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Lo ARHE TR B R iz —4 2R E s &) -
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s ILRT 25 I R

2. YMAED, HAE BT A BE R X Ac-Arg—c (Cys-D-Ala-His-D-Phe-Arg-Tr
p—Cys) -NH, If] 8 [ 3R —4 SZARE BV &4, sIHR] 245 R 36, AT 24 FH 2304 sl g
o

3. MRAEBHE K 2 K2 AL-G Y T 0206 T7 £ BEE = 58 0 i A5 9 () 2590 1)
FHag, HoAn B i i B AR EAE 1 B AN — gk Sk

4. MARBONESK 3 1 i, Homh rad AT e st B B 4 va 7 .

5. MARBHE K 2 KA S T Hl & > N, SO T A, sH Tk
SRR NI R R E R 25 i

6. MRAEBCHEK 2 KIZ5WAG) T 02 25 i Fl 3g , Br ik 2549 P 19697 88 PR 5ol
PRIV AH K BRI IE o

7. FMRYEACMESK 6 a8, PRl PRI AH < FRRIE A2 B8 PR I AOIE «
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TSR HI 2P )
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HIBR AR E K 25 3%
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EBRRER RECIK

[oo01] A HHH 5

[0002] AU WG Bk, Hodg — R 2 Fh R 2 TR 24k (MC-R) [RIECAR, 5 K Tk IR v m] 24
F &L, W R AT IR KA T I FLsh W () 515, de b A 3 BT i KA 25 15
[0003] Bz a1 11 IR S, FLE s SR B fr je B3R s (POMC 5131 DM EER G )
(AR RS I T R POMC 40 T =R R R B B BUisss , Rl 2 A g ik fik
(Bihn, fEfaf# 2 ) (Cone, 2% A, RecentProg. Horm. Res. ,51 :287-317, (1996) ;Cone % A,
Ann. N. Y. Acad. Sci. , 31 :342-363, (1993))

[0004] CAAEZMIEFWNAR P RILT BE TR, Ird 0205 S EIR Rk 52
P B R FOIR IR PR L 45 BRI RR (Tatro, J. B. 25 A, Endocrinol. 121 :
1900-1907 (1987) ;Mount joy,K. G. Z£ A, Science 257 :1248-1251(1992) ;Chhajlani,V. %¢
ANLFEBS Lett. 309 :417-420(1992) ;Gantz, 1. 2 A J. Biol. Chem. 268 :8246—-8250 (1993) FlI
Gantz, I. 28 A, J. Biol. Chem. 268 :15174-15179(1993)) .

[0005] 283K BH 2B B2 R K o tH 2 Pl AR B ok, B RE AT D A IE 2 1 45 L g2 A 2
B IEFENE B, P R0, B T eI S B i h e (12 B
JUE, ACTH) FIRZ= 40 e ({2 FR iz, MSH) 2 J AR Ak, i O 48 3R W TR B2 o 25 %8 il
O L8 R 48 S R IR R VR T R S L Ath A 2 o A ) L BRI L R R AR R A
iz 2% (De Wied, D. 2 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. Z& A, Science 210 :1247-1249 (1980) ;Murphy,M. T. Z& A,
Science 221 :192-193(1983) ;Ellerkmann, E. Z& A, Endocrinol. 130 :133-138(1992) Fl
Versteeg, D. H. G. Z£ A\, Life Sci. 38 :835-840(1986)) .

[0006] & 48 3K W] B R R IR 25 5 6 i A A AR VE 2 AN A I ZH 2R S8 2 o, A 5 VH IR T
AU IR SRR G 07 J52 e+ =48 o R  J R0 PR 2L 2R DL SR R = e . 1245 2
LRAL T A B RER 2R MC-R) o IXLEA0 K5 8 22 40 oy e 1 52 7k (MC1-R) V' bR
5 5 M ACTH 524k (MC2-R) « 2 Jz i F -3 (MC3-R) « & fz i & 4 (MC4-R) FIB B2 iz -5 %2
& (MC5-R) o JITH )R8 R 5T 38 52 AR I 5 R 2 R (2 Ja Bz (MSH) (Cone, R.D. 28N,
Ann. N. Y. Acad. Sci. ,680 :342-363 (1993) ;Cone, R.D. Z& A, RecentProg. Horm. Res. ,51 :
287-318(1996) ) .

[0007] {5 AU AR PR 2R 4 ML R BOR R 32 Ak (MSH-R) A2 FE 32 40 38 52 Ak sl T
JUER -1 ZARRIMCL-R & 315 MR s, HE T 6- B BZ A K K. MC1-R 2
MSH A ACTH 152 8. MC1-R & Tt i G- s, Fs IR B L Mg o (6 TR 3R AT
R B R 2R D R £ Fh H At 2 2R A B MCL-R 524K, ATk HoAth 20 29 40 IR 3 40 i
PRGSO EL 22 R R R BRI R T . MC2-R BFRAE(R S LI iR 521k (ACTH-R) ,
SELERE RN MATE ERR R A I 297 DN B IR PSR . MC2-R /-5 ACTH {2
B ERREFUBCR . AR, MC3-R 2 A2 B 360 AA H7 A it s A8/ BRUATUR BT,
MC3-R #2& 323AA B Jit. MCA-R J& 332 P2 IR s i 2 1, HoAh A8 fi UL iR 00 i 21 21
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Fik. MCH-R JEAEY L RR B AT A Ik 1 325 AN FEIR 15 5 R A 9 HLAE i UK
fRIKFFiL. MC5-R thr= F‘”‘LH%&EEP&E%E#iﬁ@l@ﬂmfww?ﬂiﬂ@qﬁéﬁ
[0008] BRI, 3X Tl LN KR8 R B3R 52 AR 1 D REAN ] o 48141, MC1-R 72 G 8 AR ER IR 2 4%
FCRAT R o -MSHMC1-R B3R ZLHEN5 ) I EZTE L. MCL-R 32113l T S0 R 22 41
Ji, H 5 L B BRI I R RS RE RIS B o MCL-R PRI BhIE B M  4E FH « MC2-R 3 Pk
(IR DL ECE B S0 . Bl (125 BEAAE B DL 0 BB 1R MCA-R A2 A2 4y 31l o B2
B T BB SRS PO AR ek £ SRR I B SRR F 0 R AR, MC3-R Al MC5—R [13#5))
VERIE K50,

[0009] X 22 Bz i ze (MC-R) 2 /R4 4 B vk F ¥R ¥ 1 B 25 L o JIE Jh R0 20 9 0 140 38T 1)
YA TT T BB BR AF AE A K D, 350 2 R0 2 B2 J 0 32 B2 (0 MCA-R 24K Fi 1) b 88
B kR (Giraudo, S.Q. % A, Brain Res.,809 :302-306 (1998) ;Faroogi, I.S. % A, NE
T Med. ;348 :1085-1095 (2003) ;MacNeil, D. J. Z A, Eu. J. Pharm. ,44 :141-157 (2002) ;
MacNeil, D. J. 28 A, Fu. J. Pharm. ,450 :93-109 (2002) ;Kask, A. Z& A, NeuroReport, 10 :
T07-711(1999)) o Y HTAE FH 52 7 LB MRS 7RI 5B 1) 3 UE B J8 5 38 2 PRI, G
HE MCA-R HIVETT I Ty o

[0010] i — P Bk 2 i B8 B2 0 22 52 AR I3l 371 5 i 77 Bl L Ath I AR Ak & 40 4 T LA
M TR 97 T BB b T HAE IS 1 2 Phod BOE, A 55 200k RE PR 58 M e, 14 5
RKIE (£ EH EF) 5 6,613,874 ;Catania, A. Z& A, Pharm. Rev. ,56 :1-29 (2004) ), %
W g (25 [H & F) 5 6,713,487 ;Catania, A. 2 A, Pharm. Rev. ,56 :1-29 (2004) ), i %
it (Catania, A. %5 A, Pharm. Rev. ,56 :1-29(2004)), ik # i (26 [H & F] 5 6,613, 874
2% [/ % F 5 6,713,487 ;Catania, A. 25 A, Pharm. Rev. ,56 :1-29(2004)) 1 ik # M 4k
v (EEEAH S 6,613,874 ;Catania, A. ¢ A, Pharm. Rev. ,56 :1-29(2004)) ; HH B8 &
o B8 21 3 B W 2R R P ST R (SR LS 6, 713, 487 ;Catania, A. %5 A\, Pharm.
Rev. ,56 :1-29(2004)) , J R 1t % 45 % (Catania, A. 28 A, Pharm. Rev. ,56 :1-29 (2004) ,
Getting, S.J. % A, Curr.Opin. Investig. Drugs,2 :1064-1069 (2001)) , fl % % 7 fifi 4k
((REEH|5 6, 713,487) ;1 bl A M 5 15K (145 9 A s R ol W IR e (SRl &
F| 5 6,613,874 ;22 [ & F| = 6,600, 015 ;Fehm, H. L. 2% A, J. Clin. Endo. & Metab. ,86 :
1144-1148(2001) ;Hansen, M. J. 2 A, Brain Res., 1039 :137-145(2005) ;Ye, Z. 2 A,
Peptides, 26 :2017-2025 (2005) ;Farooqi, I.S. 25 A, NE J Med. , 348 :1085-1095 (2003) ;
MacNeil, D. J. Z A, Eu. J. Pharm. 44 :141-157 (2002) sMacNeil, D. J. %% A, Eu. J. Pharm. ,
450 :93-109 (2002) ;Kask, A. 2% 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. Z& A, Obesity
Res. 10 :182-187(2002)) , #f & ka3 (£ H £ H] 5 6, 720, 324 ;Fehm, H. L. 5§ A, J. Clin.
Endo. & Metab. ,86 :1144-1148(2001) ;Pontillo,J. Z A\,Bioorganic & Med. Chem. Ltrs. ,
15 :2541-2546 (2005) ) FIE - WLEA1iF (GE,Y. 25 A\, Brain Research,957 :42-45(2002)) ;
B 5 R 5 93 1 A e R s 25 R, an IR B e (36 & RS 6,613, 874 sWisse,
B.R. %¥ A, Endo. , 142 :3292-3301 (2001) ) , BT & E ( SEE LR 5 6, 720, 324) , 335 15 14
(Marsilje, T.H. 2% A, Bioorg. Med. Chem. Lett. , 14 :3721-3725(2004) ;Markison, S. %&
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AN, Endocrinology, 146 :2766-2773(2005) ), 3% %% i ( 3£ E & | 5 6,613, 874 ;Lechan,
R.M. 25 A, Endo. , 142 :3288-3291 (2001) ;Pontillo, J. Z& A, Bioorganic & Med. Chem.
Ltrs. , 15 :2541-2546 (2005) ) , Je %9 i (£ EH L H] 5 6,639, 123) FlE 9 Z A HME (£
[ LF]5 6,639, 123) s8R (LE LR 6, 713, 487) FUHE FR I3 AH I (1195995 FIURHE bR 1)
I RE, WAL M (€ LR 6,525,019) JMER A (EE GRS 6, 713,487) Wik
g (Sturm, R. A., Melanoma Res. , 12 :405-416 (2002) ;Bastiens, M. T. Z& A, Am. J. Hum.
Genet. ,68 :884-894 (2001)) , A1 g 4 Bt (Luscombe, C. J. 25 A, British J. Cancer,85 ;
1504-1509 (2001) s A=FE MR B 2R IE, 3075 WIS AAE (S8 LA 5 6, 713, 487) Ml %
MrhrFE i (EEEHR S 6,613,874), R RekEAG (LE LR 5 6,720,324 ;Van der
Ploeg, L. H. T. Z& A, PNAS,99 :11381-11386(2002) , Molinoff, P. B. Z£ A, Ann. N. Y. Acad.
Sci. 994 :96-102(2003) , Hopps, C. V. Z£ A, BJU International,92 :534-538(2003)) , %l
HEIhpekERS ((EEEHS 6,613,874 ;Diamond, L. E. 28 A, Urology,65 :755-759 (2005),
Wessells, H. 25 A, Int. J. Impotence Res., 12 :S74-S79(2000), Andersson, K-E. Z& A,
Int. J. Impotence Res., 14 :S82-S92(2002), Bertolini, A. et.al., Sexual Behavior :
Pharmacology andBiochemistry, Raven Press, NY, p 247-257 (1975) ;Wessells, H. 2&
N, Neuroscience, 118 :755-762 (2003) , Wessells, H. Z£ A, Urology,56 :641-646 (2000) ,
Shadiack, A.M. 2% A, Society for Neuroscience Abstract, (2003) ;Wessells, H. %&
N, J.Urology, 160 :389-393(1998) , Rosen, R.C. % A, Int. J. Impotence Res.,16 :
135-142(2004) , Wessells, H. Z& A\, Peptides, 26 :1972-1977 (2005)) Fil 4 T v P& K
M N (EEEAH S 6,713, 487 ;Fourcroy, J. L., Drugs, 63 :1445-1457 (2003) ) ;877 8%
AR E S R B BORE W s B B AR (SR LA 6, 713, 487 ;Catania, A. £
N Pharm. Rev. , 56 :1-29 (2004) ) , SRIMANFFHET 45 Mioni, C. 5% A, Eu. J. Pharm. ,477 :
227-234(2003) ;Catania, A. %% A, Pharm. Rev. , 56 :1-29 (2004) ) , & & 45405 ¥4 77 A 3 %5
1 &7 4 (Sharma H.S. Z& A, Acta. Nerochir. Suppl. , 86 :399-405 (2003) ;Sharma H.S. ,
Ann. N. Y. Acad. Sci. 1053 :407-421(2005) ; 3 [H & H) 5 6, 525, 019) , LK AL 5% 57 V5 T8N
ST BT Bk K A 2 R (Harris, R.B. % A, Physiol. Behav. , 73 :599-608 (2001)) 5§
FENTT AR IR O MUE W B8 e, W MR e (Catania, A. 5§ A, Pharm. Rev. ,
56 :1-29(2004) ) , L YE AR vE (S E L M5 6, 613, 874) , R M2 B AR e (36 H LA 5
6,613, 874), L I B HIE (36 [ L H] 5 6,613, 874) F.LPEK I T Markison, S. 25 A,
Endocrinology, 146 :2766-2773(2005) ; Jifi & %< 5 sl e, W2 MERF IR F I &5 51 (5 1H
EH'5 6, 350, 430 ;Catania, A. Z5 A, Pharm. Rev. ,56 :1-29(2004) ) , 124 PH ZE 4 fbise (2€
L H] 5 6, 713,487) , B (L EER] S 6, 713, 487) FHLT 44l ; MG 9R Sz il 52 (Luger,
T.A. % N, Pathobiology,67 :318-321(1999)) FHHE BT X fu & R 4 10 W iy, 5 4t 2y
M JE A S B (S RS 6, 713,487) s B BAEHE R (K EH L F S 6,713,487 ;
Catania, A. 2 A, Pharm. Rev. ,56 :1-29 (2004) ) ; 57 B3 FR O 2 4R T8 i Ve 97 (38
EH'T 6,713,487), IR RYTE il (KEEHS 6,713,487 ;Ye, Z. TN, Peptides,
26 :2017-2025(2005) ) , #&¥E (Hatta, N. ZE A, J. Invest. Dermatol. , 116 :564-570(2001) ;
Bohm, M. % A, J. Invest. Dermatol. , 118 :533-539 (2002) ) , ¥ J& 32 3& £ i ( 36 | &
5 6,525,019) F1 FZ Bk JE (Sturm, R. A., Melanoma Res., 12 :405-416(2002) ;Bastiens,
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M. T. 25 A, Am. J. Hum. Genet. ,68 :884-894 (2001)) ;4T K+ AKX I 48 2 4 5l 3 4l 22 TG AR I
FURRRE, WEEE (EEH LSR5 6, 720, 324 ;Pontillo, J. 28 A\, Bioorganic & Med. Chem.
Ltrs. , 15 :2541-2546 (2005) ) , # B %E (Chaki, S. %¢ A, Peptides, 26 :1952-1964 (2005) ,
Bednarek, M. A. 28 A, Expert Opinion Ther.Patents, 14 :327-336(2004) ; 3£ EH & #|
56,720, 324) , iIdZ AL 2 Th pERE NG (3R E LR 5 6,613,874 sVoisey, J. 58 A, Curr.
DrugTargets,4 :586-597 (2003)) , Vi ¥ ¥ Jf5 B it ( 2 [/ & ) 5 6, 613, 874 ;Bertolini,
A. 2 N, J.Endocrinol. Invest. ,4 :241-251(1981) ;Vrinten, D. Z& A, J. Neuroscience,
20 :8131-8137(2000) ) Fyfyr MLty (Pontillo, J. %A, Bioorganic & Med. Chem.
Ltrs. , 15 :2541-2546 (2005) ) ;-5 I WORS 5 FH R/ BSOS RS Hh 858 D% IR 9 8 A (WO
05/060985 ;Navarro, M. 28 A, Alcohol Clin. Exp. Res. ,29 :949-957 (2005)) ;' JpiiE 5k
YT , 0 B9 TR R IRVAYT (Markison, S. 2% A, Endocrinology, 146 :2766-2773 (2005))
B R AR (SEEER S 6,613,874)

[0011] IS0 — bl 22 i P B o 2R 52 A4 TG A A & o mT LU T 75 LK 52 1A
(%) 2 B IE 5 AL B ARSI, G R IR = B (S &R 5 6, 613, 874) , i [ il &
AR (£ T RS 6,613,874) , kiR (EELTH) 5 6,613,874), Mk (EEHEF5
6,613,874) , .LFR (FEEHEH S 6,613,874), M KikF (E£EHERS 6,613,874), kil
m (RELEHT 6,613,874), MK (KEEHS 6,613,874), M BRI KE
(Dumont, L. M. 2§ A, Peptides, 26 :1929-1935 (2005) , RS E & (£ EHEH'S 6,613, 874),
e rE (£ELH'T 6,613,874) , I M FSH /W (KE LR S 6,613,874), FE N
BILAEK (KEELH 5 6,613,874), /i (£ EHEH T 6,613,874), K&k 4E (KEH%
H)5 6,613,874) , Bz Je FAM R 73w (SR IE &R 5 6,613,874) , M frir (KEHELHM 5
6,639, 123) ML LK (EEEFS 6,613,874) LI LIHTIEE) (EEEH S 6,613,874),
2] (RELHT 6,613,874) FIHARATH (ELELH T 6,613,874)

[o012]  [KIUL, A BH I — AN B A2 PR 3R R i 22 52 PR I A, 3 57 HE B IR 8K 1) 78 B o
FAZ R S K BIAS e PEFN] B R R 2R S AR Btk o e B MR

[0013]  — Ty, Ak W BRFE A (1) Bk &9 -

[0014] (R2R3> _AI_C (AZ_ 3_A4_ 5_AB6_AT_ 8_A9) _AIO_RI

[0015] ..

[0016] A" /& Acc. HN-(CH,) ,~C(0) . L— 8} D- Z iR, sk 2k ,

[0017] A’ & Cys.D—Cys.hCys.D-hCys. Pen.D—-Pen. Asp, 8 Glu ;

[0018] A’ & Gly.Ala. B —Ala. Gaba. Aib. D- & IE/E, BUEL L |

[0019] A /2 His.2-Pal.3-Pal.4-Pal.Taz.2-Thi.3-Thi, 8¢ (X', X*, X*, X*, X®) Phe ;
[0020]  A® /& D-Phe. D-1-Nal. D-2-Nal. D-Trp. D-Bal.D- (X', X*, X*, X*, X*) Phe. L-Phe B}

D-(Et) Tyr ;

[0021]  A° /& Arg.hArg.Dab.Dap. Lys. Orn, 8¢ HN-CH((CH,) .~N(R'R*) ) —C(0) ;

[0022] A" & Trp.1-Nal.2-Nal.Bal.Bip.D-Trp.D-1-Nal.D-2-Nal.D-Bal 8% D-Bip ;
[0023] A® & Gly.D-Ala.Acc.Ala. B —Ala.Gaba.Apn. Ahx. Aha. HN-(CH,) .—C(0) , BBk 2% ;
[0024] A’ & Cys. D-Cys. hCys. D-hCys. Pen. D-Pen. Dab. Dap- Orn, 8% Lys ;

[0025] A" & Acc.HN-(CH,) ,—C(0) . L—- B} D- S LM%, B Hk 2%
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[0026] R' & —OH, B{ —NH, ;

[0027]  R® 1 R® %% HERRRP I OC R MO HE B Hy (C=Cy) %idk. (C,=Cy) Z4bESE. (C—Csp)
e\ (C=Cag) Mg (C,=Cyp) BRIEIFIE (C=Cy) Bk J7 2k (C,—Cyp) BREE AR (C,=Cyp)
B BRI (C,=Cyp) ARBETE AR (C,—Cop) BbFE AR (CoCap) Hiidik AR AR Y
(C,=Cyo) BRIE HLEARHI D73, (C,—Cy) ek IR Y 2 (C,=Cy) Wi

[0028] R* IR % HAERFIE UL T A& Hy (C-Cyp) FEFE (C—Cy) Z4KEFE. (C,=Cy) WiIES
(C,=Cy) M\ (C,Chp) I JFIE (C=Cp) FEdE 5L (CCy) BEFE MR (C,—Cy) Kt
FEBEEUR) (C—Cy) A4 Je B B EUAR Y (C=C) BRFE AR (C,-Cho) #5255 B HUAR Y
(C,=Cyp) BREEHEEURII T EE (C=Cup) FEFRE BRI T (C—Cyp) BEFE. (C,—Cy) HEAETHTE
&, 8K ~C (NH) -NH, ;

[0029]  m ZEFRFIE UL ARSI HAL 1,2.3.4.5.6 8K 7 &
[0030]  n ZEAFFIEHL FHALHE 1.2.3.4 545 «

(00311 s ZERFFIE UL FARSEHIAL 1,2.3.445.6, 50 7«
(0032]  t LEFEFIE UL FARSEHIAL 1,2.3.445.6, 50 7 «

[0033] X'\ X2\ X2\ XE R X° % A AERERE LR A7 2 HL Py CLLBry T (Cy) KedE B EUR
(1) (Cpoyo) FedE~ (Coye) MIEHEHUARHT (Coyo) M (o) BRI HEHUARET (Cyo) BRI TY
FE WAL Y 25 5L | OHL NH,« NO,, B ON ;

[0034]  Z%fHiE

[0035] (D). 4 R*J2& (C,=Cy) WidE. 75 (C,=Cyo) WEEEHIUARI (C,—Cuo) BRFE B HUARY
FHE (C=Chp) BEIE. (C,=Co) KEFERHBEEE 5 —C(NH) -NH, B, A4 R 2 H 8L (C,—C,) etk
(C,=Cy) ABEHE (C,=Cyp) MZE (C=Cy) FLIETTIE (C,—=Cy) ST HEEUARHT (C—Cyp) FEdES
AR (C,=Cyo) At AR (CCuo) i IR (C,—Cyp) BRI, BUAR AR 0 25
(C,=Cyo) Jt 5

[0036]  (I1). ™ R* A (C,=Cy) BEIE. F5IE (C,=Cy) WEIEHHHARIKS (C,—Ca) BETE \ Bl B AR
(K753 (C=Cy) BEIERS, R® A2 Hy (C,=Cy) HEE (C,—Cap) A4KETE (C,Cp) M (C,=Cyp)
FEJ7 3 (C—Cap) BEFEHEHUARIY (C,—Cp) HEIEBEHUARI (C,=Cy) 2Bt B HUARE (C,—Csp)
J 3k IR (C,—Cyp) RIE BB EUARI 5 5 (C,—Cyp) 25 5

[0037]  (IT1).A° 8k A® sk 3 U IAEAE T Brid b &9+

[0038]  (IV). %4 A® & Cys.D—Cys.hCys.D-hCys.Pen.8{ D-Pen I, A’ & Cys.D-Cys.hCys.
D-hCys. Pen.8k D-Pen ;

[0039] (V). 34 A® & Asp 8{ Glu B}, A’ /& Dab. Dap. Orn, 5% Lys ;

[0040]  (VI). 4 A® J& Ala B Gly I}, A" A& Nle ;

[0041]  (VIT). 4 A" BRI, R AT R® ANREARAE H 5

[0042]  BRILHIZH R,

[0043] PRI AW — ALt S5 2 H b A' & A6c., Gaba. Nle. Met. Phe. D-Phe.
D-2-Nal. hPhe. Chg.D-Chg. Cha. hCha. hPro. hLeu.Nip. B -hMet BY Oic ;

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

[0045] A’ & Gly.Ala.D-Ala.D-Glu. B -Ala.Gaba. Aib, B{HR 2% ;

[0046] A* & His ;
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[0047]
[0048]
[0049]
[0050]
[0051]
[0052]
[0053]
[0054]

A’ J& D-Phe.D-1-Nal,D-2-Nal.D-Trp. D-Bal, ¢ D- (Et) Tyr ;

A° J& Arg, 8% hArg ;

A" & Trp.Bip.D-Trp.1-Nal, 8% 2-Nal ;

A% & A6c. Ala. B —-Ala. Gaba. Apn, BY Ahx ;

A’ J& Cys. D-Cys. hCys.D-hCys. Pen, D-Pen, 5§ Lys ;

A" & Thr, BRELR,

s H A2 3.

AT ZAAL B I — AR IE AL G4 oAb R R R 4% B 7 b > RS | 1 TR Ik

FoE ] Bl 21 A A

[0055]
[0056]

A (D WELERL AP 2P T &9 an T 2 -
A' 2 Acc Arg.D-Arg.Cha.D-Cha.hCha.Chg.D-Chg.Gaba.Tle.Leu.hLeu. B —hMet.

