUEBANFLBEKRE.

68. AREARF|E R 59 B oY, LA T HMERETRZHN
BAERINEZRE, EFPRARRRAELARRDE. ARE. XERY
&, BRR. REBRRAARBEANE.

69. ARIBAF)BR 59 Mo, KA TETNBRARIESR
g, BoP AR SRR A AR R R AR, SR Ts T AR
E¥miiE, RV ARIRELATEARAEE. FTEdih, HIh6k
ErE. AR LA fedob b ARG MR, KA T ARG T AR
G REERBREFRE, LTPHEEARRAELABREHHAMTF. b
FoB B Z R . AV ARG, Fh TR ANFETE. AATE. BN
KKK B ZARFef 6 BEFRETIRGKRERE, XA TETChERK
HFEFHRE, PR ARIABEL A B QMERT, SREKRL, KAE
STHAKL. CHETREFRSHERF, A TEFREARE EZRE,
AP A RBRAAEL G ERFREIBLELSIE, MALAL, RETLEMN
HRmFEel, XA THRAERREEFRE, VAR RRRAFEL HHE
B SBERT I TSR, XA TFEARRAREFRE, Pk
FRFELOBBRF. RREETRERE, EAPRRLEELA, AT
BRATARTHRAZZARNEAERRREFRE, EFHARERRMAE
B BURE. WARE. WL RERFA AN, XA TIET E R
EFmaE, VAR BRAELH B RESRR AR, XA TA
WL EST, IBELXF . WILELSU. FSH k. FEAMILEK. 59,
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HFEA., FRBERK. BEARSRAEX KE, RE, SE 6F
BRE ., R, K. KRRk, M E S, FA. FARATH,
KB, WERyFEER, A TAD TR, f“”ﬁ/’ﬁiﬁwf"‘i*

70. RABERF)ZRK 59 9 Mo, HA TIHEIRE. BYIRIE.

S B PERA ST BB .

71. ARERFZR 70 9B asH, XA TIHHRE, LT say
AN TR RGN BERE 4 ZTHREFHH, XA TFRYIRE,
iR A TR A RGN BRRE 4 RARESHA, RA
TR BT E, EPHABYELOMA TR HRAEFRLERTE 4
SAREFHA, RATEFEAHRLER, VRGN EEMAITENESDZ
TN ERRE 4 TREFHA.

72. ARBRF)ER 71 G EMEAY, EA TWERE, EFisY
AWM PTENS YR GEBERBERE 4 ZTHRESHA, L8 ECs RAEH
e EMRTFARRRE 4 THRGBERITABERE 1 24K, AE&
& 3IZHRPARZRRE S THRAZEY 154,

73, ARBEARAER 72 MBS, EATHERE, XTdsy
AP TR AN R EFERBARE 4 TABSHA, L8 ECs RAEN
AEEEBTTFARLRRE 4 SHROEFRLTABRKRE I ZROFHEY
1748, XA TFIE4E, LF TR EPESWG RSN R LTEER
RE 4 AR F, 8L BCs) AN A EEHRA TARRRE 4 LK
MBS ALERFEIZARGEHEY 9045, A TWwHIRE, B FArid
A T R R BN ERRE 4 REFF), £i@id ECs
FALH e E Mt FARRRE 4 ARG LFHILTABRRE 5 L4
FHEY 20045, RATFIvHKE, ZFALENASMNTEANEHAL
BWEZERE4SARESH, L8 BCs RN A FRS FARELRE
4 SR RBERITARZRRE S RO G EY 3000 4.

74,56 T A KB RBRAF)BR 57 R 58 E—FR ) BARE 4 THREF)

FRETHALWAR, ATAZETEREETHTRE FIHHIRE.
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B AKIB . R BT ERASTERERGHY.

TSAREARF| B R 57 R SSE—AUKAMWRETHAL, ATAEE
£y % XA FANBRRE DRI READH RFAAKR.

76. WRABRA|BR 75 A Y, ETARNEAHRALFLIRRTE 4
ZIREF A .

77. RBRF| B R 76 t4LEH, ETRRNAMRLFLIRRTE 4
ZARE AR, BB L ECs RIEGI L EMST FARRRE 4 THRNBFMR
A ABRRE1ZHR. ABRRE 3 ZARFAZERE S ZROZHEY
15 4&.

78. HREARF|ER 77 6945, i—tﬂl’ﬁfr:iﬂ ER%E 4 ZhREHFE it
ECso RAEM A LiE AT FTALRFF 4 TR SBBRILTAZRRE 3L
W FHE Y 1748, REFAHERERFE 4 ARSI A B L ECso RAEEG )
M FAZRRE 4 THRAGLBHILHALZKREIRNGZEY 90
f, AT AR B RRE 4 AR AL ECs AL 4LTE M T AR
BRE 4 2RO LB AZERE S BN HED 20042, KA AT
RERRE 4 ZTHREFHIH B ECo RN A RF M TAZRRE 4 24K
ik T AL RFE 5 THRGFHE Y 3000 45,

T9OAREAANER 75 A, A FAEAERRE LRI REIF
RBERANERETEHRBER M ERAREFRE, PR RRRAE
LG EE. EMBBHR. BEE. REEFRKRFHEKL.

S0REARA|ZR 75 t91LAdh, A TRIINEE R E KT LEFHA
BRERANNBERETEH G ABESHERKEFRE, HFARKERAK
FEL A ERNEBRAT R, AABRXT XIS L BRNL,

81 RERF|BR 75 t910od, A TFRIIKERAE LRG| LB A]
R R BHRIE ﬁ#l‘ﬁ%%ﬁi@ﬁuéﬁﬁﬁa‘&ﬁa%& JRAE, 3T TR R A
RAEL f AR, dREFfLE SR

82. #RIBEAFZ K 81 #91Le-, ﬁ?ﬂaﬂ#ﬁz‘kz 7, XA FHRLER
I IT

28
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83. RIBERFNZK 75444, ATARY RUBAN. BEAEZREIN
2R FEZRI BB RBERFNERR S RUWBAFRBRE.

84. REFERF)ER 751044, A TEIRBEERREZARTIARBIHH X
RAMNKREFEEERERBYRBARRNEFRENFT X, L FAR
RABFELORRE. FRE. LEAREAE. BRR. BRESRAFE
55 ALY .

85. ARIBRFIZR 75454, A TELRIRREZARTI ALK K
RAMNKRGFIBEARKEFRE, LFIRERRRAEL B LK
FoEREERR, RAIRBEREIRIIREAINRBERAANKRETLEA
RHEFRE, EPARERINEEZRELATETAEAE. FF B,
M EERERT, SR EREF T B RGERE, REIKNERTER
K| REHF) RBERFNBIRIEFTAEDRETIRG IR EARXEF R
#, PR ARRNESRELHBESHAMF. SbofBRIHRG. 4
14 Fa e BEARG, ol Tk AF Tk, TR THAARKABAEZAFRE
M EFREFIRGRERR, RBINERLRETRIIREINFNRER
F KBTS ERREEFRE, LV ATERABRAREL G B oMK,
SRMARE, Kb FRERAKREL. SETREFRSCHERM, RBIIREL
FEZRFIREGFNIABAMNBERIEGT N ARIEEZRE, EPAEA
X R AR B SR F IR AE ., ARG R PR AT TR R Ak
RBANERREZRFIBRBANIBRANBRETARRESZRE, &
VR kR RFE L BN LR HFESRE, RBENERAE
FARF AR F RBERANBRRIE T LR AREFRE, L TARERIR
FEEGEF/R. RRECERERE, ERAFBBAELR, RBLIRNEL
FE RGN BEFHFNABERANBERIETITART BN EEA AR E LKA
RNEFHRE, LPAEARRAELHBRE. HAE. TR
AhB AR, REITAEERE LRG| REDH B RA KRG T B BRR
REFRE, HFAIRRRRMAELE ERESRRNRAEE, KRBT
MERRESHRIREIHNABAANKRATILES. BELT. B
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Eoub. FSH ok, FERBILAEK. 54 HTFRE. FREEBRL.
B E BRA A, IR, R, SR, OFBRE., BAR. afBKE,
KRS ik, SMME S, M. FIFATH. BREE. WERPFHE
A%, RBITAEERREZHRIIREFHANIAZERANKRATERE. FH
BRAEAF .

86 AR EAA|ER 75 tedy, A TBITMBRRE ARG AR
RABRA R RIPELIB . BUIRIE. B BRE T ERE ST EALA.

87. REMAIZR 86 LAY, RFAFENASWREFHIETE 4
ZAREFH .

88. RIFERF|E K 87 9L, , HP AR HRAGFRBERAE
4 SR A, HiBid BECy RAENGARENS FAZRRE 4 Ziht9it
PRI AZRRE 1 2 ABBRRE 3 ZRFAZRRE S ANYGHE
V15 4%,

89. HABARF| K 88 ¢4t e-dh, LV ATABRRE 4 LAREKSHH 498
it ECso RAER 40 M FARKRE 4 AR FHIILTAZLLRE 3
TR FHEY 174, [REL PR LZERE 4 RS F 4981 ECs RAE
HAREMT TABRRRE 4 LRGRBFHIATAZRRE 3ZHRGFHE
Y90 4E, REFTAHRBERE 4 THRESF L ECs) RAEG D FETF M
sTFAZRRE 4 THRHLBERILTARRRE S THRAFHEY 200 42,
R FITRERRE 4 LARBFA 6B L ECso RAEG) Th b E M3t T AR K
RE 4 ARG EBRTABRRE 5 THREGFHEY 3000 42,

908 FF H K EHRERFNEZR ST R SSE—RANEZRAE 4 HRHF
FRXBERANRETHRALNGAR, ATEERATEARARIRESTEY,
FriRkmRmELA: £FXE. EMMBH. BEE. BREE. REMK
. RRUBM AT X, ARMEAT K. B RMENL. HMAKREE GRS
HRREFRE. . SHRER, SR EAE. HHAERZHNEE
RIEZRE. ARE. ARE. LEAEA. BRFK. BEZAK. B
BEEANE., RBE. FERNBAGE. FEhh, BALER. Hhiesh

30



200910174061. 9 A o kB E30/30m

ferERR, oM PR R, BESHEIF. ofeBEEZRG. 24
Fo B BEARAG . BTk AFFE. RHRTE. THIARXEZRFEN
EFREFIRGKRERE. BhoMRL., CREKL. KOFEEHARL.
SR, SR BRA. ENFREFBGSIE, gL, REREME
ik, o, WEHLEEREH, TARE. 48K, RBREETAER
5. B, BRBRAEHR. BIRE. WWAE., CICH R, AFERMER.
B Rt &R R A HE

01. B FAKERERAIER 57 R 58 E—AHWEZRRE 4 THREF
FXBERANRLTHAENAE, ATEEFRATRATIFEEE. BELTF.
WIE 5wk, FSH s, FEARIBILAEK. 4. ¥ TFL4E. PRBRER
k. BERARFBK. KR, oE, SF, oFERE, BhR. hiE
K. BPGik. ShscE Sk, AL, FIFTH. BBRE. WEKRP.
watk, FRE FEAFRTLATOEY.
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Y- ¥ e &N

AW FEZPFEHH 200657 H 10 8. XALMAA “EERELARE
AR” 4 B £ A 200680032423.5 (PCT/US2006/026586) 4 49K & .

LRHF
AKXRATAIK, LR RS ZLREZBRMC-RHEAR, A
RN THRE, FREAERKETAADMAT &, TTRCLHE
FREG A 64 SR .
BARERTATRER.R, RALHERN A RKERPOMC; 131
MEABK)VHEIFE M I K. POMC B TR ZE£%E: ZARE.
RETREFREE, SRR (Flde, 125 Z ) (Cone, ¥ A, Recent
Prog. Horm. Res., 51:287-317, (1996); Cone # A, Ann. N.Y. Acad. Sci.,
31:342-363, (1993)).
ERAESHEFHRALRTEAT BARE, IRAREHER. T
M. BB, Fh. BE. B, PR, WM. TR IR, &8, ik
J%(Tatro, J. B. ¥ A, Endocrinol. 121:1900-1907 (1987); Mountjoy, K. G.
% A, Science 257:1248-1251 (1992); Chhajlani, V. % A, FEBS Lett.
309:417-420 (1992); Gantz, I. ¥ A J. Biol. Chem. 268:8246-8250 (1993)#=
Gantz, I. ¥ A, J. Biol. Chem. 268:15174-15179 (1993)).
CEEAPNERRERETE S ERTN, QBTAHFRILYER.
B A ERFBAER, URBAREARRNAT. RTEMNE LR
REAte (REEMEKE, ACTH) Z&mie ((LEHKE, MSH) &
ngat RS, TLERPBRAELEFCLERL. 40k, BERATH
B it 2 AN R, CREEILE . REARE AW EE(De Wied, D.

32



200910174061. 9 oM P E2/14Tm)

% A, Methods Achiev. Exp. Pathol. 15:167-199 (1991); De Wied, D. ¥ A,
Physiol. Rev. 62:977-1059 (1982); Guber, K.A. ¥ A, Am. J. Physiol.
257:R681-R694 (1989); Walker J.M. ¥ A, Science 210:1247-1249 (1980);
Murphy, M. T. % A, Science 221:192-193 (1983); Ellerkmann, E. ¥ A,
Endocrinol. 130:133-138 (1992) # Versteeg, D. H. G. ¥ A, Life Sci.
38:835-840 (1986)).

RORRPBRAREAESEESHFAETS RENARER T, 0
R TAIT AR, MR, BBRF. BB, + 48/, IR, BEAeM AR S0
BEMEEBIAEY. LHCRRMET A BERAREZHRMCR)., X&@
32 & i A M2 IAK(MCI-R). B LA R F 3 7% ACTH £4K(MC2-R).
2 i E-3(MC3-R). B AR E-4(MC4-R)F 2 Z R %-5 ZHRMC5-R). Ff
A BRI FE TR ARRE KA 9L L% F (MSH) (Cone, R. D. %
A, Ann. N.Y. Acad. Sci., 680:342-363 (1993); Cone, R. D. ¥ A, Recent
Prog. Horm. Res., 51:287-318 (1996)).

T AAUR P ARE B & o R K& ZAMSH-R), REZ @KL X
KB E L RRE-1 2R MCI-R 2315 M BABRNEBEE, LET G-
QBB %R Ek. MCI-R 2 MSH #= ACTH #%4k. MCI-R #9& &
G-ZaNF, LAHERTHRALE, A2 X0 E LREMALARS
FEMAEE T LI MCI-R 24k, P myed LR, a@ia. M.
e, PR, EA. 2R BE. BERTE. MC2-R LA E LR
RFEZARACTH-R), ZREZE@A T LRAFTERFEINY 297 A
RABMYBEIEEZE. MC2-RANF ACTH #RH LA AR, AAXY,
MC3-R 2 EEAE T LN 360 AA Bafk; EPEFKXEF, MC3-R
R 323AAEAF. MC4-R Z3RNANEARNERES, LLERUARLS
HAipar b &5, MCS-RZAK L. §. AR+ RiE6 325 M A
EBOBEEG HAARFUBRIKKERE, MC5S-R LEZE T LREK
W, 3 B A R E B HOR A e RGA

R, AR LB RREIRGAEIE. Fldw, MCI-R £ G
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EQIBBEE TR, HIRAY EZL o-MSH (MCI1-R #RAHFH ) HEEH
. MC1-R &AM EHFHMNKEE DR, LIIRAREEFE IR
FEH K. MCI-R #8303 LA EFAER . MC2-R 7& M 64 5] 8T vA &
HELMUELRE. RENBEZERLEHTERY MC4-R THREZH 5
A BRI FE B Fedt A IR 6 AR AR AR R BRAE A 0 T 2K,
MC3-R #= MC5-R #9834k Fl L R 4a,

st B Z R E(MC-R) LM AXH R Fa R R EF LM f LR R
B ERRGERAERRGNSR, EAFFEEFEREIEZN
MC4-R 24845 %) A £-&¥47(Giraudo, S. Q. ¥ A, Brain Res., 809:302-306
(1998); Farooqi, I. S. ¥ A, NE J Med., 348:1085-1095 (2003); MacNeil, D.
J. ¥ A, Eu. J. Pharm., 44:141-157 (2002); MacNeil, D. J. ¥ A, Eu. J.
Pharm., 450:93-109 (2002); Kask, A. ¥ A, NeuroReport, 10:707-711
(1999)). LA A TARLEFME RS Fod RA) G RIERN BRRETHRK
E, LERZ MC4-R BB HFRN.

BE—FREREEREZRGEHA . BIRH R H LR
BTARTEAERERALTEARTREMENE, QHEERRM
KMEk&, ooy XEEBREHF 6,613,874; Catania, A. ¥ A, Pharm.
Rev., 56:1-29 (2004)), K M (£ B £ #]5 6,713,487; Catania, A. FA,
Pharm. Rev., 56:1-29 (2004)), f& X j&(Catania, A. % A, Pharm. Rev.,
56:1-29 (2004)), R EFE(EB ¥ H 5 6,613,874; £ E £ |5 6,713,487;
Catania, A. ¥ A, Pharm. Rev., 56:1-29 (2004)) FRFMIKL(ZE+#)5
6,613,874; Catania, A. ¥ A, Pharm. Rev., 56:1-29 (2004)); £F & & % &
S KR E R XT K(EEB 45 6,713,487; Catania, A. F A,
Pharm. Rev., 56:1-29 (2004)), /& At %9 X (Catania, A. ¥ A, Pharm.
Rev., 56:1-29 (2004), Getting, S. J. A, Curr. Opin. Investig. Drugs,
2:1064-1069 (2001)), #= %2 L MEAL(EZE £ H)5 6,713,487); {FHAKRE
BRARBERBRFEFRARHEEEE %45 6,613,874; £B & A5
6,600,015; Fehm, H. L. ¥ A, J. Clin. Endo. & Metab., 86:1144-1148
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(2001); Hansen, M. J. % A, Brain Res., 1039:137-145 (2005); Ye, Z. FA,
Peptides, 26:2017-2025 (2005); Farooqi, I. S. % A, NE J Med,
348:1085-1095 (2003); MacNeil, D. J. ¥ A, Eu. J. Pharm., 44:141-157
(2002); MacNeil, D. J. ¥ A, Eu. J. Pharm., 450:93-109 (2002); Kask, A. %
A, NeuroReport, 10:707-711 (1999); Schwartz, M. W., J. Clin. Invest.,
108:963-964 (2001), Gura, T., Science, 287:1738-1740 (2000),
Raffin-Sanson, M. L., Eu. J. Endo., 144:207-208 (2001), Hamilton, B. S. ¥
A, Obesity Res. 10:182-187 (2002)),# R/ (£ E 45 6,720,324;
Fehm, H. L. ¥ A, J. Clin. Endo. & Metab., 86:1144-1148 (2001); Pontillo,
J. ¥ A, Bioorganic & Med. Chem. Ltrs., 15:2541-2546 (2005))#=-%- g%, 4% &~
4E(GE, Y. ¥ A, Brain Research, 957:42-45 (2002)); HM &K TR 826K
WERFEFRL, RLEEEBEHF 6,613,874; Wisse, B. R. FA,
Endo., 142:3292-3301 (2001)), BRE(X B ¥ 45 6,720,324), &R &
(Marsilje, T. H. % A, Bioorg. Med. Chem. Lett., 14:3721-3725 (2004);
Markison, S. ¥ A, Endocrinology, 146:2766-2773 (2005)), &R/R(£LE &
#)% 6,613,874; Lechan, R. M. ¥ A, Endo., 142:3288-3291 (2001); Pontillo,
J. ¥ A, Bioorganic & Med. Chem. Ltrs., 15:2541-2546 (2005)), #& & &R
(LB + 45 6,639,123) Fo B ZANE(EEE 45 6,639,123); i
(2B %455 6,713,487) Aol kA8 X 69 & & Fo bl Sk & 04 K JE , So AW
F(EEEHF 6,525,019); BHEEAE(EBEHF 6,713,487) LR E
(Sturm, R.A., Melanoma Res., 12:405-416 (2002); Bastiens, M. T. A,
Am. J. Hum. Genet., 68:884-894 (2001)), #7875 % (Luscombe, C. J. ¥
A., British J. Cancer, 85:1504-1509 (2001); A ZARMEEFRIA, d=FTAH
BRAE(EBETHF 6,713487) kM P FE b (B 45
6,613,874), M e FF(E B £ #)F 6,720,324; Van der Ploeg, L. H. T. %
A, PNAS, 99:11381-11386 (2002), Molinoff, P. B. ¥ A, Ann. N.Y. Acad.
Sci., 994:96-102 (2003), Hopps, C. V. # A, BJU International, 92:534-538
(2003)), AR LEF(EZ B+ 5 6,613,874; Diamond, L. E. F A,
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Urology, 65:755-759 (2005), Wessells, H. F A, Int. J. Impotence Res.,
12:S74-S79 (2000), Andersson, K-E. F A, Int. J. Impotence Res.,
14:S82-S92 (2002), Bertolini, A. et. al., Sexual Behavior: Pharmacology and
Biochemistry, Raven Press, NY, p 247-257 (1975); Wessells, H. FA,
Neuroscience, 118:755-762 (2003), Wessells, H. FA, Urology, 56:641-646
(2000), Shadiack, A. M. FA, Society for Neuroscience Abstract, (2003);
Wessells, H. % A, J. Urology, 160:389-393 (1998), Rosen, R. C. %A, Int.
J. Impotence Res., 16:135-142 (2004), Wessells, H. FA, Peptides,
26:1972-1977 (2005)) Fek it ¥ BRI MR E(E2 B ¥ 5 6,713,487;
Fourcroy, J. L., Drugs, 63:1445-1457 (2003)); 473 X F RGBT I LM%
5 R IR e BT ASHHEEF (£ B £ #)5 6,713,487; Catania, A. ¥ A, Pharm.
Rev., 56:1-29 (2004)), 4t Fe B 215 (Mioni, C. ¥ A, Eu. J. Pharm.,
477:227-234 (2003); Catania, A. ¥ A, Pharm. Rev., 56:1-29 (2004)), #-%f
R A% 08 I A mik 45 @ & 4-(Sharma H. S. F A, Acta. Nerochir. Suppl,,

86:399-405 (2003); Sharma H.S., Ann. N.Y. Acad. Sci. 1033: 407-421
(2005); £B %45 6,525,019), AR F T &, AT E. FHAEKRA
El & A(Harris, R. B. ¥ A, Physiol. Behav., 73:599-608 (2001)) 2 i&#73|
ROKRERR;, ShERRXEHRE, ol ik (Catania, A. FA,
Pharm. Rev., 56:1-29 (2004)), SE MK L (LB £ 45 6,613,874), K5
THARL (EBEAF 6,613,874), vhFREEEEHFT 6,613,874) =
M % 7% T (Markison, S. % A, Endocrinology, 146:2766-2773 (2005); AF
HERRAE, S EMFREAZEAE(EE %45 6,350,430; Catania, A.
% A, Pharm. Rev., 56:1-29 (2004)), B M E MM H (LB ¥ A ¥

6,713,487), " (A B + A5 6,713 487) Al ¢F 41k ¥R KL B &2
(Luger, T. A. ¥ A, Pathobiology, 67:318-321 (1999)) #F=dk4ist %98 & 4689
K&, wwHEEEFRMAXGLE (RBFHF 6,713,487) B EHHH
F (£B %45 6,713,487; Catania, A. ¥ A, Pharm. Rev., 56:1-29 (2004));
Bk Fe R Dol B JR 04906 9T (R B £ A5 6,713,487), KB E XA KRB
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(£E % #)% 6,713,487; Ye, Z. F A, Peptides, 26:2017-2025 (2005)), £ 5%
(Hatta, N. ¥ A, J. Invest. Dermatol., 116:564-570 (2001); Bohm, M. ¥ A,
J. Invest. Dermatol., 118:533-539 (2002)), M RZEBEH R (£ B £ F| 5
6,525,019) #= K A% /& (Sturm, R.A., Melanoma Res., 12:405-416 (2002);
Bastiens, M. T. ¥ A, Am. J. Hum. Genet., 68:884-894 (2001)); 174 . ¥R
WHEAEAAEREMNZTRAFRE, wEEEEBEHF 6,720,324; Pontillo,
J. ¥ A, Bioorganic & Med. Chem. Ltrs., 15:2541-2546 (2005)), #74R4E
(Chaki, S. ¥ A, Peptides, 26:1952-1964 (2005), Bednarek, M. A. ¥ A,
Expert Opinion Ther. Patents, 14:327-336 (2004); £ B+ #|5 6,720,324),
et Feitle oh e AL (L B 4 #)5 6,613,874; Voisey, J. ¥ A, Curr. Drug
Targets, 4:586-597 (2003)), A% & & & (& B % #)5 6,613,874; Bertolini,
A. ¥ A, J. Endocrinol. Invest., 4:241-251 (1981); Vrinten, D. 'fj-'/\, J.
Neuroscience, 20:8131-8137 (2000)) #=74 57 A% 2 M J& (Pontillo, J. FA,
Bioorganic & Med. Chem. Litrs., 15:2541-2546 (2005)); 54Ki8. BAFEA
Fa | KB M T FA KR E A& H (WO 05/060985; Navarro, M. ¥ A,
Alcohol Clin. Exp. Res., 29:949-957 (2005)); Fe'BmEXRKEMA, ToB RS
#6955 (Markison, S. ¥ A, Endocrinology, 146:2766-2773 (2005))3X
(£ B % 45 6,613,874),
BE—FREFERREZTRATARABHETUR T AT EELY
G EAEFTHEHEFLREAREEFN, ORTRBREBER(ERLH 5
6,613,874), B E WA RFBH(EAE +HF 6,613,874), KEB(ZE 45
6,613,874), o /E(E B+ #)F5 6,613,874), SE(EEE#F 6,613,874), &
&Rk (A B F A7 6,613,874), MfiA(EE £ F5 6,613,874), s KF
(£8 %45 6,613,874),FK#. FHARXLEF (Dumont, L. M. FA,
Peptides, 26:1929-1935 (2005), PR E (LB % #|5 6,613,874), AL H
(£8 % 4% 6,613,874), 13l E A FSH 2 ub(£ B %45 6,613,874), T%F
ARG ILAE K (A B £ 45 6,613,874), 2 #(E B +4)56,613,874), HFLAE
(£ B+ 4% 6,613,874), RIEAIME (R E ¥ 45 6,613,874), 24K
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P(EBREAHF 6,639,123 24 K(XE FHF 6,613,874 A KA &5
(LB +#]5 6,613,874), ¥ (ZB+ 5 6,613,87)FLifTH (XB ¥
#1% 6,613,874).