[0057]
[0058]
B
[0059]
[0060]
[0061]
[0062]
[0063]
[0064]
[0065]
[0066]
[0067]
[0068]
[0069]
[0070]
[0071]
[0072]
[0073]
[0074]
[0075]
[0076]
[0077]
[0078]
[0079]
[0080]
[0081]
[0082]

A® /& Cys. D—Cys. Pen BX Asp ;

A* & His B 3-Pal ;

A® /& D-Phe. D-2-Nal 2k D-(Et) Tyr ;

A° J& Arg BR hArg ;

A" /& Trp~1-Nal.2-Nal.Bal.Bip &% D-Trp ;

A’ J& Gly.D-Ala. Acc. Ala, B —Ala. Gaba. Apn. Ahx. Aha BYER2% |

A’ /& Cys.D-Cys. Pen BY Lys ;

A" & Thr sEK

Horp A 50 A° [ 2D — AMEA R P K,

AT 25 I

A T2 ) SEAR I A S ) 2 He il i &9 4 T 2K

Ac-Nle—c (Asp—His-D-Phe-Arg-Trp— B -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—c (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- B ~Ala—D-Cys) ~Thr—NH, ;SEQ IDNO :3
D-Phe—c (Cys-His-D-Phe-Arg-Trp-Gaba—-D—Cys) —Thr-NH, ;SEQ IDNO :3
Ac-Nle—c (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—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ 1D NO :7
Ac-Nle—c (Cys— B —-Ala-His-D-Phe-Arg-Trp-Cys) -NH, ;SEQ ID NO :7
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[0083] Ac-Nle—c (Cys—Gaba-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :7
[0084] Ac-Nle—c(Cys—Aib-His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :7
[0085] Ac-Nle—c(Cys—Gly-His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :7
[0086] Ac-Nle-c (D-Cys—-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :8
[0087]  Ac-Nle-c (D-Cys-D-Ala—His—D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :8
[0088] Ac—Nle—c(D-Cys—B -Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :8
[0089] Ac-Nle—c (D-Cys—-Gaba-His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :8
[0090] Ac-Nle-c (D-Cys—-Aib—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :8
[0091]  Ac-Nle-c (D-Cys—Gly—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :8
[0092] Ac-Nle-c(Cys-D-Ala—His-D-Phe-Arg-Trp-D—Cys)-NH, ;SEQ ID NO :9
[0093] Ac—Nle—c(Cys—B -Ala-His-D-Phe-Arg-Trp-D-Cys)-NH, ;SEQ ID NO :9
[0094] Ac-Nle—c (Cys—Gaba-His—D-Phe-Arg-Trp—D-Cys)-NH, ;SEQ ID NO :9
[0095] Ac-Nle—c (Cys—Aib-His-D-Phe-Arg-Trp-D-Cys)-NH, ;SEQ ID NO :9
[0096] Ac-Nle—c (Cys—Gly-His—D-Phe-Arg-Trp-D-Cys)-NH, ;SEQ ID NO :9
[0097] Ac-Nle—c (D-Cys-Ala—His-D-Phe-Arg-Trp-D—Cys)-NH, ;SEQ ID NO :10
[0098] Ac-Nle—c (D-Cys—-D-Ala-His-D-Phe-Arg-Trp—D-Cys)-NH, ;SEQ IDNO :10
[0099] Ac-Nle—c (D-Cys—B —-Ala—His-D-Phe-Arg-Trp-D—Cys)-NH, ;SEQ IDNO :10
[0100] Ac-Nle—c (D-Cys-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH, ;SEQ IDNO :10
[0101]  Ac-Nle—c (D-Cys—-Aib—His-D-Phe-Arg-Trp-D—Cys)-NH, ;SEQ ID NO :10
[0102]  Ac—Oic—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0103]  Ac—Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0104]  Ac-hCha—c (Asp—His-D-Phe-Arg-Trp-Gaba—Lys)-NH, ;SEQ ID NO :11
[0105]  Ac-D-Cha-c (Asp—His-D-Phe-Arg—Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0106] Ac—Nip—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0107]  Ac-hPro—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0108]  Ac-hLeu—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0109]  Ac-hCha—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0110]  Ac—Phe-c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0111]  Ac-D-Phe-c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0112]  Ac-D—Chg-c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0113]  1E ] BE#E —Cha—c (Asp—-His—D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ IDNO :12
[0114]  Ac-hPhe—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0115]  Ac—B -hMet—c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ IDNO :11
[0116]  Ac—Gaba—c (Asp—His—-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0117]  Ac—Cha—c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;SEQ ID NO :13
[0118]  Ac-hCha—c (Asp—His—D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;SEQ ID NO :13
[0119]  Ac-Leu—c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;SEQ ID NO :13
[0120]  Ac-hLeu—c (Asp—His—D-Phe-Arg-D-Trp—-Ala-Lys)-NH, ;SEQ ID NO :13
[0121]  Ac-Phe-c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;SEQ ID NO :13
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[0122]  Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp-D-Ala—-Lys)-NH, ;SEQ ID NO :14

[0123]  Ac-Nle-c (Asp—His-D-Phe-Arg-D-Trp— B —-Ala-Lys)-NH, ;SEQ ID NO :14
[0124]  Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp-Gaba-Lys)-NH, ;SEQ ID NO :14

[0125]  Ac-Nle—c (Asp—His—D-Phe-Arg-D-Trp—Aha-Lys)-NH, ;SEQ ID NO :14

[0126]  Ac-Nle—c (Asp—His—D-Phe-Arg-D-Trp—Apn—Lys)-NH, ;SEQ ID NO :14

[0127]  Ac—Nle—c (Cys—His-D-Phe-Arg-D-Trp—Apn—Cys)-NH, ;SEQ ID NO :15

[0128]  Ac—Nle-c (Cys—His-D-Phe-Arg-D-Trp—Gaba-Cys)-NH, ;SEQ ID NO :15

[0129]  Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Ahx—Cys)-NH, ;SEQ ID NO :15

[0130] Ac—Nle—c (Cys—His-D-Phe-Arg-D-Trp—B —Ala—Cys)-NH, ;SEQ ID NO :15
[0131] Ac—Nle—c (Cys—His-D-Phe-Arg-D-Trp-D-Ala—Cys)-NH, ;SEQ ID NO :15

[0132] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;SEQ ID NO :16

[0133] Ac—Nle—c(Cys—D-Ala-His-D-2-Nal-Arg—2-Nal-Cys)-NH, ;SEQ IDNO :16
[0134] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—-1-Nal-Cys)-NH, ;SEQ IDNO :16
[0135]  IF ] EidE —Nle—c (Cys—D-Ala—His—D-Phe—Arg—2-Nal—Cys)—-NH, ;SEQ IDNO :17
[0136]  1E J MEdE Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ IDNO :17
[0137]  Ac-Nle—c (Cys-D-Ala—His-D-Phe-Arg-2-Nal—Cys)-NH, ;SEQ ID NO :18

[0138] Ac-Nle—c(Cys-D-Ala-His-D-Phe-Arg—1-Nal—Cys)-NH, ;SEQ ID NO :18

[0139] Ac-Nle—c(Cys-D-Ala-His-D-Phe-Arg-Bal-Cys)-NH, ;SEQ ID NO :18

[0140] Ac-Nle—c (Cys—D-Glu—His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :61

[0141]  Ac-Nle-c (Asp—His-D-Phe-Arg-Trp-D-Ala-Lys)-NH, ;SEQ ID NO :19

[0142] Ac-Nle-c(Cys-D-Ala-His-D-2-Nal-Arg-Bal—Cys)-NH, ;SEQ ID NO :20

[0143]  Ac-Nle-c (Pen-D-Ala-His-D-Phe-Arg—Trp—Cys)-NH, ;SEQ ID NO :21

[0144]  Ac-Nle-c (Cys—D-Ala-His-D-Phe-Arg—Trp—Pen)-NH, ;SEQ ID NO :22

[0145]  Ac-Nle—c (Pen-D-Ala—His-D-Phe-Arg-Trp—Pen)-NH, ;SEQ ID NO :22

[0146] D-Phe-c (Cys-His-D-Phe-hArg-Trp— B —Ala-D-Cys) —Thr-NH, ;SEQ IDNO :23
[0147]  D-Phe-c (Cys-His-D-(Et) Tyr-Arg-Trp— B —Ala-D-Cys) —Thr-NH, ;SEQ IDNO :24
[0148] D-Phe-c (Cys-His—D-Phe-Arg-Bip— B8 —-Ala-D—Cys) —-Thr—NH, ;SEQ IDNO :25
[0149] D-Phe-c (Cys-His—D-(Et) Tyr-hArg-Trp- B -Ala—D-Cys) —-Thr—NH, ;SEQID NO :24
[0150]  D-Phe-c (Cys-His-D-Phe-hArg-Bip— B —Ala-D-Cys)-Thr-NH, ;SEQ IDNO :26
[0151]  D-Phe-c (Cys-His—D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys) —-Thr—NH, ;SEQID NO :26
[0152] Nle-c (Cys—His—D-Phe-Arg-Trp—Apn—Cys)-NH, ;SEQ ID NO :27

[0153]  Ac-Nle—c (Asp—D-Ala—His-D-Phe-Arg-Trp-Lys)-NH, ;SEQ ID NO :28

[0154] Ac-Nle—c (Asp—D-Ala—His-D-Phe-Arg—Bal-Lys)-NH, ;SEQ ID NO :28

[0155] Ac—Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Pen)—-0H ;SEQ ID NO :29

[0156]  Ac-Nle—c (Cys—D-Abu-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ 1D NO :30

[0157]  Ac-Nle—c (Cys-D-Val-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30

[0158] Ac-Nle—c (Cys—D-Ile-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30

[0159]  Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30

[0160] Ac-Nle—c (Cys—D-Tle-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30
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[0161] Ac-Nle—c (Cys-D-Cha—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30
[0162] Ac—Nle-c (Pen-His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :31
[0163] Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :32
[0164]  Ac-Nle—c (Pen—His-D-Phe-Arg-Trp-Gaba—Pen)-NH, ;SEQ ID NO :32
[0165]  Ac-Leu—c (Cys—His—D-Phe-Arg-Trp-Gaba-Cys)-NH, ;SEQ ID NO :33
[0166] Ac—Cha—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0167] Ac-Ile—c(Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0168] Ac-Phe-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0169] Ac-Val-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0170]  Ac—2-Nal-c(Cys-His—D-Phe-Arg-Trp—Gaba-Cys)-NH, ;SEQ ID NO :33
[0171]  Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :34

[0172]  Phe-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :34

[0173]  Ac-Nle—c (Cys—3-Pal-D-Phe-Arg-Trp—Gaba-Cys)-NH, ;SEQ ID NO :35
[0174] Ac—Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)—OH ;SEQ ID NO :36
[0175]  Ac-Nle—c (Cys—His-Phe-Arg-D-Trp—Gaba—Cys)-NH, ;SEQ ID NO :37
[0176] Ac-Nle—c (Asp—His-D-2-Nal-Arg-Trp—Ala-Lys)-NH, ;SEQ ID NO :38
[0177]  Ac—Nle—c (Asp—His-D-2-Nal-Arg-Trp— B —-Ala-Lys)-NH, ;SEQ ID NO :38
[0178]  Ac-Nle—c (Cys—His-D-2-Nal-Arg-Trp—Gaba-Cys)-NH, ;SEQ ID NO :39
[0179]  Ac-Nle—c (Cys—His-D-2-Nal-Arg-Trp—Ahx—Cys)-NH, ;SEQ ID NO :39
[0180]  Ac-hPhe—c (Asp—His-D-2-Nal-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :40
[0181]  Ac—Cha-c (Asp—His-D-2-Nal-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :40
[0182] Ac—Nle—c (Asp—His—D-Phe-Arg-Trp—B —Ala—-Lys)—OH ;SEQ ID NO :41
[0183] Ac—Nle—c (Cys—His—D-Phe-Arg—-Trp—Ahx—Cys)—-OH ;SEQ ID NO :42
[0184] D-Phe—c (Cys—His—D-Phe-Arg-Trp—Ala-D-Cys)—-Thr—OH ;SEQ IDNO :43
[0185] D-Phe—c (Cys—His—D-Phe-Arg—Trp— B -Ala-D—Cys)-Thr—OH ;SEQ IDNO :43
[0186] D-Phe—c (Cys—His—D-Phe-Arg-Trp—Gaba—-D—Cys)-Thr—OH ;SEQ IDNO :43
[0187] Ac—Nle—c (Cys—His—D-Phe—-Arg-Trp—Apn—Cys)—-OH ;SEQ ID NO :42
[0188] Ac—Nle—c (Asp—His—D-Phe-Arg-Trp—Apn-Lys)—-OH ;SEQ ID NO :41
[0189] Ac—Cha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—0H ;SEQ ID NO :44
[0190] Ac—Nle—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—0H ;SEQ ID NO :44
[0191]  Ac—Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)—0OH ;SEQ ID NO :29
[0192]  Ac—Chg—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—0H ;SEQ ID NO :44
[0193] Ac-D-Cha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—0H ;SEQ ID NO :44
[0194]  Ac—hCha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—OH ;SEQ ID NO :44
[0195] Ac-D-Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)—-0H ;SEQ ID NO :44
[0196] Ac—hPhe—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—OH ;SEQ ID NO :44
[0197] Ac—Nle—c (Cys—His-D-Phe-Arg-D-Trp—-Gaba—-Cys)—0H ;SEQ ID NO :45
[0198] Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp—Ahx—Cys)—OH ;SEQ ID NO :45
[0199] Ac—Nle-c (Cys—His—D-Phe-Arg-D-Trp— B -Ala—Cys)-OH ;SEQ ID NO :45
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[0200] Ac—Nle—c (Cys—His-D-Phe-Arg-D-Trp-D-Ala—Cys)—OH ;SEQ ID NO :45
[0201] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)—OH ;SEQ ID NO :46
[0202] Ac—Nle—c (Cys-D-Ala-His—-D-2-Nal-Arg—-2-Nal-Cys)—OH ;SEQ ID NO :46
[0203] Ac—Nle—c(Cys—D-Ala-His—D-2-Nal-Arg—1-Nal—Cys)—OH ;SEQ ID NO :46
[0204] Ac—Nle—c(Cys—D-Ala-His—-D-2-Nal-Arg-Bal—Cys)—OH ;SEQ ID NO :46
[0205]  Ac-Nle-c (Pen-D-Ala-His-D-Phe-Arg—Trp—Cys)—OH ;SEQ ID NO :47
[0206] Ac—Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Pen)—-0H ;SEQ ID NO :29
[0207] Ac—Nle—c (Cys—His—D-Phe-Arg-Trp—Gaba—Pen)-0H ;SEQ ID NO :48 &
[0208] Ac-Arg—c (Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;SEQ ID NO :49 &,
[0200]  BRHH] 251 #h.

[0210]  ArmIAAL G LR N LAY

[0211]  Ac-Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :7
[0212]  Ac-Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Pen)-NH, ;SEQ ID NO :22
[0213]  Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :32
[0214] Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Cys)—OH ;SEQ ID NO :29
[0215] Ac—Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Pen)-0H ;SEQ ID NO :29 B}
[0216] Ac—Nle—c (Cys—His—D-Phe-Arg-Trp—Gaba—Pen)—-0H ;SEQ ID NO :48
[0217]  sILAI 25 Eh

[o218] X (D) MERIERAL S 2 H A Fridtb 594 T -

[0219] A" & Arg. D-Arg. Cha.hCha, Chg. D-Chg. I1le, Leu.2-Nal. Nle. Phe. D-Phe. hPhe.
Val Bk

[0220]  A® /& Cys. Pen B Asp ;

[0221] A’ /& D-Ala.D-Abu.D—-Ch a.D-Ile.D-Leu.D-Tle.D-Val mfk2k ;

[0222] A" J& His B¢ 3-Pal ;

[0223]  A° J& D-Phe. D-2-Nal &k D-(Et) Tyr ;

[0224]  A° /& Arg BX hArg ;

[0225] A" /& Trp.2-Nal.Bal.Bip 8¢ D-Trp ;

[0226] A® & Gly. Ala. B —Ala. Gaba. Apn. Ahx, B 25 ;

[0227] A’ & Cys. D—Cys.Pen BX Lys ;

[0228] A" /& Thr BHRZK ;

[0220]  R* U R % A ik A H BiBEAE

[0230] BRI 2],

[0231]  fijfE — S AL 2 S

[0232] Ac-Arg—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :50
[0233] Ac-D-Arg-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :50
[0234]  Ac-D-Arg-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen)-NH, ;SEQ ID NO :51
[0235]  Ac-D-Arg-c (Cys-His—D-Phe-Arg-Trp-Gaba—Pen)-NH, ;SEQ ID NO :52
[0236] Ac—Arg—c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :52
[0237]  Ac—Arg—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Pen)-NH, ;SEQ ID NO :51
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[0238] Ac-D-Arg-c (Asp-His—D-Phe-Arg-Trp—Ala-Lys)-NH, ;SEQ ID NO :53

[0239]  Ac-Arg-c (Asp—His-D-Phe-Arg-Trp—Ala-Lys)-NH, ;SEQ ID NO :53

[0240] Ac-Nle—c(Cys-D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :7

[0241]  D-Phe—c (Cys—-His—D—-(Et) Tyr-Arg-Trp— B —Ala-D-Cys) —Thr—NH, ;SEQ IDNO :24
[0242]  Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys)-NH, ;SEQ ID NO :27

[0243] Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :32

[0244] Nle-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :34

[0245] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp— B -Ala-Lys)-NH, ;SEQ ID NO :1

[0246] Ac—Nle—c (Cys—His-D-Phe-Arg-Trp—Ahx-Cys)-NH, ;SEQ ID NO :2

[0247]  D-Phe-c (Cys-His—D-Phe-Arg-Trp- B -Ala-D—Cys) —~Thr—NH, ;SEQ IDNO :3
[0248] D-Phe-c (Cys-His-D-Phe-Arg-Trp-Gaba-D-Cys)-Thr-NH, ;SEQ IDNO :3
[0249] Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Apn—Cys)-NH, ;SEQ ID NO :2

[0250] Ac—Nle-c (Asp—His-D-Phe-Arg-Trp—Apn-Lys)-NH, ;SEQ ID NO :4

[0251]  Ac—Cha-c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :6

[0252]  Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—Gaba—-Lys)-NH, ;SEQ ID NO :6

[0253]  Ac—Chg—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11

[0254]  Ac-hCha—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11

[0255]  Ac-D—Chg-c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0256]  Ac—hPhe—c (Asp—His-D-Phe-Arg—Trp-Gaba-Lys)-NH, ;SEQ ID NO :11

[0257]  Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp— B —-Ala—Cys)—-NH, ;SEQ ID NO :15
[0258]  Ac-Nle—c (Pen-D-Ala—His-D-Phe-Arg-Trp—Cys)—-NH, ;SEQ ID NO :21

[0259]  Ac-Nle—c (Cys—D-Ala-His-D-Phe-Arg—Trp—Pen)-NH, ;SEQ ID NO :22

[0260]  D-Phe—c (Cys—-His-D-Phe-hArg-Trp- B -Ala-D-Cys) -Thr-NH, ;SEQ IDNO :23
[0261] D-Phe-c (Cys-His-D-Phe-Arg-Bip— B —-Ala-D—Cys) —-Thr—NH, ;SEQ IDNO :25
[0262] D-Phe-c (Cys-His—D-(Et) Tyr-hArg-Trp- B -Ala-D-Cys) —-Thr—NH, ;SEQID NO :24
[0263] D-Phe—c (Cys-His-D-Phe-hArg-Bip— B —Ala-D-Cys)—-Thr-NH, ;SEQ IDNO :26
[0264] D-Phe-c(Cys-His—D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys)-Thr—NH, ;SEQID NO :26
[0265] Ac-Nle—c (Asp—D-Ala—His-D-Phe-Arg-Trp-Lys)-NH, ;SEQ ID NO :28

[0266] Ac-Nle—c (Asp—D-Ala—His-D-Phe-Arg—Bal-Lys)-NH, ;SEQ ID NO :28

[0267] Ac—Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Pen)—-0H ;SEQ ID NO :29

[0268] Ac-Nle—c (Cys—D-Abu—-His-D-Phe-Arg-Trp—Cys)—-NH, ;SEQ ID NO :30

[0269] Ac-Nle—c (Cys-D-Val-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30

[0270] Ac-Nle—c (Cys—D-Ile-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30

[0271]  Ac-Nle—c (Cys—D-Leu—His-D-Phe-Arg-Trp—Cys)—-NH, ;SEQ ID NO :30

[0272]  Ac-Nle—c (Cys—D-Tle-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ 1D NO :30

[0273]  Ac-Nle—c (Cys-D-Cha—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ 1D NO :30

[0274]  Ac—Nle-c (Pen—-His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :31

[0275]  Ac-Nle-c (Pen—His-D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :32

[0276] Ac-Leu—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
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[0277]  Ac—Cha-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0278] Ac-Ile—c(Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0279]  Ac-Phe-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0280] Ac-Val-c (Cys—His—D-Phe-Arg-Trp-Gaba-Cys)-NH, ;SEQ ID NO :33
[0281]  Ac—2-Nal-c (Cys-His-D-Phe-Arg-Trp—Gaba-Cys)-NH, ;SEQ ID NO :33
[0282]  Phe-c (Cys—His—D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :34

[0283] Ac—Nle—c (Cys—3Pal-D-Phe-Arg-Trp-Gaba—Cys)-NH, ;SEQ ID NO :35
[0284] Ac—Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Cys)—OH ;SEQ ID NO :36
[0285]  Ac—Nle-c (Cys—His—Phe-Arg-D-Trp—Gaba—Cys)-NH, ;SEQ ID NO :37
[0286] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;SEQ ID NO :16
[0287] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—2-Nal-Cys)-NH, ;SEQ IDNO :16
[0288] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg-Bal—Cys)-NH, ;SEQ ID NO :20
[0289] Ac-Nle—c (Asp—His-D-2-Nal-Arg-Trp—Ala-Lys)-NH, ;SEQ ID NO :38
[0290] Ac—Nle—c (Asp—His-D-2-Nal-Arg-Trp—B —Ala-Lys)-NH, ;SEQ ID NO :38
[0291] Ac-Nle—c (Cys—His-D-2-Nal-Arg-Trp—Gaba-Cys)-NH, ;SEQ ID NO :39
[0292] Ac-Nle—c (Cys—His-D-2-Nal-Arg-Trp—Ahx—Cys)-NH, ;SEQ ID NO :39
[0293]  Ac-hPhe—c (Asp—His-D-2-Nal-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :40
[0294]  Ac—Cha—c (Asp—His-D-2-Nal-Arg-Trp—Gaba-Lys) -NH, ;SEQ ID NO :40 5§
[0295] Ac—Arg—c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;SEQ ID NO :49
[0206]  sHLH] 245 I Eh

[0207] X (D) ERIERAL S 2 H A Fridtb 594

[02908] A" & Arg. D-Arg.hArg 8{ D-hArg ;

[0200]  BHLHI 245 I Eh.

[0300] W14 AP AL AL &) 2 b ki 594 T K -

[0301] A /& Cys. D-Cys. hCys.D-hCys. Pen,D-Pen. Asp, 5k Glu ;

[0302]  A° /& Gly.Ala.D-Ala,D-Glu. B -Ala,Gaba,Aib, BLHLA ;

[0303] A*J& His;

[0304] A° /& D-Phe.D-1-Nal.D-2-Nal.D-Trp.D-Bal, 8% D-(Et) Tyr ;

[0305]  A°J& Arg, Bl hArg ;

[0306] A" f& Trp.Bip.D-Trp.1-Nal, 5k 2-Nal ;

[0307] A® & A6c. Ala, B —Ala. Gaba. Apn, B Ahx ;

[0308] A j& Cys.D-Cys.hCys.D-hCys. Pen,D-Pen, 5k Lys ;

[0309] A" /& Thr, k% ;

[o310] s HATZ5H R

[0311]  HIMEZAAL SR FEARE A D2 b R AR 5 AAST# o, H, B2, IENIES,
BRIE T BRAE s n 25 H 26

[0312]  Fif04AL &Y E EIRE RSP 2 ik &Y T X5 -
[0313] A® & Cys 8k Asp ;

[0314] A’ J2& D-Ala B{HLAK ;
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[0315] A" J& His ;

[0316] A’ /& D-Phe B¢ D-2-Nal ;

[0317]  A° /% Arg;

[0318] A" J& Trp ;

[0319]  A® /& Ala, Gaba BB ;

[0320] A’ /& Cys, Pen 8¢ Lys ;

[0321] A" Bk ;

[0322] BRI 2] #h.

[0323]  HIHIZLAL G FEARE AL AP Hrh R A0 R 45 AR H A H sk s sl dinT 25
M.

[0324] R4S L T XWED) -

[0325] Ac-Arg—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :50
[0326] Ac-D-Arg-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :50
[0327]  Ac-D-Arg-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen)-NH, ;SEQ ID NO :51
[0328]  Ac-D-Arg-c (Cys—His—D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :52
[0329]  Ac—Arg—c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :52
[0330] Ac-Arg—c(Cys-D-Ala—His-D-Phe-Arg—Trp-Pen)-NH, ;SEQ ID NO :51
[0331]  Ac-D-Arg-c (Asp—His—D-Phe-Arg-Trp—Ala-Lys)-NH, ;SEQ ID NO :53
[0332]  Ac-Arg-c (Asp—His—D-Phe-Arg-Trp-Ala-Lys)-NH, ;SEQ ID NO :53 &8,
[0333] Ac—Arg-c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;SEQ IDNO :49
[0334]  BRILH]ZiH] .

[0335] AT ZHAL G AR 2 T XS -

[0336] Ac-Arg-c (Cys—D-Ala-His-D-Phe-Arg—Trp—Cys)-NH, ;SEQ ID NO :50
[0337]  Ac-D-Arg—c (Cys—-D-Ala—His-D-Phe-Arg—Trp—Pen)-NH, ;SEQ ID NO :51 &
[0338] Ac—Arg—c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;SEQ IDNO :49
foss0]  ERILTT 242k

[0340]  ATmIZAALEW LR N LAY

[0341] Ac-Arg—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :50
f0342]  ERILTT 242k

[0343]  ArmAAL G LR N LED

[0344] Ac-D-Arg-c(Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen)-NH, ;SEQ ID NO :51
[0345] sl HLRI 25 HE

[0346]  FrmIZAALGW LR N LAY

[0347] Ac—Arg—c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;SEQ ID NO :49
[0348]  sWH AT Z5HI R,

[0340]  —TJ5H, AR LRI (IT) W& -

[0350]  (R°R®)-A'-c (A*-A’-A"-A-A°-A"-AP-A) -NH,

[0351]  Hr .