B, AEAH—ANBHRRBERAESRMEAR, LBFHILE
Ry B RRF SRR E R T EFert BRR & TR EFH,

K RRE

—F @&, REPFEREX (1) st

(R2R3)- Al o( AZ-ASAYASAS-AT-AL. A9)- AlR!

HF:

A' Z Ace. HN-(CHy)m-C(0). L-X D-R A B, R4 % ;

A?% Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Asp,3 Glu;

A’ Z Gly. Ala. p-Ala. Gaba. Aib. D-REBR KX ;

A* 2 His.2-Pal.3-Pal.4-Pal. Taz. 2-Thi. 3-Thi,3&(X',X%,X>,X*,X*)Phe;

A5 & D-Phe. D-1-Nal. D-2-Nal. D-Trp. D-Bal. D-(X", X%, X’,X* X*)Phe.
L-Phe 2 D-(Et)Tyr;

A® 2 Arg . hArg . Dab . Dap . Lys . Orn, 2
HN-CH((CH,),-N(R'R?))-C(0);

A" 2 Trp. 1-Nal. 2-Nal. Bal. Bip. D-Trp. D-1-Nal. D-2-Nal. D-Bal
2 D-Bip;

A® 2 Gly. D-Ala. Acc. Ala. B-Ala. Gaba. Apn. Ahx. Aha.
HN-(CH,)-C(0), 3k 82 % ;

A’ & Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Dab. Dap. Orn,
2, Lys;

A" 2 Ace. HN-(CHy)-C(0O). L-3X D-RALB, K%K,

R' #-OH,3-NH;;

RAF REAAEHFEATERINLH H. (C-Cao)lti. (C-Csao)Z:
A (Cr-Ca)BtE . (Cr-Cip)hiZk. (Cr-Cip)trh. FE(C-Cy)ni. F
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B (C1-Ca)Bhik . ARIAK ) (C-Cao) R AIRAR 89 (C1-Cao) RITE . I
#(C1-C3o)BL A IR 1 (Co-Cao) i A AIAR 4 (Co-Cag) A . IR
FE(C-Cao) . Aol IR 5 ZE(C-Cso) BRI ;

Rif RREJGEBHHEALTA H. (C-Ca)i. (C-Ca)FI.
(C1-Cao)Bt . (Cr-Cao)F . (Cr-Coo)i . F E(C1-Cy)lt i F I (C-Cyo)
B IR A (C-Ca)e 2. IR (Cr-Ca) RITA . IR (C1-Cao)
Bt . AERAR 89 (Co-Cao) i 2« ARIRAR A (Co-C o) SR A& IR % 3 (C-Cap)
A IR FE(C-Ch)Btk. (C 1=Cao) it AR BL A, K, -C(NH)-NH,;

m EHFEFELTHRIEZL. 2. 3. 4. 5. 6 7;

n EHAHEALTRIEZL 2. 3. 4 5;

s EHFEATHRIBAEL 2. 3. 4. 5. 6K 7;

t EAFFEATRIEZL 2. 3. 4. 5. 6, 7;

X'\, X2 XX RXEGESEHFATHRINRLZ H. F. Cl. Br. I,
(Crio) s B (Crio)t . (Coao)i & BIRARE (Crr0)F £ (Cr10)
Bk . IR AG(Coro)iidh. FA, BBAHFA. OH. NHy. NO2,3 CN;

2

(D). % R*RZ(C;-Cy)Bti. F B (Ci-Cao) Bt AIAR G (C1-Cao) BLE
IR F R (Cy-Cao)BtE . (C-Co) A ARBLA . R-C(NH)-NH ff, A4
R® & H RK(Cr-Ca)t. (Cr-Ca)ZHE . (Cr-Ca) . (Cr-Cao)hZ.
%E(Cl-Cm)%E‘ *KEX’R.%(Cl-CM)%Z&\ ‘ikﬁx'ﬁ%(cl-(jm)#\‘%ﬁm AR I
R (Cr-Cao) & IR (Cr-Cao) A, RAIAR NG 5 A (Cr-Cao) L 25

(I). % R? A (C-Cao)Bt . FH(C1-Cao)Btik. BIRHI(C1-Cao)BL i,
BB Z A (C-Ca)B A, R® & H. (C-Cao)Bt. (Cr-Cao) A
(Co-Cao) 5 A (Co-Cao)i 2. ¥ FE(C-Cap) B35 . I 89 (C1-Cao) it A
AR 84 (C-Cao) e . IR (Cr-Cao) A BUIRAAY (Co-Cao) A
KA FE(C-Ca)n

(IID). A3 3k A KB E LIRAETHRILEHT;

(IV). % A’ & Cys. D-Cys. hCys. D-hCys. Pen. 3 D-Pen i, A’
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Z Cys. D-Cys. hCys. D-hCys. Pen. 3 D-Pen;

(V). % A* 2 Asp & Glu B, A’Z Dab. Dap. Orn,% Lys;

(VD). % A® & Ala & Gly i, A' =& Nle;

(VI). % A'#ekaf, R R T2 H;

RETHAHE.

HEB X —EmkigsmAEE T A' Z A6ec. Gaba. Nle. Met.
Phe. D-Phe. D-2-Nal. hPhe. Chg. D-Chg. Cha. hCha. hPro. hLeu.
Nip. f-hMet & Oic;

A’ & Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Asp & Glu;
A& Gly. Ala. D-Ala. D-Glu. B-Ala. Gaba. Aib,&A#X;
A' & His;

A5 Z D-Phe. D-1-Nal. D-2-Nal. D-Trp. D-Bal,3 D-(Et)Tyr;‘
A% & Arg,3 bhArg;

A’ & Trp. Bip. D-Trp. 1-Nal, 3 2-Nal;

A®R A6e. Ala. B-Ala. Gaba. Apn,3 Ahx;

A°Z Cys. D-Cys. hCys. D-hCys. Pen. D-Pen,& Lys;

A" Z Thr, R %,

RETHAE.

HEEMS M —BREH LA EL T R*F RS A5 33kA H.
BrA, ERBLARETBAXATHAL,

X (1) ¥ EREHILADREF FFENES W AT X

A' 2 Acc. Arg. D-Arg. Cha. D-Cha. hCha. Chg. D-Chg. Gaba.
Ile. Leu. hLeu. f-hMet. 2-Nal. D-2-Nal. Nip. Nle. Oic. Phe. D-Phe.
hPhe. hPro. Val R#RXK;

A’ & Cys. D-Cys. Pen 3 Asp;

A’ & Gly. Ala. pB-Ala. Gaba. Aib. D-Ala. D-Abu. D-Cha. D-Ile.
D-Leu. D-Tle. D-Val R#X;

A’ & His & 3-Pal;
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AS Z D-Phe. D-2-Nal & D-(Et)Tyr;
A® R Arg & hArg;
A’ % Trp. 1-Nal. 2-Nal. Bal. Bip 3 D-Trp;
A* & Gly. D-Ala. Acc. Ala. B-Ala. Gaba. Apn. Ahx. Aha &
&K
A’ Z Cys. D-Cys. Pen 3 Lys;
A" & Thr Rk X;
¥ AP ATHEY —AMEREHERL,
RETHMAE.
WELE Y BRL AR L F TS YA T X
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-p-Ala-Lys)-NH;; SEQ ID NO:1
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-A6c-Lys)-NH,; SEQ ID NO:1
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-NH;; SEQ ID NO:2
D-Phe-c¢(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-NH;; SEQ ID NO:3
D-Phe-c(Cys-His-D-Phe-Arg-Trp-p-Ala-D-Cys)-Thr-NH;; SEQ ID
NO:3
D-Phe-c¢(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-NH;; SEQ 1D
NO:3
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH,; SEQ ID NO:2
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-NH,; SEQ ID NO:4
Ac-A6c-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:S
Ac-D-2-Nal-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:6
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:6
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:6
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
Ac-Nle-c(Cys-p-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
Ac-Nle-¢(Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:7
Ac-Nle-c¢(Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID NO:7
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Ac-Nle-¢(Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
Ac-Nle-c¢(D-Cys-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-c¢(D-Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-¢(D-Cys-p-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-¢(D-Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-c(D-Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
~ Ac-Nle-c(D-Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID NO:9
Ac-Nle-¢(Cys-p-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID NO:9
Ac-Nle-¢(Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID NO:9
Ac-Nle-c(Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NHz; SEQ ID NO:9
Ac-Nle-¢(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys)-NHy; SEQ ID NO:9
Ac-Nle-¢(D-Cys-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID NO:10
Ac-Nle-c(D-Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID
NO:10
Ac-Nle-c(D-Cys-p-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID
NO:10 '
Ac-Nle-¢(D-Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH,;  SEQ  ID
NO:10
Ac-Nle-¢(D-Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID NO:10
Ac-Oic-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-Nip-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-hPro-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-hLeu-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
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Ac-Phe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-D-Phe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
iE T Bt & -Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID
NO:12
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-f-hMet-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID
NO:11
Ac-Gaba-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-Cha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH;; SEQ ID NO:13
Ac-hCha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,; SEQ ID NO:13
Ac-Leu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,; SEQ ID NO:13
Ac-hLeu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,; SEQ ID NO:13
Ac-Phe-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,; SEQ ID NO:13
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-D-Ala-Lys)-NH,; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-f-Ala-Lys)-NH,; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Gaba-Lys)-NH,; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Aha-Lys)-NH,; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Apn-Lys)-NH,; SEQ ID NO:14
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)-NH,; SEQ ID NO:15
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-NH,; SEQ ID NO:15
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-NH,; SEQ ID NO:13
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-p-Ala-Cys)-NH,; SEQ ID NO:15
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-NH;; SEQ ID NO:15
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,; SEQ ID NO:16
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-NH;; SEQ ID
NO:16
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-NH,; SEQ ID
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NO:16

iE T Bt A -Nle-c(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH,; SEQ 1D
NO:17

iE T Bt A& -Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID
NO:17

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH,; SEQ ID NO:18

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-1-Nal-Cys)-NH,; SEQ ID NO:18

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Bal-Cys)-NH,; SEQ ID NO:18

Ac-Nle-¢(Cys-D-Glu-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:61

Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-D-Ala-Lys)-NH;; SEQ ID NO:19

Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-NH,; SEQ ID NO:20

Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;  SEQ ID NO:21

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,;; SEQ ID NO:22

Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; SEQ ID NO:22

D-Phe-c(Cys-His-D-Phe-hArg-Trp-p-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:23

D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-$-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:24

D-Phe-c(Cys-His-D-Phe-Arg-Bip-f-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:25

D-Phe-¢(Cys-His-D-(Et) Tyr-hArg-Trp-p-Ala-D-Cys)-Thr-NH;; SEQ
ID NO:24

D-Phe-c(Cys-His-D-Phe-hArg-Bip-p-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:26

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-$-Ala-D-Cys)-Thr-NH,;  SEQ
ID NO:26

Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH;; SEQ ID NO:27

Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Trp-Lys)-NH,; SEQ ID NO:28
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Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Lys)-NH; SEQ ID NO:28
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29
Ac-Nle-¢(Cys-D-Abu-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID NO:30
Ac-Nle-c¢(Cys-D-Val-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:30
Ac-Nle-c(Cys-D-Ile-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Tle-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:31
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH;; SEQ ID NO:32
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Pen)-NH;; SEQ ID NO:32
Ac-Leu-c¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;;  SEQ ID NO:33
Ac-Cha-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-lTle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NHz;SEQ ID NO:33
Ac-Val-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-2-Nal-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:34
Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:34
Ac-Nle-¢(Cys-3-Pal-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:35
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:36
Ac-Nle-¢(Cys-His-Phe-Arg-D-Trp-Gaba-Cys)-NH;; SEQ ID NO:37
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Ala-Lys)-NH,; SEQ ID NO:38
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-B-Ala-Lys)-NHz; SEQ ID NO:38
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:39
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Ahx-Cys)-NH2; SEQ ID NO:39
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:40
Ac-Cha-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:40
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Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-p-Ala-Lys)-OH; SEQ ID NO:41
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-OH; SEQ ID NO:42
D-Phe-¢(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-OH; SEQ ID
NO:43
D-Phe-¢(Cys-His-D-Phe-Arg-Trp-p-Ala-D-Cys)-Thr-OH; SEQ ID
NO:43
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-OH; SEQ ID
NO:43
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-OH; SEQ ID NO:42
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-OH; SEQ ID NO:41
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:29
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44

Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-OH; SEQ ID NO:45

Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-OH; SEQ ID NO:45
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-p-Ala-Cys)-OH; SEQ ID NO:45
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-OH; SEQ ID NO:45

Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-OH; SEQ ID NO:46
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-OH; SEQ ID NO:46
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-OH; SEQ ID NO:46
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Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-OH; SEQ ID NO:46
Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:47
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-OH; SEQ ID NO:48 K
Ac-Arg-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID NO:49

3&\:

KRETHAL.
@At EMRIL G R T Xibe:
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,;  SEQ ID NO:7
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;;  SEQ ID NO:22
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:32
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:29
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29 £}
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-OH; SEQ ID NO:48
KATHAE.
X (1) ¥ ZREHESHEL T TR EMA T A

A'Z Arg. D-Arg. Cha. hCha. Chg. D-Chg. Ile. Leu. 2-Nal.

Nle. Phe. D-Phe. hPhe. Val &%
A?Z Cys. Pen 3 Asp;
A® & D-Ala. D-Abu. D-Cha. D-Tle. D-Leu. D-Tle. D-Val X#t
R

A* & His & 3-Pal;

AS Z D-Phe. D-2-Nal & D-(Et)Tyr;

A’ & Arg 3 hArg;

A’ & Trp. 2-Nal. Bal. Bip & D-Trp;
A% Z Gly. Ala. p-Ala. Gaba. Apn. Ahx,R#k%;

A’ Z Cys. D-Cys. Pen 3 Lys;

A" & Thr S8k ;
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R’ A= R® & f $h its B H KB
RATHMA .
B @ — 4R 8 BRI R T XALe-:
Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:50
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:50
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; SEQ ID NO:51
Ac-D-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:52
Ac-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:52
Ac-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; SEQ ID NO:31
Ac-D-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH;; SEQ ID NO:53
Ac-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH;; SEQ ID NO:53
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
D-Phe-¢(Cys-His-D-(Et)Tyr-Arg-Trp-p-Ala-D-Cys)-Thr-NH;; SEQ ID
NO:24
Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH,; SEQ ID NO:27
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,; SEQ ID NO:32
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:34
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-$-Ala-Lys)-NH,; SEQ ID NO:1
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-NH,; SEQ ID NO:2
D-Phe-c¢(Cys-His-D-Phe-Arg-Trp-p-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:3
D-Phe-c¢(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-NH,; SEQ ID
NO:3
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH;; SEQ ID NO:2
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-NH;; SEQ ID NO:4
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:6
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:6
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
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Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-$-Ala-Cys)-NH,; SEQ ID NO:15
Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:21
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:22
D-Phe-c(Cys-His-D-Phe-hArg-Trp-p-Ala-D-Cys)-Thr-NH;; SEQ ID
NO:23
D-Phe-c(Cys-His-D-Phe-Arg-Bip-§-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:25
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-p-Ala-D-Cys)-Thr-NH;; SEQ
ID NO:24 |
D-Phe-c¢(Cys-His-D-Phe-hArg-Bip-p-Ala-D-Cys)-Thr-NH;; SEQ 1D
NO:26
D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-§-Ala-D-Cys)-Thr-NH,;  SEQ
ID NO:26
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Trp-Lys)-NH;; SEQ ID NO:28
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Lys)-NH;; SEQ ID NO:28
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29
Ac-Nle-¢(Cys-D-Abu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Val-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Ile-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-c(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Tle-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:30
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:31
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Pen)-NH;; SEQ ID NO:32
Ac-Leu-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
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Ac-Cha-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-Ile-¢c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-Phe-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Ac-Val-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Ac-2-Nal-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:34
Ac-Nle-¢(Cys-3Pal-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:35
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:36
Ac-Nle-¢(Cys-His-Phe-Arg-D-Trp-Gaba-Cys)-NH,; SEQ ID NO:37
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH,; SEQ ID NO:16
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-NH;; SEQ ID

NO:16

32\7

Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-NH;; SEQ ID NO:20
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Ala-Lys)-NH,; SEQ ID NO:38
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-f-Ala-Lys)-NH;; SEQ ID NO:38
Ac-Nle-c¢(Cys-His-D-2-Nal-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:39
Ac-Nle-c¢(Cys-His-D-2-Nal-Arg-Trp-Ahx-Cys)-NH;; SEQ ID NO:39
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:40
Ac-Cha-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:40

Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID NO:49
KETHRE.
X (1) Y ERE LA RL T ATRNSH AT X
A' % Arg. D-Arg. hArg 3 D-hArg;
KETHRAE.
@A R LGS M RL T TR A T X
A?Z Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Asp,3 Glu;
A3 & Gly. Ala. D-Ala. D-Glu. B-Ala. Gaba. Aib,&#%;
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A*R His;

A5 2 D-Phe. D-1-Nal. D-2-Nal. D-Trp. D-Bal, 3 D-(Et)Tyr;

A’ & Arg,3 hArg;

A’ Z Trp. Bip. D-Trp. 1-Nal,3 2-Nal;

A% 2 A6c. Ala. B-Ala. Gaba. Apn, Ahx;

A° & Cys. D-Cys. hCys. D-hCys. Pen. D-Pen, Lys;
A" & Thr, 38k X
RETHAE.
@B M ERAGLENRAT R P ROSABRIA H, Bt

A EFABE RETHRAIATHAL.

BN W BARE AW R LT AT ENE N R T Xe:

A’ & Cys & Asp;

A’ & D-Ala SER%;

At % His;

A® & D-Phe 3 D-2-Nal;

A’ & Arg;

A7 & Trp;

A’ & Ala, Gaba R4k % ;

A’ & Cys, Pen & Lys;
Al %
REATHALEL.
WE AW ERBGLEDRET R RS A I HAB

ARATHMAAL.

@ A o) AR R T XA
Ac-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:50
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:50
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; SEQ ID NO:51
Ac-D-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH;; SEQ ID NO:52
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Ac-Arg-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,;  SEQ ID NO:52

Ac-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; SEQ ID NO:51

Ac-D-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH;; SEQ ID NO:53

Ac-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH;; SEQ ID NO:53 £}

Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NHy; SEQ 1ID
NO:49

RETHME.

B LA E AR A T XL e

Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:50

Ac-D-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,; SEQ ID NO:51

3&\:

Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID
NO:49

RETHRA L,

B & A AHh EARR MR T XALe:

Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:50

RETHAE.

@ Ae W R LR T XAEW:

Ac-D-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:51

RETHAL.

B & LA AR R T XL e-#:

Ac-Arg-c¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID NO:49

KATHAR.

—% &, FAERAFEMBREX (1) He0:
(R?R%)-Al-c(A%-A-A*-A%-A%-AT-A%-A")-NH,

¥
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Al & Nle 4%
A’ & Cys 3 Asp;
A’ 2 Glu 3 D-Ala;
A' £ His;
A’ & D-Phe;
A’ R Arg;
A’ & Trp. 2-Nal 3 Bal;
A% & Gly. Ala. D-Ala. B-Ala. Gaba 3 Apn;
A’ & Cys & Lys;
R’ 7= R & A2k 3 kit f H K (C-Co)BtE;
FH2
(D).% R* & (C-Co)BtA A, R® & H;
(ID). % A? & Cys B, A’ £ Cys,
AFATHAHL.
W EAY ERIEN T X NE:
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-NH;; SEQ ID
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Ala-Cys)-NHz;  SEQ ID
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-p-Ala-Cys)-NH,; SEQ ID
NO:54
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Apn-Cys)-NH;;  SEQ ID
NO:54
Ac-¢(Cys-Glu-His-D-Phe-Arg-Trp-Ala-Cys)-NH;; SEQ ID NO:55
Ac-¢(Cys-Glu-His-D-Phe-Arg-2-Nal-Ala-Cys)-NH,; SEQ ID NO:55
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Ac-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-Cys)-NH;;  SEQ ID NO:56

Ac-¢(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Ala-Cys)-NH,; SEQ ID NO:56

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-Cys)-NH;; SEQ ID
NO:57

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-p-Ala-Cys)-NH,; SEQ ID
NO:57

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID
NO:57 &

Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH,; SEQ  ID
NO:58

RETHA L.

X (1) ZAX (1) #4% —EREHEDREFNT T B EEHF
PR SR B Y, RATHAL.

F—F &, AEAPRBT HWEESY, LOSARTN I LN
X (1) RX (1) A RE T 5 A & AT 2 A BARIMAER .

F—FE, REAARBT SHHEs%, LOSAKENL ELELH
R (1) &KX (1) RAMEATHAR, AATHABKRIHBHER, LT
B ik o R FEM ERRE 4 THREIDA.

F—75E, AAARBTHHELY, LOSAKENI LXEAN
X (D) AKX (1) oM EETHAL, ARTHABRIMSER, L+
Pkt R ik B AR E 4 AR, LB ECs RIEK HHRTF
SFAZEFRE 4 TAHLEERILTARERE 124 ARRREIR
HAABRRE S XRNLERFEY 154,

F—5E, ALARBTHYELY, LOSARENI LT
R (1) ZAX (1) AHSATHEAL, ARTHABRIBER, L+
Firid et Rt Bt B AR E 4 LRSI, LEL ECs RAEH H FE7F -
SHTFABRRE 4 SHRHGEBRILTABZEREIZRNGES 17458
i ECso RAEW S L F AT AR AR & 4 ZHHBFMILTARRRE IR
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K HE Y 90 4%, Bit ECs ZAEH A LFEMAALERE 4 RARKEE
Mgt AR FE 5 LRGN HEY 200 42, il it ECso RAEH) T RR7E 2T
ANEEFE 4 SHRHEBRILTABRAE S THRNAFED 3000 12,

F—FE, AEARBTHWES, FOLSAKEN LLEXY
X (1) &X (1) YR ATHA L, AATHARKIMER, AT
B EMRIEBMRBERIEFRE, oy KE. KEBA. HXE,
AR A IR AR A

B—FE, AEPRBT HHuESY, LOSAKEH LR
X (1) AKX () oA LTHALE, ARTHABKRIMER, AT
EHFEH AL RBASNERREFRE, ENEMLT R, HAEX
KA B R MR, |

F—FE, REPRBTHHELY, LSRR ETN I EXEXH
X (1) &KX (1) AR ATHAL, ARTHASKRIBERN, AT
R EARER MO RBERREFRE, wEME. EREFRL-
BEAIE, BEF—F &, ISR OERIAERICHE. £B—F &, A
BT R R AR R R,

B—F @, ARARBT B, ROSFKETAL EIRZLN
X (1) &KX (1) bW RETHAL, ARTHRSRIHERN, AT
B RHEN. BBRESLEE, ARLEERATET, KLAPRBT
AAHEHI EXELAX (1) QB RATHAE, ARTHA R
AHER, ATRYREHHEN. RBRERLES, ETARERASR
T & & & #H ¥ - #F X F
Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, SEQ ID NO:32 .
Ac-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ ID NO:50 .
Ac-D-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID NO:50 .
Ac-D-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ ID NO:51.
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ ID NO:7 .
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-p-Ala-D-Cys)-Thr-NH, SEQ ID
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NO:24. Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH; SEQ ID NO:22
& Ac-Arg-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH; SEQ ID NO:49. y:3
B ARAEAFTET, RAPRBT OLAR BN EXRZAHK (1)
WA RT3 A A AT S A KA RFEA G HHBSH, ATERS
EHBEAN. ARBARERLASL, EFPHAEFEARSTR
Ac-Arg-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID NO:50. AEH—
MMk EHFEF, RLARBKT @A KT LXRXHX (1) 94
SHBRLTEH AL, AATHERBRIEEN G HHEeH, ATESE
WEAN. ARBRAERAL LS, T HAEFHERSRA
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH; SEQ ID NO:31. y:3
FAKRETAFTEY, FEVRBET LA HKTH P ELRLHKX (1)
MM RETHAL, UATHASKIFENGEHEGY, AT
VEAMBA. RBARAEAR LS, AFPHREFRERSR
Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH; SEQ ID NO:49.