[0352] A" J2& Nle mHR7K ;
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[0353] A /& Cys 8K Asp ;

[0354] A’ J2 Glu Bk D-Ala ;

[0355] A" J& His ;

[0356]  A° J& D-Phe ;

[0357]  A°J& Arg;

[0358] A" & Trp.2-Nal 5X Bal ;

[0359] A® /& Gly.Ala.D-Ala. B —Ala. Gaba BY Apn ;

[0360] A” /& Cys 8% Lys ;

[0361]  R*FI R’ % FARSZHLE H H 8 (C,-Cy) R ;

[0362] 4t

[0363]  (I). 4 R® & (C,~C,) BEILRT, R® J& H

[0364]  (I1). ¥4 A & Cys i}, A” & Cys,

[0365] sl ILAI 25 HEh,

[0366]  AImIZAIL G LR N LAY

[0367] Ac-Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp-Gly-Cys)-NH, ;SEQ IDNO :54

[0368] Ac-Nle—c(Cys-D-Ala—His-D-Phe-Arg-Trp-D-Ala-Cys)-NH, ;SEQ IDNO :54

[0369] Ac—Nle—c(Cys-D-Ala—His-D-Phe-Arg-Trp— B -Ala—-Cys)-NH, ;SEQ IDNO :54

[0370] Ac-Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp-Gaba—Cys)—NH, ;SEQ IDNO :54

[0371]  Ac-Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Apn-Cys)-NH, ;SEQ IDNO :54

[0372]  Ac—c (Cys—Glu—-His-D-Phe-Arg-Trp—Ala-Cys)-NH, ;SEQ ID NO :55

[0373]  Ac—c (Cys—Glu—His-D-Phe-Arg-2-Nal-Ala-Cys)-NH, ;SEQ ID NO :55

[0374]  Ac—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Ala—Cys)-NH, ;SEQ ID NO :56

[0375]  Ac-c (Cys—D-Ala-His-D-Phe-Arg—2-Nal-Ala-Cys)-NH, ;SEQ ID NO :56

[0376] Ac—Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp—-Ala-Cys)-NH, ;SEQ IDNO :57

[0377]  Ac—Nle-c (Cys-D-Ala—His-D-Phe-Arg-Trp— B —Ala-Cys)-NH, ;SEQ IDNO :57

[0378]  Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ IDNO :57 B¢
[0379] Ac—Nle-c (Asp—D-Ala—His-D-Phe-Arg-Bal-Ala-Lys)-NH, ;SEQ IDNO :58

fose0]  ERILTT L2k

fo3g1] X (D) sl (ID) KI5 — FBARE AL S W2 AR A FF T T ) S i) 2215 A e i 41
ML G, ST 2 2L

(os82]  — 7y i, A WL T ZAL A, HoAL A AR O |0 XA (D) s
(TT) A4 E ] 245 F #h A0 mT 25 FH 20k s B 71l

[os83]  —Jy i, A WAL T ZHAL A, HoAL A AR O |0 XA (D) s
(ID) AEW s mT 25 1 26, DAK ] 245 FHBA s B0, b Brid b & ) e i e M RR B R
4 B

fossa] 53—y i, AR ML T ZiMAL A, SAL A A MR B 1R LS (1) s
(LT) e sl FET 251, DI 7 24 P S S R 7, 3o 2 ) PR 8 5 2
4 ZARFBN ), Hal I ECy, AL D BENE PEA T N R B2 B3R 4 524 By £ B AR B2 i
2R CNBR R 3 2NN BB R 5 2R E R 22 15 1.

16



CN 101257916 B WO B 15/70

[0385] 55—y i, Ak RAL T 25WMA -G, HoA & A 8 i E30E LR (D g
(ID) A& m] 25 1 26, DK ] 24 FHBA s B0, b ik A& ) Je e £ M R B R
4 ZARFBN ), HAl I ECy, AL D BENE X T N B B2 B3R 4 524 By £ B AT B2 i
3 3R > 17 A IS ECy, FRAE M) D RENE X A R R TR 4 2 AR I Hot A TR
B2 ER 3 2 AR R A 90 i LIS ECy, FRAE I DN HETE XS AR B iR 4 2 AR 1B £ Lot
N7 JRE 5 2K =20 200 £ B8Ol BCy, AL Zhasim MEX N B R 4 2R3k
PEVELE T N B B2 BUER 5 2 AR 42 /b 3000 £

[0386] 5 — T IHl, A ERAL T 25MA G, A & A8 E i EacE s (D s
(ID) A-EW s mT 25 H1 26, UAR AT 24 FH A s B0, TR 97 Stk B8 1tk 28 P 9 sl e
SENPIE , WA B SE0E R M i S E R R RE R R AT

[0387]  5j—J7 i, AR R T 25MA G, A& A8 EooE L (D 8
(ID) A EW s mT 25 1 26, ULK AT 24 FH B A s B R, H TR 97 Bl B 5 iz 473 B9 m
B P, A28 AR G715 48 VIR RVHE DG 98 R 22 R T R4 o

[0388] 5 — Ty, A ERAL T 25MA G, A & A B E30E R (D 8
(ID) AEW sl mT 25 1] #h, UAK AT 24 FH A s B R, iR 97 R B A 14 3 15 it A Qs
o B B P, a0 AR EAE  E B RG-SR SR, B D — U7 1, PTIR YT B SO AE 2
NEBERE o AR —J7 10, BTG W50 BOphE A 2F B B o

[0380] 55— i, A RAL T 25MA G, HoA & A B i E30E =X (D 8
(IT) A&l Hmy 25 26, LLR AT 25 U slmoRBe 7], H Tl b BB N il R sl 21
B o EARILSEHE T S, AR IR T8 5 A e i E30E X (D sy sdtng
2y F #h, DAROR] 24 FH B8R sk B 771, sk 2D B 03 N I M B sl L2, L b ik v
By e T A G —Fh e 2 Fil

[0390]  Ac-Nle-c (Cys—His—D-Phe-Arg-Trp-Gaba—Pen)-NH, SEQ ID NO :32.

[0391]  Ac-Arg—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, SEQ ID NO :50.

[0392] Ac-D-Arg-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, SEQ ID NO :50,

[0393] Ac-D-Arg-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen)-NH, SEQ ID NO :51,

[0394] Ac—Nle—c(Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, SEQ ID NO :7.

[0395] D-Phe—c (Cys—His-D-(Et) Tyr-Arg-Trp— B —Ala-D—Cys)-Thr-NH, SEQ IDNO :24.Ac
—Nle—c (Cys—D-Ala-His—D-Phe—Arg-Trp—Pen) -NH, SEQ ID NO :22 8¢ Ac-Arg—c (Cys—D-Ala-
His-D-2-Nal-Arg—Trp—Cys)-NH, SEQ ID NO :49., fEF—AMEIESZiE 7 Z&rh, A& 42t T
B EABER FI0E X (D) K-Sl HRT 25 F 3 DL AT 28 2800k slobss B 71 1) 24
WAEY), H TR BN IR AR E S I A &, oA Bl s 2 sy /& Ac-Arg—c (Cys—D-A
la—His-D-Phe-Arg-Trp—Cys)-NH, SEQ ID NO :50. £EFfF— ML T &R, 4k B
TARSAMER e XM (D) MeE ek ] 25 12, DL AT 25 F 2800 sl B R i)
HMAED, ATV R ESIA S, K kGt /& Ac-D-Arg—c (Cys
—-D-Ala-His-D-Phe-Arg-Trp—Pen)-NH, SEQ ID NO :51. ZEFF— ML T &, Ak H
et TS AR E W ECE W (D B E Y n] 25 F &, DURORT 24 2004 slhi B
FILMA G, T AN R AR E B A 5, HoA Bk i 1 e 73 42 Ac—Arg—c (C
ys—D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, SEQ ID NO :49,
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[0396] 53— J5ifl, AR M PEML T 2yMA G, A S A RER W B30 L (D 85X
(IT) AL B eIl 25 H g, VLRO] 25 AR sobBe ), AT B e s AN AR L o —
17, AR BRSO T AL &4, A S A0 i B30 R (D 8 (D) A& Y eidt
A2 AR VAR AT 2 FH B0 R R e 511, T k2> B 3 s i 6

[0397] 5Tyl AR WIARME T 2yMA G, JA SRR E3CE i (D 8
(IT) A AW el mT 25 F &, URCRT 2 RT3k slobBe 5l D137 PR BE A TR B e i AU
T3 B 2L, A PRBAE « DT R0AE « S VR B T A S AN R 55 S N . AE T
7T BTIRTT I SOWE 2 PR BOAE o AE 73— J7 0, BTGy 7 (5 SO AE /& DT RORE o £ 5
7T BTIATT IR SOPIE A2 S0 TH R R 598 & N o AE 53— J7 I, BT 7 (R0 B
TR 2 I o B A A o

[0398]  Jj—Js i, AR M SR T 2yMA G, HA S A i B30z s (D 85X
(L) A G s nl 25 5k, LAROA] 25 PR om0, F T IR IR e s 2 i,
SR TeE Ao ik R o

[0399]  Jy—Jy i, ARSI T 2y G4, HoA S A i B30 s (D 5K
(IT) A& s nl 25 sk, LRO] 25 PR sob e ), ATy AR B s B 22, 1=
P RS S5 (R AIE 5~ B L P D RER A S8l S Tl B R e R L P FRATC A P S o

[0400] 5y — Ty, AR M PR T 2y MA G, HA S AR i B 30E s (D 85X
(IT) A AP s m] 25 F Bk, DLRCR] 25 HI Bk soboBe 5, Y36 77 AR AR 6 77 sl i 5 e 1
PRI BB S E, Qs B AR e S SRR AR TE B30 L B0 A a4 g, A el ik BAL S
T BT i 8 I B AT T8 ARRUZE AT IR B 245 5 S AR St

[0401] 55—y, AR M P T 29MA &Y, A S A RBER W £ 302 R (D 25X
(IT) A Peli e nr 25 /2, LLRCRT 25 LB R sl e 36 7700 U9 B3 IS 220, 2
L PR T LU PR R B AR L 5 8 P AR B o LB E R P R

[0402]  Jj—J5ii, AR MISEME T 29MA G, KA S AR W E30E s (D 58X
(IT) &Rl 25 5, LAROA] 285 AT OR slom B 31, F 0 T sty B 22 e » 1t
PERPIR QSR EAE 2T YE AL 8 1 BEL 28 M i 9 A0 B M

[0403] 5y J5 i, AR M SR T 29MA G, A S AR B 3o X (D 5K
(L) AL G sl Hm] 2 F i, LURCRT 24 H 3 f sloboBe 5l 1 it S e i 32 PEAT IR T A2 25
o

[0404] 5y Ty, ARSI T 29MA G, HA S AR W B30 s (D 85X
(IT) A G s nl 25 Bk, RLROA] 25 TR BB 51, R 136 77 BOWOn BB 220 W
T B IR0 2R U UAE 300 SR IE RIS ZIE T 1o

[0405] 5y 5, AP T 2y MA &, HoA S A i o B30 s (D 83X
(L) A AP m] 25 F Bk, DURCR] 2 HY Bk sSORaoRe ), 136 77 A7 h B AR A 22 3R 8 e o
22 TCPRIA B S AR AL, WIAR LS SIHIAE T2 D BE R A A 22 PE PR

[0406] 53—y, AR M SR T 2yMA G, A S A RER W B 302 s (D 56X
(1) A A nl 25 sk, LLRO] 25 PR som e 50, F 1067 R ) BB 22 e, '
M S TR PR v

[0407] 53— 5l AR M PR T 29MA G, A S A RER W £ 302 R (D 85X

18



CN 101257916 B WO B 17/70 7

(IT) AL AP n] 25 F B, LR AT 25 HY B30k sl B Rl 8770 O S i iR AR 7 (L
R FSH 7315 PR JLZEAC 7308 R 1 5 2B FROIR IR SR8 0 e [ Wi 5 J AR JC A
i I Hs o256 I S TR O IO S I KT B2 G S SRR S B S ST RIAT O
P RRE 2R R A

[o408] Ty i, AR HIARME T 2yMA G, JA SRR E3CE i (D 8
(IT) A& mT 25 5, LAROAT 25 Aok sloboRe ), AT U830 i AR L TR B B R
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5o

[0567]  “Jdk” ¥R MR IRIE, AP A E— DS A - IR, [RZE R
LR ER B EA DB B IR EA .

[o568] " BEEUARHIME " fedm i, Hrh— e DA E B E (B, ). 2R
HIAE )  —OH. —CN. —SH. =NH,+ —NHCH, -NO, Fl1 —=C, 5, % & 1) — 4~ 8 £ 4~ BUAQ 5L B AL,
o BT iR —Cy o ¢ FE AT 1B W] DL B A5 B Bl I 00 M2k B i 2 —CF,. —OCH,. —OCF,
FIT = (CH,) ¢ 5~ COOH (] — A Z ANEURIEIUAR . EAFI S 77 2P, 474E 1.2.3 88 4 PMHUAR
%o

[0569] " J5IL" ¥REA 2D AFRRE AR B D7 B A, Tk R AL o
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KR, HEE A=A SRS IRMEA R . 7RI I 56 Je IR 55 RE RN 55 FEHE ] .
PLikh, 7 3L 5- 80 6 JuHh o ZRER D5 SEIANIE )R 1ot — A ER Al BN/ B D5 2RI
AR PR P S A AR L 1 ZR Ak 2 ZR T G|k L ndEmbk L 2— IR M 0— L, S SR D7 AEHUARAE
[ —Co KEHE —Cyoo FEETE KIZE (R, 50 50 BN ) L —OH. —CN\ —SH. ~NH,  -NO, , 4% 5§ 25 Y
PRI —C iy e 2 —CF4y —OCF;  F1 = (CH,) 50— COOHo FEANIR)SE /7 ZEHh, D525 001.2.3 B8R
4 AEUARES

[0570] " GEREDT AL FRIEE O M R

[0571] R “ (C,=Cp) Sl ” AR e 58 IR A I, I HAE G TR I DL T, A7 7E
Cy—Cis0

[0572] WA SC T F IR TE “ IE AL D RE B It g S L6 2R Y (¥ Dh e, W LAUCA Hopb S B9
FIEFE A B R DI REBR N RS2 o LSS D RE AR (HANBR T 52 i AL 1 Hs 0 36 | I A8 SR 9K T
N1 N S e e i B s

[0573]  GnAR SCHTH ), TA ARG g B8 R 3R 52 14 “ I8 (AL & 2 XA Ak &9, HaE
i ECs, AT IR Dy Re v P AR — R B B3R 52 A4 I IR B 1t 55 AT ) HoAt P8 S B 32 2 AR AH G O &2
D2y 25 B DYY 5 AR DL 10 f5 B 15 f5 R 1T £ 202 90 £ 2202 200
i 2025 3000 £5EL A /025 10, 000 £ EEE A2 K. 0, A BH (R IR 61t B8 je i 2 4 2 4k
BEh ) 57 B EC,, RAE B DY RETE T Xt N RR B2 BSR4 2 AREE AR B2 TR 1 2k A
MR 3 AR N TR R i3 b 2R RetEm 22 /02y 16 4% . 1 HLAA A, % B e 8 14 R
Fe i 4 ZAREENH) E s I ECy, RAE I ZhRe i P A X N R B2 i Es 4 52 PR LU N R B2 i
R 3 AR > 1T £

[0574] &%

[0575] W] LU i bR dE [ AH G ik il 26 A R BRIk, WL an, Stewart, J.M., %8 A, Solid
Phase Synthesis(Pierce Chemical Co.,2d ed. 1984) , iR = EfLIE R® F1 R® 0] DLiE
Sk AR B L RN B A T V2 e 1) N- R o 2 IR P00l i o 9, A O B e B4 T DL 2
Fedk, Wl (C,—Cap) Fidd o AT IR RGeS TT LLE RIS 2, U (C,—Cy) FRIEHEIE, Forb HARL
THEEE R P R . W e, )40, E'COOH {H IS N- AR im s B Y Bt LLE
FLEWESL, 5040, COE', i I K 58 I IR 5 3 JEE IR 24 1A U 180 R R — S PR Sl — G 7E — 5
FREriRE 1 /NI SEELBT IR ARG . QR0 BB & BRI, 9, X — R IR IE IR, B
2SN 3 BEIR M & 1Y HOBt JBEAT BT iR A B

[0576] 4 R' & -NH, B, K14 oA Fmoc— RZER T4, 1% ZE MR EX 3 RinkAmide MBHA
PR, iR R' 2 —OH, B4 kIt & i FH R BE 2 Wang AR Fmoc— 25 TT 46

[0577]  FEEH Abe Fl / BY Aib [4SRG e, 6 T3 S FEH BB B AT 2 A i Bk
55, IR TR 2 /NI

[0578] T [f Y S it (9 R I T il £ A WK KT 6 1 77 323, Ik 7 1 e AR USRI 28 i
(1o HoAth 77N AR AR BUREARN i CAN . $R i Lozt A T BH 1 B 1 9F A EALE DL
AT 77 PR HA K B o

T 51
[0579]  SLJf5] 1 :Ac—Nle—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys) -NH, SEQID NO :7
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[0580] 7F Advanced ChemTech 396 ® % £ Fih ik & Al 1 (Louisville, KY 40228) I ff
F %5 2 AR R B B (Fmoc) 457 J7 V& Bbr @Ik A% A A 0. 58mmol /g B AR Rink
Amide 4- L X L% (MBHA) #fJls (Novabiochem®, San Diego, CA) » # FH [ Fmoc
7, A R (Novabiochem®, CA F1 Chem—Impex ®, IL) & Fmoc-Nle—OH. Fmoc—Cys (Trt)—-OH.
Fmoc-D-Ala-0OH. Fmoc-His (Trt)-0H. Fmoc-D-Phe-0H. Fmoc—-Arg (Pbf)-0H FI
Fmoc—Trp (Boc) ~0H. LA 0. 035mmol RUALHEAT & ple T L N, N- — F1 L Bt fi% (DMF)
(1) 25 % Wk WE 4b P2 30 73 P Bk 2% Fmoc 2 . 76 & BB L P, # Fmoc 2058 (10eq,
0. 35mmo1) \N,N- SRR ZLRE W% (DIC) (10eq, 0. 35mmol) , Il 1- 23 - Z8FF =M (HOBt)
(10eq,0. 35mmol) FH T DMF (1.4mL) . H DMF ¥t o, 7F DMF (1. 26mL) P {# H Fmoc— & 3&
% (10eq,0. 35mmol) \ /N FRBEER 2- (1-H- FIF =M —1- ) -1,1,2,3- DY FIE[RES (HBTU)
(8eq,0. 28mmo1)  HOBT (10eq, 0. 35mmo1) , 1 — 3 A 3 Z i (DIEA) (20eq, 0. Tmmol) HE4T XL
B, AT ACT396 ®Z R ik-A B {) e LLIEAT T 1 1) s VA3 < (1) A DMF $E%%, (2) FH DMF
TR 25 % WRIE AL PR 30 43 BhBR 2% Fmoe fRF'E, (3) F DMF $E¥%, (4) £ DIC F1 HOBT /£7E T
H Fmoc 28 &M ARIEE 1 /NN, (5) H DMF %%, (6) 7F HBTU,HOBt 1 DIEA /7 {E F AR 4
AHIFEI ] Fmoc ZAZEBRABUBER 1 /Mo ARIEFR IR ) > 51 D AT g o IR REBE O I B 26 i
JE i) Fmoc— fR4P 2L )5 , A FH DMF AL S BE (DCM) 7853 PRV R o
[05811 4 T UJ &I br ALK, ¥ #% JIg A TFAL H,0 F0 = % 9 & A &k k¢ (TIS) (v/v/v
90/6.2/3.8) W% (1. 5mL) 7E =95 FACEE 2 /it J A4 IR -1 & BRI\ 30mL ik
W BB VEY . Az Y AE K (~ Tol) FfE I m A 2N NHHCO, 75 7K
WK pH 2~ 7. 50 FEER N RAERET TR = 72 . AE SRR % HPLC R4 B
C,sDYNAMAX-100®A° #F: (4x43cm) (Varian®, Walnut Creek, CA) 4lifk AT Ik =4, fdH
85% A :15% B ] 30% A :70% B (KL PERR B VEDAE T2 1 /NI, Hidh A 2y 0. 1% TFA K%
Wi, B K O0.1% TFA ZJEWH . ik sr b HPLC A2k 5y IF HA I8 4ir= 1 i I8 L8 2% 4y IF:
B3] 10. 3mg (27 % /7% ) AEE A, AH HPLC 73 #ral 2 JF BRI 21 88% . HLWE5Y
B (EST-MS) 32 1073. 6 Ky F & (5 1074. 3 W =30 .
[0582]  SZjififfl] 2 :Ac—Cha—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys) -NH, SEQID NO :6
[0583] 7F Applied Biosystems® (Foster City, CA)430A %Y ik & B AX b & pl i 2k,
BTl A A 28 03 T N i Boe 4k A [ AHAK & . W. Schnolzer, % A, Int. J. Peptide
Protein Res.,40 :180(1992) ., ffH H4 0. 91mmol/g BUARK) 4- I 2 F I i (MBHA)
P Hg (Peninsula®, Belmont, CA) . 1 FH i Boc & 3 8 (Novabiochem®, San Diego, CA
and Chem—Impex®, Wood Dale, IL) & :Boc—Cha—OH. Boc—Asp (OFm) —OH. Boc—His (DNP) —OH.
Boc—D—-Phe-0H. Boc—Arg (Tos) —OH. Boc—Trp (For) —0H. Boc—-Gaba—0H, 1 Boc—Lys (Fmoc) —OH.,
L 0. 20mmol FRAEHEAT & pl. W IEH 100% TFA AL3 2x1 43808 25 Boc FH. ¥ Boc 2%
iz (2. 5mmol) FH HBTU (2. Ommol) FH DIEA (1. OmL) 7F 4ml. DMF " ¥iyg 4k FH (B BE, AL Rl
JIK — B i TFA Fho (RICITEA 5 738,
[0584] 7F Boc—Asp (OFm)—His (DNP) -D-Phe-Arg (Tos) —Trp (For) —Gaba—Lys (Fmoc) -MBHA
BERCEE A, K IR — B IR B Bh 28 BRI ROV AR T o B TR B i F DMF P 25%
WRIE AL BE 15 738, F DMF $Ei%, 3 H DMF (2mL) A /S B IR IR — — — mbig 4t — 8 (PyBroP)
(6eq,0. 3mmol) DIEA (1mL) , F1 4—( —FIFEZFE ) ke (DMAP) (24mg) #£3)) 12 /M. FH DMF
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VeI, i F 100 %6 TRA PRV PRI, BRERALEE 2 /NisF, HI DMF 1 DOM P3¢, 2R Ja o0k T4 o
1/4 K - #4 5 (0. 05mmol) F T F X AE DMF H [#) HBTU (9eq, 0. 45mmo1) F1 DIEA (0. 25mL)
1745 F i Boc—Cha—0H (10eq, 0. 5mmol) fEH 10 430, F 100 % TFA A% IR, FEIKZ) 2
73, AR5 A DMF Jede ik - M. T 1L H] DME A () ZBRIF (40eq, 2. Ommol) A1 DIEA (20eq,
1. Ommol) #EZNMNE 1 /NI EAT 55 Jia (1) om0 R o F DMF SRR 5, KA IR FH DMF o i) 20 %6 37
FLLWE /10% DIEA B RAL R, BEIRAL BRFF S 2 30 43, LUK 25 20 2 MR 00 B L F¥) DNP 2 4]
W 15% CFERE /15% 7K /70 % DMF B8 BN PR IR, BERFE S 30 731, BR 25 (2 R 1A 0
R FBESE . Rk — IR A DME A1 DOM ek o T8 o T AESA ImL 28 I BERT At 95
BEEE (30mg) Y 10mL HF A7 0°C FHeHEIR — B/l 75 20 Bhifi AT B 5 2 . I Rk 2
HF. M (6x10mL) e JiE I AN HOAc (6x10mL) ZEHY

[0585] 7 J AH il 2% % =1 M ¥ AH J2 #r (HPLC) kA% A )R #H VYDAC® Cjs £ (NestGroup ®,
Southborough, MA) ZEAL K ALY P R IRR S 4. HTMEBRIE (40 23BR P 10% 21 50%
RV B) LA 10mL/ 23 BRI PE AT (A =37 0. 1% TRA FRK SIS B =5
0.1% TFA [ ZJE ) » IRy HBad /i HPLC K . B9 S a4 Mg n % T. 5
I 5. Img I . 77505 8.9% . F& T Mk HPLC 3 (MISERE 94. 5% . ALt i
1% (MS(ES))S M35y 784 1148.5( 5 1148. 3 (WER > T EBAH—30) .