F—FE, AEAARBTHYELY, LeSAKEN P LXEZXH
X (1) &KX () HAHIETHAL, UARATHARKIHEN, AT
BRAKRHRRERE, F—F @, KALARRT HHwEsH, LadH
HEFH I EXZANK (1) XX () AR ETEHEAL, ARTHA
BAIHERN, ATRY RHHARERERE,

F—75&E, AEAARBET HHhuEsdH, LOSFRINPE LI
X (D) &KX () eHRATHAL, ARTHABKRIEERN, AT
BRAMARERBHRBERREERE, PREOE. ARE. XER
K. BRF. BREBARRAAREXANE. EF—F &, PTETHER
JRRERRRE., EF—F &, HEANERRARERRTRE. EF—F
@, FARHRRIRERLERNRIEBHLANR. £F—F &,
BROERRARERERRABEE AR .

B—FE, RRARBT HHhusd, LaSAREN I ELE L
X (1) AX (1) AHRATHA L, ARTHABKRIMHERN, AT
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BT RRREFRE, WERREFREESRT.

B—F @, REAPRBT HYLELSY, LOSFRKETN I ELENXN
X (1) X (1) AR ETHAE, ARTHARKISLEN, AT
GRABIMESAE, TTARREE, Tohh, BARER. 3
AL o 5 18 A Ao o AR A M R

F—FE, AEPRB{TEHEDELSY, LA KTH I ELEXY
X (1) AKX () Y RETHAL, URTHARKCIAEEAN, AT
BF EMRERRIRGIRAERRESZFE, PEEBEHF. bt
FRERG . AGFRSMRG, b TR AT E AT E. FHRK
KAEZRFe A0 EF R RAGKERE.

BF—FE, RAPR®T HYELSY, LA R FH I EIEXHN
X (1) &KX (1) oY RETHARL, ARATHARKIMHER, AT
BRCRERIEEFRE, oML, SREAKRL. KA EEHA
F. oS RERSHEERT.

F—FE, AELARGET HHELSY, LOSA KT ELEALN
X (1) KX (1) e RETHAE, UARTHABRKIHEN, AT
BRI ARREESRE, ENFRFIAZAE, Rk, RHER
LB S S AR

F—FE, AEARET HYasY, LSRRI ELEXY
X (1) ZRX () AR ETHAR, AATHABREIHERN, AT
Wik f BT WA T ESRA,

F—F@, AEARBT WY, LS KRENG EXLELH
X (1) &KX () AR ETHALE, AATHABRKIHERN, AT
SR ERBARERRE, PRER. RREEFRARE. ARFRRAER
7 R

F—FE, AEXPRET HYESY, LOSAKRETN e EXLELN
X (1) KX (1) AR ATHAL, UARTHASAIEERN, AT
EFITAHARTPRNZAGRNBEARRREZRE, WwEE. WAAE. T
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2. 5h 46 e R A it 2 MRS

F—FE, AEAPRBTHEHELSY, LOSAKTN I ELEXN
X (1) KX () AR ETHEAL, AETHABKIHERN, AT
BFEREAREFRE, wEREEARR AR,

B—FE, AEVRBETENELSY, LOS4ARTHELELN
X (I X () AP RETHALR, AEATHABKRIHEN, AT
RAFLET. BELT. HILEHS. FSHA M. FERABILEK. &
. HFEA, FREFER BEMRASRPER KR &, SF,
BRI, . bR, RESRE. SPEES. B F A
H. ARRARR. BEKRPIPHEEK,

B—FE, RERRBT Hpasd, LSRRI ELEXH
X (D) KX () REMHERETHEASE, AATHASRIAERN, AT
RAHFRH. FHAFFTLE.

B—FE, RERRMTHMELSY, LOSARTH I ELEXH
X (1) KX () AR ETHEAL, ARTHABAIAEN, AT
BB, BB, B BT EREETENER. A—7&, AT
IPEIARIB . B ARIE . G BT ERA LT B EA QESHHNED
Rk BEMBEFE 4 SAREDH. EF—F &, ATFHFHRBEHESHN
WA RGEEMEERE 4 THREFHARELTHRAL, LB ECs RIEH
HepE Mt FARRRE 4 TRGBEMILTALIRE 1 4. ARK
REIGHRFRAZERRESZRZBEY 154, EF—7 @, ATHHIKE
B RGBT ERAE 4 SARRSANRETHEAL, KB
ECso ZAEH M ABERE 4 THRGEBHILTARLRE 3 XK
HEHE D 1742, Bl ECy RMEHN A FERIABLRE 4 LARNLFMS
WA ZERE 3 ARG FHEY 0045, Bif ECs RAEA I ALTEHATAR
BREAZHRABBRILGAZRRESTARNYHED 2004, RBLECs
FAE A RERFALZRRE 4 THRGEBRLTAZRRE 5 AN F
£V 3000 4.
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F—FE, AEPRBTHEAAREA W ELEXHKX (1) RAX (ID)
HERFE 4 SRRSO HRETEHERALNAE, ATEFATAEE
BREIEF AL RETIFHRIE . BRI, BT BT EREEIT B
WA HY.

HB—FE, AANRETETZHANZTEE TARBERF ZART|IARR
AAABAFN KRN F i, RO RASRERARTKENG I LLEL
X (1) &KX (1) MR IETHAH,

B—FE, AAPRETETEAAZTRE TR EFLKRIIRY
FARBRAN KRG F ik, LR RERAAKREN I ELEL
X (1) ZAX (1) oW RETHRAE, AV NemRLeHERIR
RE 4 ZRESHHA.

F—FE, AEAVRBTEEZHLAZTEETHERAETHRTIARRK
HARBERFNEENFT i, LA LEAERAF R TN ELEZL
X (1) AKX (1) oW RATHAL, EFEneh LI R
RE 4 ZREFHF), £ BECs RAEH A LF M FARRRE 4 ZHhH
BN ALZERRE 1 2R ARRRE 3 SHRPRARRRE S ZHAEG
2V 154&.

F—5@, AAARBTATEZANTEAETHERREKRII LK
FHRRBRFN KRN T ik, LB RGRERAFTREN I ELEXL
BX (1) &KX (1) LW RATHAL, EFAEMEHRAFTRIR
JRE 4 2REHF, L83 BECs RAEN A LEF BT ARBRRE 4 RAHL
BHILAZRRE 3 ZROZHEDY 1748, iBid ECs RAEH ThAL7E MT
AZRFE 4 SARHAERILTARLRE 3 THROFHEY 90 45, @it
ECs RAEHI 8L E M AL R E 4 SARKRBM T AZRTE 5 T4
BEHE Y 200 4%, Rifit ECso RAEH H LF RN ABKRRE 4 R tin$E
ML ARRRE S THRAZHED 3000 45,

F—FE, AEPRBTEFEBRBHIRERIEFRE, e
HRE. AMWBA. BEAE. REEFRFHARLNYT &, LaizRdi

59



200910174061. 9 o 5E29/147TH)

AAKEA T EXEZLAR (1) KX (1) RAHRATHAEAR LR
2RI REDH XBERABR.

F—F@E, REAARB/TEAEAAFRLRESHRARIEFRE,
o KGR M AT K. BT Ko S LR Tk, FaBLEA
AREFG R ELELAX (1) KX () REHRETHAEAERRE
ZARG| AL B ) KA KR

B—H &, REPRBT A AR T MO RBRAREFHE,
defe LR, SRRt RGN F ik, FOHEBLAAAR TN L
LEXHX (1) KX (1) RAHRLTHABNERRE RIS
FBABERANBE. ENEFERNH—F B, LT QRREREREHIE.
EN@FENF—FE, e RRRPERGRRR,

F—FE, FAEARBT BT RUEN. BRERERALEGHT I,
O EdAARTRENL EXEXAX (1) AX (1) EHRELTEH
AENERFEZRIIREFIHNIABRANKR., ARBAEZAEFTEF, XL
AR T B RWEAN. BBAERL LAY %, LopBTRAAK
X (DESHRETHALKNBELRE ZARTIREFHF B RABER,
£ b B A & Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH; SEQ
ID NO:32. Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ ID
NO:50. Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID
NO:50 . Ac-D-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ ID
NO:51. Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID NO:7.
D-Phe-c¢(Cys-His-D-(Et)Tyr-Arg-Trp-p-Ala-D-Cys)-Thr-NH, SEQ ID
NO:24. Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ ID NO:22,
3, Ac-Arg-c¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, SEQ ID NO:49. ye3
F—RGEEARFTEF, REARBKT RS EHEAN. RBAERLLEH
Fik, FOEBLRAFKENXN (1) LEWIETHERALERBRREL
KIREFIHNIAXBERABZR, EFAHERESES R
Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH; SEQ ID NO:50. EH—
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Bk EHARFTEF, REPRBET B RHEAN. BEARERILAGNTE,
foBdaAAREGX (D KAWL THAERRLREXARIIR
# % A XN K KR M KR, R F AR KL S SR
Ac-D-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ ID NO:51. yed
B—RAERFTET, RLARBTARS RHEAN. REAZTIZLLESH
Fik, LOERTRAAKENR (1) REWEALTHAERRNELRER
R mBEFHAAERANZXR, L FHAERLED R
Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH; SEQ ID NO:49.

F—FE, RERPARB TR LA AREAREN T &, LoEEL
AAAHEG I EXEXHX (1) KX () REHEATHAL, 7—
FE, ARARBKT RS RHERAE R EGT &, ROEAAANE
e EX R LN (1) RX () KEHRATHA L,

H—FE, ALARBRT T HEERERBGRERANE FRE,
o REE. ARE. LEBERNR. TRA. BESARFREHEZANEY
Fik, RO BEIAAFKEN ELEXNX (1) X (11) KEHH
ETHAENERREZRIIREDHNIBRANKR., F—F &, WEF
ERATFHAREE. H—F @, WAFERATEARRE. F—F &, ¥
AFERTHRALBRYBRIAEFEANR. A—F |, WAGEATH
AERRRIBES AR .

B—FE, AEARBTHEANBRARAREFRE, wRBREFE
REEBRFHF &, FOELAARTKTN P LLEXAX (1) KX (1I1)
feb-dh R AT 5 A RN E R & ARG REFH R RAH KK,

F—FE, AEPARBTEFLEAIMEFRE, 0T T HARFAE.
Frdih, WARER, PRAMERFIOM T BIRGRRELNY T &, F
QiR TAAAREG P EXEXHX (1) XX (D) EHRATHA
BB B E TR R H RBRMER.

F—FE, REPRBTEFTEDRETRRGIRGERRAKE F R
E, B EBHAF. ShfeBREIRG. QGFREMRAY, R TLRA
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B F k. AT . B RAKABZRFeBATe EFRAETIROKER
BHiiE, LOERIAATKEN ELEZXHX (1) AX (1I) &
WRETH A EMNBRAEZRT R H KB RAABR.

B—F 8, AEPRBT AT RREEFRHRE, doh bk,
SRR E . KRARTHAL. ShETRERSHBRR YT R, L
BRAAF K TG EXEZAAX (1) X (1) KEHRLTHA LM
ERREZRFREAHF RFERABR.

F—FE, REAARBTEFAHERRE EFRHRE, P EBFREFR
LAAE, AR, BRI MRARERG Sk, LORNERR
HEHEXLEAHR (1) X (1) AP RLTHAENELAER
5| RS F RFBRA KR

F—FE, REAVRBTHBEEFTHRETESEEN T *®, £
BT AAAKREN R EXEZXAX (1) AKX (I1) LEHRAETHA
HEME R E R REHF L RA R,

B—F@E, REAPARBTAFTRBAINEZRE, WRER. RRE
FRERB, AAFBRAEEHARAFT X, LB LEAARETNE
LENHR (1) KX (1) AR THRAENERR X LRI RET)
) R AE A BR

F—FE, REAARBTEFTARTBAZEAARNEAKLARRE
FRE, wBE. WARE. LILHEERNERARNY ST E, Lo
WA KEG ELEZXHX (1) X (D) LR ETHRAENR
RIREZRTIREHFRBRAKK,

F—FE, RAPARBTEAETRAREFRE, EAREERAF
RHEE Tk, RO BEEAAREN e EXELHX (1) XX (1II)
A R AT 5 A BB E AR AR H RF LA R

F—FE, AEAARBTAPEFHIAZARSERINREE. M
HEY. HILEIBE. FSHaB, FTARAMBILEK, 2. HTFRE. T
K ERK, BERAORAEKR. KRB, £E, SR, hFEKE. Ba
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Ao, faAERR . RPEub. SMEELSBE. B, FIFITH. ARBARL.
AR R ZE KTk, LOEETAAARKETN I ELEXGX(I)
X (1) PR ETHAENELLRE LRI RESHH RBAANKR.

B—FE, REPR TR EFTHIE RABREF TR, B
BFTRENF ik, LR TRARF KT ELELHX(DRA(ID)
AR ETHAEAERRE R REFHF RERA KX,

B @, REPRLBETIHERIE . RIAIE. BT BH T FRAE
FBERAGT®, FOEBEEEAFKEN EXEXHX(DRX(ID)
WANBETHAENERREZRIIREFF RBERAMNKR, AWTAET
BB —FE, SR GENERRE 4 TRESHH . AR &
BH—HE, BAFHERBHESMAHLEHRLEREERE 4 KRR
A, RETHAE, FiBid ECo RAENARFHS FARRRE 4 24K
BB AZRRE 1 k. AZERE 3 ZHRFARRRE S ZHh
FE V1548, ATEF RN A —F @, ATFWEIRIEGESMHENE
HBEMERRE 4 ZTAREDIFNRETHALR, B ECs) RAEA T ETE M
STALERRE 4 SHRGBEMILTARRREZ 3 TRAGFHEY 1748, 818
ECso RAEH T 8875 M A B KRR E 4 SARGEFRILTARZLRE 3 24
HEHEY 90 4%, BT ECs RAEMHELEBRTARERE 4 TARaEFH
WAt ABERES ARG HEY 200 4%, RiBiL ECso RAEH) Th B FE MxT A
B RFE 4 TR GEBRRTAZEAE S THREGHED 3000 15,

F—FE, REARBTHAARENBEARE 4 LHREIHH R
F: wwEXEAHKX (1) X (D) LeHIETHERALGAE, ATAE
ERTFEFERFREFRENEY, FARAF/REFRELA: &M
FolB M K MR F, wod KE. RHEMmH. BEE. RSERREEKRL;
AA OGS BRESEHER, WwERNBREFT L. ARBXTH XfS K HE
f; B ERER R BERARERFRE, EH. ZREAPRL-RE
AR, HEERETRBARBERFERRE, PRRE. REE. L&
FHE. TRR. BRESRARFEBEANR; BRRA. BRABXGRK
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BAERAFLE, A RER; BREE, A RERTIIRE, 24
RMEFHRE, X FTABEAEE, FThh, BARER. Y
oM A Andobt b KGR R, RS T ARG I RGRARMRE, o
BEBHEF. Raf BRI RG. FRRAGRAMG, FAFTE. AN
Fik. TRHAAABDRZRRENIRGRERR; CLERRERE, P
AR g SRR L. KR ERARL. ShERERSEERT;
R RRE R, EMRFiaAIE, BMAERFRR. FRiM
Sk, WREEMTUPRENLBERAAYKE, wEXETEREN
REBHEFALAIE, SFRBAFRE, WRER. KREXTLE
238, B, RAELEHBRFLBE; ITH. FPENERAERTETRE,
do &, IARE. B R f E R AR, TRREXRKR, wHR
B R R A bR B E T .

F—FE, REPRBTEFAKENEBRRARE 4 LAEFHF KXER
#: de X EXHX (1) XX () EHRETHAEVNAE, ATAE
FRFEFARANBREER N EET. BEKT. BILETLS. FSHY
M. FERBILEK. S HTALE. TREREEK. BERSAFRE
K. KB, E, SF, 0T ERE. RoR. oBERKE BB, S
MENR. DI FIRATH. ARBR. HEERY. HEEK. FARE#
FHRFETRFTHEY.

BRELRBAANERRESARAEH TR, IRBEFHLEERR
A Wit AR,

BB TEOBEFFTRARAEZR, £4WEH, RAANGHFILEH. £
St IR E/RERHR,

X (1) RADHAHRE Y —F BEK & ZHRMCI-R. MC2-R.
MC3-R. MC4-R F= MC5-R)# Bedh 3 Bt H— 28408 AR E N1 T 24K
S P AR A Bk e e

W B B i
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B 1A. 76/ 100 nmole/Kg FiiiAME 6 B, ERRRATHA
HARME Bkt T H £ R,

B 1B. 7/ 500 nmole/Kg Frit a4/ 6 | if, EBER XK F HAH
A4 b BRI B E R

B 2A. 368 REREASH A B, EXAT FHRHENE BIRMIL
HRRER.

B 2B. %5 REIREMAY A B, EXAT 5 ERA LG RRP K
TEF.

B 3A. AT ME, EXR T HBARMLYFHRHEANN R
RER.

B 3B. #& A P AME, EXR T S AI RRPHRELR.

B 4A. &AL HE, EXRA TS EAMLGFHRMBEANE
RER.

B 4B. %A kA ME, EXA T HBAAG RRPHKRELR.

KO HE

ATk REREEATFTAHGRGRE, AF N-RBREAERE
A, C-R#BBABAELD. BERAREAAFMB XN, RIFAAIRD
A, TRAREELBY LBX., RIEFIEL, AITRAGHAAK
R FRELAERAL R BARLERRAREFTERGHAR G4
L. mE, KIXRINGHA ERY . EATH. FHFE R ek AR
FINMEA BT,

RiEFals 5

A5 X
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B 4 5E35/1471

Abu

Ac

Acc

A3c

Adc

ASc

Abc

Aha

Ahx

Aib

Ala X A
B-Ala
Apn

Arg & R
hArg
Asn 3 N
Asp & D
Bal

Bip

a-BEA TR

Bk

1- 8 -1-3R(C5-Co)m 2 R B
1-8E-1- 3R AR BR

1-8 X -1- IR TR

1- 83 -1-30 bR B
1-8 8- 1- R TR

7-RE R

6-Z A& TB

o-BEFA TR

AR

B-#A RER

5-F4 X B (HN-(CH2)4-C(0)
X R BR

B AR

R A B

RARB

3- K E A AR
40-BEEARER, B TEALEHET

|CH2 0

—NH—CH—C—

Bpa

4-Br-Phe

4- K FBARH AR
4-£- KR EB

66



200910174061. 9 oo 5E36/147H

Cha B-IR T A AR

hCha S-FTEARKR

Chg RTAH AR

Cys X C FHam

hCys 5 F R

Dab 2,4-—RA T B

Dap 23-—RA AR

Dip B.p-=FK KRR

Doc 8-BA-3,6-—RLFHK, BALM:
/E\/\o/\/o\/'ok\

2-Fua B-(2-7k " 2 )- A R BR

Gaba 4-BATE

Gln & Q B2 B

Glu X E R B

Gy X G  HAR

His 2 H 40 B BR

3-Hyp B X -3-#2 4 L-B6 2BLLBP, (28, 3S)-3-# A rbedin-2- R BR
4-Hyp 4-FEBER, B, (28, 4R)-4-F2 KoboBtt-2- KB
Ile 2 1 FERAB

Leu 2\ L = R BR

hLeu 5 R

Lys k K #&R

Met X M FEHRAR

p-hMet f-5 F AR

1-Nal p-(1-F X)) AR B

2-Nal B-(2-F )R A

Nip 3-7k"E B8R

Nle hp-% ¥
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Oic NS5 R-2-R R
Orn B R B

2-Pal P-(2-P2 2K ) R BB
3-Pal p-(3-mse ) A R B
4-Pal p-(4-7s2 ) A BB

Pen FEE

Phe X F FKARAHK

hPhe 5K AR

Pro 3 P JHAR

hPro & Fl RBR

Ser X S £ &8

Tle - TR

Taz B-(4-E = ) A A B

2-Thi p-2-E %) A &AM
3-Thi B-(3-E% A ) A & B
Thr X T HF&ARK

Trp X W &&AR

Tyrk Y BRK

D-(Et)Tyr LA 4#):

Val XV HEABR

AL PER %E—‘E‘—ﬂ-'f&ﬁ?gﬁﬂ_l:ii:
Boc: ®WTHAEAERE
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Bzl: KE R

DCM: —R TR

DIC: N, N-=fAAHK TR

DIEA: —FAXTE

Dmab: 4-{N-(1-(4,4-= F £-2,6- = R L TH)-3-F LT K)- KA}
RFE

DMAP: 4-(=F X £ 2 )H2

DMF —F AT B
DNP: 2,4-— A AR K
Fm: HAFE

Fmoc: HATHREKER

For: Bt

HBTU: > fAEEL 2-(1H-K 5 = ok -1-%)-1,1,3,3-79 F M4
cHex RETE

HOAT: > £ O-(7- R KA =w-1-£)-1,1,3,3-09 F AR
HOBt: 1-ZA-Kf=w

MBHA 4-F & — XK ¥ 1L

Mmt: 4-FREA=ZXFTE

NMP: N- ¥ 2 rthei i, B

O-tBu WTEE

Pbf: 2,2,4,6,7-5 F & — SR H ok wh-5-ABLE
PyBroP if-=-wbeibt-4%5 fAERR &
tBu: ®TX

TIS: Z=FAAATAEKR

TOS: T RABLA

Trt ZEXTE

TFA: ZRTE

TFFH: @ F 5 AR T 2R BRBLAEA 5 AR 3
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Z: Xy FEAHEK

MR AR, BT N-Rp BB, AAFFREBRGTAEE (4
4o Ala) FKE-NH-C(R)(R")-CO-###), FF Rz R°& AR LA S
2 H LB M (Flde, T FHEE, R=CH; ER'=H), XFRFR’
AL AT RIIKE,

stF N-Kp BAM, ZHEBNRELEM:

R, R

<—N/<|(
0

}

#£ %147 Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, F # % #R
"NH," & F® % K # N- R % #® B & 4
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys), % & & &
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)- OH &7 C-R 3% 24 & 8.

“.¢(Cys-Cys)-“3H“-FK(Cys-Cys)-“ R TLEM:
s s

| | | I
H H O
“.¢(Cys-Pen)-“K “-ZK (Cys-Pen)-“ & T & H:

S S
| | | |
0] H (e}

H
“.c(Asp-Lys)-“K“-ZR(Asp-Lys)-“ & T4 H):
HN
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«BLE 738 R”-C(0)-, £+ R” 2 H. . MEBEAHRE. REE.
B ek, WA, MERRABE. FA. REAFEIBRAMRE
FE, HFAELKREAFTEHEXNFTRTA “Ac”.

AN BAAF—ARSEAMAERTHRE, XPENAKART (RA
) Bitdsiti RABRATUARIEAIESH MR LEREF
KRER.

«BEBERRE, EFPRAH—AXENMERTFH—ANRENEE
B, wRETA. ;‘éf&ai&\ BRAL. BATA. BERE. AT
AFF.

REBAAGEARER, EPRBAMN-AISANAARTHLANE
(B, f.. &. i£#5L). -OH. -CN. -SH. -NH;. -NHCH;. -NO; #2-C_5
R AR EZANABRERR, HPHFE-Cry WA TAMESENHF
WFH ik § BE. -CF3. -OCHs. -OCF; F2-(CHy)g.20-COOH #)—A~ K,
BABRKEBRK, ERFWHEEFTEF, AE 1. 2. 3 X 4 MERK
£ . «(CHp)oCOOH ¥ HEFHFTARAR. 28 XA 4L K
#-(CHy)0.20-COOH Wit A B 4G EFRAIM Bl 635 2 - R AL TER. T
. 3-FKAEAK, FF.

RBEBCH7ELIER. . B,

wRpp Ao, EVPREATH—AREANKRTFHLEA TEAR:
AE. BREL. -O-. S-AFEAH—AAENBK. EXRRERFTRT,
BE1IR2AEERT.

"B R AR AR, APBREAN—ARSANAERTHLA X
% (87, fi. £. ;&fesk) . -OH. -CN. -SH. -NH,;. -NHCH;. -NO;
Fo-Cia0 WA —/ANR S ANABRREIRK, L3 ATE-Cra SRR T AMAE
HRER TR I G HE. -CFs. -OCHs. -OCF; #2-(CHa).20-COOH #
AREABRKRLEEKR. ERFEHAFTEF, AAL1. 2. 3R 4 4MRAKRE.

“ER IR BAREAMARERNBE, EFAE-ANREAAK - ER
B, BABEATUARAHAISA —ANRENLERATREAH.
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B EEA IR L, R —ARSAEHLEARE (FF, A R
i Famk) . -OH. -CN. -SH. -NH,;. -NHCH;. -NO; Fo-Cyz9 A& —
A S ABARLEIRR, EFATE-Cry RWAELTAMAEEFFAT L
Wik & 8% . -CF3. -OCHj. -OCF; Fo-(CHy)g.2-COOH #— /& % N EA
ABRK. EXRREEFTREY, AEL 2. 3R 4PRKE.

nE R B B —ARGERAMIRA Y FAAR, ATRIRER LR
n LFRE, AOH HEARERMAMONRKRER. FROERIFA.
ARFEFPEIELR, Kk, FERSK6AKR. RRFEAGHLR
FRAREAMR. BA/RR. FEGERBMEHOEEE, 12K,
2 R A Wk, Aok, 2-skek, 9-&, FF., FEARKEALA-Cl &
. -Ca 8. 5, . & &44), -OH. -CN. -SH. -NH,. -NO;.
A EEBRAN-Crae B, -CFs. -OCF3. #2-(CH,).20-COOH. ZRF %
HFEE, FTEASHO0. 1. 2. 3K 4MRKRE.