[0586] A& EL AN G348 A 2R T- Fal — et 20 JF AL/ sA Hi v St Ag) o B AR A T
[R5 RSP B, R LU 28 AR A B ) FLAdU IR, 40k LA R0 1B R A5

[0587] A& EL AN G148 A 2R FaR — et 22 JF A/ sf A S Bt As) o B AR T Y
()6 RSP B, AT LU 28 AR B ) HLAd IR, an e LA R 1B R I -5

[0588]  HR#E I ih A 1) 2 BR W] LA 21 1 i) SE A

[0589]  Ac-Nle—c (Asp—His—D-Phe-Arg-Trp- B -Ala-Lys)-NH, ;SEQ ID NO :1

[0590]  Ac-Nle—c (Asp—His—D-Phe-Arg-Trp—-A6c-Lys)—NH, ;SEQ ID NO :1

[0591]  Ac—Nle—c (Cys—His-D-Phe-Arg-Trp—Ahx-Cys)-NH, ;SEQ ID NO :2

[0592] D-Phe-c (Cys-His-D-Phe-Arg-Trp-Ala-D—Cys)-Thr—NH, ;SEQ ID NO :3

[0593] D-Phe—c (Cys-His—D-Phe-Arg-Trp— B -Ala-D—Cys) —-Thr—NH, ;SEQ IDNO :3

[0594] D-Phe-c (Cys-His-D-Phe-Arg-Trp-Gaba—-D-Cys)-Thr-NH, ;SEQ IDNO :3

[0595] Ac-Nle—c (Cys—His-D-Phe-Arg-Trp—Apn-Cys)-NH, ;SEQ ID NO :2

[0596] Ac—Nle—c (Asp—His—D-Phe—-Arg-Trp—Apn-Lys)-NH, ;SEQ ID NO :4

[0597]  Ac—A6c—c (Asp—His-D-Phe-Arg-Trp—Gaba—-Lys)-NH, ;SEQ ID NO :5

[0598] Ac-D-2-Nal-c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :6

[0599] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp—Gaba—-Lys)-NH, ;SEQ ID NO :6

[0600] Ac-Nle—c(Cys—B —Ala-His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :7

[0601] Ac-Nle—c (Cys—Gaba-His—D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :7

[0602] Ac-Nle—c(Cys—Aib-His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :7

[0603] Ac-Nle—c(Cys—Gly-His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :7

[0604] Ac-Nle—c (D-Cys—-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ 1D NO :8

[0605] Ac-Nle—c (D-Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :8

[0606] Ac-Nle—c(D-Cys—B -Ala-His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :8
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[0607] Ac-Nle—c (D-Cys—-Gaba-His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :8
[0608] Ac-Nle—c (D-Cys—-Aib—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :8
[0609] Ac-Nle—c (D-Cys—Gly—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :8
[0610] Ac-Nle-c (Cys-D-Ala-His-D-Phe-Arg—Trp-D-Cys)-NH, ;SEQ ID NO :9
[0611]  Ac-Nle—c (Cys—B -Ala-His-D-Phe-Arg-Trp-D-Cys)-NH, ;SEQ ID NO :9
[0612]  Ac-Nle—c (Cys—Gaba-His—D-Phe-Arg-Trp—D-Cys)-NH, ;SEQ ID NO :9
[0613] Ac—Nle—c(Cys—Aib-His-D-Phe-Arg-Trp-D-Cys)-NH, ;SEQ ID NO :9
[0614] Ac—Nle—c(Cys—Gly-His-D-Phe-Arg-Trp-D-Cys)-NH, ;SEQ ID NO :9
[0615] Ac-Nle—c (D-Cys—-Ala—His-D-Phe-Arg-Trp-D—Cys)-NH, ;SEQ ID NO :10
[0616] Ac—Nle—c (D-Cys—-D-Ala-His—D-Phe-Arg-Trp—D-Cys)-NH, ;SEQ IDNO :10
[0617] Ac—Nle—c (D-Cys—B -Ala—His-D-Phe-Arg-Trp-D—Cys)-NH, ;SEQ IDNO :10
[0618] Ac-Nle—c (D-Cys—-Gaba-His-D-Phe-Arg-Trp-D-Cys)-NH, ;SEQ IDNO :10
[0619] Ac-Nle—c (D-Cys—-Aib—-His-D-Phe-Arg-Trp-D—Cys)-NH, ;SEQ ID NO :10
[0620] Ac—0Oic—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0621]  Ac—Chg—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0622]  Ac-hCha—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0623] Ac-D—Cha-c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0624] Ac—Nip—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0625]  Ac-hPro—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0626] Ac-hLeu—c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0627]  Ac—hCha—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0628]  Ac-Phe—c (Asp—His—D-Phe-Arg-Trp—-Gaba-Lys)-NH, ;SEQ ID NO :11
[0629]  Ac-D-Phe—c (Asp—His-D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0630] Ac-D—Chg-c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :11
[0631]  1E ] BEdE —Cha—c (Asp—His—D-Phe—Arg-Trp—Gaba-Lys)-NH, ;SEQ IDNO :12
[0632] Ac-hPhe—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0633] Ac—B -hMet—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ IDNO :11
[0634] Ac—Gaba—c (Asp—His-D-Phe-Arg-Trp-Gaba-Lys)-NH, ;SEQ ID NO :11
[0635] Ac—Cha—c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;SEQ ID NO :13
[0636] Ac—hCha—c (Asp—His—D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;SEQ ID NO :13
[0637] Ac-Leu—c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;SEQ ID NO :13
[0638] Ac-hLeu—c (Asp—His—D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;SEQ ID NO :13
[0639] Ac-Phe—c (Asp—His-D-Phe-Arg-D-Trp—Ala-Lys)-NH, ;SEQ ID NO :13
[0640] Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp-D-Ala-Lys)-NH, ;SEQ ID NO :14
[0641] Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp— B —Ala-Lys)-NH, ;SEQ ID NO :14
[0642] Ac-Nle—c (Asp—His-D-Phe-Arg-D-Trp—Gaba-Lys)-NH, ;SEQ ID NO :14
[0643] Ac—Nle-c (Asp—His-D-Phe-Arg-D-Trp-Aha-Lys)-NH, ;SEQ ID NO :14
[0644] Ac—Nle-c (Asp—His-D-Phe-Arg-D-Trp-Apn—-Lys)—-NH, ;SEQ ID NO :14
[0645] Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Apn—Cys)-NH, ;SEQ ID NO :15
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[0646] Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp-Gaba-Cys)-NH, ;SEQ ID NO :15

[0647] Ac-Nle—c (Cys—His-D-Phe-Arg-D-Trp—Ahx—Cys)-NH, ;SEQ ID NO :15

[0648] Ac—Nle—c (Cys—His-D-Phe-Arg-D-Trp—B —-Ala—Cys)-NH, ;SEQ ID NO :15
[0649]  Ac-Nle—c (Cys—His—D-Phe-Arg-D-Trp-D-Ala—-Cys)-NH, ;SEQ ID NO :15

[0650] Ac-Nle-c (Cys—D-Ala-His-D-2-Nal-Arg-Trp-Cys)-NH, ;SEQ ID NO :16

[0651] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—-2-Nal-Cys)-NH, ;SEQ IDNO :16
[0652] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—-1-Nal-Cys)-NH, ;SEQ IDNO :16
[0653]  1F ] MEdE —Nle—c (Cys—D-Ala-His—-D-Phe-Arg—2-Nal—Cys)-NH, ;SEQ IDNO :17
[0654]  1E ] MEdE Nle—c (Cys—D-Ala-His-D-Phe—-Arg-Trp—Cys)-NH, ;SEQ IDNO :17
[0655] Ac—Nle—c (Cys-D-Ala—His-D-Phe-Arg-2-Nal—Cys)-NH, ;SEQ ID NO :18

[0656] Ac—Nle—c (Cys-D-Ala—His-D-Phe-Arg—1-Nal—Cys)-NH, ;SEQ ID NO :18

[0657] Ac—Nle—c (Cys-D-Ala—His-D-Phe-Arg-Bal-Cys)-NH, ;SEQ ID NO :18

[0658] Ac-Nle—c (Cys—D-Glu—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :61

[0659] Ac-Nle—c (Asp—His-D-Phe-Arg-Trp-D-Ala-Lys)-NH, ;SEQ ID NO :19

[0660] Ac-Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—-Bal—Cys)-NH, ;SEQ ID NO :20

[0661] Ac-Nle—c (Pen-D-Ala—His-D-Phe-Arg-Trp-Cys)-NH, ;SEQ ID NO :21

[0662] Ac-Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Pen)-NH, ;SEQ 1D NO :22

[0663] Ac-Nle—c (Pen-D-Ala—His-D-Phe-Arg-Trp—Pen)-NH, ;SEQ 1D NO :22

[0664] D-Phe-c (Cys-His-D-Pbe-hArg-Trp— B —Ala-D-Cys)-Thr-NH, ;SEQ IDNO :23
[0665] D-Phe-c (Cys-His—D-(Et) Tyr-Arg-Trp— B —Ala-D-Cys) —Thr-NH, ;SEQ IDNO :24
[0666] D-Phe-c (Cys-His-D-Phe-Arg-Bip— B8 —-Ala-D-Cys) -Thr—NH, ;SEQ IDNO :25
[0667] D-Phe—c (Cys—His—D—-(Et) Tyr-hArg-Trp- B -Ala-D-Cys) —Thr-NH, ;SEQID NO :24
[0668] D-Phe—c (Cys—His—D-Phe-hArg-Bip— B -Ala-D-Cys)-Thr-NH, ;SEQ IDNO :26
[0669] D-Phe-c (Cys-His—D-(Et) Tyr-hArg-Bip— B -Ala-D-Cys)-Thr—NH, ;SEQID NO :26
[0670] Ac—Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Gly-Cys)-NH, ;SEQ IDNO :54
[0671] Ac—Nle—c (Cys-D-Ala-His-D-Phe-Arg-Trp-D-Ala-Cys)-NH, ;SEQ IDNO :54
[0672] Ac—Nle—c(Cys-D-Ala—His-D-Phe-Arg-Trp— B —Ala—-Cys)-NH, ;SEQ IDNO :54
[0673] Ac—Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp—Gaba—Cys)—-NH, ;SEQ IDNO :54
[0674] Ac—Nle—c (Cys-D-Ala—His-D-Phe-Arg-Trp—-Apn—Cys)-NH, ;SEQ IDNO :54
[0675] Nle—c (Cys—His—D-Phe-Arg-Trp—Apn—Cys)-NH, ;SEQ 1D NO :27

[0676] Ac-Nle—c (Asp—D-Ala—His-D-Phe-Arg-Trp-Lys)-NH, ;SEQ ID NO :28

[0677] Ac-Nle—c (Asp—D-Ala—His-D-Phe-Arg—Bal-Lys)-NH, ;SEQ ID NO :28

[0678] Ac—c (Cys—Glu—His-D-Phe-Arg-Trp—Ala-Cys)-NH, ;SEQ ID NO :55

[0679] Ac—c (Cys—Glu—His-D-Phe-Arg-2-Nal-Ala—Cys)—-NH, ;SEQ ID NO :55

[0680] Ac—c(Cys—-D-Ala-His—D-Phe-Arg-Trp—Ala—Cys)-NH, ;SEQ ID NO :56

[0681] Ac—c(Cys—-D-Ala-His-D-Phe-Arg—-2-Nal-Ala—Cys)-NH, ;SEQ ID NO :56

[0682] Ac-Nle—c(Cys-D-Ala-His-D-Phe-Arg-Trp—-Ala-Cys)-NH, ;SEQ IDNO :57
[0683] Ac—Nle—c(Cys-D-Ala-His-D-Ph e-Arg-Trp—B -Ala—Cys)-NH, ;SEQ IDNO :57
[0684] Ac-Nle-c(Cys-D-Ala—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ IDNO :57

32



CN 101257916 B WO B 31/70 7

[0685] Ac—Nle—c(Cys-D-Ala-His-D-Phe-Arg-Trp—Pen)—-0H ;SEQ ID NO :29
[0686] Ac-Nle—c (Cys—D-Abu—-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30
[0687] Ac-Nle—c (Cys-D-Val-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30
[0688] Ac-Nle—c (Cys—D-Ile-His-D-Phe-Arg—Trp—Cys)-NH, ;SEQ ID NO :30
[0689] Ac-Nle—c (Cys—D-Leu-His-D-Phe-Arg—Trp—Cys)-NH, ;SEQ ID NO :30
[0690] Ac—Nle—c(Cys-D-Tle-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30
[0691] Ac—Nle—c (Cys-D-Cha—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :30
[0692] Ac—Nle-c (Pen—-His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :31
[0693] Ac—Nle—c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :32
[0694] Ac-Nle—c (Pen—His-D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :32
[0695] Ac-Leu—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0696] Ac—Cha—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0697] Ac-Ile—c(Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0698] Ac-Phe—c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0699] Ac-Val-c(Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0700] Ac—2-Nal-c(Cys-His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :33
[0701] Nle-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :34

[0702]  Phe-c (Cys—His-D-Phe-Arg-Trp—Gaba—Cys)-NH, ;SEQ ID NO :34

[0703] Ac-Nle-c (Cys—3-Pal-D-Phe-Arg-Trp-Gaba—Cys)-NH, ;SEQ ID NO :35
[0704] Ac—Nle—c(Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)—OH ;SEQ ID NO :36
[0705]  Ac-Nle-c (Cys—His-Phe-Arg-D-Trp—Gaba—Cys)-NH, ;SEQ ID NO :37
[0706] Ac-Nle-c (Asp—D-Ala-His-D-Phe-Arg-Bal-Ala-Lys)-NH, ;SEQ IDNO :58
[0707]  Ac-Nle-c (Asp—His-D-2-Nal-Arg-Trp—Ala—Lys)-NH, ;SEQ ID NO :38
[0708] Ac—Nle—c (Asp—His-D-2-Nal-Arg-Trp—B —Ala-Lys)-NH, ;SEQ ID NO :38
[0709] Ac-Nle—c (Cys—His-D-2-Nal-Arg-Trp—Gaba-Cys)-NH, ;SEQ ID NO :39
[0710]  Ac—Nle—c (Cys—His-D-2-Nal-Arg-Trp—Ahx—Cys)-NH, ;SEQ ID NO :39
[0711]  Ac—hPhe—c (Asp—His—-D-2-Nal-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :40
[0712]  Ac—Cha-c (Asp—His-D-2-Nal-Arg-Trp—Gaba-Lys)-NH, ;SEQ ID NO :40
[0713] Ac—Nle—c (Asp—His—D-Phe-Arg-Trp— B -Ala-Lys)—0H ;SEQ ID NO :41
[0714] Ac—Nle—c (Cys—His—D-Phe-Arg-Trp—Ahx—Cys)—OH ;SEQ ID NO :42
[0715] D-Phe—c (Cys—His—D-Phe-Arg-Trp—Ala-D-Cys)—-Thr—OH ;SEQ IDNO :43
[0716] D-Phe—c (Cys—His—D-Phe-Arg-Trp— B -Ala-D—Cys)-Thr—OH ;SEQ IDNO :43
[0717]  D-Phe—c (Cys—His—D-Phe-Arg-Trp—Gaba-D—Cys)-Thr—OH ;SEQ IDNO :43
[0718] Ac—Nle—c (Cys—His—D-Phe—-Arg-Trp—Apn—Cys)—-OH ;SEQ ID NO :42
[0719]  Ac—Nle—c (Asp—His—D-Phe-Arg-Trp—Apn-Lys)—OH ;SEQ ID NO :41
[0720] Ac—Cha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—0OH ;SEQ ID NO :44
[0721]  Ac—Nle—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—0H ;SEQ ID NO :44
[0722] Ac—Nle—c(Cys-D-Ala-His-D-Ph e-Arg-Trp—Cys)—-0H ;SEQ ID NO :29
[0723] Ac—Chg-c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys)—0H ;SEQ ID NO :44
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[0724] Ac-D-Cha-c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—0H ;SEQ ID NO :44
[0725]  Ac—hCha—c (Asp—His—-D-Phe-Arg-Trp—Gaba-Lys)—OH ;SEQ ID NO :44
[0726] Ac-D-Chg—c (Asp—His—D-Phe-Arg-Trp—-Gaba-Lys)—0H ;SEQ ID NO :44
[0727]  Ac—hPhe—c (Asp—His—D-Phe-Arg-Trp—Gaba-Lys)—OH ;SEQ IDNO :44
[0728] Ac—Nle—c (Cys—His—D-Phe—-Arg—D-Trp—Gaba—Cys)—0H ;SEQ ID NO :45
[0729] Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp—Ahx—Cys)—OH ;SEQ ID NO :45
[0730] Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp—B -Ala—Cys)—-OH ;SEQ ID NO :45
[0731] Ac—Nle—c (Cys—His—D-Phe-Arg-D-Trp-D-Ala—Cys)—OH ;SEQ ID NO :45
[0732] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys)—OH ;SEQ ID NO :46
[0733] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg—2-Nal—Cys)—OH ;SEQ ID NO :46
[0734] Ac—Nle—c(Cys-D-Ala-His—-D-2-Nal-Arg—1-Nal—Cys)—OH ;SEQ ID NO :46
[0735] Ac—Nle—c(Cys-D-Ala-His-D-2-Nal-Arg-Bal—Cys)—OH ;SEQ ID NO :46
[0736] Ac—Nle—c (Pen-D-Ala-His-D-Phe-Arg-Trp—Cys)—OH ;SEQ ID NO :47
[0737] Ac—Nle—c (Cys-D-Ala-His—D-Phe-Arg-Trp—Pen)—-0H ;SEQ ID NO :29
[0738] Ac—Arg—c(Cys-D-Ala—His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :50
[0739]  Ac-D-Arg-c (Cys—-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, ;SEQ ID NO :50
[0740] Ac-D-Arg-c(Cys—-D-Ala-His-D-Phe-Arg-Trp—Pen)-NH, ;SEQ ID NO :51
[0741]  Ac-D-Arg-c (Cys-His—D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :52
[0742] Ac—Arg—c (Cys—His-D-Phe-Arg-Trp—Gaba—Pen)-NH, ;SEQ ID NO :52
[0743] Ac-Arg-c (Cys-D-Ala—His-D-Phe-Arg—Trp-Pen)-NH, ;SEQ ID NO :51
[0744] Ac-D-Arg-c (Asp—His—D-Phe-Arg-Trp—Ala-Lys)-NH, ;SEQ ID NO :53
[0745]  Ac-Arg-c (Asp—His—D-Phe-Arg-Trp-Ala-Lys)-NH, ;SEQ ID NO :53

[0746] Ac-Arg—c(Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys)-NH, ;SEQ ID NO :49 FlI
[0747] Ac—Nle—c (Cys—His—D-Phe—-Arg-Trp-Gaba—-Pen)—-0H SEQ ID NO :48.
[0748]  ARGUHEL AN GAT F ST Fal — e 20 F AT/ B0AE A T S 4] b BLAR 2 T I
()6 BT B, W LU 28 A< BH R FCAlRR, anse 1A FH 1B PR IR AL 54 o

[0749]  ZK 1A Il 1B— PTidk St )7 S 101 7 S FH A [

[0750] i 1A
[0751]
Hig L SEQ
&Y i h i aify | ID
i) &= NO
Ac—Nle—c(Asp—His—D-Phe-Arg-Trp- B -Ala-Lys)- SEQ
1095. 27 1095. 2 96.4 ID
NH,
NO :1
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Ac-Nle—c(Asp—His—D-Phe-Arg-Trp—-A6c-Lys)-N 1149.0 SEQ
1149. 36 96 ID
H, 5
NO :1
[0752]
SEQ
Ac—Nle—c(Cys—His—D-Phe-Arg-Trp—Ahx—Cys)-N 1116. 38 1115.8] 98 1D
H2
NO :2
D-Phe—c (Cys—His—D-Phe-Arg-Trp-Ala-D—Cys) - SEQ
1167. 38 1167. 3| 99 ID
Thr—NH,
NO :3
D-Phe—c (Cys—His—D-Phe-Arg-Trp- B -Ala-D—Cys) SEQ
1167. 38 1167.5] 93 ID
~Thr—NH,
NO :3
D-Phe—c (Cys—His—D-Phe-Arg-Trp-Gaba—D—Cys) SEQ
~Thr—NH, 1181. 41 1181.9] 99 ID
NO :3
Ac—Nle—c(Cys—His-D-Phe-Arg-Trp—Apn—Cys)-N SEQ
1102. 35 1103 99 ID
H,
NO :2
SEQ
Ae-Nle—c(Asp His D-Phe Arg Trp-Apn-Lys) N 1123.32 | 1123.9| 99 D
H,
NO :4
SEQ
Ac—A6c—c(Asp—His—D-Phe-Arg-Trp—Gaba—Lys)— 1121. 31 1121.2] 93 1D
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
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SEQ
Ac—Cha—c(Asp—His—D-Phe-Arg-Trp—Gaba—Lys)— 1149. 36 1149.4| 94.5 1D
NH, ;
NO :6
Ac—Nle—c(Asp—His-D-Phe-Arg-Trp—Gaba—Lys) - SEQ
1109. 3 1109.21 91.5 ID
NH,
NO :6
[0753]
SEQ
Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg—Trp—Cys) - 1074. 3 1074.6| 98.3 1D
N,
NO :7
SEQ
Ac—Nle-c(Cys— B -Ala-His—D-Phe-Arg-Trp—Cys)— 1074. 3 1074. 4| 91 1D
NH,
NO :7
SEQ
Ac—Nle—c(Cys—Gaba—His—D-Phe—-Arg-Trp—Cys)— 1088. 32 1088. 4 93 1D
NH,
NO :7
Ac—Nle—c(Cys—Aib-His—D-Phe-Arg—Trp—Cys)-N SEQ
H, 1088. 32 1088. 4 80 ID
NO .7
SEQ
Ac—Nle—c(Cys—Gly-His—D-Phe-Arg-Trp—Cys)-N 1060. 27 1060. 4| 90 1D
H,
NO :7
SEQ
Ac—Nle—c(D-Cys—Ala—His—D-Phe-Arg-Trp—Cys)— 1074. 3 1074. 4| 93 1D
NH,
NO :8
SEQ
Ac-Nle—c(D-Cys—D-Ala—His—D-Phe-Arg-Trp—Cy 1074. 3 1074. 4| 81 ID
s)—NH,
NO :8
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SEQ
Ac—Nle-c(D-Cys— B -Ala-His-D-Phe-Arg-Trp—Cys 1074. 3 1074. 92 1D
) —NH,

NO :8

SEQ
Ac—Nle—c(D-Cys—Gaba-His—D-Phe-Arg-Trp—Cys 1088. 32 1088. 94 ID
) —NH,

NO :8

SEQ
Ac—Nle—c(D-Cys—Aib-His—D-Phe-Arg-Trp—Cys) - 1088. 32 1088. 91 1D
NH,

NO :8

[0754]

SEQ
Ac-Nle—c(D-Cys—Gly-His—D-Phe-Arg-Trp—Cys) - 1060. 27 1060. 96 1D
NH,

NO :8

SEQ
Ac—Nle—c(Cys—-D-Ala-His—-D-Phe-Arg-Trp-D-Cy 1074. 3 1074. 66 1D
s)—NH,

NO :9
Ac—Nle-c(Cys— B -Ala-His-D-Phe-Arg-Trp-D-Cys SEQ

1074. 3 1074. 94 1D

) —NH,

NO :9
Ac—Nle—c(Cys—Gaba—His—D-Phe—-Arg-Trp—D-Cys SEQ
) —NH, 1088. 32 1088. 93 1D

NO :9

SEQ
Ac—Nle—c(Cys—Aib-His—D-Phe-Arg-Trp-D—Cys) - 1088. 32 1088. 90 1D
NH,

NO :9

SEQ
Ac-Nle—c(Cys—Gly-His-D-Phe-Arg-Trp-D-Cys) - 1060. 27 1060. 91 1D
NH,

NO :9
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SEQ
1D
Ac—Nle—c(D-Cys—Ala-His—D-Phe-Arg-Trp-D-Cy 1074. 3 1074. 4| 65
s)—NH, NO :1
0
SEQ
1D
Ac—Nle—c(D-Cys—D-Ala—His—D-Phe—-Arg-Trp-D- 1074. 3 1074. 2| 93
Cys)-NH, NO :1
0
SEQ
1D
AcNle—c(D-Cys— B -Ala—His-D-Phe-Arg—Trp-D- 1074. 3 1074. 41 92
Cys) —NH, NO :1
0
[0755]
SEQ
1D
Ac—Nle—c(D-Cys—Gaba-His—D-Phe-Arg-Trp-D- 1088. 32 1088.41 90
Cys) -NH, NO :1
0
SEQ
1D
Ac-Nle-c(D-Cys—Aib-His—D-Phe-Arg-Trp-D-Cy 1088. 32 1088 95
s)—NH, NO :1
0
SEQ
1D
Ac—-0Oic—c(Asp—His—D-Phe-Arg-Trp—Gaba—Lys)— 1147. 35 1147.4| 97.5
NH, NO :1
1
SEQ
1D
Ac—Chg—c(Asp—His—D-Phe-Arg-Trp—Gaba—Lys)— 1135. 33 1135.1] 99
NH, NO :1
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SEQ
ID

Ac—-hCha—c (Asp—His-D-Phe—-Arg-Trp—Gaba-Lys 1163. 39 1163.41 99

) -NH, NO :1
1
SEQ
1D

Ac-D-Cha—c (Asp—His—D-Phe-Arg-Trp—Gaba-Ly 1149. 36 1149.21 99

s) NI, NO 21
1
SEQ
ID

Ac—Nip—c(Asp—His—D-Phe-Arg-Trp—Gaba—Lys)— 1107. 28 1107 98.9

N, NO ;1
1
SEQ
ID

Ac—-hPro—c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys) 1107. 28 1107.4| 99

~NH, NO :1
1

[0756]

SEQ
1D

Ac-hLeu—c (Asp—-His—D-Phe-Arg-Trp—-Gaba-Lys) 1123. 32 1123.2] 99

~NH, NO 11
1
SEQ

Ac-D-hCha—c (Asp—His—D-Phe-Arg-Trp-Gaba—L 1D

1163. 39 1163.6| 94

ys)—NH, NO :5
9
SEQ
ID

Ac—Phe—c(Asp—His—D-Phe-Arg-Trp—Gaba—Lys)— 1143. 31 1143.3| 96.9

NH, NO :1
1
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SEQ
1D
Ac—-D-Phe-c (Asp—His—D-Phe-Arg-Trp—Gaba-Ly 1143. 31 1143. 3] 96.5
s)—NH, NO :1
1
SEQ
1D
Ac-D-Chg—c (Asp—His—D-Phe-Arg-Trp—Gaba-Ly 1135. 33 1135.41 99
s)—NH, NO :1
1
SEQ
1D
n—Butyryl-Cha—c (Asp—His—D-Phe-Arg-Trp-Gab 1177. 41 1177.5] 88.6
a-Lys)-NH, NO :6
0
SEQ
1D
Ac—-hPhe—c (Asp—His—D-Phe-Arg-Trp-Gaba-Lys) 1157. 34 1157.2| 70
—NH, NO :1
1
SEQ
Ac— B -hMet—c (Asp-His—D-Phe-Arg-Trp-Gaba-L 1D
1141. 36 1141.2] 89
ys)-NH, NO :1
1
[0757]
SEQ
Ac—-Gaba—c (Asp—His—D-Phe—Arg-Trp—Gaba-Lys 1D
1081. 24 1080.9 92.5
) —NH, NO :1
1
SEQ
1D
Ac—Cha—c(Asp—His—D-Phe-Arg-D-Trp-Ala-Lys) 1135. 33 1135.2| 85
—NH, NO :1
3
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SEQ
1D
Ac—hCha—c (Asp—His-D-Phe-Arg-D-Trp-Ala-Lys 1149. 36 1149. 1| 87
) —NH, NO :1
3
SEQ
Ac-Leu—c (Asp—His—D-Phe-Arg-D-Trp-Ala-Lys) - 1D
1095. 27 1095.4 98.6
NH, NO :1
3
SEQ
1D
Ac—hLeu—c (Asp—His—D-Phe—Arg—D-Trp-Ala-Lys 1109.3 1109. 2| 93.8
)—NH, NO :1
3
SEQ
1D
Ac-Phe—c(Asp—His—D-Phe-Arg-D-Trp—-Ala-Lys)- 1129. 29 1129.2| 81.9
NH, NO :1
3
SEQ
1D
Ac—Nle-c(Asp—His-D-Phe-Arg-D-Trp-D-Ala-Ly 1095. 27 1095. 3] 97
s) —NH, NO :1
4
SEQ
1D
Ac—Nle—c(Asp—His—D-Phe-Arg-D-Trp— B —Ala-Lys 1095. 27 1095. 3| 82
) —NH, NO :1
4
[0758]
SEQ
1D
Ac—Nle—c(Asp—His—D-Phe-Arg-D-Trp—Gaba—Lys 1109. 3 1109. 11 99
) —NH, NO :1
4
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SEQ
1D

Ac—Nle—c(Asp—His—D-Phe-Arg-D-Trp—Aha-Lys) - 1137. 35 1137.4| 98

NH, NO :1
4
SEQ
1D

Ac—Nle—c(Asp—His—D-Phe-Arg-D-Trp-Apn-Lys) 1123. 32 1123.3| 97.3

—NH, NO :1
4
SEQ
1D

Ac—Nle—c(Cys—His—D-Phe-Arg-D-Trp—Apn—Cys) 1102. 35 1102 99

—NH, NO :1
5
SEQ
1D

Ac-Nle—c(Cys—His—D-Phe-Arg-D-Trp—Gaba—Cys 1088. 32 1087.8| 97

) —NH, NO :1
5
SEQ
1D

Ac-Nle-c(Cys-His—D-Phe-Arg-D-Trp-Ahx—Cys) - 1116. 38 1116. 2| 99

NH, NO :1
5
SEQ
1D

Ac—Nle—c(Cys—His—D-Phe-Arg-D-Trp— B —Ala—Cys 1074. 3 1073. 8] 99.9

) —NH, NO :1
5
SEQ

Ac—Nle—c(Cys—His—D-Phe-Arg-D-Trp-D-Ala—Cy 1D

1074. 3 1073.8[ 99.9

s)—NH, NO :1

5
[0759]
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SEQ
1D

Ac—Nle—c(Cys—D-Ala-His-D-2-Nal-Arg-Trp—Cys 1124. 36 1123.6| 96.1

) —NH, NO :1
6
SEQ
1D

Ac—Nle—c(Cys—D-Ala—His—D-2-Nal-Arg-2-Nal—C 1135. 38 1134. 5] 99.1

ys)-NH, NO :1
6
SEQ
1D

Ac—Nle—c(Cys—D-Ala—His—D-2-Nal-Arg-1-Nal—C 1135. 38 1134.6| 94.8

ys)—NH, NO :1
6
SEQ
1D

nButanoyl-Nle—c (Cys—-D-Ala—His—D-Phe-Arg—2- 1113. 37 1112. 6| 95.7

Nal-Cys)-NH, NO :1
7
SEQ
1D

nButanoyl-Nle—c (Cys—-D-Ala—His—D-Phe-Arg-Tr 1102. 35 1101. 5] 99.9

p—Cys)-NH, NO :1
7
SEQ
1D

Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg—2-Nal-Cys 1085. 32 1084. 4| 97.7

) —NH, NO :1
8
SEQ
1D

Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg—-1-Nal-Cys 1085. 32 1084. 5| 96.6

) —NH, NO :1
8
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SEQ
ID

Ac—Nle—c(Cys—D-Ala-His-D-Phe-Arg—Bal-Cys) - 1091. 35 1090. 4| 96.2

NH, NO ;1
8

[0760]

SEQ
1D

Ac—Nle—c(Cys—D-Glu-His—D-Phe-Arg-Trp—Cys) - 1132. 33 1131.5( 99.9

N, NO :6
1
SEQ
ID

Ac—Nle—c(Asp—His—D-Phe-Arg-Trp-D-Ala-Lys)- 1095. 27 1094.6( 99.9

NH, NO :1
9
SEQ
ID

Ac-Nle—c(Cys—D-Ala-His-D-2-Nal-Arg-Bal-Cys) 1141. 41 1140.5( 95.6

~NH, NO :2
0
SEQ

Ac—Nle—c(Pen-D-Ala—His—D-Phe-Arg-Trp—Cys)— 1D

1102. 35 1101.6| 99.9

NH, NO :2
1
SEQ
ID

Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg—Trp—Pen) - 1102. 35 1101.6| 99.9

N, NO :2
2
SEQ

Ac—Nle—c(Pen—D-Ala—His—D-Phe-Arg—Trp—Pen)- 1D

1130.4 1129.6| 99.9

NH, NO :2

2
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SEQ
1D

D-Phe—c (Cys—His-D-Phe-hArg-Trp— B -Ala-D-Cy 1181. 41 1181.71 96.9

s) ~Thr—NH, NO :2
3
SEQ
1D

D-Phe—c (Cys—His-D-(Et) Tyr-Arg-Trp- B -Ala-D- 1211. 43 121171 97.1

Cys)—Thr-NH, NO :2
4

[0761]

SEQ
1D

D-Phe—c (Cys—His—D-Phe-Arg-Bip- B -Ala-D—Cys) 1204. 44 1204.6 99

—Thr—NH, NO :2
5
SEQ
1D

D-Phe—c (Cys—His—D-(Et) Tyr-hArg-Trp- B -Ala-D 1225. 46 1225.7 97

~Cys) ~Thr—NH, NO :2
4
SEQ

D-Phe—c (Cys—His—D-Phe—-hArg-Bip— B —-Ala-D-Cys 1D

1218. 47 1218. 8| 99

) -Thr—NH, NO :2
6
SEQ
1D

D-Phe—c(Cys—His—D-(Et) Tyr-hArg—Bip- B -Ala-D 1262. 52 1263 99

~Cys) ~Thr—NH, NO :2
6
SEQ
1D

Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg-Trp-Gly— 1131. 35 1131.2| 96.8

Cys) -NH, NO :5
4
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SEQ
ID
Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg-Trp-D-Ala 1145. 37 1145. 3| 96.4
~Cys)—NH, NO :5
4
SEQ
1D
Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg-Trp- B -Ala 1145. 37 1145.2| 98.2
“Cys)-NH, NO :5
4
SEQ
ID
Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg-Trp-Gaba 1159.4 1159.2] 95.1
~Cys)-NH, NO :5
4
[0762]
SEQ
Ac-Nle—c(Cys—D-Ala—His—D-Phe-Arg-Trp—-Apn— 1D
1173.43 1173. 3| 96.8
Cys) -NH, NO :5
4
SEQ
1D
Nle—c(Cys—His—D-Phe-Arg-Trp—-Apn—Cys) -NH, 1060. 31 1060. 3| 98.5
NO :2
7
SEQ
ID
Ac—Nle—c(Asp—D-Ala—His—D-Phe-Arg-Trp-Lys)- 1095. 27 1094. 7 96.2
NH, NO :2
8
SEQ
Ac—Nle—c(Asp—D-Ala—His—D-Phe-Arg—Bal-Lys)- 1D
1112. 32 1111. 7 96.5
NH, NO :2
8
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SEQ
Ac—c(Cys—Glu-His—D-Phe-Arg-Trp—-Ala—Cys)-N 1D
1090. 25 1089.6 99.9
H, NO :5
5
SEQ
Ac—c (Cys—Glu—His—D-Phe-Arg—2-Nal-Ala—Cys) - 1D
1101. 27 1100.6 | 98.3
NH, NO :5
5
SEQ
1D
Ac—c(Cys—D-Ala—His—D-Phe-Arg-Trp—Ala—Cys)- 1032. 22 1031. 5| 95.2
NH, NO :5
6
SEQ
1D
Ac—c(Cys—D-Ala—His—D-Phe-Arg-2-Nal-Ala—Cys 1043. 24 1042. 5| 95.6
) —NH, NO :5
6
[0763]
SEQ
1D
Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg-Trp-Ala—C 1144. 39 1144.61 95.3
ys)-NH, NO :5
7
SEQ
1D
Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg-Trp— B -Ala 1145. 37 1144.61 97.3
~Cys) -NH, NO :5
7
SEQ
1D
Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg-Trp-Gaba 1158. 41 1158.61 96.5
~Cys) -NH, NO :5
7
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SEQ
ID

Ac—Nle—c(Cys—D-Ala-His—D-Phe-Arg-Trp—Pen) - 1103. 33 1103 99.9

OH NO :2
9
SEQ
1D

Ac—Nle—c(Cys—D-Abu—His—D-Phe-Arg-Trp—Cys) 1088. 32 1087.6| 99.9

“NH, NO 23
0
SEQ
ID

Ac—Nle—c(Cys—D-Val-His—D-Phe-Arg-Trp—Cys) - 1102. 35 1101.7] 99.9

NH, NO :3
0
SEQ
ID

Ac-Nle—c(Cys—D-Ile-His—D-Phe-Arg-T rp—Cys)- 1116. 38 1115. 7] 99.9

NH, NO :3
0
SEQ
1D

Ac-Nle-c(Cys—D-Leu-His-D-Phe-Arg-Trp—Cys) - 1116. 38 1115. 8| 97.4

NH, NO :3
0

[0764]

SEQ
ID

Ac—Nle—c(Cys—D-Tle-His—D-Phe-Arg-Trp—Cys) - 1116. 38 1115.5| 96.5

N, NO :3
0
SEQ
ID

Ac-Nle—c(Cys—D-Cha—His—D-Phe-Arg-Trp—Cys) - 1156. 44 1155.6| 96.4

NH, NO :3
0
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SEQ
ID
Ac—Nle—c(Pen-His—D-Phe-Arg-Trp—-Gaba—Cys)— 1116. 38 1115. 7 95
NH, NO :3
1
SEQ
1D
Ac—Nle—c(Cys—His—D-Phe-Arg-Trp—Gaba—Pen)— 1116. 38 1115.5| 99.9
N, NO :3
2
SEQ
ID
Ac—Nle—c(Pen—His—D-Phe-Arg-Trp—Gaba—Pen)— 1144. 43 1144 99.9
NH, NO :3
2
SEQ
ID
Ac-Leu—c(Cys—His—D-Phe-Arg-Trp—-Gaba—Cys)— 1088. 32 1088 96. 7
NH, NO :3
3
SEQ
1D
Ac—Cha-c(Cys—His—D-Phe-Arg-Trp-Gaba—Cys) - 1128. 39 1128. 4] 95.8
NH, NO :3
3
SEQ
1D
Ac-Ile—c(Cys—His—D-Phe-Arg-Trp—-Gaba—Cys)—N 1088. 32 1088. 4 95
i, NO :3
3
[0765]
SEQ
ID
Ac—Phe—c(Cys—His—D-Phe-Arg-Trp—Gaba—Cys)— 1122. 34 1122 95. 2
NH, NO :3
3
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SEQ
Ac-Val-c(Cys—His—D-Phe-Arg-Trp—-Gaba—Cys)— 1D
1074. 3 1074.6 | 95.4
NH, NO :3

SEQ
1D
Ac—2-Nal-c (Cys—His—D-Phe-Arg-Trp—Ga ba—Cys 1172.4 1172. 2| 95.2
) —NH, NO :3

SEQ
1D
Nle—c(Cys—His—D-Phe-Arg-Trp-Gaba—Cys)-NH, 1046. 29 1046. 4| 97.6
NO :3

SEQ
ID
Phe—c (Cys—His—D-Phe-Arg-Trp-Gaba—Cys) -NH, 1080. 3 1080 95. 8
NO :3

SEQ
Ac—Nle-c(Cys—3-Pal-D-Phe-Arg-Trp-Gaba—Cys) 1D
1099. 35 1099.6| 96.6
—NH, NO :3

SEQ
1D
Ac—Nle—c(Cys—D-Ala—His—D-Phe-Arg-Trp—Cys) - 1075. 28 1075.2 99.9
OH NO :3

SEQ
ID

Ac—Nle—c(Cys—His—Phe-Arg-D-Trp—Gaba—Cys)— 1088. 32 1088 95. 8
NH, NO :3

[0766]
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SEQ
Ac-Nle—c(Asp-D-Ala—His—D-Phe-Arg—Bal-Ala-L 1182. 8 1D
1183. 4 99.9
ys)-NH, 5 NO :5
8
SEQ
Ac—Nle—c(Asp-His—D-2-Nal-Arg-Trp-Ala-Lys)- 1D
1145. 33 1145 99. 99
N, NO :3
8
SEQ
Ac—Nle—c(Asp—His—D-2-Nal-Arg-Trp— B Ala—Lys)— 1D
1145. 33 1145 99. 99
NH, NO :3
8
SEQ
Ac—Nle—c(Cys—His—D-2-Nal-Arg-Trp—Gaba—Cys) 1D
1138. 38 1137. 8 99.99
~NH, NO :3
9
SEQ
ID
Ac-Nle-c(Cys-His-D-2-Nal-Arg-Trp-Ahx—Cys) - 1166. 44 1166 99
NH, NO :3
9
SEQ
Ac—hPhe—c (Asp—-His—D-2-Nal-Arg-Trp—Gaba—Ly 1D
1207. 4 1206. 9 99
s) NI, NO :4
0
SEQ
Ac—Cha—c(Asp—His—D-2-Nal-Arg-Trp—Gaba—Lys 1D
1199. 42 1198. 8 100
)~NH, NO :4
0
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SEQ
Ac-Arg—c(Cys—D-Ala—His—D-Phe-Arg-Trp—Cys) - 1D
1117. 3 1116. 9] 95.10
NH, NO :5
0
[0767]
SEQ
1D
Ac-D-Arg-c (Cys—D-Ala—His—D-Phe—-Arg-Trp—Cy 1117. 33 1116. 8| 99.2
s) NI, NO :5
0
SEQ
ID
Ac-D-Arg—c (Cys—D-Ala—His—D-Phe—-Arg—Trp—Pe 1145. 38 1144. 9| 96.4
n) ~NH, NO 5
1
SEQ
Ac-D-Arg-c (Cys—His—D-Phe-Arg-Trp—Gaba-Pe 1D
1159. 41 1158. 9| 99.9
n) ~NH, NO :5
2
SEQ
1D
Ac-Arg—c(Cys—His—D-Phe-Arg-Trp—-Gaba—Pen)— 1159. 41 1159. 1 99
NH, NO :5
2
SEQ
ID
Ac-Arg—c(Cys—D-Ala—His—D-Phe-Arg—Trp—Pen) - 1145. 38 1145.1 99
N, NO 5
1
SEQ
Ac-D-Arg—c (Asp—His—D-Phe-Arg-Trp—Ala-Lys)- 1D
1138.3 1138. 0| 98.0
NH, NO :5
3
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SEQ
ID
Ac-Arg—c(Asp-His—D-Phe-Arg-Trp—-Ala-Lys)-N 1138.3 1138. 1 99.0
H, NO :5
3
[o768] £ 1B
[0769]
ey B | K% | 4 SEQ
ay | AT | E 1D
= = NO
1167 1167 SEQ
Ac-Arg—c (Cys-D-Ala-His-D-2-Nal-Arg-Trp—Cys) -NH, 99.9( 1ID
.39 .40
NO :49

[0770]  SLJEfH] 3 ARSMIEST

[0771]  WJ DIARHE T 1 i 77 VAR A A BH IR AL S 7R R — Rl el 2 A R85 o 22 <2 AR (1) B A4
(R T o AT AN 50K 038 AL T A ST IR K2 3R] DL Tl e A R BHIAL &9 5
FZ VR AR IS5 A TE

[0772]  JHUSRHPERC AR S5 500 e

[0773]  MBREKIE hMC-R 52K ME Y 1,34 8% 5 (5555 K CHO-K1 41 753 31 A Tk oh 52 1 4
A2 A BB 4 2R 1A H Y hMC-R 52 RS 1) CHO-K 1 41 Mg 7E VK PILVA 119 50mM. Tris—HC1 (pH
7.4) AT Branson®WE 7,47 30 ) ARJGTEL 4°C R EL 39, 000g B 10 4380 K
DUIEN) T B TFAE A A I 28 pP h FRAEZT 4°C R B 50, 000g B0 10 4380, 2R VE3I& 6 41 i
JEKIPTE VI IRAFAEL) —80°C .

[0774]  7EE P 96 FLH 4T [°1] (Tyr®) - (N1e*-D-Phe”) a -MSH ([***T]-NDP- a -MSH,
Amersham Biosciences®) &5 &[5+ MEPNMl . A w1 EIRH & A (1-10n g FREA R /
fL) FEEH 0. 2% 4135 A8 (BSA) 5mMMgCl, ImM CaCl, F1 0. Img/mL AT B ik 5 14 ik
RS2 R AR 0. 1-0. 3nM[*°T]-NDP— « —MSH [t 50mM Tris-HC1 (pH 7. 4) "h{EZ 37°Cig
B2 90-120 4r%h, {#H Packard Filtermate ®F&ELS, MR 0. 1% (w/v) B LIG W %
(PE1) f¥] GF/C BRIB LT 4E JEMR (Unifilter® ;Packard) i 4> B 4541 [*°1]-NDP- a -MSH
e 7R 532 ) [2°T]-NDP—a -MSH. 7EZ) 0-4°CHIHLE N 50mM Tris-HCI (pH 7. 4) PhikiE
iy =%, SR Ja A H PackardTopcount ®AMRTHEA I 2 TR 1 o 38 v AR B 3R Z2 1% 1]
H3 4T (XL #4 sIDBS) #4544

[0775] A A E o il e R IR — A e 5 i U7 58 9 HoAE SR 2A.2B Al 2C th 5 45 &5 4
(Ki, BAnM &R ) o

[0776] 3K 2A.2B Fll 2C— T 1B AL A0 BT 1 P 1k &5 60 e 25

[0777] £ 2A

[0778]
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Ki SEQ
Ki Ki
Ki Ki hMC1- ID
hM hM
EY) hMC hMC R/ NO :
Cl- C3-
4-R 5-R MC4-
R R
R
Ac-Arg—c(Cys—D-Ala—His—D-P 3.8 10. SEQ
2.09 430 1.9 1D
he-Arg-Trp—Cys) -NH, 7 1
NO :50
Ac-D-Arg-c(Cys—D-Ala—His— 4.0 12. SEQ
1.76 302 2.3 ID
D-Phe-Arg-Trp—Cys) -NH, 1 1
NO :50
Ac-D-Arg-c(Cys-D-Ala-His— 8.2 13. SEQ
2.718 816 3.0 ID
D-Phe-Arg-Trp—Pen) -NH, 9 3
NO :51
Ac-D-Arg-c (Cys—His—D-Phe- 3.9 SEQ
172 11.0 538 0. 36 1D
Arg-Trp-Gaba—Pen) -NH, 3
NO :52
Ac-Arg—c(Cys—His—D-Phe-Ar 1.8 20. SEQ
4. 57 502 0.4 ID
g-Trp-Gaba—Pen) -NH, 1 5
NO :52
Ac-Arg—c(Cys—D-Ala—His—D- 9.6 22. SEQ
4.2 1900 2.3 ID
Phe-Arg-Trp—Pen) -NH, 7 0
NO :51

[0779]
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CN 101257916 B 53/70 1L
Ki SEQ
Ki Ki
Ki Ki hMC1- ID
hM hM
EY) hMC hMC R/ NO :
Cl- C3-
4-R 5-R MC4-
R R
R
Ac-D-Arg—c (Asp—His—D-Phe- 0.7 45, SEQ
1. 21 493 0.6 ID
Arg-Trp-Ala-Lys)-NH, 9 5
NO :53
Ac-Arg—c(Asp—His—D-Phe-Ar 0.6 20. SEQ
1.01 783 0.7 ID
g-Trp-Ala-Lys)-NH, 8 7
NO :53
[0780] £ 2B
[0781]
Ki SEQ
Ki Ki
Ki Ki hMC1 1D
hM hM
EY) hMC hMC R NO :
C3- Co—
1-R 4-R /MC4-
R R
R
Ac—Nle-c(Cys-D-Ala—His-D-2- 114 63. 9 3.07 165 37. 1 SEQ
Nal-Arg-1-Nal-Cys)-NH, 7 1D
NO :16
Ac—Nle-c(Cys-D-Ala—His-D-P 11 26 7.6 180 1.4 SEQ
he-Arg-Trp—Cys) -NH, 0 1D
NO :7
D-Phe-c (Cys—His—D-(Et) Tyr- 0. 05 9.3 1.1 2.9 0.0 SEQ
Arg-Trp- B -Ala-D-Cys) -Thr- 1D
NH, NO :24
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Nle-c(Cys—His—D-Phe—-Arg-Tr 0.07 4.1 0. 85 8.8 0.1 SEQ
p—Apn—Cys) -NH, 1D

NO :27
[0782]
Ki SEQ
Ki Ki
Ki Ki hMC1 ID
hM hM
&Y hMC hMC -R NO :
C3— Co—
1-R 4-R /MC4~
R R
R
Ac—Nle—c(Cys—His—D-Phe-Arg 0.12 10 0.43 0.42 0.3 SEQ
~Trp-Gaba—Pen) -NH, 1D
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, 1D
NO :34
Ac—Nle—c(Asp-His—D-Phe-Arg 0.099| 931 0.617 10. 9 0.16 SEQ
~Trp- B -Ala-Lys) -NH, 6 8 1D
NO :1
Ac—Nle—c(Cys—His—D-Phe-Arg . 0132 16.1 1.23 0. 35 0.11 SEQ
~Trp-Ahx—Cys)-NH, 9 1D
NO :2
D-Phe—c (Cys—His—D-Phe-Arg— 0.207] 43.2 2. 58 344 0.08 SEQ
Trp- B ~Ala-D-Cys)~Thr-NH, D
NO :3
D-Phe—c (Cys—His—D-Phe-Arg— 0. 420 106 4. 75 126 0.09 SEQ
Trp-Gaba—D-Cys) ~Thr-NH, 0 1D
NO :3
Ac—Nle—c(Cys—His—D-Phe-Arg 0.095] 9.33 0. 894 13. 4 0.11 SEQ
~Trp-Apn—Cys) -NH, 1 1D
NO :2
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CN 101257916 B 55/70 T
Ac—Nle—c(Asp—His—D-Phe-Arg 0.999] 300 11.1 431 0.09 SEQ
~Trp-Apn-Lys) -NH, 1D

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, 1D

NO :6

[0783]

Ki SEQ
Ki Ki
Ki Ki hMC1 ID
hM hM
&Y hMC hMC -R NO :
C3— Co—
1-R 4-R /MC4—
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, 1D
NO :6
Ac—Chg—c(Asp—His—D-Phe-Ar 0. 884 223 22.5 609 0. 04 SEQ
g-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, 1D
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, 1D
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, 1D
NO :11
Ac—Nle—c(Cys—His—D-Phe-Arg 0. 323 14.1 1. 96 24.0 0.16 SEQ
~D-Trp- B -Ala—Cys) -NH, 1D
NO :15
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Ac-Nle—c(Pen-D-Ala-His-D-P 34.1 118 17.0 5h6 2.01 SEQ
he-Arg-Trp—Cys) -NH, 0 1D

NO ;21
Ac—Nle—c(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—c (Cys—His—D-Phe—hAr 0. 442 123 10. 3 521 0.04 SEQ
g-Trp- B -Ala-D-Cys)-Thr—NH 1D
9 NO :23

[0784]

Ki SEQ
Ki Ki
Ki Ki hMC1 1D
hM hM
(ALY hMC hMC -R NO :
C3- Co—
1-R 4-R /MC4-
R R
R
D-Phe—c (Cys—His—D-Phe-Arg— 5. 80 337 583 113 0.01 SEQ
Bip— B -Ala-D-Cys) -Thr-NH, 0 0 ID
NO :25
D-Phe—c (Cys—His—D-(Et) Tyr— 0. 056 31.4 14. 7 9.27 0 SEQ
hArg-Trp- B -Ala—D-Cys)-Thr- 7 1D
NH, NO :24
D-Phe—c (Cys—His—D-Phe—hAr 1.68 126 172 122 0.01 SEQ
g-Bip- B -Ala-D-Cys)-Thr—NH, 0 0 D
NO :26
D-Phe—c (Cys—His—D-(Et) Tyr— 0.128 85.6 36.9 38.0 0 SEQ
hArg-Bip- B -Ala-D-Cys)-Thr- 1D
NH, NO :26
Ac—Nle—c(Cys—D-Ala—His-D-P 0. 352 149 3.01 339 0.12 SEQ
he-Arg-Trp-Gly—Cys)—NH, 1D
NO :54
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Ac-Nle—c(Cys—-D-Ala-His-D-P 3.93 876 48. 0 494 0. 08 SEQ
he-Arg-Trp-D-Ala—Cys)-NH, 0 1D

NO :54
Ac—Nle—c(Cys-D-Ala-His-D-P 0.995 | 287 4. 80 766 0.21 SEQ
he-Arg-Trp— B -Ala—Cys)-NH, 1D

NO :54
Ac—Nle—c(Cys—D-Ala—His-D-P 0. 848 184 3.76 956 0.23 SEQ
he-Arg-Trp-Gaba-Cys) -NH, 1D

NO :54
Ac—Nle—c(Cys—D-Ala—His—D-P 1. 10 228 7. 58 859 0.15 SEQ
he-Arg-Trp—Apn—Cys) —NH, 1D

NO :54

[0785]

Ki SEQ
Ki Ki
Ki Ki hMC1 ID
hM hM
& hMC hMC -R NO :
C3- Coh—
1-R 4-R /MC4-
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, 1D
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 1D
NO :28
Ac—c(Cys—Glu—His—D-Phe-Ar 111 171 47.7 694 2.33 SEQ
g-Trp-Ala—Cys)-NH, 0 1D
NO :55
Ac—c(Cys—Glu—His—D-Phe-Ar 262 250 96. 4 146 2.72 SEQ
g-2-Nal-Ala—Cys)-NH, 0 0 1D
NO :55
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Ac—c(Cys—D-Ala—His—D-Phe- 199 599 96. 7 > 2.06 SEQ
Arg-Trp-Ala—Cys)-NH, 0 100 1D