W # S UECEY: b2 S iLU 7 SN

*ig‘“(cl-Cu)fé%FfJ\”@&%%E\ y B L H B e B G
AT, HE Cy-Cha

do R I FT Y RIBCEFA ARG LIS ME KRB, TLAAR
RSB ARG EFNG SR RERARS., AR OEARRTERA
B, mE, SR, OFERE. BhR, alEREFFHEERAR.

e R BT A4, AA IR B BRF LRI A R AL
A4, FiBit ECsy RAEH A ELEHATE— B R R E SRR F M HEMEL
WERFEZHRMILHETH 24E, EVH54E 204104, £ 4
1545, 2041745, B2 V49045, 2542004, £54 3000 2R %
V410,000 EREEE K, Hlde, KAPHLEFRBRRE 4 TERBFHHA
B 7B ECs BAEK A RRIERATABRRE 4 THRITAZLTE 1
Gk, ABRRE 3 THRPARRRE S LANBAEUGEIHI5E. &
Bflde, LPHRBEEERFE 4 THREHHEFHBL ECs RAEH T 88
EMANARERE 4 TR ARRTE 3 ZHRARBRLZFE) 174,
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BNk

T A it AR B AR AR H] B R L A M K. Lplde, Stewart, JM., F
A, Solid Phase Synthesis (Pierce Chemical Co., 2d ed. 1984). L i£ & X #]5
R R? Fo R T AB I RA R Cadn R AT 5 5 41 3) N- AR RA B 5
B, Blde, BAERRANRTAERRE, (C-Co)bikk. EATRIE
T EEEARE , (C-CoEERE, EFARTABRYHAZ
£, BitEsEER, #l4e, E'COOH 188£2] N-Kit RABE A b TeA
HIEBA, Hlie, COE', BIRTROAMIESE 3 BR Y T0HEBF—F
AAB - BBAZRTRTRA 1 DI RRAAMAMBHK, wRESHRESH F
mEL, Hlde, s -2EAXLRK, ARLAAH 3 ERLE T HOBt i
TR 1BER,

% R' Z-NH, B, Ak #94 2% Fmoc-R LB 44, % RABR1BEK 2| Rink
Amide MBHA #J8. #w® R' Z-OH, 7R & Ké54 &M 1B 2] Wang #i5
# Fmoc-2 K BRIF44.

FEAA A6c /R Aib 9 R K ARRAESRT, s Fix e A A A BRLEAN
Z B R, MBIRRTEA 2 BT,

T @M LRGN GET HERLAKRAESRT i, FTEF HRANABK
RAR N4ty FAFT EHELRFABEARAR by, RAHX I 364 A
FH A B W EREEUMETH X AL ALE.

5K 76451
E3645] 1:  Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ

ID NO:7
/£ Advanced ChemTech 396° % % & A BAL (Louisville, KY 40228)
Y EASEATFREAEL Fmoo)kFFEARFHAK., ARLA 058
mmol/g I X # Rink Amide 4- F & = X F X & (MBHA) # f&
(Novabiochem®, San Diego, CA). 12/ # Fmoc £ # (Novabiochem®,
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CA #= Chem-Impex®, IL) % Fmoc-Nle-OH . Fmoc-Cys(Trt)-OH .
Fmoc-D-Ala-OH . Fmoc-His(Trt)-OH . Fmoc-D-Phe-OH
Fmoc-Arg(Pbf)-OH F# Fmoc-Trp(Boc)-OH. ¥4 0.035 mmol FUARZAT & K.
Bit ) NN-—F A FBAEE (DMF)F 8 25% %A E 30 24714 Fmoc &
. EEAMSBEFEFY, % Fmoc A BL(10 eq, 0.35 mmol). N, N-=H &
£ =T (DIC) (10 eq, 0.35 mmol),f= 1-2 K- K == (HOBt) (10 eq,
0.35 mmol)/ F DMF (1.4 mL). /A DMF #%i%/&, 7 DMF (1.26 mL)¥ 1%
/A Fmoc- £ % 8 (10 eq, 0.35 mmol). > RAEBK 2-(1-H- K5 =%-1-
#)-1,1,2,3-m9 F A B4 (HBTU) (8 eq, 0.28 mmol). HOBT (10 eq, 0.35
mmol),fe = F & & T (DIEA) (20 eq, 0.7 mmol)#ATRBIK. % ACT
396° % kA BB AEA AT TEHYREEH: (1) A DMF %k, (A
DMF ¥ &) 25 % %A 30 2-47H3 Fmoc &3 %, (3) A DMF #ik,

(4) 7 DIC #= HOBT A/ F A Fmoc £ X 8183 1 )&, (5) A DMF
2%, (6) /£ HBTU. HOBt #= DIEA A F A H % 4 ¥48F ¢ Fmoc &
EBAABEE 1 AT, ARBAFHIKF 5 R A BRAE . KRR ER
B & Fmoc-#R 47 £5, #1148 DMF =& T (DCM) L5 ARAE.

A T AR, BREA TFA. H,O Fo = F & A F A(TIS) (viviv:

90/6.2/3.8) 8% (1.5 mL)E T B TAE 2 o of, AR IR R EIA 30
mL 8 ¥ . B 5 SKERRY. i~ SR ENRT mL)F it
A 2N NHLHCO; AP KiER Y pH £~7.5. EEETRERTFERER
72 B, B AR %] & HPLC % % LA Cis DYNAMAX-100® A’ (4 x 43 cm)
(Varian®, Walnut Creek, CA)SLAT#F 644 = 4. 12/ 85% A:15% B 2|
30% A:70% B ¥ KA E BLAET 4 108, - F Ah 0.1% TFA KiER&,
B # 0.1% TFA TAEER, BiE454 HPLC R A H BAFSH LY
B AR B AT 4238] 103 mg Q7% 5 )4 & E4R. 1£8 HPLC 5474k
EHALERAHAY 88%. L RHEFHAEESI-MS)SHFE] 1073.6 94
F& (510743 HE RS TE—K).
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%345 2.  Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH, SEQ
ID NO:6

# Applied Biosystems® (Foster City, CA) 430A %! k& BAXL L& AT
Mk, PrRA s 2K A Finik Boc % B8RS . JL Schnolzer, ¥
A, Int. J. Peptide Protein Res., 40:180 (1992). 4/ 27 0.91 mmol/g BRAX
8 4-F X =K F A B (MBHA) # % (Peninsula®, Belmont, CA). %/ # Boc
%4t B (Novabiochem®, San Diego, CA and Chem-Impex®, Wood Dale, IL)
# : Boc-Cha-OH. Boc-Asp(OFm)-OH. Boc-His(DNP)-OH. Boc-D-Phe-OH.
Boc-Arg(Tos)-OH Boc-Trp(For)-OH . Boc-Gaba-OH, #=
Boc-Lys(Fmoc)-OH. ¥A 0.20 mmol ALAE#RATA AR, #LA 100% TFA &
3 2 x 1 94F% % Boe £ H. 4% Boc &8 (2.5 mmol) A HBTU (2.0 mmol)
#= DIEA (1.0 mL)Z& 4 mL DMF F fEAH1BEK, RFL T K - #IE
TFA 3. 123018 A 5 4-4F.

b3
Boc-Asp(OFm)-His(DNP)-D-Phe-Arg(Tos)-Trp(For)-Gaba-Lys(Fmoc)-MB
HA Efs iy, ¥k -RBEBIAEHBREGREEEY. FAMRNE
kA% A DMF ¥ 89 25 % %=2 & & 15 24, A DMF #%#%, £/ DMF (2 mL)
o g4 55 R BLE - = bR %48 (PyBrOP) (6 eq, 0.3 mmol). DIEA (1 mL),
Fo 4-(=F A £ L)1 (DMAP) (24 mg)d&3h 12 . A DMF %i%%,
FeAtAS A 100% TFA &Kk, SRLE 2 N8, A DMF # DCM %%,
R EBJETF IR, 1/4 4K - #08(0.05 mmol) A F F A& DMF ¥ ¢ HBTU (9
eq, 0.45 mmol)#= DIEA (0.25 mL)# /£ F A Boc-Cha-OH (10 eq, 0.5 mmol)
1232 10 247, A 100 % TFA = RFFHK, HRY 244, R/5H DMF %
Ak - RHE . i i A DMF % 4 L8 BT (40 eq, 2.0 mmol)# DIEA (20 eq, 1.0
mmol)& Mg 1 PETRTRENHR TR, A DMF ®iKkE, ¥MEA
DMF ¥ # 20% 34 Z85/10% DIEA BRKALE, FRAEEF LY 30 4,
VAR 48 BB MI4E L ¢ DNP A H . @it A 15% LEEAR/15%7K/ 70% DMF
EREAHAR, FRES 3024, REERBRAM4EE L TBA, K-
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#HA8 FAl DMF #= DCM 2o ta R TR, B 44 1mL X FRAZH%
#5855 (30 mg)# 10 mL HF F 0°C THIE - B8 75 24P AT R 1 1R
# it A AR HF. A 86 x 10 mL)Ze &M RS 7 A 4N HOAc (6 x 10
mL)F X,

J2 BAR &) &1k & R %48 E AT HPLC ) L12 i AR VYDAC® Cys A (Nest
Group®, Southborough, MA)#i b K IR & 64 BKRA Y. A St A

(40 48R 10% %) 50 % #9357 B) ¥A 10 mL/&-4P e R el F (R
A=A 0.1% TFA #47K; HR B=2H 0.1% TFA ¥4 TH) . KRALHIT
Bt 5 HPLC &, 244 EHHEN AT, 53] 51mg 6 & B
K, EEH 89%. £F ot HPLC 24T LLEN 94.5%. MR #
AL(MS(ES))S HAT1F 2| 9-F &4 1148.5( 5 11483 ¢ e T EH—H).

AARBIARA R AR EUT Lk — AT fo/ R AT & F AT F
HATF AR T R, TUARERLA G, ok 1A F 1B TH#iEH
e .

AL BRBEAA R £AATF LR — AT Fo/ R AW & Kb+ 1
HATFE S BT B, TABERAKA YLLK, R 1A F 1B THEH
e .

IR LR SEHTRTIAFE T &K

Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-p-Ala-Lys)-NH;; SEQ ID NO:1

Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-A6c-Lys)-NH,; SEQ ID NO:1

Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-NH,; SEQ ID NO:2

D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-NH,; SEQ ID NO:3

D-Phe-c¢(Cys-His-D-Phe-Arg-Trp-p-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:3

D-Phe-¢(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-NH,; SEQ ID
NO:3

Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH;; SEQ ID NO:2

Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-NH;; SEQ ID NO:4
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Ac-A6c-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,;  SEQ ID NO:3
Ac-D-2-Nal-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:6
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:6
Ac-Nle-c(Cys-p-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
Ac-Nle-¢(Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
Ac-Nle-c¢(Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
Ac-Nle-¢(Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:7
Ac-Nle-¢(D-Cys-Ala-His-D-Phe-Arg-Trp-Cys)-NHy; SEQ ID NO:8
Ac-Nle-¢(D-Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-¢(D-Cys-p-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:8
Ac-Nle-¢(D-Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:8
Ac-Nle-c(D-Cys-Aib-His-D-Phe-Arg-Trp-Cys)-NH>; SEQ ID NO:8
Ac-Nle-¢(D-Cys-Gly-His-D-Phe-Arg-Trp-Cys)-NH,;;  SEQ ID NO:8
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID NO:9
Ac-Nle-¢(Cys-p-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID NO:9
Ac-Nle-¢(Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH,; SEQ ID NO:9
Ac-Nle-c(Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH,;; SEQ ID NO:9
Ac-Nle-c(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys)-NH,;; SEQ ID NO:9
Ac-Nle-c(D-Cys-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID NO:10
Ac-Nle-¢(D-Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH;; SEQ ID
NO:10 |
Ac-Nle-¢(D-Cys-g-Ala-His-D-Phe-Arg-Trp-D-Cys)-NH,; SEQ ID
NO:10
Ac-Nle-¢(D-Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH,; SEQ ID
NO:10
Ac-Nle-¢(D-Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-NH,; SEQ ID NO:10
Ac-Oic-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
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Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-Nip-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-hPro-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-hLeu-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-Phe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH2;SEQ ID NO:11
Ac-D-Phe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID NO:11
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
iE T Bt & -Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID
NO:12
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-f-hMet-¢(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH,; SEQ ID
NO:11
Ac-Gaba-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:11
Ac-Cha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH;; SEQ ID NO:13
Ac-hCha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH;; SEQ ID NO:13
Ac-Leun-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,; SEQ ID NO:13
Ac-hLeu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH,; SEQ ID NO:13
Ac-Phe-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)-NH;; SEQ ID NO:13
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-D-Ala-Lys)-NH,; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-p-Ala-Lys)-NH;; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Gaba-Lys)-NH;; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Aha-Lys)-NH;; SEQ ID NO:14
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Apn-Lys)-NH;; SEQ ID NO:14
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys)-NH;; SEQ ID NO:15
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-NH;; SEQ ID NO:15
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-NH;; SEQ ID NO:15
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Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-$-Ala-Cys)-NH;; SEQ ID NO:15

Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-NH;; SEQ ID NO:15

Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID NO:16

Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-NH;; SEQ ID
NO:16

Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-NHp; SEQ ID
NO:16

iE T Bt A& -Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH;; SEQ ID
NO:17

iE T Bt & -Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ 1D
NO:17

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys)-NH;; SEQ ID NO:18

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-1-Nal-Cys)-NH,; SEQ ID NO:18

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Bal-Cys)-NH;; SEQ ID NO:18

Ac-Nle-¢(Cys-D-Glu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:61

Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-D-Ala-Lys)-NH,;  SEQ ID NO:19

Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-NH;; SEQ ID NO:20

Ac—Nle-c(Peh-D-Ala—His-D-Phe-Arg-Trp-Cys)—NHz; SEQ ID NO:21

Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:22

Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH,;;  SEQ ID NO:22

D-Phe-c(Cys-His-D-Phe-hArg-Trp-B-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:23

D-Phe-c¢(Cys-His-D-(Et) Tyr-Arg-Trp-p-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:24

D-Phe-¢(Cys-His-D-Phe-Arg-Bip--Ala-D-Cys)-Thr-NH,; SEQ ID
NO:25

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Trp-p-Ala-D-Cys)-Thr-NH,; SEQ
ID NO:24
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D-Phe-¢(Cys-His-D-Phe-hArg-Bip-p-Ala-D-Cys)-Thr-NH,; SEQ ID
NO:26

D-Phe-c(Cys-His-D-(Et)Tyr-hArg-Bip-p-Ala-D-Cys)-Thr-NH; SEQ
ID NO:26

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly-Cys)-NH;;  SEQ  ID
NO:54

Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Ala-Cys)-NH,; SEQ ID
NO:54

Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-p-Ala-Cys)-NH;; SEQ ID
NO:54

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID
NO:54

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Apn-Cys)-NH;;  SEQ ID
NO:54

Nle-c¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH,; SEQ ID NO:27

Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Trp-Lys)-NH;;  SEQ ID NO:28

Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Lys)-NH;; SEQ ID NO:28

Ac-¢(Cys-Glu-His-D-Phe-Arg-Trp-Ala-Cys)-NH;; SEQ ID NO:55

Ac-¢(Cys-Glu-His-D-Phe-Arg-2-Nal-Ala-Cys)-NH;; SEQ ID NO:55

Ac-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-Cys)-NH,;  SEQ ID NO:56

Ac-¢(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Ala-Cys)-NH,; SEQ ID NO:56

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-Cys)-NH;;  SEQ  ID
NO:57

Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-p-Ala-Cys)-NH;; SEQ ID
NO:57

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID
NO:57

Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29
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Ac-Nle-¢(Cys-D-Abu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-c(Cys-D-Val-His-D-Phe-Arg-Trp-Cys)-NH;;  SEQ ID NO:30
Ac-Nle-c(Cys-D-Ile-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Tle-His-D-Phe-Arg-Trp-Cys)-NH,; SEQ ID NO:30
Ac-Nle-¢(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:31
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH;; SEQ ID NO:32
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Pen)-NH;; SEQ ID NO:32
Ac-Leu-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,;  SEQ ID NO:33
Ac-Cha-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Ac-Tle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;;SEQ ID NO:33
Ac-Val-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:33
Ac-2-Nal-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:34
Phe-c¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:34
Ac-Nle-¢(Cys-3-Pal-D-Phe-Arg-Trp-Gaba-Cys)-NH,; SEQ ID NO:33
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:36
Ac-Nle-c¢(Cys-His-Phe-Arg-D-Trp-Gaba-Cys)-NH,; SEQ ID NO:37
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH,; SEQ ID
NO:58
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Ala-Lys)-NH,; SEQ ID NO:38
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-$-Ala-Lys)-NH;; SEQ ID NO:38
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Gaba-Cys)-NH;; SEQ ID NO:39
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Ahx-Cys)-NH; SEQ ID NO:39
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:40
Ac-Cha-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys)-NH;; SEQ ID NO:40
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Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-f-Ala-Lys)-OH; SEQ ID NO:41
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-OH; SEQ ID NO:42
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-Thr-OH; SEQ ID
NO:43
D-Phe-c(Cys-His-D-Phe-Arg-Trp--Ala-D-Cys)-Thr-OH; SEQ ID
NO:43
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-OH; SEQ ID
NO:43
Ac-Nle-c¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-OH; SEQ ID NO:42
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-OH; SEQ ID NO:41
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:29
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44

Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH; SEQ ID NO:44
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-OH;  SEQ ID
NO:44
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys)-OH; SEQ ID NO:45
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)-OH; SEQ ID NO:43
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-p-Ala-Cys)-OH; SEQ ID NO:45
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cys)-OH; SEQ ID NO:43
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-OH; SEQ ID NO:46
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-Cys)-OH; SEQ ID NO:46
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-Cys)-OH; SEQ ID NO:46
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys)-OH; SEQ ID NO:46
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Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Cys)-OH; SEQ ID NO:47
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-OH; SEQ ID NO:29
Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:30
Ac-D-Arg-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH;; SEQ ID NO:50
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:51
Ac-D-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH;; SEQ ID NO:52
Ac-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH,;  SEQ ID NO:52
Ac-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH;; SEQ ID NO:51
Ac-D-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH;; SEQ ID NO:53
Ac-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-NH;; SEQ ID NO:33
Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH;; SEQ ID NO:49

Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-OH SEQ ID NO:48.
AATIRIEARA RAEA FAT L — AT Fo/ R AL AT & 345 F R
WATF SR ER, TARERLA WK, R 1A I 1B FHEH

weH .

A IAFIB- I ERFTENSTERLE

A 1A
B 1Y)y SEQ
e &F 2F |4E |ID
b4 ® NO:
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-f#-Ala-Lys) SEQ
c-Nle-c(Asp-His-D-Phe-Arg-Trp-f#-Ala-Lys)-
P g=irp y 1095.27 | 1095.2 | 96.4 |ID
NH,
NO:1
. SEQ
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-A6c¢c-Lys)-N 1149.0
1149.36 96 ID
H, 5
NO:1
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SE
Ac-Nle-c¢(Cys-His-D-Phe-Arg-Trp-Ahx-Cys)-N Q
1116.38 | 1115.8 | 98 1D
H,
NO:2
. SEQ
D-Phe-c(Cys-His-D-Phe-Arg-Trp-Ala-D-Cys)-
1167.38 | 1167.3 | 99 ID
Thl’-NHz
NO:3
D-Phe-c(Cys-His-D-Phe-Arg-Trp-f-Ala-D-Cys) SEQ
-Phe-c¢(Cys-His-D-Phe-Arg-Trp-f-Ala-D-Cys
Y glrp ¥ 11167.38 {11675 |93 | ID
-Thr-NH,
NO:3
. SEQ
D-Phe-c¢(Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)
1181.41 | 1181.9 | 99 ID
-Thr-NH,;
NO:3
Ac-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-N SEQ
c-Nle-c(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-
Y EPAPREYO 1110235 (1103 (99 |
H,
NO:2
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-N SEQ
c-Nle-c(Asp-His-D-Phe-Arg-Trp-Apn-Lys)-
P gl rp-apn-Ly 1123.32 | 1123.9 | 99 ID
H,
NO:4
. SEQ
Ac-A6c-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-
1121.31 |1121.2 |93 ID
NH,
NO:5
: SEQ
Ac-D-2-Nal-c(Asp-His-D-Phe-Arg-Trp-Gaba-L
1193.37 | 1193.2 (92.6 {ID
ys)-NH,
NO:6
. SEQ
Ac-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-
1149.36 | 1149.4 (945 |ID
NH,,
NO:6
. SEQ
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)-
1109.3 11109.2 |915 |ID
NH,
NO:6
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SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-
N;I e-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cysy | 10105 | 107456 | 983 |ID
2 NO:7
Ac-Nle-¢(C Ala-His-D-Phe-Arg-Trp-Cys) SEQ
-Nle- -B-Ala-His-D-Phe-Arg-Trp-Cys)-
¢-Nle-c(Cys-f-Ala-His BRIV 110743 10744 (91 |ID
NH,
NO:7
SEQ
Ac-Nle-c¢(Cys-Gaba-His-D-Phe-Arg-Trp-Cys)-
1088.32 | 1088.4 | 93 ID
NH,
NO:7
. SEQ
Ac-Nle-¢(Cys-Aib-His-D-Phe-Arg-Trp-Cys)-N
1088.32 | 1088.4 | 80 ID
H,
NO:7
Ac-Nle-¢(Cys-Gly-His-D-Phe-Arg-Trp-Cys)-N SEQ
-Nle- s-Gly-His-D-Phe-Arg-Trp- -
ey e IR YN 1060.27 [1060.4 |90 | ID
H,
NO:7
: SEQ
Ac-Nle-c(D-Cys-Ala-His-D-Phe-Arg-Trp-Cys)-
10743 |1074.4 |93 1D
NH,
NO:8
: SEQ
Ac-Nle-¢(D-Cys-D-Ala-His-D-Phe-Arg-Trp-Cy
10743 |1074.4 | 81 ID
S)-NHZ
NO:8
. SEQ
Ac-Nle-¢(D-Cys-p-Ala-His-D-Phe-Arg-Trp-Cys
1074.3 [1074.4 | 92 ID
)-NH,
NO:8
. SEQ
Ac-Nle-¢(D-Cys-Gaba-His-D-Phe-Arg-Trp-Cys
1088.32 | 1088.4 | 94 ID
)-NH,
NO:8
N SEQ
Ac-Nle-¢(D-Cys-Aib-His-D-Phe-Arg-Trp-Cys)-
1088.32 | 1088.4 | 91 ID
NH,
NO:8