00 NO :56
Ac—c(Cys—D-Ala-His—D-Phe- 132 456 40.7 881 3. 24 SEQ
Arg-2-Nal-Ala—Cys)-NH, 0 0 1D
NO :56
Ac—Nle—c(Cys—D-Ala—His-D-P 9.12 113 22.1 286 0.41 SEQ
he-Arg-Trp-Ala—Cys)-NH, 0 0 1D
NO :57
Ac—Nle—c(Cys—D-Ala—His—D-P 1. 00 227 5. bhh 496 0. 18 SEQ
he-Arg-Trp— B -Ala—Cys)-NH, 1D
NO :57
Ac—Nle—c(Cys—D-Ala—His—D-P 0.536 169 3.12 358 0. 17 SEQ
he-Arg-Trp-Gaba-Cys) -NH, 1D
NO :57
[0786]
Ki SEQ
Ki Ki
Ki Ki hMC1 ID
hM hM
&) hMC hMC -R NO :
C3- Co—
1-R 4-R /MC4-
R R
R
Ac—Nle—c(Cys—D-Ala—His—D-P 32.1 330 17. 4 165 1. 84 SEQ
he—Arg—Trp—Pen)-OH 1D
NO :29
Ac—Nle—c(Cys—D-Abu-His-D- 10. 6 41.1 7.69 54.9 1. 38 SEQ
Phe-Arg-Trp—Cys)-NH, 1D
NO :30
Ac—Nle—c(Cys—D-Val-His—-D-P 13.0 104 10. 1 40 1.29 SEQ
he-Arg-Trp—Cys) -NH, 1D
NO :30
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Ac-Nle—c(Cys—D-Ile-His—-D-Ph 4. 28 38.5 9.0 12.5 0.48 SEQ
e-Arg-Trp—Cys)—NH, 1D

NO :30
Ac—Nle—c(Cys—D-Leu-His-D-P 1. 60 6. 82 4.13 5. 57 0. 39 SEQ
he-Arg-Trp—Cys) -NH, 1D

NO :30
Ac—Nle—c(Cys—D-Tle-His—D-P 12.0 85. 8 11. 2 40 1. 07 SEQ
he-Arg-Trp—Cys) -NH, 1D

NO :30
Ac—Nle—c(Cys—D-Cha—His-D- 0. 353 2.08 1. 41 0. 85 0.25 SEQ
Phe-Arg-Trp—Cys)-NH, 7 1D

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, 1D

NO :32

[0787]

Ki SEQ
Ki Ki
Ki Ki hMC1 ID
hM hM
&Y hMC hMC -R NO :
C3— Co—
1-R 4-R /MC4—
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 1D
NO :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 1D
NO :33
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Ac-Ile—c(Cys—His—D-Phe-Arg— 0. 148 13.9 1. 06 0.42 0.14 SEQ
Trp-Gaba—Cys) -NH, 3 1D
NO :33
Ac—Phe—c(Cys—His—D-Phe-Ar 0.254] 18.5| 2.13 0.71 0.12 SEQ
g-Trp-Gaba—Cys) —NH, 4 1D
NO :33
Ac-Val-c(Cys—His—D-Phe-Arg 0.266] 29.9 1. 98 0. 86 0.13 SEQ
~Trp-Gaba—Cys) -NH, 4 1D
NO :33
Ac—2-Nal-c (Cys—His—D-Phe—A 0.560] 39.2 2.94 2.73 0.19 SEQ
rg-Trp-Gaba—Cys) -NH, 1D
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 1D
NO :34
Ac-Nle—c(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—c(Cys-D-Ala-His-D-P 30. 7 152 15.6 114 1.97 SEQ
he-Arg-Trp—Cys)-OH 1D
NO :36
[0788]
Ki SEQ
Ki Ki
Ki Ki hMC1 ID
hM hM
&Y hMC hMC -R NO :
C3— Co—
1-R 4-R /MC4—
R R
R
Ac—Nle—c(Cys—His—Phe-Arg-D 5. 20 150 138 20. 3 0.04 SEQ
~Trp-Gaba—Cys) —NH, 1D
NO :37
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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, 1D

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, 1D

NO : 16
Ac—Nle—c(Cys—D-Ala—His—D-2— 32.5 5. 85 2.563 94.6 12. 85 SEQ
Nal-Arg-2-Nal-Cys)-NH, 1D

NO :16
Ac—Nle—c(Cys—D-Ala—His—D-2- 22.2 12.7 16.6 125 1. 34 SEQ
Nal-Arg—Bal-Cys)-NH, 1D

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, 1D

NO :38
Ac-Nle—c(Asp—His—D-2-Nal-A 0. 648 2.78 0. 329 1.4 1.97 SEQ
rg-Trp— B -Ala-Lys)-NH, 1D

NO :38
Ac—Nle—c(Cys—His—D-2-Nal-A 0. 393 1. 86 0. 375 1. 11 1. 05 SEQ
rg-Trp—-Gaba—Cys)-NH, 1D

NO :39
Ac—Nle—c(Cys—His—D-2-Nal-A 0. 333 2.91 0. 998 0. 36 0. 33 SEQ
rg-Trp—Ahx—Cys) -NH, 6 1D

NO :39

[0789]

Ki SEQ
Ki Ki
Ki Ki hMC1 1D
hM hM
(ALY hMC hMC -R NO :
C3— Co—
1-R 4-R /MC4—
R R
R
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Ac—hPhe-c (Asp-His-D-2-Nal- 0. 461 2.45 0.931 1. 37 0. 50 SEQ
Arg-Trp-Gaba-Lys) —NH, 1D
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, 1D
NO :40
[0790] £ 2C
[0791]
Ki SEQ
Ki Ki
Ki Ki hMC1 ID
hM hM
&Y hMC hMC R NO :
C3- Ch—
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, 1D
NO :49

[0792] ¥ AMP “E4pN &

[0793] @it HiLZAR O (ECL) MEH: (Meso Scale Discovery®, Gaithersburg, MD ;
SCHFRAE MSD) 0 2 40 g P9 3R AMP (cAMP) ZKF- o A5 e 3R 1A hMC 52 AR 4 11 CHO-K 1 4 Jfd &
TFAE RMPT 1640 ®Jl 5 Z2 iy (RMPT 1640 S22 0. 5mM ¢ ] 55 FR I TEng (IBMX) ,
0. 2% T EFIRAY MSD BT A)) o RifdE R IE hMC Z AR 1.3.4 5 5 [ F A
CHO-K1 ZH B LA2y 7, 000 40 fi / FLEYSES B2 7> BOAE 384— L Multi-Array ® P4 (MSD) 1, i%
SRR A AR R i FAR I BT —cAMP BT o NS Itk B 1 32 iR AL A W FF R 4 B e
23T CHEL 40 %8h. ZIRE I, IMAEH 0. 2% E A FUREGWA 2. 5n0M TAG™ &7 Fric
cAMP (MSD) [IZUEZE M (&7 MgCl, Fl Triton X-100®[ HEPES Z2 1 K1 Eh %W, ph 7. 3)
Ff A e =0 P E 20 90 4380, 5 IR A IS AN, o N SR gR iR (A ECL 3k
MR Triton X—100 fJ Tris ZZ2M, ph 7.8) JFH Sector Imager 6000reader® (MSD) i
ik ECL ) 37 R 52 40 Mo 22 fd 4 H i6) cAMP /K- o A TSR AR B it AR M [ ) 43 4 (XL
U5 sIDBS) 3 AT F 455 A EC,, fHEK Kb .

[0794]  ECy, ARFRATH 50 %6 [ dpe K S N N2, 46, G4t A3 I V2300 52 1T cAMP (1] 50 %
I RIKE B e RS A & R B2 o Kb RS R T 5 H0RI A B I g it Schild 43 #rilll g .
] 5 2, AR IR B2 TS HURAFAE N AT R B s it 4 Kb (A2 AR R Ik 2
N I 2 Aok 7 A A AR A BRI T o B Schild gk B SMER] y il B 0
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T Kb
[0795] A ikl g IR — 44k &) 3 H45 SR AE3% 3A.3B.3C 1 3D PR,
[0796] 3K 3A.3B.3C i 3D- ATk AL AW cAMP A4 0 52 £ 8
[0797] K 3A
[0798]
EC,, SEQ
EC, | ECy EC,, EC,, hMC1 1D
&Y
hMC hMC hMC hMC -R NO :
1-R 3-R 4-R 5-R /MC4—
R
SEQ
Ac—Arg—c(Cys—D-Ala—His-D 5.79 5.2b 0. 313 1630 18.0 ID
~Phe-Arg-Trp—Cys) -NH,
NO :50
SEQ
Ac-D-Arg-c(Cys—D-Ala-His 6. 17 5.6 0. 397 1020 16.0 ID
~D-Phe-Arg-Trp—Cys) -NH,
NO :50
[0799]
EC,, SEQ
EC, | ECs, EC,, EC,, hMC1 D
&)
hMC hMC hMC hMC -R NO :
1-R 3-R 4-R 5-R /MC4-
R
SEQ
Ac-D-Arg-c(Cys—D-Ala-His 26.5 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 8.43 32.4 0. 959 2140 9.0 ID
e~Arg-Trp—Gaba—Pen) -NH,
NO :52
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SEQ
Ac-Arg—c(Cys—His—D-Phe- 4. 23 8.09 .719 23.2 6.0 ID
Arg-Trp-Gaba—Pen) -NH,
NO ;52
SEQ
Ac-Arg—c(Cys—D-Ala—His-D 48. 3 13.3 .79 10000 61.0 1D
~Phe-Arg-Trp—Pen) -NH,
NO :51
SEQ
Ac-D-Arg-c (Asp—His—D-Ph 1. 48 5. 76 . 078 297 19.0 ID
e-Arg-Trp-Ala—Lys)-NH,
NO :53
SEQ
Ac—Arg—c(Asp—His—D-Phe- 1. 39 2. 89 . 05h 467 25.0 ID
Arg-Trp-Ala-Lys)-NH,
NO :53
[0800] ND = Rill%E
[0801] iE 3B
[0802]
3 ECo | ECw | ECm | ECy | FC | SEQ
hM hM hMC hMC hMC ID
Cl- C3- 4-R 5-R 1-R NO :
R R /MC4
-R
[0803]
& FC» | ECy | ECy | ECy | ECy SEQ
hM hM hMC hMC hMC ID
Cl- C3— 4-R 5-R 1-R NO :
R R /MC4
-R
SEQ
Ac—Nle—c(Cys—D-Ala—His—D-Ph 2.4 0. 33 0.078 420 31 ID
e-Arg-Trp—Cys)—NH,
NO :7
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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
NO :24
SEQ
Nle—c(Cys—His—D-Phe-Arg-Trp 0. 31 0.27 0.018 3.1 17 ID
—Apn—Cys) -NH,
NO :27
SEQ
Ac—Nle—c(Cys—His—D-Phe-Arg— 0. 28 0.24 0. 028 3.9 10 ID
Trp-Gaba—Pen) -NH,
NO :32
SEQ
Nle—c(Cys—His—D-Phe—Arg-Trp 0. 37 0.1 0.021 1.7 18 ID
~Gaba—Cys) —NH,
NO :34
Ac-Nle—c(Asp—His—D-Phe-Arg— 0. 83 0.14 SEQ
0. 128 2.79 6. 52 ID
Trp— B -Ala-Lys)-NH, 4 5
NO :1
0.19 0. 049 SEQ
Ac—Nle-c(Cys-His-D-Phe-Arg- 0.76 1.73 15. 45 1D
Trp-Apn—Cys) —NH, 9 2
NO :2
0.18 0. 094 SEQ
Ac—Cha—c(Asp—His—D-Phe-Arg 3. 26 30.2 34. 35 ID
~Trp-Gaba-Lys) -NH, 9 9
NO :6
0.62 SEQ
Ac—Nle—c(Asp—His—D-Phe-Arg— 1. 37 0. 131 3. 48 10. 46 ID
Trp-Gaba—Lys) -NH, 8
NO :6
[0804]
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o EC, | ECy | EC, | EC, | ECy SEQ
hM hM
Cl- C3- hMC hMC hMC ID
R R 4-R 5-R 1-R NO :
/MC4
-R
SEQ
Ac—hCha—c (Asp—His—D-Phe—Ar 2.27 3. 32 7.24 415 0. 31 ID
g-Trp-Gaba-Lys) -NH,
NO :11
SEQ
Ac—Nle—c(Pen—-D-Ala—His—D-Ph ND 1. 89 0. 531 ND ND 1D
e-Arg-Trp—Cys)-NH,
NO :21
SEQ
Ac—Nle—c(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 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— B -Ala-D-Cys)-Thr-N 81.8 86. 9 31.8 0.01 ID
5
H, NO :26
Ac—Nle—c(Asp—D-Ala—His—D-Ph 0. 93 > 100 SEQ
3.22 1.65 0. 56 1D
e-Arg-Bal-Lys)-NH, 1 00
NO :28
0. 46 0. 091 SEQ
Ac—Nle—c(Cys—D-Leu—His—D-Ph 3.24 78.5 3b.41 ID
e-Arg-Trp—Cys)-NH, 5 5
NO :30
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Ac-Nle—c(Cys—D-Cha-His-D-P 0. 81 0. 54 SEQ
0. 453 45. 3 1. 81 ID
he-Arg-Trp—Cys) -NH, 9 1
NO :30
[0805]  ND =Rl &
[0806] j§ 3C
[0807]
EC, | Kb Kb EC, | SEQ 1D
wEY) hMC hMC MC4 hMC NO
1-R 3-R -R 5-R
Ac—Nle—c(Cys—D-Ala—His—D-2-Nal-Ar 17.6 12. 4 38. 8 11. 8 SEQ 1D
g-Trp—Cys)-NH, NO :16
Ac—Nle—c(Asp-His—D-2-Nal-Arg-Trp— 0.619 2.98 0.109| 0.189| SEQ ID
Ala-Lys)-NH, NO :38
Ac-Nle—c(Asp—His—D-2-Nal-Arg-Trp— 0.913 0.536 0. 346 0.489| SEQ ID
B -Ala-Lys)-NH, NO :38
Ac-Nle—c(Cys—His—D-2-Nal-Arg-Trp- 0. 231 18. 4 0. 782 0.153| SEQ ID
Gaba—Cys) -NH, NO :39
Ac—Nle—c(Cys—His—D-2-Nal-Arg-Trp- 0. 581 10. 8 0.967( 0.126| SEQ ID
Ahx—Cys)-NH, NO :39
Ac—hPhe—c (Asp~His-D-2-Nal-Arg-Tr 0.413 9. 32 0.824| 0.307| SEQ ID
p—-Gaba-Lys)-NH, NO :40
Ac—Cha—c(Asp—His-D-2-Nal-Arg-Trp 1. 27 3.02 0. 442 0.736 SEQ ID
—-Gaba—Lys)-NH2 NO :40
Ac—Nle—c(Cys—D-Ala—His—D-2-Nal-Ar 383 61.5 h3.6 2842 SEQ 1D
g—1-Nal-Cys)-NH, NO :16
[0808] EE 3D
[0809]
EC, | Kb Kb EC, | SEQ 1D
wEw hMC hMC MC4 hMC NO :
1-R 3-R -R 5h-R
Ac—-Arg-c(Cys-D-Ala-His—-D-2-Nal-A 193 5.72 1. 58 1111 SEQ ID
rg-Trp—Cys)-NH, NO :49
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[0810]  Sjitfsi] 4 AR ARST

(08111 W LIRS 1 10 1) 5 32 I A A B (KA & 0 DB ORI/ AR B 5 i o A4
SRFARN TR B -5 A SCHIIA AARBLIR 22 SR ] AR 3000 52 A5 W R AL 5 0% B P 4t ORI /

BRI
[0812]  FEAKPIAFFEH IR RS0 R B = 2 AR AR LA (R 4) -
[0813] X4
[0814]
[N ARE gty
tEY A Ac—Nle—c (Cys—D-Ala-His—D-Phe-Arg-Trp—Cys)-NH, SEQ ID
NO .7
WEY B Ac—Nle—c (Cys—D-Ala-His—D-Phe-Arg—Trp—Pen)-NH, SEQ ID
NO :22
&Y C AcNle—c(Cys—His—D-Phe-Arg-Trp-Gaba-Pen) -NH, SEQ ID
NO :32
WEYD D-Phe—c (Cys—-His—D- (Et) Tyr—Arg-Trp- B ~Ala—D-Cys)-Thr—NH,
SEQ ID NO :24
tWEY) E Ac-Arg—c (Cys—D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, SEQ
ID NO :50
EF Ac-D-Arg—c (Cys-D-Ala-His-D-Phe-Arg-Trp—Cys)-NH, SEQ
ID NO :50
AEWr G Ac-D-Arg-c (Cys—D-Ala-His-D-Phe-Arg-Trp—Pen) -NH, SEQ
ID NO :51

[0815]  ZMEMEMRSLEG (ZEE)

[0816] 4 MEVE Sprague Dawley KR (250g) TAEMPIZE FHIFLE 12 0 12 /0BG ¢ 1

AN YERE . EIFURSR AT KR & 18 /A, W] LG PRI S5 /K . ZERFTR) O B, B K

S ATIEAL A0 LA 500 B 100nmole/kg [ B B AR T (sc) S8, FFe it &9, &

WG4 1.2.3.4.5 F1 6 /NI E AR A . 70K LA F 1B hdiRsE AR B ik tb 64

A -

[o817]  TMEMEMRISLE (HEEE R )

[0818] 4 MEVE Sprague Dawley KR (250g) JAE MBI FHIFLE 12 ¢ 12 /0K ¢ 1S

SAF T YRR AEREA SIS P OC PR HBARAF AR . AR TR O 1, B K SR AL -S4 BL 500

8% 100nmole/kg [R5 B sk & AR TVES o HHEZ 1.2.3.4.5 Fil 6 /N &M 4

THFE.

[0819] & MRS HS

[0820] ¥4 kfiME Sprague Dawley Kfs (250g) HUE MY THIFAE 12 0 12 /DD © I
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SAF N YRS, TR IR ZRAT B RIK o AR AL S P s BUA B2 RS KR 7 KR,
K=K (250800 /N, 1200 ZNIFFT 1600 /NI ) o BRI EAM AR A B Y)IHFE. 72K 24
FH 2B P& 3A i1 3B, FHIE] 4A 1 4B FhR A BTk i AN U BHAL S 400 B0

[0821]  Jiti FHAN %

[0822] AN BH KA LA LA ] 25 R T e i o b2 30 1 S 4, (HANBR T, A LR
(B, Z18FLER 2R IR T IR S SRR DUIR MR BRI R\ 28 PR R . R R TRR P 2R Tt I B
TR ) MR (N, EhER AR EUEIR ) AR GIR (WML R I A4 5 R ILIR K
LTRMRERFLIR - LTMRILEY) ) TR EE . 2% A A BH e £ fy s 780 7 vk 2 AR ATk 23 440
(1 FF HLAT LR ik 3 A7 e (R bR 7 V58 e 1Rk, JE ek AR B I IR R AE /D & 0. 25N 4R
ARESHE R, AT DOE AR & BRI TRA £ (I8 ik 43 i 46 HPLC & °F TFA 142 il i 24k
FriR BRAS 20 TRA 2k ) AL o — i ik, W LR £k 1 BT 75 0 N, A T 214 il 2% HPLC £
(Zorbax®, 300SB, C-8) o KT H : (1) 0. IN LBRE/KEHLENL 0. 5 /AT 5 (2) 0. 25N LR 7K
TR 0.5 /NI R (3) SRR (30 73BN 20% 21 100 %%V B) LL 4ml/ 43P ik
Vel (S A J2 0. 25N SPRIKIS IS B 22 LN / 7K (80 1 20) i) 0. 25N L% ) o UK
LA PR IR 3 HFR T

[0823]  GNASSIIHAL AN R 2 FNK), HA R R 2 MC-R) Fah 7 84S BRI 1 IRk
(1) CL 0 YRR 78 FH A2 AN B A2 AR 1), TR T 5 | RS Ssh SRR 16 B 1, i A % B
& WaT LLEA 5 R R R B B AH R 8RR i

[0824]  [Rlt, AR BHIEHE W B MA &Y, HASEAE MR 20— (D
R 5 AT 25 Bk

[0825] A BG4 i1 PR 1 0 R ) B ] DAORCAR R, 35 TR 1 2 1 o A 1545 2
AIE G . P Ik B R T BT A AT ORI AT RA T BRI TR . TR, A
RS A RGR R 1x107 3] 200mg/ke/ K, ik 1x10™ F] 100mg/kg/ K, Ha] LIAE N i
R BB 53 2 R 2

[0826] ARG LLE 28 1 B A (0 an, DLpy IR B P 3 ik BROR: T v 5
BN ) & R BRIE B T BCE SR s At A 5 HRT LA AT 2 R AR e i DA £
T8 TR IR AR 55 2

(08271 T4 11 it FH f1°) il Ak 500 200 A 58 s 35510 v 3510 AL SR R R RHDRE SR o 7 L SAS [ 50 7Y
o BE PR E Y S 2 b — R PR AT 25 FH B0 an R  FLBE BB VE R R A o WIS AT
PLAAFE (I s Ek ) B 1 bS8 MR 7 2 S s 4 M) ot andie i n), ik AR ek . &
TR SRR 1 O, AL IR AT LAAL 5 22 ivsfll . v ARSI B A ol 28 7 7R AL
ile

[0828]  FH T8 [1Jjth FH PR 80 71 0 A0, 35 R 245 FH 3L 1) 5 R TR 83 R 2 ) ), G5
AU R PRGBS, 17K e B T RIS PR RISL, 4G 9] LU A5 455, W igvg
I FLAFA TR B, I EH 5 L SRR TR 5 75 71 o

[0820]  FH T+ 1 40 itk FH R AR AR A T B Py ol 35004 45 I T 7Kk R 7K PR ¥ V) VR A i) e L
o AETK PRI T A A ) S5 A P I BR 4 R AR, WO T R R K L B R AT
ST A LB, Wy BE QR . SRR 30 W] CLE A 4 70, iy Jg ) SV ) S SLAR R RN 43 HGR) o
T8 o 1) o 2 B o 4 R ) g I 8 B A ST B N TH B, AR S A A, BE
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INFALLAE D, W] AR R o ] ALUJE B [ AR 2L 5 40 (0 8 Q2B = 5 P i 4L 54 m] B
e FH AUV AR T R /K B0 — L8 AR T B TS oo

[0830]  FI+ ELM sl I 18 b FH B 2 S AL S A R, LB 13 PR B Ak ade ] L& A7 B
7, ] Al i R

[0831] i m] LAFHACAII 22 R AR v T 0 il 26 FH 142 55 8GE N I I AL 540

[0832] b, W LA LAAR T i & AR A0 & M) FA R AR Bl A R 4 R Sl T2 0 e P A e
K&, LELTHS 5,672,659 H '3 T & AV IR BR K RSB G . 3K
&5 5,595, 760 T T W AL A& DS TR RS R 5. R E LA
75,821,221 3 T U EEWE RN RGN RERINAGY. KEEHY
5,916, 883 T T A& LS TEFIAIARIONG (10 RFSOR AL G o R AT T & AT RS R
CIVN SR (EVSE
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[0001]
[0002]
[0003]
[0004]
[0005]
[0006]
[0007]
[0008]
[0009]
[0010]
[0011]
[0012]
[0013]
[0014]
[0015]
[0016]
[0017]
[0018]
[0019]
[0020]
[0021]
[0022]
[0023]
[0024]
[0025]
[0026]
[0027]
[0028]
[0029]
[0030]
[0031]
[0032]
[0033]
[0034]
[0035]
[0036]
[0037]
[0038]

Al
<110> BT K N F B o e 1 BR 24 )
<120> 7 s 2 AR A
<130>146P2/PCT2
<140>PCT/US2006/26586
<141>2006-07-10
<150>US 60/748850
<151>2005-12-09
<150>US 60/697779
<151>2005-07-08
<160>61
<170>PatentIn A< 3. 3
<210>1
211>8
<212>PRT
213> NTJF4
<220>
<223> FRZ FUER AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HltIE (Ac) 1E1MIF) Nle
<220>
221> #5ikhsk
<222>(2).. (8)
<223> R
<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa — D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)

(223>Xaa = B -Ala ik 1- &3 -1- FOEHBE (A6e)

<220>
<221>MOD_RES
<222>(8).. (8)
<223> BElEtk
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[0039]
[0040]
[0041]
[0042]
[0043]
[0044]
[0045]
[0046]
[0047]
[0048]
[0049]
[0050]
[0051]
[0052]
[0053]
[0054]
[0055]
[0056]
[0057]
[0058]
[0059]
[0060]
[0061]
[0062]
[0063]
[0064]
[0065]
[0066]
[0067]
[0068]
[0069]
[0070]
[0071]
[0072]
[0073]
[0074]
[0075]
[0076]
[0077]

<400>1

Xaa Asp His Xaa Arg Trp Xaa Lys
1 5
<210>2

<211>8

<212>PRT

213> NTJF5

<220>

<223> FBZ R AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBE2E (Ac) {E4IF) Nle
<220>

<221> L5k,
<222>(2).. (8)

<223> Bk

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
222> (7). . (7)

<223>Xaa = 6— @IE R (Ahx) BY 5- LR (Apn)

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

<223> it

<400>2

Xaa Cys His Xaa Arg Trp Xaa Cys
1 5
<210>3

211>9

<212>PRT

213> NP3

220>

223> BB E ALK
<220>
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[0078]
[0079]
[0080]
[0081]
[0082]
[0083]
[0084]
[0085]
[0086]
[0087]
[0088]
[0089]
[0090]
[0091]
[0092]
[0093]
[0094]
[0095]
[0096]
[0097]
[0098]
[0099]
[0100]
[0101]
[0102]
[0103]
[0104]
[0105]
[0106]
[0107]
[0108]
[0109]
[0110]
[0111]
[0112]
[0113]
[0114]
[0115]
[0116]

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

221> ZERbi,
<222>(2).. (8)
<223> R

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)

<223>Xaa = Ala, B-Ala o 4- THE T8 (Gaba)

<220>
<221>MISC_FEATURE
<222>(8).. (8)
<223>Xaa = D—Cys
<220>
<221>MOD_RES
<222>(9).. (9)
<223> WhEtk
<400>3

Xaa Cys His Xaa Arg Trp Xaa Xaa Thr

1 5
<210>4

<211>8

<212>PRT

213> NTJF4
<220>

<223> B R E R RAK

220>
<221>MISC_FEATURE
<222>(1).. (1)

<223>Xaa = LI (Ac) IEMHIF Nle

220>
221> gh ke tak
<222>(2).. (8)
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[0117]  <223> R

[o118]  <220>

[0119]  <221>MISC_FEATURE

[0120]  <222>(4).. (4)

[0121] <223>Xaa = D-Phe

[0122] <220>

[0123]  <221>MISC_FEATURE

[0124]  <222>(7).. (7)

[0125]  <223>Xaa = 5— Z@IL M (Apn)
[0126]  <220>

[0127]  <221>MOD_RES

[0128] <222>(8).. (8)

[o120] <223 Witk

[0130] <400>4

[0131] Xaa Asp His Xaa Arg Trp Xaa Lys
[0132] 1 5

[0133] <210>5

[0134] <211>8

[0135]  <212>PRT

[0136]  <213> N LJ%%

[0137]  <220>

[0138]  <223> M J7 JAUE A2 AR A
[0139] <220>

[0140] <221>MISC_FEATURE

[0141]  <222>(1).. (1)

[0142]  <223>Xaa = HIMEEE (Ac) MBI 1- 20k —1- SR THERR
[0143]  <220>

[0144] <221 HEifiE

[0145]  <222>(2).. (8)

[0146]  <223> IR

[0147]  <220>

[0148]  <221>MISC_FEATURE

[0149] <222>(4).. (4)

[0150] <223>Xaa = D-Phe

[0151]  <220>

[0152]  <221>MISC_FEATURE

[0153]  <222>(7).. (7)

[0154] <223>Xaa = 4- @ T (Gaba)
[0155]  <220>
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[0156]  <221>MOD_RES

[0157]  <222>(8).. (8)

[o158]  <223> Wil

[0159]  <400>5

[0160] Xaa Asp His Xaa Arg Trp Xaa Lys
[o161] 1 5

[0162] <210>6

[0163] <211>8

[0164] <212>PRT

[0165]  <213> A T /%%

[0166]  <220>

[o167] <223 M7 i 2% 52 AR Ak

[0168]  <220>

[0169] <221>MISC_FEATURE

[0170]  <222>(1).. (1)

[0171]  <223>Xaa = D-B - (2- %Ik )Ala(D-2-Nal) , B - Ff23E Ala(Cha)
[0172] 8¢ Nle, # A BEEE (Ac) &40
[0173]  <220>

[0174]  <221> &g,

[0175]  <222>(2).. (8)

[0176]  <223> IR

[0177]  <220>

[0178] <221>MISC_FEATURE

[0179] <222>(4).. (4)

[0180] <223>Xaa = D-Phe

[o181] <220>

[0182] <221>MISC_FEATURE

[0183]  <222>(7).. (7)

[0184] <223>Xaa = 4- B T & (Gaba)
[0185]  <220>

[0186]  <221>MOD_RES

[0187]  <222>(8).. (8)

[o188]  <223> Witk

[0189] <400>6

[0190] Xaa Asp His Xaa Arg Trp Xaa Lys
[0191] 1 5

[0192] <210>7

[0193] <211>8

[0194] <212>PRT

77



CN 101257916 B F 3 *x
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[0195]
[0196]
[0197]
[0198]
[0199]
[0200]
[0201]
[0202]
[0203]
[0204]
[0205]
[0206]
[0207]
[0208]
[0209]
[0210]
[0211]
[0212]
[0213]
[0214]
[0215]
[0216]
[0217]
[0218]
[0219]
[0220]
[0221]
[0222]
[0223]
[0224]
[0225]
[0226]
[0227]
[0228]
[0229]
[0230]
[0231]
[0232]
[0233]

213> N L5

<220>

<223> R ER AR B
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBEEE (Ac) &1 Nle
<220>

221> ZERI,
<222>(2).. (8)

<223> Bk

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

<223>Xaa = D-Ala, B —Ala,4- @FE T & (Gaba),

a- @IS T (Aib) B Gly
<220>
<221>MISC_FEATURE
<222>(5).. (5)
<223>Xaa = D-Phe
<220>
<221>MOD_RES
<222>(8).. (8)

<223> BEREAL

<400>7

Xaa Cys Xaa His Xaa Arg Trp Cys
1 5
<210>8

211>8

<212>PRT

213> N3

220>

223> BB EZ AR EAK
220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa = H Bt (Ac) 1E1Hif¥ Nle
<220>

221> #Efig
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[0234]
[0235]
[0236]
[0237]
[0238]
[0239]
[0240]
[0241]
[0242]
[0243]
[0244]
[0245]
[0246]
[0247]
[0248]
[0249]
[0250]
[0251]
[0252]
[0253]
[0254]
[0255]
[0256]
[0257]
[0258]
[0259]
[0260]
[0261]
[0262]
[0263]
[0264]
[0265]
[0266]
[0267]
[0268]
[0269]
[0270]
[0271]
[0272]

<222>(2).. (8)

<223> R

<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- @IE ] R (Gaba),
a-SIEF T (Aib) B Gly

<220>

<221>MISC_FEATURE

<222>(5).. (5)

<223>Xaa — D-Phe

<220>

<221>MOD_RES

<222>(8).. (8)

<223> WEi&ft

<400>8

Xaa Xaa Xaa His Xaa Arg Trp Cys

1 5

<210>9

<211>8

<212>PRT

213> NTJF4

<220>

<223> FBJZ R AR A

<220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa = MWL (Ac) B4 Nle

<220>

(221> HEfI,

<222>(2).. (8)

<223> Bk

<220>

<221>MISC_FEATURE

<222>(3).. (3)
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[0273] <223>Xaa = D-Ala, B -Ala,4- ZJL ] 1% (Gaba),
[0274] a-Z@HERT K (Aib) 8¢ Gly
[0275]  <220>

[0276] <221>MISC_FEATURE

[0277]  <222>(5).. (5)

[0278] <223>Xaa = D-Phe

[0279] <220>

[0280] <221>MISC _FEATURE

[0281] <222>(8).. (8)

[0282] <223>Xaa = D-Cys

[0283]  <220>

[0284]  <221>MOD_RES

[0285]  <222>(8).. (8)

[0286] <223 Witk

[0287]  <400>9

[0288] Xaa Cys Xaa His Xaa Arg Trp Xaa
[0289] 1 5

[0290] <210>10

[0291] <211>8

[0292] <212>PRT

[0203]  <213> A LJ¢%

[0294]  <220>

[0205]  <223> M7 AR AR

[0296]  <220>

[0297] <221>MISC _FEATURE

[0208]  <222>(1).. (1)

[0299]  <223>Xaa = HEEEE (Ac) &1 Nle
[0300]  <220>

[0301]  <221> &5k

[0302] <222>(2).. (8)

[0303] <223 Hutk

[0304]  <220>

[0305] <221>MISC_FEATURE

[0306] <222>(2).. (2)

[0307] <223>Xaa = D-Cys

[0308]  <220>

[0309] <221>MISC_FEATURE

[0310]  <222>(3).. (3)

[0311]  <223>Xaa = Ala, D-Ala, B -Ala,4- 23 ] B8 (Gaba)
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9/51 71

[0312]
[0313]
[0314]
[0315]
[0316]
[0317]
[0318]
[0319]
[0320]
[0321]
[0322]
[0323]
[0324]
[0325]
[0326]
[0327]
[0328]
[0329]
[0330]
[0331]
[0332]
[0333]
[0334]
[0335]
[0336]
[0337]
[0338]

B oa- 2R TR (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> ThigAk,

<400>10

Xaa Xaa Xaa His Xaa Arg Trp Xaa
1 5
<210>11

211>8

<212>PRT

213> NLJF%)

220>

223> 7R B AR A
<220>

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

<223>Xaa = \&A M|k —2- RIE (0ic), %k Gly (Chg),

- 3 & % Ala(hCha), D-8 ¥f © #E Ala(D-Cha),3- WR Bg F B (Nip),

51 —Pro (hPro) , i —Leu

D- ¥f 3 Gly (D—Chg), /& —Phe (hPhe), B - /& Met (B -hMet) 8% 4- & 3 T %

[0339] (hLeu), Phe, D-Phe,
[0340]

(Gaba) , #f5 FH %

[0341] & (Ac) &1

[0342]  <220>

[0343]  <221> &hfahL

[0344] <222>(2).. (8)
[0345]  <223> IR

[0346] <2205

[0347] <221>MISC_FEATURE
[0348] <222>(4).. (4)
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[0349]
[0350]
[0351]
[0352]
[0353]
[0354]
[0355]
[0356]
[0357]
[0358]
[0359]
[0360]
[0361]
[0362]
[0363]
[0364]
[0365]
[0366]
[0367]
[0368]
[0369]
[0370]
[0371]
[0372]
[0373]
[0374]
[0375]
[0376]
[0377]
[0378]
[0379]
[0380]
[0381]
[0382]
[0383]
[0384]
[0385]
[0386]
[0387]

<223>Xaa = D-Phe

<220>

<221>MISC_FEATURE
<222>(7).. (7)
<223>Xaa = 4~ HIE TR (Gaba)
<220>

<221>MOD_RES

<222>(8).. (8)

<223> it

<400>11

Xaa Asp His Xaa Arg Trp Xaa Lys
1 5
<210>12

211>8

<212>PRT

213> N3

220>

223> TP E Z AR LK
220>

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

<223>Xaa = H1E T BEEEAEMEY B - A3 Ala(Cha)

<220>

221> H5ikbtsk
<222>(2).. (8)
<223> Hobk

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)
(223>Xaa = 4- FIET R (Gaba)
<220>
<221>MOD_RES
<222>(8).. (8)
<223> BEfEtk
<400>12
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[0388]
[0389]
[0390]
[0391]
[0392]
[0393]
[0394]
[0395]
[0396]
[0397]
[0398]
[0399]
[0400]
[0401]
[0402]
[0403]
[0404]
[0405]
[0406]
[0407]
[0408]
[0409]
[0410]
[0411]
[0412]
[0413]
[0414]
[0415]
[0416]
[0417]
[0418]
[0419]
[0420]
[0421]
[0422]
[0423]
[0424]
[0425]
[0426]

Xaa Asp His Xaa Arg Trp Xaa Lys
1 5
<210>13

21128

<212>PRT

213> NTF%)

220>

223> EJRERZ AR E K
220>
<221>MISC_FEATURE
<222>(1).. (1)

<223>Xaa = B -3 Ala(Cha), & — A% Ala (hCha) , Leu,
= —Leu (hLeu) % Phe, #SFTEEL (Ac) &1

<220>

221> Gkl
<222>(2).. (8)
<223> Bk

<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> it

<400>13

Xaa Asp His Xaa Arg Xaa Ala Lys
1 5
<210>14

21128

<212>PRT

213> NP3

220>

223> BB E ALK
<220>
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[0427]
[0428]
[0429]
[0430]
[0431]
[0432]
[0433]
[0434]
[0435]
[0436]
[0437]
[0438]
[0439]
[0440]
[0441]
[0442]
[0443]
[0444]
[0445]
[0446]
[0447]
[0448]
[0449]
[0450]
[0451]
[0452]
[0453]
[0454]
[0455]
[0456]
[0457]
[0458]
[0459]
[0460]
[0461]
[0462]
[0463]
[0464]
[0465]

<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HWE2E (Ac) {EMIF) Nle
<220>

221> ZERbi,
<222>(2).. (8)
<223> R

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(6).. (6)
<223>Xaa = D-Trp
<220>
<221>MISC_FEATURE
<222>(7).. (7)

<223>Xaa = D-Ala, B -Ala,4- @ T & (Gaba),
T- AILFR (Aha) B 5- R IE MR (Apn)

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

<223> BEREAL

<400>14

Xaa Asp His Xaa Arg Xaa Xaa Lys
1 5
<210>15

211>8

<212>PRT

213> N3

220>

223> BB EZ AR EAK
220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa = H Bt (Ac) 1E1Hif¥ Nle
<220>

221> #Efig
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[0466]
[0467]
[0468]
[0469]
[0470]
[0471]
[0472]
[0473]
[0474]
[0475]
[0476]
[0477]
[0478]
[0479]
[0480]
[0481]
[0482]
[0483]
[0484]
[0485]
[0486]
[0487]
[0488]
[0489]
[0490]
[0491]
[0492]
[0493]
[0494]
[0495]
[0496]
[0497]
[0498]
[0499]
[0500]
[0501]
[0502]
[0503]
[0504]

<222>(2).. (8)
<223> R

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(6).. (6)
<223>Xaa = D-Trp
<220>
<221>MISC_FEATURE
<222>(7).. (7)

(223>Xaa = 5— F@IE MR (Apn) ,4— ZEIE T 8 (Gaba),

6- @AM (Ahx), B -Ala, D-Ala
<220>
<221>MOD_RES
<222>(8).. (8)
<223> WEi&ft
<400>15
Xaa Cys His Xaa Arg Xaa Xaa Cys
1 5
<210>16
<211>8
<212>PRT
213> NTJF4
<220>
<223> FBJZ R AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = MWL (Ac) B4 Nle
<220>
(221> HEfI,
<222>(2).. (8)
<223> R
<220>
<221>MISC_FEATURE
<222>(3).. (3)
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[0505]
[0506]
[0507]
[0508]
[0509]
[0510]
[0511]
[0512]
[0513]
[0514]
[0515]
[0516]
[0517]
[0518]
[0519]
[0520]
[0521]
[0522]
[0523]
[0524]
[0525]
[0526]
[0527]
[0528]
[0529]
[0530]
[0531]
[0532]
[0533]
[0534]
[0535]
[0536]
[0537]
[0538]
[0539]
[0540]
[0541]
[0542]
[0543]

<223>Xaa — D-Ala

<220>

<221>MISC_FEATURE

<222>(5).. (5)

<223>Xaa = D-B - (2- Z5% ) Ala(D-2-Nal)

<220>

<221>MISC_FEATURE

<222>(7).. (7)

<223>Xaa = Trp, B —(2- %583 )Ala(2-Nal) 5k B -(1- %53 )Ala
(1-Nal)

<220>

<221>MOD_RES

<222>(8).. (8)

<223> BEhztk

<400>16

Xaa Cys Xaa His Xaa Arg Xaa Cys

1 5

<210>17

<211>8

<212>PRT

213> NLJF4

<220>

<223> HBRZ U AR A

<220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa = 1E T WM Nle

<220>

221> HERI,

<222>(2).. (8)

<223> Bk

<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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[0544]  <220>

[0545] <221>MISC_FEATURE

[0546]  <222>(7).. (7)

[0547]  <223>Xaa = B -(2- %53k )Ala(2-Nal) 2K Trp
[0548]  <220>

[0549] <221>MOD_RES

[0550] <222>(8).. (8)

[0551]  <223> Wiliedh

[0552]  <400>17

[0553] Xaa Cys Xaa His Xaa Arg Xaa Cys
[0554] 1 5

[0555]  <210>18

[0556] <211>8

[0557]  <212>PRT

[0558]  <213> A LJ¥4

[0559] <220>

[0560]  <223> M J7 i 2% 32 AR B Ak

[0561]  <220>

[0562] <221>MISC_FEATURE

[0563]  <222>(1).. (1)

[0564]  <223>Xaa = HIZE: (Ac) &AM Nle
[0565]  <220>

[0566]  <221> &ifhhf,

[0567] <222>(2).. (8)

[0568]  <223> IR

[0569]  <220>

[0570] <221>MISC_FEATURE

[0571]  <222>(3).. (3)

[0572] <223>Xaa = D-Ala

[0573] <220>

[0574] <221>MISC_FEATURE

[0575]  <222>(5).. (5)

[0576] <223>Xaa = D-Phe

[0577] <220>

[0578] <221>MISC_FEATURE

[0579]  <222>(7).. (7)

[0580]  <223>Xaa = B -(2- ZE3L )Ala(2-Nal), B —(1- Z5%k )Ala(1-Nal)
[0581] ay 3— ZRJFmENy 3L Ala (Bal)
[0582]  <220>
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[0583]
[0584]
[0585]
[0586]
[0587]
[0588]
[0589]
[0590]
[0591]
[0592]
[0593]
[0594]
[0595]
[0596]
[0597]
[0598]
[0599]
[0600]
[0601]
[0602]
[0603]
[0604]
[0605]
[0606]
[0607]
[0608]
[0609]
[0610]
[0611]
[0612]
[0613]
[0614]
[0615]
[0616]
[0617]
[0618]
[0619]
[0620]
[0621]

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

<223> BEfEtk

<400>18

Xaa Cys Xaa His Xaa Arg Xaa Cys
1 5
<210>19

<211>8

<212>PRT

213> NTJF5

<220>

<223> FBLZ R AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBEEE (Ac) &1 Nle
<220>

(221> HEfI,
<222>(2).. (8)

<223> R

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)
<223>Xaa = D-Ala
<220>

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

<223> WEhztk

<400>19

Xaa Asp His Xaa Arg Trp Xaa Lys
1 5
<210>20

<211>8

<212>PRT

213> NTFER
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[0622]
[0623]
[0624]
[0625]
[0626]
[0627]
[0628]
[0629]
[0630]
[0631]
[0632]
[0633]
[0634]
[0635]
[0636]
[0637]
[0638]
[0639]
[0640]
[0641]
[0642]
[0643]
[0644]
[0645]
[0646]
[0647]
[0648]
[0649]
[0650]
[0651]
[0652]
[0653]
[0654]
[0655]
[0656]
[0657]
[0658]
[0659]
[0660]

220>
<223> P 7 i 2 AR R AK
<220

<221>MISC_FEATURE

<222>(1).. (1)
<223>Xaa = HIMtIE (Ac) 1EHMI¥) Nle
<220>

221> gl

<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-B -2- Z5%E Ala(D-2-Nal)
<220>

<221>MISC_FEATURE

<222> (7). . (7)

<223>Xaa = 3- ZJFMEWy Fk Ala (Bal)
<220>

<221>MOD_RES

<222>(8).. (8)

<223> WifzAk

<400>20

Xaa Cys Xaa His Xaa Arg Xaa Cys
1 5
<210>21

<211>8

<212>PRT

213> N3

220>

223> BB E Z AR ELAK
220>

<221>MISC_FEATURE
222> (1).. (1)
<223>Xaa = AR (Ac) &1 Nle
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[0661]
[0662]
[0663]
[0664]
[0665]
[0666]
[0667]
[0668]
[0669]
[0670]
[0671]
[0672]
[0673]
[0674]
[0675]
[0676]
[0677]
[0678]
[0679]
[0680]
[0681]
[0682]
[0683]
[0684]
[0685]
[0686]
[0687]
[0688]
[0689]
[0690]
[0691]
[0692]
[0693]
[0694]
[0695]
[0696]
[0697]
[0698]
[0699]

<220>

221> #Efig
<222>(2).. (8)

<223> FR

<220>
<221>MISC_FEATURE
<222>(2).. (2)
{223>Xaa =FH 4% (Pen)
<220>
<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> BEfEtk

<400>21

Xaa Xaa Xaa His Xaa Arg Trp Cys
1 5
<210>22

<211>8

<212>PRT

213> NTJF4

<220>

<223> FBZ R AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBEEE (Ac) &1 Nle
<220>

221> HEfI,
<222>(2).. (8)

<223> Holk

<220>
<221>MISC_FEATURE
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[0700]
[0701]
[0702]
[0703]
[0704]
[0705]
[0706]
[0707]
[0708]
[0709]
[0710]
[0711]
[0712]
[0713]
[0714]
[0715]
[0716]
[0717]
[0718]
[0719]
[0720]
[0721]
[0722]
[0723]
[0724]
[0725]
[0726]
[0727]
[0728]
[0729]
[0730]
[0731]
[0732]
[0733]
[0734]
[0735]
[0736]
[0737]
[0738]

<222>(2).. (2)

<223>Xaa = Cys 8545 % (Pen)
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 =FH 4% (Pen)
<220>

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

<223> Wiltzik,

<400>22

Xaa Xaa Xaa His Xaa Arg Trp Xaa
1 5
<210>23

<211>9

<212>PRT

213> N7

220>

223> BERERZ AR ELK
<220>
<221>MISC_FEATURE
<222>(1).. (1)

<{223>Xaa = D-Phe
<220>

221> ek
<222>(2).. (8)

<223> MR

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
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[0739]
[0740]
[0741]
[0742]
[0743]
[0744]
[0745]
[0746]
[0747]
[0748]
[0749]
[0750]
[0751]
[0752]
[0753]
[0754]
[0755]
[0756]
[0757]
[0758]
[0759]
[0760]
[0761]
[0762]
[0763]
[0764]
[0765]
[0766]
[0767]
[0768]
[0769]
[0770]
[0771]
[0772]
[0773]
[0774]
[0775]
[0776]
[0777]

220>
<221>MISC_FEATURE
<222>(5).. (5)
<223>Xaa = —Arg (hArg)
220>
<221>MISC_FEATURE
<222>(7).. (7)
{223>Xaa = B -Ala
220>
<221>MISC_FEATURE
<222>(8).. (8)
<223>Xaa = D—Cys
220>

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

223> Thi&AL,

<400>23

Xaa Cys His Xaa Xaa Trp Xaa Xaa Thr
1 5
<210>24

<211>9

<212>PRT

213> NTF%)

<220>

223> MBJRERZ AR E K
220>
<221>MISC_FEATURE
<222>(1).. (1)
<{223>Xaa = D-Phe
220>

221> GhEfe)isk
<222>(2).. (8)

223> AR

220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-(Et) Tyr
220>
<221>MISC_FEATURE
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[0778]
[0779]
[0780]
[0781]
[0782]
[0783]
[0784]
[0785]
[0786]
[0787]
[0788]
[0789]
[0790]
[0791]
[0792]
[0793]
[0794]
[0795]
[0796]
[0797]
[0798]
[0799]
[0800]
[0801]
[0802]
[0803]
[0804]
[0805]
[0806]
[0807]
[0808]
[0809]
[0810]
[0811]
[0812]
[0813]
[0814]
[0815]
[0816]

<222>(5).. (5)
<223>Xaa = Arg 8% /5 —Arg (hArg)
<220>
<221>MISC_FEATURE
<222>(7).. (7)
{223>Xaa = B -Ala
220>
<221>MISC_FEATURE
<222>(8).. (8)
<223>Xaa = D—Cys
220>

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

<223> Thi&Ak,

<400>24

Xaa Cys His Xaa Xaa Trp Xaa Xaa Thr
1 5
<210>25

<211>9

<212>PRT

213> NTJF4

<220>

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

221> Gk
<222>(2).. (8)

223> MR

220>
<221>MISC_FEATURE
<222>(4).. (4)
<{223>Xaa = D-Phe
220>
<221>MISC_FEATURE
<222>(6).. (6)
{223>Xaa = 4,4 - B2k Ala(Bip)
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[0817]
[0818]
[0819]
[0820]
[0821]
[0822]
[0823]
[0824]
[0825]
[0826]
[0827]
[0828]
[0829]
[0830]
[0831]
[0832]
[0833]
[0834]
[0835]
[0836]
[0837]
[0838]
[0839]
[0840]
[0841]
[0842]
[0843]
[0844]
[0845]
[0846]
[0847]
[0848]
[0849]
[0850]
[0851]
[0852]
[0853]
[0854]
[0855]

220>
<221>MISC_FEATURE
<222>(7).. (7)
<{223>Xaa = B -Ala
<220>
<221>MISC_FEATURE
<222>(8).. (8)
<223>Xaa = D—Cys
220>

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

<223> Wiz,

<400>25

Xaa Cys His Xaa Arg Xaa Xaa Xaa Thr
1 5
<210>26

211>9

<212>PRT

213> N L4

220>

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

221> Ghfe)sk
<222>(2).. (8)

223> MR

220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe 8 D-(Et) Tyr
220>
<221>MISC_FEATURE
<222>(5).. (5)
<223>Xaa =& —Arg (hArg)
220>
<221>MISC_FEATURE
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[0856]
[0857]
[0858]
[0859]
[0860]
[0861]
[0862]
[0863]
[0864]
[0865]
[0866]
[0867]
[0868]
[0869]
[0870]
[0871]
[0872]
[0873]
[0874]
[0875]
[0876]
[0877]
[0878]
[0879]
[0880]
[0881]
[0882]
[0883]
[0884]
[0885]
[0886]
[0887]
[0888]
[0889]
[0890]
[0891]
[0892]
[0893]
[0894]

<222>(6).. (6)
<223>Xaa = 4,4 - Btk Ala(Bip)
220>
<221>MISC_FEATURE
<222>(7).. (7)
{223>Xaa = B -Ala
220>
<221>MISC_FEATURE
<222>(8).. (8)
<223>Xaa = D—Cys
220>

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

<223> Thi&Ak,

<400>26

Xaa Cys His Xaa Xaa Xaa Xaa Xaa Thr
1 5
<210>27

211>8

<212>PRT

213> NTJF4

220>

223> MBJRERZARE
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<{223>Xaa = Nle

220>

221> Gk
<222>(2).. (8)

223> MR

220>
<221>MISC_FEATURE
<222>(4).. (4)
<{223>Xaa = D-Phe
220>
<221>MISC_FEATURE
<222>(7).. (7)
<223>Xaa = 5— F@IE MR (Apn)
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[0895]
[0896]
[0897]
[0898]
[0899]
[0900]
[0901]
[0902]
[0903]
[0904]
[0905]
[0906]
[0907]
[0908]
[0909]
[0910]
[0911]
[0912]
[0913]
[0914]
[0915]
[0916]
[0917]
[0918]
[0919]
[0920]
[0921]
[0922]
[0923]
[0924]
[0925]
[0926]
[0927]
[0928]
[0929]
[0930]
[0931]
[0932]
[0933]