85



200910174061. 9 B 5E55/147TH

SEQ
Ac-Nle-c(D-Cys-Gly-His-D-Phe-Arg-Trp-Cys)-
e-Nle-e(D-Cys-Gly-His ETP-CYS) | 1060.27 [1060.4 [96 | ID
NH,
NO:8
SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Cy
10743 | 1074.4 | 66 ID
s)-NH,
NO:9
Ac-Nle-c(C Ala-His-D-Phe-Arg-Trp-D-C SEQ
-Nle- s-B-Ala-His-D-Phe-Arg-Trp-D-Cys
e-Nle-c(Cys-§ SORCATEIIPTYS 1 10743 [10742 (94 |ID
)-NH;
NO:9
SEQ
Ac-Nle-¢(Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys
1088.32 | 1088.2 | 93 ID
)-NH,
NO:9
SEQ
Ac-Nle-¢(Cys-Aib-His-D-Phe-Arg-Trp-D-Cys)-
1088.32 | 1088.4 | 90 ID
NH, '
NO:9
Ac-Nle-¢(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys) SEQ
c-Nle-¢(Cys-Gly-His-D-Phe-Arg-Trp-D-Cys)-
Y elp y 1060.27 | 1060.4 | 91 ID
NH,
NO:9
SEQ
Ac-Nle-¢(D-Cys-Ala-His-D-Phe-Arg-Trp-D-Cy ID
10743 | 1074.4 | 65
s)-NH, NO:1
0
SEQ
Ac-Nle-¢(D-Cys-D-Ala-His-D-Phe-Arg-Trp-D- ID
10743 [ 1074.2 | 93
Cys)-NH, NO:1
0
SEQ
Ac-Nle-c(D-Cys-f-Ala-His-D-Phe-Arg-Trp-D- ID
1074.3 | 1074.4 | 92
Cys)-NH, NO:1
0
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SEQ
Ac-Nle-¢(D-Cys-Gaba-His-D-Phe-Arg-Trp-D- 1D
1088.32 | 1088.4 | 90
Cys)-NH, NO:1
0
SEQ
Ac-Nle-c(D-Cys-Aib-His-D-Phe-Arg-Trp-D-Cy ID
1088.32 | 1088 |95
s)-NH, NO:1
0
SEQ
Ac-Oic-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- ID
¢-Oic-c(Asp-His-D-Phe-Arg-Trp ¥S¥ | 114735 | 1147.4 | 97.5
NHZ NO:1
1
SEQ
Ac-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- ID
¢-Chg-c(Asp-Ih -1rP ¥ | 113533 | 1135.1 | 99
NH, NO:1
1
SEQ
Ac-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys ID
1163.39 | 1163.4 | 99
)-NH, NO:1
1
SEQ
Ac-D-Cha-c(Asp-His-D-Phe-Arg-Trp-Gaba-Ly ID
1149.36 | 1149.2 | 99
s)-NH, NO:1
1
SEQ
Ac-Nip-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- ID
ip-e(Asp &P ¥ | 110728 |1107 | 989
NH, NO:1
1
SEQ
Ac-hPro-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys) ID
1107.28 | 1107.4 | 99
-NH, NO:1
1
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SEQ
Ac-hLeu-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys) ID
1123.32 | 1123.2 |99
-NH, NO:1
1
SEQ
Ac-D-hCha-c(Asp-His-D-Phe-Arg-Trp-Gaba-L ID
1163.39 | 1163.6 | 94
ys)-NH, NO:5
9
SEQ
Ac-Phe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys)- ID
1143.31 | 1143.3 1 96.9
NHz NO:1
1
SEQ
Ac-D-Phe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Ly ID
1143.31 | 1143.3 | 96.5
s)-NH, NO:1
1
SEQ
Ac-D-Chg-c(Asp-His-D-Phe-Arg-Trp-Gaba-L ID
g-c(Asp eirp y 1135.33 {11354 | 99
s)-NH, NO:1
1
SEQ
n-Butyryl-Cha-c(Asp-His-D-Phe-Arg-Trp-Gab ID
oy (Asp erp 1177.41 | 1177.5 | 88.6
a-Lys)-NH, NO:6
0
SEQ
Ac-hPhe-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys ID
(Asp & iP ys) 1157.34 | 1157.2 |70
-NHZ NO:1
1
SEQ
Ac-p-hMet-c(Asp-His-D-Phe-Arg-Trp-Gaba-L ID
1141.36 | 1141.2 | 89
ys)-NH; NO:1
1
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SEQ
Ac-Gaba-c(Asp-His-D-Phe-Arg-Trp-Gaba-Lys ID
1081.24 | 1080.9 | 92.5
)-NH, NO:1
1
SEQ
Ac-Cha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-L ID
¢-Cha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys) |2 13 111352 |85
-NHZ NO:1
3
SEQ
Ac-hCha-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys ID
1149.36 | 1149.1 | 87
)-NH, NO:1
3
SEQ
Ac-Leu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)- ID
c-Leu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)- | 12 27 | 1095.4 | 98.6
NH2 NO:1
3
SEQ
Ac-hLeu-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys ID
1109.3 |1109.2 | 93.8 '
)-NH, NO:1
3
SEQ
Ac-Phe-c(Asp-His-D-Phe-Arg-D-Trp-Ala-Lys)- ID
1129.29 | 1129.2 | 81.9
NH, NO:1
3
SEQ
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-D-Ala-Ly ID
1095.27 | 1095.3 | 97
s)-NH, NO:1
4
SEQ
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-p-Ala-Lys ID
(Asp 8 p-p y 1095.27 | 1095.3 | 82
)-NH, NO:1
4
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SEQ
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Gaba-Lys ID
1109.3 |1109.1 {99
)-NH, NO:1
4
SEQ
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Aha-Lys)- ID
1137.35 | 1137.4 | 98
NH, NO:1
4
SEQ
Ac-Nle-c(Asp-His-D-Phe-Arg-D-Trp-Apn-Lys ID
¢-Nle-c(Asp-His g-D-Trp-Apn-Lys) | 0332 | 11233 | 973
-NHZ NO:1
4
SEQ
Ac-Nle-¢(Cys-His-D-Phe-Arg-D-Trp-Apn-Cys ID
¢-Nle-e(Cys-His rg-D-Trp-Apn-Cys) | 10235 [1102 |99
-NHz NO:1
5
SEQ
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Gaba-Cys ID
1088.32 | 1087.8 | 97
)-NH, NO:1
5
SEQ
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-Ahx-Cys)- ID
(©y 8 P ¥s) 1116.38 | 1116.2 | 99
NH, NO:1
5
SEQ
Ac-Nle-c¢(Cys-His-D-Phe-Arg-D-Trp-f-Ala-Cys ID
(Cy 8 ph y 1074.3 |1073.8 | 99.9
)-NH, NO:1
5
SEQ
Ac-Nle-c(Cys-His-D-Phe-Arg-D-Trp-D-Ala-Cy ID
1074.3 | 1073.8 | 99.9
s)-NH, NO:1
5
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SEQ
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys ID
1124.36 1 1123.6 | 96.1
)-NH, NO:1
6
SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Arg-2-Nal-C ID
1135.38 | 1134.5 | 99.1
ys)-NH, NO:1
6
SEQ
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-1-Nal-C ID
1135.38 | 1134.6 | 94.8
ys)-NH, NO:1
6
SEQ
nButanoyl-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-2- ID
1113.37 | 1112.6 | 95.7
Nal-Cys)-NH, NO:1
7
SEQ
nButanoyl-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Tr D
1102.35 | 1101.5 | 99.9
p-Cys)-NH, NO:1
7
SEQ
Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Cys ID
1085.32 | 1084.4 | 97.7
)-NH; NO:1
8
SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-1-Nal-Cys ID
1085.32 | 1084.5 | 96.6
)-NH; NO:1
8
SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Bal-Cys)- ID
1091.35 | 1090.4 | 96.2
NH, NO:1
8
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SEQ
Ac-Nle-¢(Cys-D-Glu-His-D-Phe-Arg-Trp-Cys)- ID
1132.33 | 1131.5 { 99.9
NH, NO:6
1
SEQ
Ac-Nle-c(Asp-His-D-Phe-Arg-Trp-D-Ala-Lys)- ID
1095.27 | 1094.6 | 99.9
NH2 NO:1
9
SEQ
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Bal-Cys) ID
1141.41 | 1140.5 | 95.6
-NH, NO:2
0
SEQ
Ac-Nle-c -D-Ala-His-D-Phe-Arg-Trp-Cys)- ID
c-Nle-e(Pen e Tr-CYs; | 10235 | 11016 | 99.9
NH, NO:2
1
SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)- 1D
1102.35 | 1101.6 | 99.9
NH, NO:2
2
SEQ
Ac-Nle-c(Pen-D-Ala-His-D-Phe-Arg-Trp-Pen)- ID
1130.4 | 1129.6 | 99.9
NH, NO:2
2
SEQ
D-Phe-¢(Cys-His-D-Phe-hArg-Trp-p-Ala-D-C ID
(Cy e-Tre-p Y 1 1181.41 | 1181.7 | 96.9
s)-Thr-NH, NO:2
3
SEQ
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-p-Ala-D- ID
©y EOTyr-Arg-Trp-p-Ala-D- | ) 1143 | 12117 | 97.1
Cys)-Thr-NH, NO:2
4
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SEQ
D-Phe-c(Cys-His-D-Phe-Arg-Bip-f-Ala-D-Cys ID
e-¢(Cys-His-D-Phe-Arg-Bip-f-Ala-D-Cys) | )5, 44 | 1204.6 | 99
-Thr-NH, NO:2
5
SEQ
D-Phe-c¢(Cys-His-D-(Et)Tyr-hArg-Trp-p-Ala-D ID
e-o(Cys-His-D-(EOTyr-hArg-Trp-p 1225.46 | 1225.7 | 97
-Cys)-Thr-NH, NO:2
4
SEQ
D-Phe-c(Cys-His-D-Phe-hArg-Bip-p-Ala-D-C ID
e-¢(Cys-His-D-Phe-hArg-Bip-p-Ala-D-Cys | 1 1847 | 12188 | 99
)-Thr-NH, NO:2
6
SEQ
D-Phe-¢(Cys-His-D-(Et)Tyr-hArg-Bip-f-Ala-D ID
e-c(Cys-His-D-(EOTy g-Bip-p 1262.52 | 1263 |99
-Cys)-Thr-NH, NO:2
6
SEQ
Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gly- ID
1131.35 | 1131.2 | 96.8
Cys)-NH, NO:5
4
SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-D-Ala ID
1145.37 | 1145.3 | 96.4
-Cys)-NH, NO:5
4
SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-p-Ala ID
1145.37 | 1145.2 | 98.2
-Cys)-NH, NO:5
4
SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba ID
1159.4 | 1159.2 | 95.1
-Cys)-NH, NO:5
4
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SEQ
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Apn- ID
e-Nle-c(Cys-D-Ala-Hh B 117343 | 11733 | 96.8
Cys)-NH, NO:5
4
SEQ
ID
Nle-¢(Cys-His-D-Phe-Arg-Trp-Apn-Cys)-NH, | 1060.31 | 1060.3 | 98.5 NO:2
7
SEQ
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Trp-Lys)- ID
1095.27 | 1094.7 | 96.2
NH, NO:2
8
SEQ
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Lys)- ID
1112.32 | 1111.7 | 96.5
NH, NO:2
8
SEQ
Ac-¢(Cys-Glu-His-D-Phe-Arg-Trp-Ala-Cys)-N ID
1090.25 | 1089.6 | 99.9
Hz NO:5
5
SEQ
Ac-¢(Cys-Glu-His-D-Phe-Arg-2-Nal-Ala-Cys)- ID
1101.27 | 1100.6 | 98.3
NH, NO:5
5
SEQ
Ac-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-Cys)- ID
1032.22 [ 1031.5 | 95.2
NH, NO:5
6
SEQ
Ac-c¢(Cys-D-Ala-His-D-Phe-Arg-2-Nal-Ala-Cys ID
1043.24 | 1042.5 | 95.6
)-NH, NO:5
6
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SEQ
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Ala-C ID
¢-Nle-c(Cys-D-Ala-Tlis-D-Fhe-Arg-1rPp 1144.39 | 1144.6 | 95.3
ys)-NH, NO:5
7
SEQ
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-p-Ala ID
¢-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-p-Al | 1137 | 11446 | 97.3
-Cys)-NH, NO:5
7
SEQ
Ac-Nle-c(Cys-D-Ala-His-D-Phe-Arg-Trp-Gaba ID
‘ 1158.41 | 1158.6 | 96.5
-Cys)-NH, NO:5
7
SEQ
Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)- ID
1103.33 [ 1103 | 99.9
OH NO:2
9
SEQ
Ac-Nle-¢(Cys-D-Abu-His-D-Phe-Arg-Trp-Cys) ID
1088.32 | 1087.6 | 99.9
-NHZ NO:3
0
SEQ
Ac-Nle-¢(Cys-D-Val-His-D-Phe-Arg-Trp-Cys)- ID
1102.35 | 1101.7 | 99.9
NH, NO:3
0
SEQ
Ac-Nle-c(Cys-D-Ile-His-D-Phe-Arg-Trp-Cys)- ID
(Cy ETPCYs) | 11638 | 1115.7 | 999
NHZ NO:3
0
SEQ
Ac-Nle-¢(Cys-D-Leu-His-D-Phe-Arg-Trp-Cys)- ID
(Cy g-Trp-Cys) 1116.38 1115.8 | 97.4
NH, NO:3
0

95



200910174061. 9 oo 5Ee5/147m

SEQ
Ac-Nle-c(Cys-D-Tle-His-D-Phe-Arg-Trp-Cys)- ID
¢-Nle-¢(Cys-D-Tle eTrp-Cys) | 11638 | 11155 | 965
NH, NO:3
0
SEQ
Ac-Nle-¢(Cys-D-Cha-His-D-Phe-Arg-Trp-Cys)- ID
1156.44 | 1155.6 | 96.4
NH, ‘ NO:3
0
SEQ
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Cys)- ID
1116.38 | 1115.7 |95
NH, NO:3
1
SEQ
Ac-Nle-c¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)- ID
1116.38 | 1115.5 | 99.9
NH, NO:3
2
SEQ
Ac-Nle-c(Pen-His-D-Phe-Arg-Trp-Gaba-Pen)- ID
1144.43 | 1144 |99.9
NH2 NO:3
2
SEQ
Ac-Leu-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- ID
1088.32 | 1088 | 96.7
NH, NO:3
3
SEQ
Ac-Cha-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- ID
(Cy grp Y& | 112839 |1128.4 | 958
NH, NO:3
3
SEQ
Ac-Tle-¢c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-N ID
1088.32 | 1088.4 | 95
H, NO:3
3
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SEQ
Ac-Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- ID
1122.34 [ 1122 | 95.2
NH, NO:3
3
SEQ
Ac-Val-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)- ID
10743 | 1074.6 | 95.4
NH, NO:3
| 3
SEQ
Ac-2-Nal-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Cys ID
1172.4 [ 1172.2 | 95.2
)-NH, NO:3
3
SEQ
ID
NO:3
4
SEQ
ID
NO:3
4
SEQ
Ac-Nle-¢(Cys-3-Pal-D-Phe-Arg-Trp-Gaba-Cys) D
1099.35 | 1099.6 | 96.6
-NH2 NO:3
5
SEQ
Ac-Nle-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)- ID
1075.28 | 1075.2 | 99.9
OH NO:3
6
SEQ
Ac-Nle-¢(Cys-His-Phe-Arg-D-Trp-Gaba-Cys)- ID
1088.32 {1088 |95.8
NH, NO:3

7

Nle-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, | 1046.29 | 1046.4 | 97.6

Phe-c(Cys-His-D-Phe-Arg-Trp-Gaba-Cys)-NH, | 1080.3 | 1080 |95.8
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SEQ
Ac-Nle-c(Asp-D-Ala-His-D-Phe-Arg-Bal-Ala-L 1182.8 ID
11834 99.9
ys)-NH, 5 NO:5
8
SEQ
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-Ala-Lys)- 1D
c-Nle-c(Asp-Hh gTrp-Ala-Lys) | 14533 1145 |99.99
NH, NO:3
8
SEQ
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp-pAla-Lys)- ID
¢-Nle-c(Asp e-Trp-PAl-LYS): | 14533 | 1145 [99.99
NH, NO:3
8
SEQ
Ac-Nle-c(Cys-His-D-2-Nal-Arg-Trp-Gaba-Cys) ID
1138.38 | 1137.8 | 99.99
-NH, NO:3
9
SEQ
Ac-Nle-¢(Cys-His-D-2-Nal-Arg-Trp-Ahx-Cys)- ID
e-e(Cy a-Are P Y | 1166.44 | 1166 |99
NH, NO:3
9
SEQ
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Ly ID
1207.4 |1206.9 | 99
s)-NH, NO:4
0
SEQ
Ac-Cha-c(Asp-His-D-2-Nal-Arg-Trp-Gaba-Lys ID
1199.42 | 1198.8 | 100
)-NH, NO:4
0
SEQ
Ac-Arg-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)- ID
g-e(Cy eTre-Cysr | 1173 | 11169 | 95.10
NH, NO:5
0
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SEQ
Ac-D-Arg-c(Cys-D-Ala-His-D-Phe-Arg-Trp-C ID
¢-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg=trp-ty | 111733 | 1116.8 | 99.2
s)-NH, NO:5
0
SEQ
Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pe ID
1145.38 | 1144.9 | 96.4
n)-NH, NO:5
1
SEQ
Ac-D-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pe ID
1159.41 | 1158.9 | 99.9
n)-NH, NO:5
2
SEQ
Ac-Arg-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)- ID
c-Arg-e(Cys-Hi e y ) 1159.41 | 1159.1 | 99
NH, NO:5
2
SEQ
Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)- ID
ge(Cy -1TP ) 1145.38 | 1145.1 | 99
NH2 NO:5
1
SEQ
Ac-D-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)- ID
g-e(Asp e Trp-Ala-Lysy | 11383 | 11380 | 98.0
NH, NO:5
3
SEQ
Ac-Arg-c(Asp-His-D-Phe-Arg-Trp-Ala-Lys)-N ID
g-e(Asp &=lrp ¥s) 1138.3 | 1138.1 |99.0
H, NO:5
3

# 1B
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a4 B | kKB (4 |SEQ
>F |#F | K |ID
¥ ¥ NO:
SEQ
1167 | 1167
Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, 39 10 99,9 ID
' ' NO:49

Lk 3. ARIERR

TARE T E AT EMNRXALAORESPEL TR IFERAER
IR BAR i E MR, RATBBARAR Ko AN FARALATEGTRTUR T
B ZARE PGS ME BRRE RS T HEETEH,

BAf AR 2E ST

MAEE £ ik hMC-R ZALZH 1. 3. 4 X 5 H44 H CHO-K1 @ /efF
A TR SR ARNEZH B, FALAB Y hMCR ALY
CHO-K1 0 8 /2 2K F4 4 50 mM Tris-HCl ( pH 7.4 )% A& % & 2 (Branson®
RE 7, 8 30 F)REEL 4CTFRA 39,000 g &S 10 04F. HRRHESR
S AEARE b R F AL 4°C T A 50,000 g B S 10 947, SRENAH
R ) IR MR A A4 - 80°C.

AR AKE 9% LR T #E T [POTyrd)-(Ne*-D-Phe’)a-MSH
([***1]-NDP-a-MSH, Amersham Biosciences®)45 489 &4 ML 4], 4o Lik
H &4 @BBE(1-10 pg A R/IL)ESA 02%4 27 6 & @ (BSA). 5 mM
MgCl,. 1 mM CaCl, # 0.1 mg/mL #F 8 ;K5 3 Aok B 69 % X4 Fn
0.1-0.3 nM ['*I]-NDP-a-MSH #) 50 mM Tris-HCI(pH 7.4) ¥ £% 37CRF
# 90-120 4-4F. 128 Packard Filtermate® £ £ %, BEHLHR 0.1 % (wWiv)
% LM TR (PEL) 8 GF/C 3334 4 /845 (Unifilter®; Packard)iL /&4 & 4
A8 '*51]-NDP-o-MSH etk 5 53 & 64 ['1]-NDP-a-MSH. £% 0-4C# R
JETA 50 mM Tris-HCl (pH 7.4) %AREZ =K, REEA Packard
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Topcount® A Ji++ £ BRI Z AT M, Bidit HALH B 6 I K= )3 547 (XL
#h4-; IDBS) ST 45 6435

4 0 LR R KA EAF R EAR 2A. 2B 2 2C FHR
A% (Ki, YAnMEAT),

& 2A. 2B F22C — FTikibo-d #3550 M Be ik 4 A 2 43R

R 2A
Ki SEQ
Ki Ki
BM | BM Ki Ki hMC1- | ID
a4 c1 lcs hMC | h(MC | R/ NO:
| 7 |4R |5-R | MC4-
R |R
R
Ac-Arg-c(Cys-D-Ala-His-D-P | 3.8 |10 SEQ
C'Arg'; yé' )N’; e Sl |29 430 j19 D
- - r - s -
reAre T IpT YRR NO:50
: SEQ
Ac-D-Arg-¢(Cys-D-Ala-His- | 4.0 |12.
D-Phe-Arg-Trp-Cys)-NH { 1 1.76 {352 (2.3 ID
-Phe-Arg-Trp-Cys)-
TP YRR NO:50
. SEQ
Ac-D-Arg-¢(Cys-D-Ala-His- | 8.2 | 13.
2,78 | 816 |3.0 ID
D-Phe-Arg-Trp-Pen)-NH,; 9 3
NO:51
: SEQ
Ac-D-Arg-¢(Cys-His-D-Phe- | 3.9
172 [11.0 538 |0.36 ID
Arg-Trp-Gaba-Pen)-NH, 3
NO:52
: SEQ
Ac-Arg-¢(Cys-His-D-Phe-Ar | 1.8 | 20.
4.57 (502 |04 ID
g-Trp-Gaba-Pen)-NH; 1 5
NO:52
. SEQ
Ac-Arg-c(Cys-D-Ala-His-D- |9.6 | 22.
4.2 1900 (2.3 1D
Phe-Arg-Trp-Pen)-NH, 7 0
NO:51
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. . Ki SEQ
Ki | Ki . .
nM | BM Ki Ki hMC1- | ID
e hMC | hMC | R/ NO:
C1- | C3-
4-R |5-R | MC4-
R |R
R
Ac-D-Arg-c(Asp-His-D-Ph 0.7 |45 SEQ
Ac' . rg; I‘ip' EH © o |s |12t 493 |06 D
rg-Trp-Ala-Lys)-NH, NO:53
Ac-Arg-c(Asp-His-D-Phe-Ar | 0.6 |20 SEQ
-Arg- -His-D-Phe- . .
°T rgA: Ep);H oAt o |, |10t |783 07 |ID
- - a- S)-
grirp- ATy NO:53
% 2B
Ki SE
< Q
Ki M Ki WM hMC1 [ ID
o hMC hMC -R NO:
C3- Cs-
1-R 4-R /MC4-
R R
R
Ac-Nle-¢(Cys-D-Ala-His-D-2- | 114 1 63.9 |3.07 | 165 |37.1 SEQ
Nal-Arg-1-Nal-Cys)-NH; 7 ID
NO:16
Ac-Nle-¢(Cys-D-Ala-His-D-P | 11 26 |7.6 180 (1.4 SEQ
he-Arg-Trp-Cys)-NH; 0 ID
NO:7
D-Phe-c(Cys-His-D-(Et)Tyr- | 0.05 (9.3 |1.1 |29 |0.0 SEQ
Arg-Trp-p-Ala-D-Cys)-Thr- 1D
NH, NO:24
Nle-c(Cys-His-D-Phe-Arg-Tr [ 0.07 |41 [0.85 8.8 |0.1 SEQ
p-Apn-Cys)-NH; 1)
NO:27
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. . |Ki SEQ
ki ™ ki ™ |wmct |
G avc | ™ | hmc "M R NO:
1R | ar |S IMes
R R
R
Ac-Nle-¢(Cys-His-D-Phe-Arg [ 0.12 (10 [0.43 042 |03 SEQ
-Trp-Gaba-Pen)-NH, ID
NO:32
Nle-c(Cys-His-D-Phe-Arg-Tr [0.05 |1.3 |0.47 (0.2 |0.1 SEQ
p-Gaba-Cys)-NH, ID
NO:34
Ac-Nle-c¢(Asp-His-D-Phe-Arg | 0.099 | 931 |0.617 | 10.9 | 0.16 SEQ
-Trp-p-Ala-Lys)-NH, 6 8 ID
NO:1
Ac-Nle-¢(Cys-His-D-Phe-Arg |.0132 |16.1 (1.23 |0.35 | 0.11 SEQ
-Trp-Ahx-Cys)-NH,; 9 ID
NO:2
D-Phe-¢(Cys-His-D-Phe-Arg- | 0.207 | 43.2 | 2.58 | 344 |0.08 SEQ
Trp-p-Ala-D-Cys)-Thr-NH,; ID
NO:3
D-Phe-¢(Cys-His-D-Phe-Arg- | 0.420 | 106 [4.75 | 126 |0.09 SEQ
Trp-Gaba-D-Cys)-Thr-NH, 0 ID
NO:3
Ac-Nle-¢(Cys-His-D-Phe-Arg | 0.095 | 9.33 | 0.894 | 13.4 | 0.11 SEQ
-Trp-Apn-Cys)-NH, 1 ID
NO:2
Ac-Nle-c(Asp-His-D-Phe-Arg | 0.999 | 300 | 11.1 | 431 |0.09 SEQ
-Trp-Apn-Lys)-NH, ID
NO:4
Ac-Cha-c(Asp-His-D-Phe-Ar |0.106 {11.8 | 1.49 | 110  0.07 SEQ
g-Trp-Gaba-Lys)-NH, ID
NO:6
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] . Ki SEQ
ki X ki (X hvc |
- wvc | ™ favc |™ | r NO:
1R | 4R | | Mes-
R R
R
Ac-Nle-c(Asp-His-D-Phe-Arg | 0.050 | 9.89 | 1.04 |16.3 | 0.05 SEQ
-Trp-Gaba-Lys)-NH, 6 ID
NO:6
Ac-Chg-c(Asp-His-D-Phe-Ar | 0.884 | 223 |22.5 | 609 |0.04 SEQ
o-Trp-Gaba-Lys)-NH, 1D
NO:11
Ac-hCha-c(Asp-His-D-Phe-A | 0.721 | 93.5 | 56.0 | 747 |0.01 SEQ
rg-Trp-Gaba-Lys)-NH, ID
NO:11
Ac-D-Chg-c(Asp-His-D-Phe- | 0.227 | 14.5 {2.99 |164 |0.08 SEQ
Arg-Trp-Gaba-Lys)-NH, , ID
NO:11
Ac-hPhe-c(Asp-His-D-Phe-A | 0.277 | 25.2 [3.37 |203 |0.08 SEQ
rg-Trp-Gaba-Lys)-NH; ID
NO:11
Ac-Nle-¢(Cys-His-D-Phe-Arg | 0.323 | 14.1 | 1.96 |24.0 | 0.16 SEQ
-D-Trp-p-Ala-Cys)-NH, ID
NO:15
Ac-Nle-c(Pen-D-Ala-His-D-P |34.1 | 118 |17.0 |556 |2.01 SEQ
he-Arg-Trp-Cys)-NH; 0 ID
NO:21
Ac-Nle-¢(Cys-D-Ala-His-D-P |29.1 |22.8 |3.84 |255 |7.58 SEQ
he-Arg-Trp-Pen)-NH; 0 1D
NO:22
D-Phe-¢(Cys-His-D-Phe-hAr |0.442 123 {10.3 | 521 |0.04 SEQ
g-Trp-p-Ala-D-Cys)-Thr-NH ID
2 NO:23
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. | Ki SEQ
ki |9k |™ Mot D
e avc | ™ | wmc "M R NO:
1R | lar &% | Mcs
R R
R
D-Phe-c¢(Cys-His-D-Phe-Arg- | 5.80 | 337 |583 1113 |0.01 SEQ
Bip-p-Ala-D-Cys)-Thr-NH, 0 0 ID
NO:25
D-Phe-¢(Cys-His-D-(Et)Tyr- | 0.056 | 31.4 | 14.7 19.27 |0 SEQ
hArg-Trp-p-Ala-D-Cys)-Thr- | 7 ID
NH, | NO:24
D-Phe-c(Cys-His-D-Phe-hAr |1.68 |126 |[172 122 |0.01 SEQ
g-Bip-f-Ala-D-Cys)-Thr-NH; 0 0 1D
NO:26
D-Phe-c¢(Cys-His-D-(Et)Tyr- |0.128 | 85.6 |36.9 |38.0 |0 SEQ
hArg-Bip-f-Ala-D-Cys)-Thr- ID
NH, NO:26
Ac-Nle-¢(Cys-D-Ala-His-D-P | 0.352 149 |3.01 |339 |0.12 SEQ
he-Arg-Trp-Gly-Cys)-NH; ID
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-P |3.93 | 876 |48.0 1494 |0.08 SEQ
he-Arg-Trp-D-Ala-Cys)-NH; 0 ID
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-P | 0.995 | 287 {4.80 |766 |0.21 SEQ
he-Arg-Trp-$-Ala-Cys)-NH, 1D
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-P | 0.848 | 184 ' 3.76 |956 |0.23 SEQ
he-Arg-Trp-Gaba-Cys)-NH, ID
NO:54
Ac-Nle-¢(Cys-D-Ala-His-D-P |1.10 |228 |7.58 |859 |0.15 SEQ
he-Arg-Trp-Apn-Cys)-NHz ID
NO:54
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. . | Ki SEQ
ki |k | hmer o
Qe avc | ™™ | ame nM 1R NO:
1R | Jar |7 | Mes
R R
R
Ac-Nle-c(Asp-D-Ala-His-D-P | 0.659 | 98.9 | 2.55 |4.19 | 0.26 SEQ
he-Arg-Trp-Lys)-NH, ID
NO:28
Ac-Nle-c(Asp-D-Ala-His-D-P | 4.12 445 |50.6 (430 |0.08 SEQ
he-Arg-Bal-Lys)-NH, 0 D
NO:28
Ac-¢(Cys-Glu-His-D-Phe-Ar |111 |171 |47.7 | 694 |2.33 SEQ
g-Trp-Ala-Cys)-NH, 0 ID
NO:55
Ac-¢(Cys-Glu-His-D-Phe-Ar |262 |250 |96.4 146 |2.72 SEQ
g-2-Nal-Ala-Cys)-NH, 0 0 ID
NO:55
Ac-c(Cys-D-Ala-His-D-Phe- |[199 [599 |96.7 |> 2.06 SEQ
Arg-Trp-Ala-Cys)-NH, 0 100 ID
00 NO:56
Ac-¢(Cys-D-Ala-His-D-Phe- | 132 | 456 |40.7 |881 |3.24 SEQ
Arg-2-Nal-Ala-Cys)-NH, 0 0 ID
NO:56
Ac-Nle-¢(Cys-D-Ala-His-D-P | 9.12 | 113 |22.1 |286 |0.41 SEQ
he-Arg-Trp-Ala-Cys)-NH, 0 0 ID
NO:57
Ac-Nle-c(Cys-D-Ala-His-D-P | 1.00 |227 |5.55 |[496 |0.18 SEQ
he-Arg-Trp-p-Ala-Cys)-NH, ID
NO:57
Ac-Nle-c(Cys-D-Ala-His-D-P | 0.536 | 169 13.12 | 358 |0.17 SEQ
he-Arg-Trp-Gaba-Cys)-NH, ID
NO:57
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) . (Ki SEQ
ki [Nk | kMo |
Qe e ™M | hme "M TR NO:
1R | ar | | Meos-
R R
R
Ac-Nle-¢(Cys-D-Ala-His-D-P | 32.1 |330 |17.4 |165 |1.84 SEQ
he-Arg-Trp-Pen)-OH ID
NO:29
Ac-Nle-¢(Cys-D-Abu-His-D- |10.6 |41.1 |7.69 |54.9 |1.38 SEQ
Phe-Arg-Trp-Cys)-NH; ID
NQO:30
Ac-Nle-¢(Cys-D-Val-His-D-P | 13.0 |104 (10.1 |40 |1.29 SEQ
he-Arg-Trp-Cys)-NH, ID
NO:30
Ac-Nle-¢(Cys-D-Ile-His-D-Ph | 4.28 |38.5 |9.0 |12.5 |0.48 SEQ
e-Arg-Trp-Cys)-NH, ID
NO:30
Ac-Nle-¢(Cys-D-Leu-His-D-P | 1.60 | 6.82 | 4.13 |5.57 | 0.39 SEQ
he-Arg-Trp-Cys)-NH; ID
NO:30
Ac-Nle-¢(Cys-D-Tle-His-D-P {12.0 |85.8 |11.2 |40 |1.07 SEQ
he-Arg-Trp-Cys)-NH, ID
NO:30
Ac-Nle-¢(Cys-D-Cha-His-D- |0.353 | 2.08 | 1.41 |0.85 | 0.25 SEQ
Phe-Arg-Trp-Cys)-NH, 7 ID
NO:30
Ac-Nle-c(Pen-His-D-Phe-Arg | 0.537 | 86.1 | 5.89 |2.56 |0.09 SEQ
-Trp-Gaba-Cys)-NH, 1D
NO:31
Ac-Nle-c(Pen-His-D-Phe-Arg | 0.744 | 178 | 3.51 | 2.69 | 0.21 SEQ
-Trp-Gaba-Pen)-NH, ID
NO:32
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. KA SEQ
ki |k | [emeor o
A hMC hM hMC hM -R NO:
1R | ar |S | Mcs
R R
R
Ac-Leu-c¢(Cys-His-D-Phe-Ar |0.216 | 17.4 | 0.995 | 0.48 | 0.22 SEQ
g-Trp-Gaba-Cys)-NH, 6 ID
NQO:33
Ac-Cha-c¢(Cys-His-D-Phe-Ar | 0.107 |9.11 | 0.884 | 0.35 | 0.12 SEQ
g-Trp-Gaba-Cys)-NH, 4 ID
NO:33
Ac-Tle-¢(Cys-His-D-Phe-Arg- | 0.148 | 13.9 [ 1.06 |0.42 |0.14 SEQ
Trp-Gaba-Cys)-NH, 3 ID
NO:33
Ac-Phe-¢(Cys-His-D-Phe-Ar |0.254 118.5 |2.13 |0.71 | 0.12 SEQ
g-Trp-Gaba-Cys)-NH, 4 ID
NO:33
Ac-Val-¢(Cys-His-D-Phe-Arg | 0.256 | 29.9 | 1.98 | 0.86 | 0.13 SEQ
-Trp-Gaba-Cys)-NH, 4 1D
NO:33
Ac-2-Nal-¢(Cys-His-D-Phe-A | 0.560 | 39.2 |2.94 |2.73 | 0.19 SEQ
rg-Trp-Gaba-Cys)-NH, ID
NO:33
Phe-c(Cys-His-D-Phe-Arg-Tr | 0.186 | 15.2 | 4.93 | 0.53 | 0.04 SEQ
p-Gaba-Cys)-NH, 7 ID
NO:34
Ac-Nle-¢(Cys-3-Pal-D-Phe-A |21.1 151 [10.4 |92.6 |2.03 SEQ
rg-Trp-Gaba-Cys)-NH, 1D
NO:35
Ac-Nle-¢(Cys-D-Ala-His-D-P 1 30.7 152 |15.6 |114 |1.97 SEQ
he-Arg-Trp-Cys)-OH ID
NO:36
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. . IKi SEQ
ki |9 ki |™ |wmor |
e avc |™ Jave | ™ | R NO:
1R | ar |© | Mes-
R R
R
Ac-Nle-¢(Cys-His-Phe-Arg-D | 5.20 | 150 |138 |20.3 |0.04 SEQ
-Trp-Gaba-Cys)-NH, 1D
NO:37
Ac-Nle-c(Asp-D-Ala-His-D-P | 4.89 290 |21.3 |11.1 | 0.23 SEQ
he-Arg-Bal-Ala-Lys)-NH; ID
NO:58
Ac-Nle-c¢(Cys-D-Ala-His-D-2- | 25.5 |3.82 | 7.61 | 102 |3.35 SEQ
Nal-Arg-Trp-Cys)-NH, ID
NO:16
Ac-Nle-¢(Cys-D-Ala-His-D-2- | 32.5 |5.85 |2.53 |94.6 |12.85 | SEQ
Nal-Arg-2-Nal-Cys)-NH, ID
NO:16
Ac-Nle-¢(Cys-D-Ala-His-D-2- | 22.2 |12.7 | 16.6 |125 |1.34 SEQ
Nal-Arg-Bal-Cys)-NH, ID
NO:20
Ac-Nle-c(Asp-His-D-2-Nal-A [1.17 |1.56 | 0.277 | 3.24 | 4.22 SEQ
rg-Trp-Ala-Lys)-NH; ID
NO:38
Ac-Nle-c(Asp-His-D-2-Nal-A | 0.648 | 2.78 | 0.329 | 1.4 |1.97 SEQ
rg-Trp-p-Ala-Lys)-NH, ID
NO:38
Ac-Nle-¢(Cys-His-D-2-Nal-A | 0.393 | 1.86 | 0.375 | 1.11 | 1.0S SEQ
rg-Trp-Gaba-Cys)-NH, 1D
NO:39
Ac-Nle-¢(Cys-His-D-2-Nal-A | 0.333 | 2.91 | 0.998 | 0.36 | 0.33 SEQ
rg-Trp-Ahx-Cys)-NH, 6 ID
NO:39
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. . |Ki SEQ
Ki Ki
Ki WM Ki hM hMC1 | ID
o] hMC hMC -R NO:
C3- Cs-
1-R 4-R /MC4-
R R
R
Ac-hPhe-c(Asp-His-D-2-Nal- | 0.461 | 2.45 | 0.931 | 1.37 | 0.50 SEQ
Arg-Trp-Gaba-Lys)-NH, ID
NO:40
Ac-Cha-c(Asp-His-D-2-Nal- | 0.576 | 3.98 (2.82 |3.91 | 0.20 SEQ
Arg-Trp-Gaba-Lys)-NH, ID
NO:40
£.2C
B 3
K SE
Ki |, |Ki |.. Q
Ki hM Ki WM hMC1 | ID
A hMC hMC -R NO:
C3- Cs-
1-R 4-R /MC4-
R R
R
Ac-Arg-c(Cys-D-Ala-His-D-2 {17.9 | 1.68 | 0.256 | 23.4 | 69.9 SEQ
-Nal-Arg-Trp-Cys)-NH; ID
NO:49

ERAMP 47 F

B it b4k F L (ECL ) R i (Meso Scale Discovery ®, Gaithersburg,
MD; F X F #4E MSD)R| 2 42 it 1 3k AMP (cAMP)K-F . 344 %2 & 35 hMC
ZALA 4 CHO-K1 2508 % £ RMPI 1640 R 4 # & F (RMPI 1640
ZHBRAA 05 mM FTEAFEARELSUABMX), 7 0.2%E 4R R4EY
(MSD [FELETH] A)). ¥ FZAhMC XA EE 1.3.4 K543 L E CHO-K1
MAA ) 7,000 A 4R/ I0e B E A B £ 384-3L Multi-Array® 4% (MSD)
¥, EFBRAA FRNK BRI LA R-cAMP FAR AR, Je A AR 49

110



200910174061. 9 oo 5E80/147m

G EAAWF R EMBAEY FTCREL 40 04, ZBFE, WALH 02%
EG fRA WA 2.5 nM TAG™ 47471049 cAMP (MSD)Y R EE +#& (&
# MgCl, #= Triton X-100%%) HEPES 4 7 ) 5%, ph 7.3t K @mAEE
BTRTY 90 24F. B REFHLERN, mNEHEFR (&4 ECL
4 BB %] #= Triton X-100 # Tris 4 7%, ph 7.8)7 /A Sector Imager 6000
reader® (MSD)i# i¥ ECL # 3 BP R & 4 R R B F 49 cAMP RF, A
HE AR Bh 8 I KM B 2 5T (XL $h4-; IDBS)S T IE R E A ECso1d
Kb 14.

ECso KAIFE 50% MR KR LL, #lde, dofg A LiE R R & RE 8
cAMP # 50 % & KKFFFE s A LR E. Kb BT HE 5 49
#gb i BB it Schild SR E., WEX, EWImRE(RAMNALETRAT
BB F) 68 KB E 8 K. Kb 182 fE 83 F) 69 R BB o X, F 3% 75 £ P 4E1a
IR A RE, 81294 Schild ¥ L& shIEZ] y 3h E 6 0 31 K Kb,

1% 8 ER R R MRS M B R AR 3A. 3B, 3CH3D ¥
BRE.

% 3A. 3B. 3C #= 3D — Fitfba-498 cAMP 4R € HFE
% 3A

ECso |SEQ
ﬂg,é\% ECs ECSO ECso EC50 hMC1 |ID
hMC | h(MC |hMC |bMC |-R NO:
1-R |3-R |4-R |5-R |/MC4-
R
. SEQ
Ac-Arg-¢(Cys-D-Ala-His-D
Phe-Arg-Trp-Cys)-NH 5.79 |5.25 |0.313 [1630 |18.0 ID
-Phe-Arg-Trp-Cys)-
s i NO:50
SEQ

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

6.17 (5.6 0.397 {1020 |16.0 1D
NO:50
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ECsy | SEQ
ECsy | EC EC EC hMC1 (1D
e 50 50 50 50
hMC {bMC | hMC |[hMC |-R NO:
1-R |3-R |4-R |5-R |/MC4-
R
. SEQ
Ac-D-Arg-c¢(Cys-D-Ala-His
265 (10,5 {0.493 (2440 |54.0 ID
-D-Phe-Arg-Trp-Pen)-NH,
NO:51
: SEQ
Ac-D-Arg-c¢(Cys-His-D-Ph
843 1324 |0.959 [2140 (9.0 ID
e-Arg-Trp-Gaba-Pen)-NH,
NQO:52
: SEQ
Ac-Arg-¢(Cys-His-D-Phe-
423 (8.09 |0.719 [23.2 |6.0 ID
Arg-Trp-Gaba-Pen)-NH;
NO:52
. SEQ
Ac-Arg-c¢(Cys-D-Ala-His-D
48.3 (133 10.79 [10000 61.0 ID
-Phe-Arg-Trp-Pen)-NH,
NO:51
. SEQ
Ac-D-Arg-c(Asp-His-D-Ph
148 [5.76 |0.078 |297 19.0 ID
e-Arg-Trp-Ala-Lys)-NH,
NO:53
SE
Ac-Arg-c(Asp-His-D-Phe- Q
1.39 (2.89 [0.055 467 |25.0 ID
Arg-Trp-Ala-Lys)-NH,
NO:53
ND = RRZE
X 3B
R ECs |[ECs |ECs |ECsy |ECso |SEQ

0 0 hMC | hMC | hkMC | ID
hM |hM |4-R |5-R |1-R |[NO:
C1- | C3- /MC4
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we-H ECs |[ECs |ECs |ECso |ECso |SEQ
0 0 hMC | h(MC | hbMC | ID
hbM (kM [4-R [5-R |1-R | NO:
C1- | C3- /MC4
R R -R
Ac-Nle-¢(Cys-D-Ala-His-D-Ph SEQ
-Nle-¢(Cys-D-Ala-His-D-
Z - é - ' 24 033 0078|420 |31 |ID
- -Trp- S)-
c-argTIpyRTTR NO:7
D-Phe-c(Cys-His-D-(Et) Tyr-A SEQ
rg-Trp-B-Ala-D-Cys)-Thr-NH | 0.35 1.1 |0.11 |0.37 |3 ID
2 NO:24
: SEQ
Nle-c¢(Cys-His-D-Phe-Arg-Trp
Apn-Cys)-NH 0.31 [ 0.27 | 0.018 | 3.1 17 ID
- n- S -
R YR NO:27
. SEQ
Ac-Nle-¢(Cys-His-D-Phe-Arg-
0.28 | 0.24 [ 0.028 (3.9 |10 ID
Trp-Gaba-Pen)-NH,
NO:32
. SEQ
Nle-¢(Cys-His-D-Phe-Arg-Trp
037 |01 |0.021}1.7 |18 ID
-Gaba-Cys)-NH;
NO:34
: SEQ
Ac-Nle-c(Asp-His-D-Phe-Arg- | 0.83 | 0.14
Trp-p-Ala-Lys)-NH 4 5 0.128 | 2.79 |6.52 |ID
rp-p-Ala-Lys)-
P Yo NO:1
SE
Ac-Nle-¢(Cys-His-D-Phe-Arg- 0.19 | 0.049 Q
Trp-Apn-Cys)-NH 0.76 ) > 1.73 (1545 |ID
rp-Apn-Cys)-
p-ApnLY ? NO:2
. SEQ
Ac-Cha-c(Asp-His-D-Phe-Arg 0.18 | 0.094
3.26 30.2 (3435 |ID
-Trp-Gaba-Lys)-NH, 9 9
NO:6
SE
Ac-Nle-c(Asp-His-D-Phe-Arg- 0.62 Q
1.37 0.131|3.48 |10.46 [ID
Trp-Gaba-Lys)-NH, 8 NO:6
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*eH) ECs |ECs |ECsp |ECsy |[ECso |SEQ
0 0 hMC | hMC | hMC | ID
hbM ({hbM 4-R |[5-R |1-R | NO:
C1- | C3- /MC4
R R -R

: SEQ

Ac-hCha-c(Asp-His-D-Phe-Ar

Trp-Gaba-Lys)-NH 2.27 (332 |7.24 (415 (031 |[ID
-Trp-Gaba-Lys)-
sTrp Yo NO:11
. SEQ
Ac-Nle-¢(Pen-D-Ala-His-D-Ph
Arg-Trp-Cys)-NH ND 189 |0531 |ND |ND ID
e-Arg-Trp-Cys)-
BTy NO:21
: SEQ

Ac-Nle-¢(Cys-D-Ala-His-D-Ph
14.3 |2.03 (0.183 2240 |78.14 | ID

e-Arg-Trp-Pen)-NH,

NO:22

D-Phe-c(Cys-His-D-(Et)Tyr-h 0.34 SEQ

Arg-Trp-B-Ala-D-Cys)-Thr-N 5° 2.71 |5376 |2.38 |0.06 |ID

H, NO:24

D-Phe-c(Cys-His-D-(Et)Tyr-h 0.68 SEQ

Arg-Bip-p-Ala-D-Cys)-Thr-N 5' 81.8 |86.9 [31.8 [0.01 |ID

H, NO:26

. SEQ

Ac-Nle-c(Asp-D-Ala-His-D-Ph | 0.93 >100

3.22 | 1.65 056 (ID
e-Arg-Bal-Lys)-NH; 1 00
NO:28
: SEQ
Ac-Nle-¢(Cys-D-Leu-His-D-Ph 0.46 | 0.091
Arg-Trp-Cys)-NH 3.24 5 < 785 3541 |ID
e-Arg-Trp-Cys)-
i : NO:30
SE

Ac-Nle-¢(Cys-D-Cha-His-D-P | 0.81 | 0.54 Q

he-Arg-Trp-Cys)-NH ) ) 0453|453 181 |ID

e-Arg-Trp-Cys)-
BT IPTIRT NO:30

ND = KRR ZE
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%.3C
ECs |[Kb |Kb |ECs |SEQ ID
o hMC | hMC | MC4 | hMC | NO:
IR |3R |-R [sR
Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-A SEQ ID
c-Nle-c¢(Cys-D-Ala-His AT 176 112.4 (388 [11.8
-Trp-Cys)-NH, NO:16
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp- SEQ ID
c-Nle-c(Asp-His a-ATE=ITP™ ! 619 [ 2.98 |0.109 | 0.189
Ala-Lys)-NH, NO:38
Ac-Nle-c(Asp-His-D-2-Nal-Arg-Trp- SEQ ID
c-Nle-c(Asp-His AATE-ITP™ | 1,913 | 0.536 | 0.346 | 0.489
_Ala-Lys)-NH, NO:38
Ac-Nle-c(Cys-His-D-2-Nal-Arg-Trp- SEQ ID
¢-Nle-¢(Cys-His al-Arg-Trp- | o2 1184|0782 |0.153 | 222D
Gaba-Cys)-NH, NO:39
Ac-Nle-c(Cys-His-D-2-Nal-Arg-Trp- SEQ ID
¢-Nle-c(Cys-His ak-Are-IrP™ (581 110.8 |0.967 | 0.126
Ahx-Cys)-NH, NO:39
Ac-hPhe-c(Asp-His-D-2-Nal-Arg-T SEQ ID
¢-hPhe-c(Asp-His aLArE I 0.413 932 0.824 | 0.307
p-Gaba-Lys)-NH, NO:40
Ac-Cha-c(Asp-His-D-2-Nal-Arg-T SEQ ID
¢-Cha-c(Asp-His ARATELIP 1127 13.02 |0.442 |0.736
_Gaba-Lys)-NH2 NO:40
Ac-Nle-¢(Cys-D-Ala-His-D-2-Nal-Ar | 383 | 61.5 |53.6 |2842 |SEQ ID
o-1-Nal-Cys)-NH, NO:16
£3D
ECs Kb |Kb |ECs |SEQ ID
] hMC | hMC | MC4 | hMC | NO:
R |3R |-R [5R
Ac-Arg-¢(Cys-D-Ala-His-D-2-Nal-A [193 |5.72 |1.58 |1111 |SEQ ID
rg-Trp-Cys)-NH, NO:49

LS 4: KRR
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T ARSE T & &9 5 % R XA L R G104 5f R BRI A/ AR E 0 %
. RABRBAAR HER L ASATE AL T IR A R T R EALA
LM AT BB IBRA I RIRE N A,

BEARR AR RRABE LR E TG BABME I T (R 4):
4
B | &
14464 A | Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ ID

NO:7

4% B | Ac-Nle-c¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ ID
NO:22

44 C | Ac-Nle-¢(Cys-His-D-Phe-Arg-Trp-Gaba-Pen)-NH, SEQ ID
NO:32

a4 D
D-Phe-c(Cys-His-D-(Et)Tyr-Arg-Trp-p-Ala-D-Cys)-Thr-NH;
SEQ ID NO:24

4% E | Ac-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ
ID NO:50

e F | Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Cys)-NH, SEQ
ID NO:50

e G| Ac-D-Arg-¢(Cys-D-Ala-His-D-Phe-Arg-Trp-Pen)-NH, SEQ
ID NO:51

EMRE R (B

Y # M Sprague Dawley X S(250g)3X /& #3009 £ F F - 4£ 12:12 Bt
A TR, EFREBRNEXIEL 18 B, TULRSRER
K., R 0B, K KA AFLEALASHA 500 X 100 nmole/kg &7 F R4
RABARET (sc) B8, HRHELY. EHELH 1. 2. 3. 4. S5F6 IH
REMNMRRWEH., EB 1A F 1B FRERL P K AT mii KiE.

EHRP) B AFER)
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¥ # M Sprague Dawley X S(250g)38 A £ 4k 69 £ F F 542 12:12 DB
AT 4. ARNFERTARSLKFLHFR, EE 0N,
X B A4 Hh 500 2 100 nmole/kg #97) FRA A BARK T izs. 245
#51. 2. 3. 4. 5= 6 I RENMRLHIE .

18 b RAE) 2 I

41 Sprague Dawley K S (250)AE £ 4849 T F & 12:12 A
KR AH T4E, RRMAKFTEHFK, AREANEHLEHIA B
ETEHEXZTR, HRZKk (40800 ) 5, 1200 J6FF= 1600 )28 )
HEE P EMVAEFLR W, EB 24 #2B. B 3Af 3B, E 4AF
4B ¥ B T 6 AR A i 3k

76 /8 Fo i ZE

AL RW AT AAAST 25 A e Xk, suRX B Ryl e, 2RMR
F, AANE (Flde, TBR. SLER. DRE. THR. FRR. IR0,
HiaB. KPR, THAM. TRAARIIEK) . AnE (Fldw, HEK.
ARG ) RRAM (B, RATASHE. RILB. RTBEBRAR
B - TR AERY ) BARNE. &K 30928 TF ik RARATIR
At BT AR RBA AT E LR, Bk, B3R RLAHKE
BAYE 025 N TBAEERTY, TAKRALPMKY TFA & (GEiL4E A4
%4 HPLC B4 F TFA 848 4 R PLAIC T A AT 2] 4 TFA 3 ) 831U 5B
—F 3k, do LB W ATAF A0 RR A A T ¥ 4] & HPLC 4 (Zorbax®, 300 SB,
C-8). ¥AFA: (1) 0.IN TEEEREREM 0.5 1 8; (2) 025N T8
RIBER BB 0.5 1By Fo (3) KHEAFE (30 4P A 20% 2] 100% 52 B)
VA 4ml/-4Feq ik el (ER A & 025N TEKER; Bk B RTH/IK
(80:20) +890.25N LBE) . KE4H AT ARG RS I % T.

o RATBEARA R A th, BH ZEAEZARMC-R)EF)F RAEHA)
EMA R ket fo B ERIERRE A S 46, WRAT 583 H K

117



200910174061. 9 oo E8T/147Tm)

RHBH, EARLAHRAMTUARLE 5ZRRE OB GRS A
b

Bk, AEXPELEBRANOELEYELSY, HOSEAEFRRSNE
=X (1) #91edd 5 =T 25 A k.

ALPESMTHERBRSUHETURE; Rd, FRARTOEL
FAEAFIFEN O E M FI AL, PRI H BRI T AT A 269857 KR A RE,
Fib IR0, BE, RAPEEAGAHEANETS 1x107 2] 200 mg/kg/
X, #it 1x10* %] 100 mg/kg/R, HTAEAERMNERE 4 RS RHNE
&R .

ALK ASYHTARIRD, ME (Hlde, LA, BEA. #ik
AR TEHRHEAN) . 25, B, A, ETIRAHFEARZEA
H BT A5 7T 8 F) S ARBe 4] A RAHE T HAA R EEAGHE,

RAF2akmEANE R EN. AH. AR, Bflfaf, &
HEBARFR b, $ERLSMNEES —FHERGTHAR KRR, L
PR A RRA, do AR B TR GE (e FRER) BT REFHA
BRZ MBI R, ReBRA, werRiSE4E. sTTFREM. A H A
HHER, FIRLET ALK TR . TSI A M @R %1 & R H Fa LA .

T2 amrAiniaimTHALA. BRA. RERM. BRA.
BAAF), HAH AAURT A GEBEER, oK. BT HRERESER S,
AT AL QLIERF, w3 BA . AHRREF, FEHF . ARH
FEH .

BT 1 B 5036 R 69ARIE AL B 64 10 €038 3 M 2R AR AR MR AT
REN RN, EREEHNIBERGEFIRRBE, RT 8. A,
el e 2R . IR IES A B, bR LB, SLEMRET
ASH A, wHAH . HEFH. AH B KN, EBdH B EiEEE
MR ETER, AL TENEER, BAdEfusd, KEEid
MLAAYy, TASTEIFE . I AA LS BB H X A E 47,
PR B AT A G A EBRARB RKEIH —LEMABTEHNRT.
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AT AMAAEER GBS HRERER, LIRT FHHRINET A
SHBFF], 27T 7T IR RAH 5.

VA B AAR B A5 AR AR A HE A FLAXETHEAHESL
4.

Wb, T de T & A feE ) @ ¥ 3R IR R Ak
AARLRHAY. LB E55 5,672,659 KT T 4L WERF AREY
FogBmsy. £8F 55 5,595,760 -5 T TR XL HEN
FlAFGEEKEAOH. LB EHE 521,221 #XF T oS4 HERANFER
BAORESNFEBRHBEY. LB+ 55 5,916,883 5T L24LMEHH
Fo SR AN B I R BB AT @ & A Fe B F QB FIARIME S AR F,
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<1107
<120
<130>

<140>
<141>

<150>
<151>

<150>
<I51>

<160>
<1702

210>
211>
<2125
213>

220>
223>

<220>
<2217
<222>
223>

220>
221>
<2225
223>

220>
221>
222>
223>

T

WEFT K N 7 i 2 B AT PR 42 )
AR S AR
146P2/PCT2

PCT/US2006/26586
2006-07-10

US 60/748850
2005-12-09

US 60/697779
2005-07-08

61
PatentIn k2 3. 3

!
8

PRT

N 741

R RRZ AR

MISC_FEATURE
(1).. )
Xaa = HIEEE: (Ac) B4R Nle

£ by 35
(2)..(8)
2N

MISC_FEATURE
(4).. 4
Xaa = D-Phe
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<2205
921> MISC_FEATURE

222> (1).. (D)

<223> Xaa = B-Ala ik I-RE-1-HHHER (A6c)

220>

<221> MOD_RES
<222> (8)..(8)
223> BAE

400> 1
Xaa Asp His Xaa Arg Trp Xaa Lys
i 5

210> 2

211> 8

<212> PRT
213> N VR4

<220>
223> M REZARCAK

<2207
<221> MISC_FEATURE

222> (1).. (1)

<223> Xaa = HBEE: (Ac)EAHM Nle

<2205
221> LEyE
222> (2)..(8)
223> IR

220>
<221> MISC_FEATURE
<222> (4)..(4)
<223> Xaa = D-Phe

220>
221> MISC_FEATURE

222> (7). (D

<223> Xaa = 6-TIECHK (Ahx) 1R 5-&E KK (Apn)

-
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<220>

<221> MOD_RES
<222> (8)..(8)
223>  WEEEAk

<400> 2
Xaa Cys His Xaa Arg Trp Xaa Cys
1 5

210> 3

211> 9

<212> PRT
213> N 1T

<220
223> HEREZIRAEK

220>
221> MISC_FEATURE
222> (1).. (1)
223> Xaa = D-Phe

220>

221> &5 Ryl
<222> (2)..(8)
223> AR

220>

<221> MISC_FEATURE
222> (4)..(4)
223> Xaa = D-Phe

220>

<221> MISC_FEATURE

222> (1).. (N

<223> Xaa = Ala, B -Ala i 4-F ¥ |'1R (Gaba)

220>
221> MISC_FEATURE
292> (8)..(8)
223> Xaa = D-Cys

<2207
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<221> MOD_RES
<222> (9)..(9)
<223>  ERREAL

<400> 3
Xaa Cys His Xaa Arg Trp Xaa Xaa Thr
1 5

210> 4
Q11> 8

<212> PRT
Q213> AN 1FR4

220>
223> MERESZARIK

220>
<221> MISC_FEATURE

222> (.. D

223> Xaa = H{BLEE (Ac) B1MHY Nle

<220%
221> ZEMyiE,
<222> (2)..(8)
223> AR

<220>

<221> MISC_FEATURE
222> (4)..(4)
<223> Xaa = D-Phe

220>
<221> MISC_FEATURE

222> (7).. (D)

<223> Xaa = 5-FHE XM (Apn)

<220>
<221> MOD_RES
<222> (8)..(8)
<223> Witk

<400> 4
Xaa Asp His Xaa Arg Trp Xaa Lys

A
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<210> 5
211> 8

<212> PRT
213> AN 1TH

220>
223> HEIREXIMLEAE

<220>

<221> MISC_FEATURE

222> (1).. 1)

<223> Xaa = HIBEEE (Ac) BIfM) 1-RE-1-H SHRM

<220>
221> &5 fayik
222> (2)..(8)
223> AR

<220
<221> MISC_FEATURE
<222> (4)..(4)
223> Xaa = D-Phe

<220>
<221> MISC_FEATURE

222> (7)..(7)

<223> Xaa = 4-BIE TR (Gaba)

220>
<221> MOD_RES
222> (8)..(8)
223> BEEEAL

<400> 5
Xaa Asp His Xaa Arg Trp Xaa Lys
1 5

210> 6
211> 8
212> PRT

124



200910174061. 9 o E94/147Tm

213> N L%

220>
223> M REZKELIE

<220>

<221> MISC_FEATURE

<222> (1).. (1)

223> Xaa = D-B-(2-ZH)Ala (D-2-Nal), B PR Ala (Cha)
T i Nle, HBHIBLE (Ac) B1H

<220>

221> ZEH)I,
222> (2)..(8)
223> AR

<2207

<221> MISC_FEATURE
<222> (4).. 4)
<223> Xaa = D-Phe

220>

<221>  MISC_FEATURE

222> (D). (D

223> Xaa = A-FIE )R (Gaba)

220>
<221> MOD_RES
222> (®)..(8)
223> Wi

<400> 6
Xaa Asp His Xaa Arg Trp Xaa Lys
1 5

210> 7

211> 8

<212> PRT
213> AN 174

€220>
223> MR RASUREEAE
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<220>
<221> MISC_FEATURE

<222>  (1).. (1)

<223> Xaa = HIMEE (Ac) B1EHY Nle

<220
221> gk
<222> (2)..(8)
223> IR

220>

<221> MISC_FEATURE

222> (3)..(3)

<223> Xaa = D-Ala, B-Ala, 4-® ¥ J# (Gaba)
a -FAR | B (Aib) 1 Gly

<220>
<221> MISC_FEATURE
222> (5)..(5)
<223> Xaa = D-Phe

220>

<221> MOD_RES
<222> (8)..(8)
223> BikEtk

<400> 7
Xaa Cys Xaa His Xaa Arg Trp Cys
1 5

210> 8
211> 8

<212> PRT
213> A T3

<2205
223> MR REZIEELE

220>
<221> MISC_FEATURE

222> (). (1)

<223> Xaa = HBEEE (Ac) {B1fY Nle
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220>
221>  ZEKE,
222> (2)..(8)
223> IR

<220>

<221> MISC_FEATURE
222> (2)..(2)
<223> Xaa = D-Cys

220>

<221> MISC_FEATURE

222> (3)..(3)

<223> Xaa = Ala, D-Ala, B-Ala, 4-&K | (Gaba),
a-FHEF '8 (Aib)uk Gly

220>

221> MISC_FEATURE
222> (5).. (5)
223> Xaa = D-Phe

<220>
<221> MOD_RES
222> (8)..(8)
223> BiEth

400> 8
Xaa Xaa Xaa His Xaa Arg Trp Cys
1 5

210> 9

211> 8

<212> PRT
213> N4

220>
223> HEREZMAEE

220>
<221> MISC_FEATURE

222> (1).. (1)

<223> Xaa = HEEE: (Ac) B4R Nle
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220>
221> L5
222> (2)..(8)
<223>  FRAR

220>

<221> MISC FEATURE

222> (3.0

<223> Xaa = D-Ala, B-Ala, 4-F&E | (Gaba)
o -BER T (Aib) =i Gly

220>

<221> MISC_FEATURE
<222> (5)..(5)
<223> Xaa = D-Phe

<220>
<221> MISC_FEATURE
<222> (8)..(8)

<223> Xaa = D-Cys

220>

<221> MOD_RES
<222> (8)..(8)
<223> B

<400> 9
Xaa Cys Xaa His Xaa Arg Trp Xaa
1 5

<210> 10
Q11> 8

<212> PRT
213> N LJT¥)

220>
<223> B RARZ IR

<220>

<221> MISC_FEATURE

<222> (1).. (1)

223> Xaa = HIBEE: (Ac) B/ Nle
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220>
221> iy
<222> (2)..(8)
223> B

220>

<221> MISC_FEATURE
222> (2)..(©2)
223> Xaa = D-Cys

<220>

<221> MISC_FEATURE

222> (3)..(@3)

<223> Xaa = Ala, D-Ala, B -Ala, 4~} | M (Gaba)
Woa-FER R (Aib)

220>
<221> MISC_FEATURE
<222> (5).. (5)
<223> Xaa = D-Phe

220>

<221> MISC_FEATURE
<222> (8)..(8)
223> Xaa = D-Cys

220>
<221> MOD_RES
<222> (8)..(8)
<223> Mgtk

<400> 10
Xaa Xaa Xaa His Xaa Arg Trp Xaa
1 5)

210> 11
Q211> 8

<212> PRT
213> N1

220>
223> BEREXMAEE
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<2205
221>
<2225
223>

D-¥F %3 Gly (D-Chg), &-Phe (hPhe),

MISC_FEATURE
(1).. (1)

Xaa = J\EMIME-2-F (0ic), FTE Gly (Che)
Z-IREHAla (hCha), D-B IR @3 Ala (D-Cha), 3-URNE I (Nip), &-Pro (hPro), i-Leu
(hLeu), Phe, D-Phe,

B (Ac) 11

220>
221>
222>
223>

220>
221>
222>
223>

<2200
<2215
222>
223>

<220>
221>
222>
<223>

<4Q0>

2k Higts,
@.. ®
TR

MISC_FEATURE
(4)..(4)
Xaa = D-Phe

MISC_FEATURE
(70).. (D)
Xaa = 4-8 & ) % (Gaba)

MOD_RES
(8)..(8)
[L3i4id

11

Xaa Asp His Xaa Arg Trp Xaa Lys

1

210>
<2
212>
213>

<2207
223>

<220%
221>

5

12

8

PRT

N U741

R R R B2 ARG A

MISC_FEATURE

B - Met (B -hMet) ik 4-8 % | R (Gaba), #HEL
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<222>  (1).. (1)
<223> Xaa = HIETEZEBIHH B -3 & Ala (Cha)

220>
221> HERE,
222> (2)..(8)
223> AR

220>
<221> MISC_FEATURE
222> (4)..(4)
<223> Xaa = D-Phe

220>
<221> MISC_FEATURE

222> (7). (7)

<223> Xaa = 48} |'TR (Gaba)

220>
<221> MOD_RES
222> (8).. (8)
223> WEREML

<400> 12
Xaa Asp His Xaa Arg Trp Xaa Lys
1 5

<210> 13
Q211> 8

<212> PRT
Q213> AN 1THY

220>
223> HFREAZIABIA

220>

<221> MISC_FEATURE

222> (.. (1)

<223> Xaa = B-¥ K Ala (Cha), &-3 & Ala (hCha), Leu,
F-Leu (hLeu) 1k Phe, #BHBEREE (Ac)&1if

<220>
221>  ZEyig
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<222> (2)..(8)
223> AR

<220>
<221> MISC_FEATURE
222> (4).. (4)
<223> Xaa = D-Phe

220>
<221> MISC_FEATURE
222> (6)..(6)

<223> Xaa = D-Trp

220>
<221> MOD_RES
222> (8)..(8)
223> Bikatk

<400> 13
Xaa Asp His Xaa Arg Xaa Ala Lys
1 5

210> 14
211> 8

<212> PRT
Q213> N AT

<220>
223> MRS AECA

<220>
<221> MISC_FEATURE

222> (1).. (1)

<223> Xaa = HIBLE (Ac) {1 Nle

<220

221>  #Eifyik
222> (2)..(8)
223>  FRAR

220>

<221> MISC_FEATURE
222> (4)..(4)
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<2235

220>
221>
222>
223>

220>
221>
222>
223>

<2202
221>
222>
223>

<400>

Xaa = D-Phe

MISC FEATURE
6)..(6)
Xaa = D-Trp

MISC FEATURE

(7).. (7N

Xaa = D-Ala, B-Ala, 4-E & | # (Gaba),
- BRI (Aha) uk 5-F EE L (Apn)

MOD_RES
(8).. (8)
BLix b

14

Xaa Asp His Xaa Arg Xaa Xaa Lys

1

210>
211>
212>
CARY

220>
223>

<2205
221>
<222
223>

220>
221>
<2225
223>

220>
221>
222>

5

15
8

PRT

N 4

R R AR RC i

MISC_FEATURE
..
Xaa = HIBLE (Ac) 1) Nie

1y 5
@).. (8

MISC_FEATURE
4).. 4)
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223> Xaa = D-Phe

220>

<221> MISC_FEATURE
<222> (6).. (6)
<223> Xaa = D-Trp

<220>

<221> MISC_FEATURE

222> (7).. (D)

<223> Xaa = 5-FIEXEE (Apn), 4-HETH (Gaba),
6-FA M (Ahx), B-Ala, D-Ala

<220>
<221> MOD_RES
<222> (8)..(8)
223> ERRRAL

<400> 15
Xaa Cys His Xaa Arg Xaa Xaa Cys
1 5

210> 16

211> 8

<212> PRT
213> AN 174

<2205
<223> M REZ AR

<220>

<221> MISC_FEATURE

<222> (1).. (1)

€223> Xaa = HBEEE (Ac) BRI Nle

<220>

Q221> EKyE
222> (2)..(8)
223> IR

<220>

221> MISC_FEATURE
222> (3)..(3)
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223> Xaa = D-Ala

230>

<221> MISC_FEATURE

<222> (5)..(5)

<223> Xaa = D-B-(2-Z%)Ala (D-2-Nal)

<220>

<221> MISC_FEATURE

222> (D).. (D

<223> Xaa = Trp, B-(2-%&)Ala (2-Nal) ik B -(1-ZHE)Ala
(1-Nal)

220>
<221> MOD_RES
222> (8)..(8)
223> WiRath

<400> 16
Xaa Cys Xaa His Xaa Arg Xaa Cys
1 5

Q10> 17

Q11> 8

212> PRT
213> N P4

220>
223> HEREZHEIE

220>
<221> MISC_FEATURE

222> (1).. (1)

<223> Xaa = M | BEEAEIHH Nle

220>

Q21> LK)
222> (2)..(8)
223> R

<220>

<221> MISC_FEATURE
222> (3)..(@3)
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223>

220>
221>
222>
223>

220>
221>
222>
223>

<2202
221>
222>
223>

<400>

Xaa = D-Ala

MISC_FEATURE
(5)..(5)
Xaa = D-Phe

MISC_FEATURE
(n..
Xaa = B-(2-25F)Ala (2-Nal) & Trp

MOD_RES
®8).. (8
[iged

17

Xaa Cys Xaa His Xaa Arg Xaa Cys

1

210>
QL
212>
213>

2207
223>

220>
221>
222>
223>

<220>
221>
222>
223>

<220>
221>
<222
223>

5

18
8

PRT

N T3

B RR AR B

MISC_FEATURE
(1)..
Xaa = HIBEEE (Ac) 21fif) Nle

¢k k33,
2).. @)
ik

MISC_FEATURE
(3).. (3
Xaa = D-Ala
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220>

<221> MISC_FEATURE
222> (58)..(5)
<223> Xaa = D-Phe

<220>

<221> MISC_FEATURE

222> (). (D

<223> Xaa = B-(2-%&i#)Ala (2-Nal), B-(1-Z#)Ala (1-Nal)
uy 32K EWY B Ala (Bal)

<220>

<221> MOD_RES
<222> (8)..(8)
223> Wit

<400> 18
Xaa Cys Xaa His Xaa Arg Xaa Cys
1 5

210> 19

211> 8

212> PRT
213> AN L4

<220>
223> HERESAEEK

220>

<221> MISC_FEATURE

<222> (1).. (1)

<223> Xaa = FHBELE (Ac) BAHM Nle

<220

221> HERIE
222> (2)..(8)
223> AR

<220>

<221> MISC_FEATURE
222> (4).. &)
<223> Xaa = D-Phe
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220>
221>
222>
293>

220>
221>
222>
223>

<4005

MISC_FEATURE
(7. (D
Xaa = D-Ala

MOD_RES
(8)..(8)
R4

19

Xaa Asp His Xaa Arg Trp Xaa Lys

1

210>
<2115
212>
213>

<2207
223>

220>
221>
222>
223>

<2205
221>
{222
223>

<2207
221>
222>
{223>

220>
221>
222>
223>

5

20
8

PRT

N T FP%)

B R R R RS A

MISC_FEATURE
(.. ()
Xaa = HIBEEE (Ac) 1A Nle

LA
(2)..(8)
HoR

MISC_FEATURE
(3)..(3)
Xaa = D-Ala

MISC_FEATURE
(5).. ()

Xaa = D-B -2-#5% Ala (D-2-Nal)
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220>
221>
222>
223>

220>
221>
222>
223>

<400>

Xaa Cys Xaa His Xaa Arg Xaa Cys

1

210>
211>
212>
213>

<220>
223>

220>
221>
222>
223>

<2207
221>
222>
<223>

220>
221>
222>
<223

220>
221>
222>
223>

<2202

MISC_FEATURE
..

Xaa = 3-ZIFEWE Ala (Bal)

MOD_RES
(8)..(8)
[ 8 gld
20
5
21
8
PRT
N T3
Y R R AR LA

MISC_FEATURE
(1).. ()

Xaa = HIBLE: (Ac) B 1A Nle

gLk 3,
(2)..(8)
AR

MISC_FEATURE
2)..(©2)
Xaa = T Ei% (Pen)

MISC_FEATURE
(3).. (%)
Xaa = D-Ala
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221>
222>
223>

220>
<2215
222>
223>

<400>

Xaa Xaa Xaa His Xaa Arg Trp Cys

|

210>
211>
212>
213>

220>
223>

220>
221>
222>
223>

220>
<2215
222>
223>

<220>
221>
222>
223>

220>
Q21>
222>
223>

220>
221>

MISC_FEATURE
(5)..(5)
Xaa = D-Phe

MOD_RES
(8).. (8
[LiRid

21

5
22
8

PRT
N 73

B RRZ AR

MISC_FEATURE
(1).. (1)

Xaa = HEEE (Ac) 1B 1A Nle

dhifi
2)..®
SR

MISC_FEATURE
(2)..(2)

Xaa = Cys B.H &% (Pen)

MISC_FEATURE
(3).. (3
Xaa = D-Ala

MISC_FEATURE
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<222> (5).. (5)
<223> Xaa = D-Phe

220>
<221> MISC_FEATURE
<222> (8)..(8)

223> Xaa = T &M (Pen)

220>
<221> MOD_RES
<222> (8)..(8)
<223>  WHRAL

<400> 22
Xaa Xaa Xaa His Xaa Arg Trp Xaa
1 5

210> 23
211> 9

<212> PRT
213> AN LJP%)

<220>
223> BRI

220>
<221> MISC_FEATURE
222> (1).. (1)
<223> Xaa = D-Phe

<220>
221> &Ry,
222> (2)..(8)
223> FRAR

220>
<221> MISC_FEATURE
222> (4)..(4)

<223> Xaa = D-Phe

<220>

<221> MISC_FEATURE
222> (5)..(5)
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223>

<220>
221>
<2227
223>

<220>
<2217
222>
223>

<220>
<2215
222>
223>

<400>

Xaa Cys His Xaa Xaa Trp Xaa Xaa Thr

1

2102
211>
212>
213>

220>
<223

<220>
221>
<222
223>

220>
221>
222>
223>

220>
221>
222>
223>

Xaa = Fm-Arg (hArg)

MISC_FEATURE
(7).. (D)
Xaa = B -Ala

MISC_FEATURE

(8)..(8)
Xaa = D-Cys
MOD_RES
9)..(9)
i
23

5
24
9
PRT
N 173

B RERRZ R

MISC_FEATURE
(..
Xaa = D-Phe

e
.. ®

MISC_FEATURE
4).. (4)
Xaa = D-(Ft) Tyr
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220>

<221> MISC_FEATURE

222> (5).. (5)

<223> Xaa = Arg Wi E-Arg (hArg)

<220>

<221> MISC_FEATURE
222> (7). (D)
<223> Xaa = B-Ala

<220>

<221> MISC_FEATURE
<222> (8)..(8)
223> Xaa = D-Cys

220>

<221> MOD_RES
222> (9).. (9
223> Bilgtik

400> 24
Xaa Cys His Xaa Xaa Trp Xaa Xaa Thr
1 5

210> 25

211> 9

212> PRT
213> AN 1F4

<220>
223> HMEMEZAEIE

220>

<221> MISC_FEATURE
222> (1).. ()
<223> Xaa = D-Phe

220>

Q21> EhkIE
222> (2)..(8)
223> IR

143



200910174061. 9 oo E113/1477

220>
221> MISC_FEATURE
222> (4).. (4)
223> Xaa = D-Phe

<220>

<221>  MISC_FEATURE

222> (6).. (6)

<223> Xaa = 4,4’ -t Ala (Bip)

220>

<221> MISC_FEATURE
222> (1)..(7)
<223> Xaa = B-Ala

<220>
<221> MISC_FEATURE
<222> (8)..(8)
223> Xaa = D-Cys

<220>
<221> MOD_RES
222> (9)..(9)
223> Bk

400> 25
Xaa Cys His Xaa Arg Xaa Xaa Xaa Thr
1 5

<210> 26

211> 9

<212> PRT
Q213> N ILF%

<220>

223> BFEREZARA
<220>

<221> MISC_FEATURE
222> (1)..(1)

223> Xaa = D-Phe

<2205
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221> 45K
<222> (2)..(8)
<223> R

<220>
<221> MISC_FEATURE

222> (4)..(4)

<223> Xaa = D-Phe i D-(Et) Tyr

220>

<221> MISC_FEATURE

222> (5).. ()

<223> Xaa = fm-Arg (hArg)

<220>

<221> MISC_FEATURE

222> (6).. (6)

<223> Xaa = 4,4’ -BtZ Ala (Bip)

<220>

<221> MISC_FEATURE
222> (7)..(7)
223> Xaa = B-Ala

<2202

<221> MISC_FEATURE
22> (8)..(8)
(223> Xaa = D-Cys

220>
<221> MOD_RES
222> (9)..(9
<223>  WEEEAL

<400> 26
Xaa Cys His Xaa Xaa Xaa Xaa Xaa Thr
1 5

210> 27
211> 8

<212> PRT
213> NP4
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<220>
<223>

220>
221>
222>
223>

220>
221>
222>
223>

<220>
221>
222>
223>

<220>
<221>
<2225
223>

220>
221>
222>
223>

<4005

Xaa Cys His Xaa Arg Trp Xaa Cys

]

210>
211>
212>
<213>

<220
223>

<220>
{2217
222>

R R AR BL A

MISC_FEATURE
(1)..Q)
Xaa = Nle

S,
@.. ®
AR

MISC_FEATURE
4).. 4
Xaa = D-Phe

MISC_FEATURE
(N .. (7

Xaa = 5—Z H L (Apn)

MOD_RES
8).. (8
[iigha
27
5
28
8
PRT
N.T Y
A Y TR

MISC_FEATURE
(1).. (1)
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<223> Xaa = H{BLE (Ac) B1HFI Nle

<220>
221> i
222> (2)..(8)
<223> R

<220>
<221> MISC_FEATURE
<222> (3)..(3)

<223> Xaa = D-Ala

220>
<221> MISC_FEATURE
222> (5)..(5)
<223> Xaa = D-Phe

220>

<221> MISC_FEATURE

<2%2> (7). (D

<223> Xaa = Trp uk 3-2JFBEW B Ala (Bal)

<220
<221> MOD_RES
<222> (8)..(8)
<223> BLAEML

<400> 28
Xaa Asp Xaa His Xaa Arg Xaa Lys
1 5

<210> 29
211> 8

<212> PRT
Q213> N VT4

<2205
223> HEREZARLK

<220>
<221> MISC_FEATURE

<222> (1).. (D)

<223> Xaa = HBELE (Ac) 1A Nle
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<220>
2217
222>
<223>

<230>
<2215
222>
223>

<220>
221>
222>
<2235

220>
221>
222>
223>

<2207
<2215
222>
<223>

<400>

Xaa Cys Xaa His Xaa Arg Trp Xaa

1

<210>
Q211>
212>
213>

220>
223>

220>
221>
222>
223>

ik
(2).. (8
7N

MISC_FEATURE
(3)..(3)
Xaa = D-Ala

MISC_FEATURE
(5)..(5)
Xaa = D-Phe

MISC_FEATURE
(8)..(8)
Xaa = & & (Pen) uk Cys

MOD_RES
®).. ®
C-oR B B R

29

5
30
8

PRT
A UJF4)

MR TR R R AR AE

MISC_FEATURE
(1).. (1)

Xaa = HIEEE: (Ac) BRI Nle
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<2207

221>  EiKIE
222> (2)..(8)
223> FRIR

2207

221> MISC FEATURE

222> (3)..(3)

223> Xaa = D-a -H&' )8 (D-Abu), D-Val, D-Tle, D-Leuy,
: D-#{-Leu (D-Tle)uk D-B -3l %: Ala (D—Cha)

<2207

<221> MISC_FEATURE
222> (5)..(5)
<223> Xaa = D-Phe

<220>
<221> MOD_RES
222> (8)..(8)
223> BEkEAL

<400> 30
Xaa Cys Xaa His Xaa Arg Trp Cys
1 5

<210> 31

211> 8

<212> PRT
213> AN 174

220>
223> HKERERZBIHE

<220>

<221> MISC_FEATURE

<222> (1).. (1)

<223> Xaa = HHBLEE (Ac) B1HHI Nle

<2207

221> 5k
€222> (2)..(8)
223> MR

149



200910174061. 9 W FE119/14757

<220>

<221> MISC_FEATURE
222> (2)..(2)

<223> Xaa = &M (Pen)

<220>

<221> MISC_FEATURE
222> (4)..(4)
<223> Xaa = D-Phe

220>

<221> MISC_FEATURE

222> (7).. (D)

<223> Xaa = 48| (Gaba)

<220>

<221> MOD_RES
222> (8)..(8)
223> BRRAL

<400> 31
Xaa Xaa His Xaa Arg Trp Xaa Cys
1 5

210> 32

Q211> 8

<212> PRT
Q213> NP4

<220>
223> HERERSZIEEA

<220

<221> MISC_FEATURE

<222> (1).. (D)

<223> Xaa = RBEE: (Ac)E4H/ Nle

220>

Q221> GiRIR
222> (2)..(8)
223> Bk

220>
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221>
<222>
<223>

220>
<2215
222>
223>

220>
221>
<2225
(223>

<220>
221>
222>
223>

220>
221>
<2225
223>

<400>

MISC_FEATURE
(2).. (@)
Xaa = Cys i FERE (Pen)

MISC_FEATURE
4).. 4)
Xaa = D-Phe

MISC_FEATURE
(7).. (D
Xaa = 4-FE | % (Gaba)

MISC_FEATURE
(8)..(8)
Xaa = HEZ (Pen)

MOD_RES
(8).. (®)
LA AL

32

Xaa Xaa His Xaa Arg Trp Xaa Xaa

1

210>
L1
212>
213>

<220>
223>

<220>
221>
222>
223>

220>

5

33
8

PRT

N T4

B RR AR

MISC_FEATURE

(1).. (1)

Xaa = Leu, B -¥F2E Ala (Cha), Ile, Phe, Val i
B-(2-#H)Ala (2-Nal), #PHIBLE: (Ac) B1f
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221> &y
222> (2)..(8)
223> IR

220>
<221> MISC_FEATURE
222> (4)..(4)

223> Xaa = D-Phe

220>
<221> MISC_FEATURE

222> (7). (7)

223> Xaa = 4-BE | (Caba)

<2205
<221> MOD_RES
222> (8)..(8)
223> Bfztk

400> 33
Xaa Cys His Xaa Arg Trp Xaa Cys
1 5

210> 34
Q1> 8

212> PRT
Q213> A IFS

<220
223> MR FE SRR A

<220>

<221> MISC_FEATURE
22> (1).. (1)

<223> Xaa = Nle i} Phe

220>
221> EEiksg
222> (2)..(8)
223> O

220>
<221> MISC_FEATURE
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222> (4).. (4)
<223> Xaa = D-Phe

<220>
<221> MISC_FEATURE

222> (7).. (")

223> Xaa = 4-&HET]K (Gaba)

€220

<221> MOD_RES
<222> (8)..(8)
223> BEREAL

400> 34
Xaa Cys His Xaa Arg Trp Xaa Cys
I 5

<210> 35

Q211> 8

<212> PRT
213> AN.IJF4

220>
223> HEMESZAREK

220>

<221> MISC_FEATURE

222> (1).. (1)

€223> Xaa = HEEE: (Ac) E1HAT Nle

220>

Q21> ZhkyIE,
<222> (2)..(8)
223> AR

220>

<221> MISC_FEATURE

<222> (3)..(3)

223> Xaa = B-(3-ftmeE)Ala (3-Pal)

<2205

<221> MISC_FEATURE
222> (4).. 1)
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<223> Xaa = D-Phe

<220>

<221> MISC_FEATURE

222> (1).. (D

<223> Xaa = 4EE T (Gaba)

<220

<221> MOD_RES
<222> (8)..(8)
223> BEhgik

<400> 35
Xaa Cys Xaa Xaa Arg Trp Xaa Cys
1 5

210> 36
211> 8

<212> PRT
Q213> N 1P

<220>
223> HEREZARBAE

220>

<221> MISC_FEATURE

222> (1)..(1)

<223> Xaa = HIBLE: (Ac) B4 Nle

<2205

221> Lk,
222> (2)..(8)
223> IR

220>

<221> MISC_FEATURE
<222> (3)..(3)
<223> Xaa = D-Ala

220>

<221> MISC_FEATURE
<222> (5)..(5)
<223> Xaa = D-Phe
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<220>

<221> MOD_RES

<222> (8)..(8)

223> C— R A HMR

<4Q0> 36
Xaa Cys Xaa His Xaa Arg Trp Cys
1 5

210> 37

211> 8

212> PRT
213> N 1T

<220>
223> MERESZAEAE

<220
<221> MISC_FEATURE

222> (). ()

<223> Xaa = H/EEE: (Ac) E1HAI Nle

220>

221> LIk
222> (2)..(8)
223> IR

220>

<221> MISC_FEATURE
<222> (6).. (6)
223> Xaa = D-Trp

220>

<221> MISC_FEATURE

222> (7).. (D)

223> Xaa = 4-®XE 'R (Gaba)

220>
<221> MOD_RES
<222> (8)..(8)
223>  WEhERAL
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<400>

37

Xaa Cys His Phe Arg Xaa Xaa Cys

1 .

210>
Q21
212>
213>

<220>
223>

<220>
<2215
222>
<2235

220>
221>
222>
223>

220>
221>
222>
223>

<220>
221>
222>
<223>

<2205
221>
222>
<223

<400>

5

BT AR R R P

MISC_FEATURE
(..
Xaa = HEEE: (Ac)B1MAI Nle

ity
@).. ®

MISC_FEATURE
(4).. (4
Xaa = D-B-(2-%%)Ala (D-2-Nal)

MISC_FEATURE
(7). . (D
Xaa = Ala @ B -Ala

MOD_RES
(8)..(8)
Llicgid

38

Xaa Asp His Xaa Arg Trp Xaa Lys

1

<210>

5

39
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211>
212>
213>

220>
223>

220>
221>
222>
223>

<220>
221>
222>
223>

220>
221>
222>
223>

220>
221>
222>
223>
220>
221>
222>
223>

<4007

8
PRT
NP9

R B PR AR B AA

MISC FEATURE
(1).. (1)
Xaa = HELE (Ac) BIFMI Nle

B K33
(2)..(8)
AR

MISC_FEATURE
4).. (4)
Xaa = D-B-(2-%%)Ala (D-2-Nal)

MISC_FEATURE
(.. (D
Xaa = 4-E )M (Caba)if 6-FEE (Ahx)

MOD_RES
(8).. (8
Lfiged

39

Xaa Cys His Xaa Arg Trp Xaa Cys

1

<210>
Q211>
212>
213>

220>
223>

5

40
8

PRT

N T4

R R E R AR
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<220>
<2215
222>
223>

220>
221>
222>
223>

220>
221>
222>
223>

220>
221>
<222>
223>

<2205
221>
222>
223>

<400>

MISC_FEATURE
(..
Xaa = #-Phe (hPhe) i B -2 Ala (Cha), #EFHELE (Ac) &1H

st
@.. ®
otk

MISC_FEATURE
4.. @
Xaa = D-B -(2-Z%)Ala (D-2-Nal)

MISC_FEATURE
(7).. (D
Xaa = 4-HETH (Gaba)

MOD_RES
8).. (8
B L

40

Xaa Asp His Xaa Arg Trp Xaa Lys

1

210>
211>
212>
213>

220>
223>

<220>
221>
222>
223>

5

41
8

PRT

N L4

B RR R R R

MISC_FEATURE
(1).. (1)
Xaa = HELE: (Ac) 1B Nle
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<220>
221>
<222>
<223>

<2207
221>
222>
223>

<220>
<221>
<222>
223>

220>
221>
292>
223>

<400>

Xaa Asp His Xaa Arg Trp Xaa Lys

|

210>
211>
212>
<213>

<2205
223>

220>
221>
222>
223>

<220>
221>
222>
223>

220>

gty
@.. (8)
5

MISC_FEATURE
(4).. (4
Xaa = D-Phe

MISC_FEATURE
(N.. (1)

Xaa = B-—-Ala Wk 5-% KM (Apn)

MOD_RES
(8)..(8)
C- K i A [ B
41
5
42
8
PRT
N3
MR A Z AR

MISC_FEATURE
(1).. (D

Xaa = HELE (Ac) BRI Nle

GEHE
(2)..(8)
R
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221> MISC _FEATURE
222> (4)..(4)
<223> Xaa = D-Phe

<220>

<221> MISC_FEATURE

222> (1).. (1)

223> Xaa = 6-EFE O (Ahx) B 5-HELE (Apn)

220>
<221> MOD_RES
<222> (8)..(8)
223> C-KimAaA B HR

<400> 42
Xaa Cys His Xaa Arg Trp Xaa Cys
1 5

210> 43

211> 9

<212> PRT
213> AN L4

<2205
223> M HREZIREE

220>

<221> MISC_FEATURE
222> (1).. (1)
<223> Xaa = D-Phe

220>

221> 5K
222> (2)..(9)
<223> AR

<220>
<221> MISC_FEATURE
222> (4).. (4)

<223> Xaa = D-Phe

<2205
<221> MISC_FEATURE
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222> (1).. (D
<223> Xaa = Ala, B-Ala i 4-% 3 # (Gaba)

220>

<221> MISC_FEATURE
<222> (8)..(8)
223> Xaa = D-Cys

<2202
<221>  MOD_RES
222> (9)..(9)
223> C-HKif2 A BR

<400> 43
Xaa Cys His Xaa Arg Trp Xaa Xaa Thr
1 5

<210> 44
Q211> 8

<212> PRT
213> AN 1T

<220
223> B REZRELAK

<220>

<221> MISC_FEATURE

<222> (1).. (1)

<223> Xaa = B-3 2% Ala (Cha), Nle, 3% Gly (Chg), D-B -3 & Ala (D-Cha), &
-IRC % Ala (hCha),

D-¥ &% Gly (D-Chg) Bi&F-Phe (hPhe), #FHELE (Ac) B

220>
221> HhikyBk
<222> (2)..(8)
223> IR

<220

<221> MISC_FEATURE
222> (4)..(4)
223> Xaa = D-Phe

<2207
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221>
222>
223>

<2202
<2215
222>
223>

<400>

MISC FEATURE
(0. (D
Xaa = 4-8 & |’ B (Gaba)

MOD_RES
(8).. (8)
C-oK Ht 2 1 B

44

Xaa Asp His Xaa Arg Trp Xaa Lys

1

<2102
211>
<2125
213>

220>
223>

{2200
{2215
222>
223>

<220>
2215
222>
223>

<2207
<2217
222>
<2235

220>
221>
222>
223>

<2202

5

45
8

PRT
N4

B RR AR

MISC_FEATURE
(..
Xaa = HIEEE: (Ac) BRI Nle

&5 Ky 358,
(2)..(8)
AR

MISC_FEATURE
4)..(4)
Xaa = D-Phe

MISC_FEATURE
6)..(6)
Xaa = D-Trp
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<221> MISC_FEATURE

222> (1).. (N

223> Xaa = 4-BEHE ] (Gaba), 6-HECSHK (Ahx),
B-Ala sl D-Ala

220>

<221> MOD_RES

222> (8)..(8)

223> C-AKimie HHR

<400> 45
Xaa Cys His Xaa Arg Xaa Xaa Cys
1 5

<210> 46

211> 8

<212> PRT
Q213> A 1TH)

<2207
Q23> MERZEZAEK

220>

<221> MISC_FEATURE

222> (1).. (D)

223> Xaa = HIELEE (Ac) MBI Nle

220>
221> ki,
222> (2)..(8)
223> FRAR

220>

<221> MISC_FEATURE
222> (3).. @)
223> Xaa = D-Ala

<220>

<221> MISC_FEATURE

<222> (5)..(5)

<223> Xaa = D-B-(2-%i¥)Ala (D-2-Nal)

220>
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221>
222>
<223>

220>
221>
<222>
223>

<400>

MISC_FEATURE

(n..

Xaa = Trp, B-(2-ZE)Ala (2-Nal), B-(1-#F#H)Ala
(1-Nal) 8¢ 3-2RIFEM ENE MR (Bal)

MOD_RES
®.. ®
CoR A 1

46

Xaa Cys Xaa His Xaa Arg Xaa Cys

1

<210>
211>
212>
213>

<2207
223>

<2205
221>
222>
223>

220>
221>
222>
223>

<2205
221>
222>
223>

<220>
221>
222>
223>
<2205
221>

5

47

8

PRT
NP3

R RR Z AR

MISC_FEATURE
(.. (D)
Xaa = HIEEIE (Ac) B 1R Nle

2 R ek
2).. (®
HoR

MISC FEATURE
2).. (2
Xaa = HEH (Pen)

MISC_FEATURE
(3)..(3)
Xaa = D-Ala

MISC_FEATURE

164



200910174061. 9 W B P FE134/1475

222> (5).. (5)
<223> Xaa = D-Phe

<220>
<221> MOD_RES
<222> (8)..(8)
223>  C- KB HR

<400> 47
Xaa Xaa Xaa His Xaa Arg Trp Cys
1 5

<210> 48

211> 8

<212> PRT
213> N 74

<220>
223> HBIFRERZIEIK

220>

<221> MISC_FEATURE

222> (1).. )

<223> Xaa = HBELE (Ac) BRI Nle

<220>
221> I
222> (2)..(8)
223> Bk

<2207

221> MISC_FEATURE
222> (4)..(4)
<223> Xaa = D-Phe

<220>
<221> MISC_FEATURE

222> (7). (D)

<223> Xaa = 4~®HE T (Gaba)

<220>

¢221> MISC_FEATURE
<222> (8)..(8)
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{223> Xaa =

o
0

% (Pen)

Mt

220>

<221> MOD_RES

<222> (8)..(8)

<223> C-AKuis B HR

<400> 48
Xaa Cys His Xaa Arg Trp Xaa Xaa
1 5

<210> 49
211> 8

<212> PRT
213> N L4

<220>
223> MR ERSZENCAE

<220

<221> MOD_RES

222> (1).. (1

<223> HIBLE (Ac) &AM

220>
Q221> LKy
222> (2)..(8)
<223> R

<220>

<221> MISC_FEATURE
222> (3)..(3)
<223> Xaa = D-Ala

<220>

<221> MISC_FEATURE

<222> (5)..(5)

223> Xaa = D-B-(2-%%)Ala (D-2-Nal)

<2205
{221> MOD_RES
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<222> (8)..(8)
223> BLREAL

<400> 49
Arg Cys Xaa His Xaa Arg Trp Cys
1 5

<210> 50

211> 8

<212> PRT
213> NP4

<2205
223> R REZAMAE

<220

(221> MISC_FEATURE

<222> (1).. (D)

223> Xaa = Arg ul D-Arg, #FHIBLE: (Ac) (B1fF

<220>
221> kiR
222> (2)..(8)
223> IR

<2207

<221> MISC_FEATURE
222> (3)..(3)
<223> Xaa = D-Ala

220>

221> MISC_FEATURE
222> (5).. (5)
223> Xaa = D-Phe

220>

<221> MOD_RES
222> (8)..(8)
223> WAL

400> 50
Xaa Cys Xaa His Xaa Arg Trp Cys
1 5
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210> 51

211> 8

<212> PRT
Q213> N 1T

<220>
223> HMRR RS

220>

<221> MISC_FEATURE

222> (1).. (D)

<223> Xaa = D-Arg i¥ Arg, HHIELE (Ac) B

<220

221> #hky,
222> (2)..(8)
223> MR

2205

221> MISC_FEATURE
<222> (3)..(3)
223> Xaa = D-Ala

220>

<221> MISC_FEATURE
<222> (5)..(5)
<223> Xaa = D-Phe

<220>

<221> MISC_FEATURE
<222> (8)..(8)

<223> Xaa = T EME (Pen)

220>
<221> MOD_RES
222> (8)..(8)
223> BiREtit

<400> 51
Xaa Cys Xaa His Xaa Arg Trp Xaa
1 - 5
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<210>
211>
<212>
213>

<220>
223>

220>
21>
232>
223>

<220>
221>
222>
(223>

<220>
221>
222>
223>

<2207
221>
222>
223>

<220>
221>
<222>
<223>

<2205
221>
222>
<228>

<400>

Xaa Cys His Xaa Arg Trp Xaa Xaa

1

52
8

PRT
N2l

R R R AR

MISC_FEATURE
(.. (W

Xaa = D-Arg o{ Arg, HPHIBLE: (Ac) &1

ey R
(2).. (8)
FRAR

MISC_FEATURE
(4)..(4)
Xaa = D-Phe

MISC_FEATURE
(7.. (D

Xaa = 4-B & | % (Gaba)

MISC_FEATURE
(8)..(8)
Xaa = FEK (Pen)

MOD_RES
(®).. (8
idiegid
52

5
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<210> 53

211> 8

<212> PRT
213> N7

<2205
<223 R R ZARELA

<220>

<221> MISC_FEATURE

<222> (1).. (1)

<223> Xaa = D-Arg il Arg, #HELE: (Ac) 1B
220>

Q221> B,

222> (2)..(8)

223> R

220>

<221> MISC_FEATURE
222> (4)..(4)
223> Xaa = D-Phe

<220>
<221> MOD_RES
<222> (8)..(8)
223> MERE1k

<400> 53
Xaa Asp His Xaa Arg Trp Ala Lys
1 5

<210> 54

211> 9

<212> PRT
213> ANI1FH

<220>
<223> HERESZABE

<220>

<221> MISC_FEATURE
<222>  (1).. (D)
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<223> Xaa = HBEE: (Ac) B1HAT Nle

220>

221> HEE
222> (2)..(9)
223> AR

<220>

<221> MISC_FEATURE
<222> (3)..(3)
<223> Xaa = D-Ala

<220%

221> MISC_FEATURE
222> (5)..(5)
223> Xaa = D-Phe

220>

<221> MISC_FEATURE

<222> (8)..(8)

<223> Xaa = Gly, D-Ala, B-Ala, 4-BHE | (Gaba)il
5-E L (Apn)

220>
<221> MOD_RES
<222> (9).. (9
Q223>  EhEL

<400> 54
Xaa Cys Xaa His Xaa Arg Trp Xaa Cys
| 5

210> 55

211> 8

<212> PRT
213> NIFE4

<220
223> M RESRRE

220>
<221> MOD_RES
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222> (1)..(1)
<223> modified with acyl (Ac)

220>
221> #ERyI
<222> (2)..(8)
223> HRR

<220>

<221> MISC_FEATURE
222> (4)..(4)
<223> Xaa = D-Phe

<220>
<221> MISC_FEATURE

<222> (6).. (6)

<223> Xaa = Trp Wk B ~(2-%E) WA (2-Nal)

220>
<221> MOD_RES
<222> (8)..(8)
223>  WiREtL

<400> 55
Cys Glu His Xaa Arg Xaa Ala Cys
1 5

<210> 56
211> 8

<212> PRT
213> AN 174

<220>
223> HMFRERSZAERAE

220>

<221> MOD_RES

222> (1).. (1)

<223> modified with acyl (Ac)

{2207

221> 45K
222> (2)..(®)
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223> R

220>

<221> MISC FEATURE
222> (2)..(2)
223> Xaa = D-Ala

<220>

<221> MISC_FEATURE
222> (4)..(4)
223> Xaa = D-Phe

<220>

<221> MISC_FEATURE

22> (6)..(6)

<223> Xaa = Trp uk B -(2-%8F)Ala (2-Nal)

220>
<221> MOD_RES
222> (8)..(8)
Q23> WEEEM

<400> 56
Cys Xaa His Xaa Arg Xaa Ala Cys
1 5

210> 57
Q211> 9

<212> PRT
Q213> N I1FH

220>
223> B RE SRR

220>

<221> MISC_FEATURE

22> (.. 1)

223> Xaa = HELE (Ac) BRI Nle

220>
221> Hikig
222> (2)..(9)
223> FRAR
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<220>
<221> MISC_FEATURE
<222> (3)..(3)

<223> Xaa = D-Ala

<220>

<221> MISC_FEATURE
222> (5)..(5)
<223> Xaa = D-Phe

<220
<221> MISC_FEATURE

<222> (8)..(8)

<223> Xaa = Ala, B-Ala i 4-5 % | (Gaba)

<220>
<221> MOD_RES
<222> (9).. (9)
223>  BELREtL

<400> 57
Xaa Cys Xaa His Xaa Arg Trp Xaa Cys
] 5

<210> 58
Q211> 9

<212> PRT
213> N3

<220>
<223> M RESREE

<220
<221> MISC_FEATURE

222> (1).. (D)

<223> Xaa = HELEE (Ac) BAFM) Nle

<220>
Q21> B
222> (2)..(9)
<223> R
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220>
<221> MISC_FEATURE
<222> (3)..(3)
<223> Xaa = D-Ala

220>
<221> MISC_FEATURE
222> (5)..(5)
<223> Xaa = D-Phe

220>

<221> MISC_FEATURE

222> (71).. (D

<223> Xaa = 3-ZJFEME Ala (Bal)

<220>
<221> MOD_RES
222> (9).. (9
223> BiREtL

<400> 58
Xaa Asp Xaa His Xaa Arg Xaa Ala Lys
1 5

210> 59

211> 8

<212> PRT
Q13> N IF4

220>
223> HMERESIERCE

220>

221> MISC FEATURE

222> (1).. Q)

<223> Xaa = D-H-FA 0 Ala (D-hCha) modified with acyl (Ac)

<220>
221> iRy,
222> (2)..(8)
223>  FRAR

220>
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<221> MISC_FEATURE
222> 4).. @)
<223> Xaa = D-Phe

<220>

<221> MISC_FEATURE

222> (7).. (D)

223> Xaa = 4-FE | (Gaba)

220>
<221> MOD_RES
222> (8)..(8)
223> WiREL

<400> 59
Xaa Asp His Xaa Arg Trp Xaa Lys
1 5

<210> 60
211> 8

<212> PRT
213> AN L4

<220>
223> M REZAIE

220>

<221> MISC_FEATURE

222> (). ()

223> Xaa = B-ICE Ala (Cha) modified with n-butyryl

220>

Q21>  ZhkyE,
222> (2)..(8)
223> IR

220>

<221> MISC_FEATURE
222> (4).. )
223> Xaa = D-Phe

<2207
<221> MISC_FEATURE
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B E146/14710

222>
223>

220>
<2215
<222>
223>

<400>

(.. ()
Xaa = 4 FE T, (Gaba)

MOD_RES
(8).. (8
digtd

60

Xaa Asp His Xaa Arg Trp Xaa Lys

1

210>
211>
212>
213>

220>
<223>

<220>
221>
222>
223>

220>
21>
222>
223>

220>
221>
222>
223>

<2200
221>
222>
223>

<2205
221>
<222>

5

61
8

PRT

N L4

MR R R RO

MISC_FEATURE
(1).. (1)
Xaa = HHELE (Ac) B Nle

thih 5L
2. ®
Sk

MISC_FEATURE
(3)..(3)
Xaa = D-Glu

MISC_FEATURE
(5)..(5)
Xaa = D-Phe

MOD_RES
8).. (8
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B E147/147;

223> WiEEM

<400> 61

Xaa Cys Xaa His Xaa Arg Trp Cys

1

5
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& 3B
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