<220>

<221>MOD_RES

<222>(8).. (8)

<223> BliEAk

<400>27

Xaa Cys His Xaa Arg Trp Xaa Cys
1 5

<210>28

<211>8

<212>PRT

213> NTJE4

<220>

<223> FBZ UER AR A

<220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa = MWL (Ac) &1 Nle
<220>

<221> HEfI,

<222>(2).. (8)

<223> Bk

<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>(7).. (7)

<223>Xaa = Trp 8K 3— K IFMHEW L Ala (Bal)
<220>

<221>MOD_RES

<222>(8).. (8)

<223> WEi&ft

<400>28

Xaa Asp Xaa His Xaa Arg Xaa Lys
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[0934]
[0935]
[0936]
[0937]
[0938]
[0939]
[0940]
[0941]
[0942]
[0943]
[0944]
[0945]
[0946]
[0947]
[0948]
[0949]
[0950]
[0951]
[0952]
[0953]
[0954]
[0955]
[0956]
[0957]
[0958]
[0959]
[0960]
[0961]
[0962]
[0963]
[0964]
[0965]
[0966]
[0967]
[0968]
[0969]
[0970]
[0971]
[0972]

1 5
<210>29

<211>8

<212>PRT

213> NTJF4

<220>

<223> 7R AR A

<220>

<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBE2E (Ac) fE4HIF) Nle
<220>

<221> L5k,

<222>(2).. (8)

<223> Bk

<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 =FH &% (Pen) BX Cys
<220>

<221>MOD_RES

<222>(8).. (8)

<223>C- K2 H HR

<400>29

Xaa Cys Xaa His Xaa Arg Trp Xaa
1 5

<210>30

<211>8

<212>PRT

213> NTFER

<220>
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[0973]
[0974]
[0975]
[0976]
[0977]
[0978]
[0979]
[0980]
[0981]
[0982]
[0983]
[0984]
[0985]
[0986]
[0987]
[0988]
[0989]
[0990]
[0991]
[0992]
[0993]
[0994]
[0995]
[0996]
[0997]
[0998]
[0999]
[1000]
[1001]
[1002]
[1003]
[1004]
[1005]
[1006]
[1007]
[1008]
[1009]
[1010]
[1011]

<223> FR R ER AR B
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = FHltIE (Ac) 1E1I#) Nle
<220>

221> H5iktsk
<222>(2).. (8)

<223> R

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

<223>Xaa = D—a - @ T R (D-Abu), D-Val, D-Tle, D-Leu,
D-# —Leu(D-Tle) Bk D-B - FA23E Ala (D—Cha)

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

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

<223> BiEAk

<400>30

Xaa Cys Xaa His Xaa Arg Trp Cys
1 5
<210>31

<211>8

<212>PRT

213> NTJF4

<220>

<223> FBLZ UER AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBEEE (Ac) &1 Nle
<220>

<221> G5k,
<222>(2).. (8)

<223> Bk
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[1012]
[1013]
[1014]
[1015]
[1016]
[1017]
[1018]
[1019]
[1020]
[1021]
[1022]
[1023]
[1024]
[1025]
[1026]
[1027]
[1028]
[1029]
[1030]
[1031]
[1032]
[1033]
[1034]
[1035]
[1036]
[1037]
[1038]
[1039]
[1040]
[1041]
[1042]
[1043]
[1044]
[1045]
[1046]
[1047]
[1048]
[1049]
[1050]

<220>
<221>MISC_FEATURE
<222>(2).. (2)
<223>Xaa =F &% (Pen)
<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)
(223>Xaa = 4- FIET R (Gaba)
<220>

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

223> Thi&AL,

<400>31

Xaa Xaa His Xaa Arg Trp Xaa Cys
1 5
<210>32

21128

{212>PRT

213> NTF%)

<220>

223> MBJRERZ AR E K
220>

<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBEZE (Ac) fEHIF) Nle
<220>

221> HERI,

<222>(2).. (8)

<223> Bk

<220>

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

<223>Xaa = Cys 8545 % (Pen)
<220>

<221>MISC_FEATURE
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[1051]
[1052]
[1053]
[1054]
[1055]
[1056]
[1057]
[1058]
[1059]
[1060]
[1061]
[1062]
[1063]
[1064]
[1065]
[1066]
[1067]
[1068]
[1069]
[1070]
[1071]
[1072]
[1073]
[1074]
[1075]
[1076]
[1077]
[1078]
[1079]
[1080]
[1081]
[1082]
[1083]
[1084]
[1085]
[1086]
[1087]
[1088]
[1089]

<222>(4).. (4)

<223>Xaa = D-Phe

<220>
<221>MISC_FEATURE
<222>(7).. (7)
<223>Xaa = 4~ HIHE TR (Gaba)
<220>
<221>MISC_FEATURE
<222>(8).. (8)

(223>Xaa =FH 4% (Pen)
<220>

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

<223> Wildk

<400>32

Xaa Xaa His Xaa Arg Trp Xaa Xaa
1 5
<210>33

<211>8

<212>PRT

213> NLJF4

<220>

<223> HBRZ U AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)

<223>Xaa = Leu, B - ¥ 3& Ala(Cha), Ile, Phe, Val 8%
B-(2-ZEF )Ala(2-Nal) , HRHBEIE (Ac) {&1f

<220>

221> Hikelsg
<222>(2).. (8)
<223> Bk

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)
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[1090]
[1091]
[1092]
[1093]
[1094]
[1095]
[1096]
[1097]
[1098]
[1099]
[1100]
[1101]
[1102]
[1103]
[1104]
[1105]
[1106]
[1107]
[1108]
[1109]
[1110]
[1111]
[1112]
[1113]
[1114]
[1115]
[1116]
[1117]
[1118]
[1119]
[1120]
[1121]
[1122]
[1123]
[1124]
[1125]
[1126]
[1127]
[1128]

(223>Xaa = 4- @IET R (Gaba)
<220>

<221>MOD_RES

<222>(8).. (8)

223> Bk

<400>33

Xaa Cys His Xaa Arg Trp Xaa Cys
1 5

<210>34

211>8

<212>PRT

213> N3

220>

223> BB AR Z AR EAK

220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa = Nle B¢ Phe

220>

<221> G Re sk

<222>(2).. (8)

<223> Bk

<220>

<221>MISC_FEATURE

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

220>

<221>MISC_FEATURE

<222>(7). . (7)
(223>Xaa = 4- FIET R (Gaba)
220>

<221>MOD_RES

<222>(8).. (8)

<223> WAL,

<400>34

Xaa Cys His Xaa Arg Trp Xaa Cys
1 5

<210>35

21128
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[1129]
[1130]
[1131]
[1132]
[1133]
[1134]
[1135]
[1136]
[1137]
[1138]
[1139]
[1140]
[1141]
[1142]
[1143]
[1144]
[1145]
[1146]
[1147]
[1148]
[1149]
[1150]
[1151]
[1152]
[1153]
[1154]
[1155]
[1156]
[1157]
[1158]
[1159]
[1160]
[1161]
[1162]
[1163]
[1164]
[1165]
[1166]
[1167]

<212>PRT
213> NTFEA

<220>

<223> FEZ U AR A

<220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa = HBEE (Ac) &1 Nle
<220>

(221> HERI,

<222>(2).. (8)

<223> Bk

<220>

<221>MISC_FEATURE

<222>(3).. (3)

<223>Xaa = B - (3- MLmEHE ) Ala(3-Pal)
<220>

<221>MISC_FEATURE

<222>(4).. (4)

<223>Xaa = D-Phe

<220>

<221>MISC_FEATURE

<222>(7).. (7)
<223>Xaa = 4~ HIE TR (Gaba)
<220>

<221>MOD_RES

<222>(8).. (8)

<223> it

<400>35

Xaa Cys Xaa Xaa Arg Trp Xaa Cys
1 5
<210>36

211>8

<212>PRT

213> N3

220>

223> BB E ALK
220>

<221>MISC_FEATURE
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[1168]
[1169]
[1170]
[1171]
[1172]
[1173]
[1174]
[1175]
[1176]
[1177]
[1178]
[1179]
[1180]
[1181]
[1182]
[1183]
[1184]
[1185]
[1186]
[1187]
[1188]
[1189]
[1190]
[1191]
[1192]
[1193]
[1194]
[1195]
[1196]
[1197]
[1198]
[1199]
[1200]
[1201]
[1202]
[1203]
[1204]
[1205]
[1206]

<222>(1).. (1)
<223>Xaa =MWt (Ac) &1 Nle
<220>

221> ZERi,
<222>(2).. (8)

<223> Bk

<220>
<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>C- R H HIR
<400>36

Xaa Cys Xaa His Xaa Arg Trp Cys
1 5
<210>37

<211>8

<212>PRT

213> NTJF4

<220>

<223> FBJZ R AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBE2E (Ac) {E4IF) Nle
<220>

<221> L5k,
<222>(2).. (8)

<223> Bk

<220>
<221>MISC_FEATURE
<222>(6).. (6)
<223>Xaa = D-Trp
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[1207]
[1208]
[1209]
[1210]
[1211]
[1212]
[1213]
[1214]
[1215]
[1216]
[1217]
[1218]
[1219]
[1220]
[1221]
[1222]
[1223]
[1224]
[1225]
[1226]
[1227]
[1228]
[1229]
[1230]
[1231]
[1232]
[1233]
[1234]
[1235]
[1236]
[1237]
[1238]
[1239]
[1240]
[1241]
[1242]
[1243]
[1244]
[1245]

<220>

<221>MISC_FEATURE
<222>(7).. (7)

(223>Xaa = 4- @IE T R (Gaba)
<220>

<221>MOD_RES

<222>(8).. (8)

223> WEfEAk

<400>37

Xaa Cys His Phe Arg Xaa Xaa Cys
1 5
<210>38

211>8

{212>PRT

213> N3

220>

223> PR E Z AR ELAK
220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa =Bt (Ac) &1 Nle
<220>

221> ZERbi,

<222>(2).. (8)

<223> Hk

<220>

<221>MISC_FEATURE

<222>(4).. (4)

<223>Xaa = D-B —(2- 253 ) Ala(D-2-Nal)
<220>

<221>MISC_FEATURE

<222>(7).. (7)

<223>Xaa = Alao{ B-Ala

<220>

<221>MOD_RES

<222>(8).. (8)

<223> WEi&ft

<400>38

Xaa Asp His Xaa Arg Trp Xaa Lys
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33/561 1T

[1246]
[1247]
[1248]
[1249]
[1250]
[1251]
[1252]
[1253]
[1254]
[1255]
[1256]
[1257]
[1258]
[1259]
[1260]
[1261]
[1262]
[1263]
[1264]
[1265]
[1266]
[1267]
[1268]
[1269]
[1270]
[1271]
[1272]
[1273]
[1274]
[1275]
[1276]
[1277]
[1278]
[1279]
[1280]
[1281]
[1282]
[1283]
[1284]

1 5
<210>39

<211>8

<212>PRT

213> NTJF4

<220>

<223> 7R AR A

<220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa = HBE2E (Ac) fE4HIF) Nle
<220>

(221> HERI,

<222>(2).. (8)

<223> Bk

<220>

<221>MISC_FEATURE

<222>(4).. (4)

<223>Xaa = D- B —(2- 253 ) Ala(D-2-Nal)
<220>

<221>MISC_FEATURE

<222>(7).. (7)

<223>Xaa = 4- {I T (Gaba) B 6- HIE O (Ahx)

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

<223> izt

<400>39

Xaa Cys His Xaa Arg Trp Xaa Cys
1 5
<210>40

211>8

<212>PRT

213> N3

220>

223> FRP R E Z AR LK
220>

<221>MISC_FEATURE
<222>(1).. (1)
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[1285] <223>Xaa =5 —Phe (hPhe) 8k B - ¥ 3& Ala(Cha) , HEFHEEE (Ac) 151
[1286] <220>

[1287]  <221> &5k

[1288]  <222>(2).. (8)

[1289] <223 R

[1290] <220>

[1291] <221>MISC _FEATURE

[1292] <222>(4).. (4)

[1293] <223>Xaa = D-B - (2- ZFE )Ala(D-2-Nal)
[1204] <220>

[1295] <221>MISC_FEATURE

[1296]  <222>(7).. (7)

[1297] <223>Xaa = 4- B T (Gaba)
[1298]  <220>

[1299]  <221>MOD_RES

[1300]  <222>(8).. (8)

[1301] <223 Wik

[1302]  <400>40

[1303] Xaa Asp His Xaa Arg Trp Xaa Lys
[1304] 1 5

[1305] <210>41

[1306] <211>8

[1307]  <212>PRT

[1308]  <213> AT ¥4

[1309] <220>

[1310]  <223> M Jz i 2% 52 AR B Ak

[1311]  <220>

[1312] <221>MISC_FEATURE

[1313]  <222>(1).. (1)

[1314]  <223>Xaa =Wt (Ac) &4 Nle
[1315]  <220>

[1316] <221 &g,

[1317]  <222>(2).. (8)

[1318]  <223> Htk

[1319]  <220>

[1320] <221>MISC_FEATURE

[1321]  <222>(4).. (4)

[1322] <223>Xaa = D-Phe

[1323]  <220>
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35/51 1T

[1324]
[1325]
[1326]
[1327]
[1328]
[1329]
[1330]
[1331]
[1332]
[1333]
[1334]
[1335]
[1336]
[1337]
[1338]
[1339]
[1340]
[1341]
[1342]
[1343]
[1344]
[1345]
[1346]
[1347]
[1348]
[1349]
[1350]
[1351]
[1352]
[1353]
[1354]
[1355]
[1356]
[1357]
[1358]
[1359]
[1360]
[1361]
[1362]

<221>MISC_FEATURE
<2225 (7). . (7)
<223>Xaa = B -Ala o 5- @I (Apn)
<220>

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

<223>C- RujA A HER
<400>41

Xaa Asp His Xaa Arg Trp Xaa Lys
1 5
<210>42

<211>8

<212>PRT

213> NTJF4

<220>

<223> FBZ a2 AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa =Bt (Ac) &1 Nle
<220>

221> ZERi,
<222>(2).. (8)

<223> Bk

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)

<223>Xaa = 6- @IE R (Ahx) 5% 5- B IELIE (Apn)

<220>

<221>MOD_RES
<222>(8).. (8)
223>C— Kt A HER

<400>42
Xaa Cys His Xaa Arg Trp Xaa Cys
1 5
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36/51 1T

[1363]
[1364]
[1365]
[1366]
[1367]
[1368]
[1369]
[1370]
[1371]
[1372]
[1373]
[1374]
[1375]
[1376]
[1377]
[1378]
[1379]
[1380]
[1381]
[1382]
[1383]
[1384]
[1385]
[1386]
[1387]
[1388]
[1389]
[1390]
[1391]
[1392]
[1393]
[1394]
[1395]
[1396]
[1397]
[1398]
[1399]
[1400]
[1401]

<210>43

<211>9

<212>PRT

213> N4
<220>

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

221> HifeIsg
<222>(2).. (9)
<223> Bk

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)

<223>Xaa = Ala, B-Ala 8% 4- WHE T & (Gaba)

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

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

<223>C- Kz H HIE
<400>43

Xaa Cys His Xaa Arg Trp Xaa Xaa Thr
1 5
<210>44

21128

<212>PRT

213> NP3

220>

223> BB E AR LR
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[1402]  <220>

[1403]  <221>MISC_FEATURE

[1404]  <222>(1).. (1)

[1405]  <223>Xaa = B -3 . Z& Ala(Cha), Nle, 3 @ Z& Gly(Chg), D-B - ¥ . %
Ala(D-Cha) , /&

[1406] -3 C23E Ala(hCha),

[1407]  D- 322k Gly (D-Chg) B/& —Phe (hPhe) , HRFHEEZE (Ac) &1
[1408]  <220>

[1409]  <221> 5l

[1410] <222>(2).. (8)

[1411] <223 Ftk

[1412]  <220>

[1413]  <221>MISC_FEATURE

[1414]  <222>(4).. (4)

[1415]  <223>Xaa = D-Phe

[1416] <220>

[1417]  <221>MISC_FEATURE

[1418]  <222>(7).. (7)

[1419]  <223>Xaa = 4- 23 | & (Gaba)
[1420] <220>

[1421]  <221>MOD_RES

[1422]  <222>(8).. (8)

[1423]  <223>C- Kim2 H HK

[1424]  <400>44

[1425] Xaa Asp His Xaa Arg Trp Xaa Lys
[1426] 1 5

[1427]  <210>45

[1428] <211>8

[1429]  <212>PRT

[1430]  <213> AN TJ#4

[1431]  <220>

[1432]  <223> FE 7R ZARRCAA

[1433] <220>

[1434] <221>MISC_FEATURE

[1435]  <222>(1).. (1)

[1436]  <223>Xaa = HEEEE (Ac) &1 Nle
[1437] <2205

[1438]  <221> Z5falg

[1439] <222>(2).. (8)
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38/51 1T

[1440]
[1441]
[1442]
[1443]
[1444]
[1445]
[1446]
[1447]
[1448]
[1449]
[1450]
[1451]
[1452]
[1453]
[1454]
[1455]
[1456]
[1457]
[1458]
[1459]
[1460]
[1461]
[1462]
[1463]
[1464]
[1465]
[1466]
[1467]
[1468]
[1469]
[1470]
[1471]
[1472]
[1473]
[1474]
[1475]
[1476]
[1477]
[1478]

<223> HoIR

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(6).. (6)
<223>Xaa = D-Trp
<220>
<221>MISC_FEATURE
<222>(7).. (7)

(223>Xaa = 4- @It T R (Gaba),6- @ECH (Ahx),

B—-Ala 8 D-Ala
<220>
<221>MOD_RES
<222>(8).. (8)
<223>C- KA H HR
<400>45
Xaa Cys His Xaa Arg Xaa Xaa Cys
1 5
<210>46
<211>8
<212>PRT
213> NTJF4
<220>
<223> FBJZ R AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBE2E (Ac) {E4IF) Nle
<220>
(221> HEfI,
<222>(2).. (8)
<223> Bk
<220>
<221>MISC_FEATURE
<222>(3).. (3)
<223>Xaa = D-Ala
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39/51 1T

[1479]
[1480]
[1481]
[1482]
[1483]
[1484]
[1485]
[1486]
[1487]
[1488]
[1489]
[1490]
[1491]
[1492]
[1493]
[1494]
[1495]
[1496]
[1497]
[1498]
[1499]
[1500]
[1501]
[1502]
[1503]
[1504]
[1505]
[1506]
[1507]
[1508]
[1509]
[1510]
[1511]
[1512]
[1513]
[1514]
[1515]
[1516]
[1517]

<220>

<221>MISC_FEATURE

<222>(5).. (5)

<223>Xaa = D-B - (2- Z5% ) Ala(D-2-Nal)

<220>

<221>MISC_FEATURE

<222>(7).. (7)

<223>Xaa = Trp, B —(2- 285 )Ala(2-Nal), B —(1-Z5Fk )Ala
(1-Nal) Bk 3- ZXFFHEM LN R (Bal)

<220>

<221>MOD_RES

<222>(8).. (8)

<223>C~ K2 H HIR

<400>46

Xaa Cys Xaa His Xaa Arg Xaa Cys

1 5

<210>47

<211>8

<212>PRT

213> NTFER

<220>

<223> M7 R AR A

<220>

<221>MISC_FEATURE

<222>(1).. (1)

<223>Xaa = HBEE (Ac) &1 Nle

<220>

221> HERI,

<222>(2).. (8)

<223> Bk

<220>

<221>MISC_FEATURE

<222>(2).. (2)

(223>Xaa =FH 4% (Pen)

<220>

<221>MISC_FEATURE

<222>(3).. (3)

<223>Xaa = D-Ala

<220>
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[1518]
[1519]
[1520]
[1521]
[1522]
[1523]
[1524]
[1525]
[1526]
[1527]
[1528]
[1529]
[1530]
[1531]
[1532]
[1533]
[1534]
[1535]
[1536]
[1537]
[1538]
[1539]
[1540]
[1541]
[1542]
[1543]
[1544]
[1545]
[1546]
[1547]
[1548]
[1549]
[1550]
[1551]
[1552]
[1553]
[1554]
[1555]
[1556]

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

<223>Xaa = D-Phe

<220>

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

<223>C- RujA A HER
<400>47

Xaa Xaa Xaa His Xaa Arg Trp Cys
1 5
<210>48

<211>8

<212>PRT

213> NTJF4

<220>

<223> FBZ a2 AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)

<223>Xaa =Bt (Ac) &1 Nle
<220>

221> ZERi,
<222>(2).. (8)

<223> Bk

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

<223>Xaa = D-Phe

<220>
<221>MISC_FEATURE
<222>(7).. (7)

(223>Xaa = 4- FIET R (Gaba)
<220>
<221>MISC_FEATURE
<222>(8).. (8)

(223>Xaa =FH 4% (Pen)
<220>

<221>MOD_RES
<222>(8).. (8)
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41/51 7T

[1557]
[1558]
[1559]
[1560]
[1561]
[1562]
[1563]
[1564]
[1565]
[1566]
[1567]
[1568]
[1569]
[1570]
[1571]
[1572]
[1573]
[1574]
[1575]
[1576]
[1577]
[1578]
[1579]
[1580]
[1581]
[1582]
[1583]
[1584]
[1585]
[1586]
[1587]
[1588]
[1589]
[1590]
[1591]
[1592]
[1593]
[1594]
[1595]

<223>C- K2 E Hg
<400>48

Xaa Cys His Xaa Arg Trp Xaa Xaa
1 5
<210>49

<211>8

<212>PRT

213> NTJF4

<220>

<223> 7R AR A
<220>

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

<223> HBE (Ac) &M
<220>

(221> HEfI,
<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- 253 ) Ala(D-2-Nal)
<220>

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

<223> MEi&ft

<400>49

Arg Cys Xaa His Xaa Arg Trp Cys
1 5
<210>50

<211>8

<212>PRT

213> N L5

<220>

<223> FRZ U AR A
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[1596]  <220>

[1597] <221>MISC_FEATURE
[1598]  <222>(1).. (1)

[1599]  <223>Xaa = Arg B D-Arg, #HEERE (Ac) 1&1fi
[1600] <220>

[1601]  <221> ZEHahk

[1602]  <222>(2).. (8)

[1603]  <223> IR

[1604] <220>

[1605] <221>MISC_FEATURE
[1606]  <222>(3).. (3)

[1607] <223>Xaa = D-Ala

[1608]  <220>

[1609] <221>MISC_FEATURE
[1610]  <222>(5).. (5)

[1611] <223>Xaa = D-Phe

[1612]  <220>

[1613]  <221>MOD_RES

[1614]  <222>(8).. (8)

[1615]  <223> Wfidk.

[1616] <400>50

[1617] Xaa Cys Xaa His Xaa Arg Trp Cys
[1618] 1 5
[1619] <210>51

[1620] <211>8

[1621] <212>PRT

[1622] <213> AN TJ#4

[1623]  <220>

[1624]  <223> M7 & 2 KR 1A
[1625]  <220>

[1626] <221>MISC_FEATURE
[1627]  <222>(1).. (1)

[1628]  <223>Xaa = D-Arg B{ Arg, #HELEE (Ac) 1&4f
[1629]  <220>

[1630] <221 &hfhg,

[1631]  <222>(2).. (8)

[1632] <223 PR

[1633]  <220>

[1634] <221>MISC_FEATURE
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43/51 7T

[1635]
[1636]
[1637]
[1638]
[1639]
[1640]
[1641]
[1642]
[1643]
[1644]
[1645]
[1646]
[1647]
[1648]
[1649]
[1650]
[1651]
[1652]
[1653]
[1654]
[1655]
[1656]
[1657]
[1658]
[1659]
[1660]
[1661]
[1662]
[1663]
[1664]
[1665]
[1666]
[1667]
[1668]
[1669]
[1670]
[1671]
[1672]
[1673]

<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 =FH 4% (Pen)
<220>

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

<223> BEhztk

<400>51

Xaa Cys Xaa His Xaa Arg Trp Xaa
1 5
<210>52

<211>8

<212>PRT

213> NLJF4

<220>

<223> HBRZ U AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)

<223>Xaa = D-Arg 8K Arg, #EFEERE (Ac) &4

<220>

221> Gk
<222>(2).. (8)
223> MR

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<{223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)
<223>Xaa = 4- @ IET R (Gaba)
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44/51 7T

[1674]
[1675]
[1676]
[1677]
[1678]
[1679]
[1680]
[1681]
[1682]
[1683]
[1684]
[1685]
[1686]
[1687]
[1688]
[1689]
[1690]
[1691]
[1692]
[1693]
[1694]
[1695]
[1696]
[1697]
[1698]
[1699]
[1700]
[1701]
[1702]
[1703]
[1704]
[1705]
[1706]
[1707]
[1708]
[1709]
[1710]
[1711]
[1712]

<220>
<221>MISC_FEATURE
<222>(8).. (8)
<223>Xaa =F &% (Pen)
<220>

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

223> WEfEAk

<400>52

Xaa Cys His Xaa Arg Trp Xaa Xaa
1 5
<210>53

211>8

{212>PRT

213> N3

220>

223> PR E Z AR ELAK
220>

<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = D-Arg B Arg, A BERE (Ac) {&1f
<220>

221> ZERbi,
<222>(2).. (8)
<223> Hk

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MOD_RES
<222>(8).. (8)
<223> BEHztk
<400>53

Xaa Asp His Xaa Arg Trp Ala Lys
1 5
<210>54

<211>9

<212>PRT
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45/51 71

[1713]
[1714]
[1715]
[1716]
[1717]
[1718]
[1719]
[1720]
[1721]
[1722]
[1723]
[1724]
[1725]
[1726]
[1727]
[1728]
[1729]
[1730]
[1731]
[1732]
[1733]
[1734]
[1735]
[1736]
[1737]
[1738]
[1739]
[1740]
[1741]
[1742]
[1743]
[1744]
[1745]
[1746]
[1747]
[1748]
[1749]
[1750]
[1751]

213> N L5
<220>
<223> FRJZ U AR A
<220>
<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBEEE (Ac) &1 Nle
<220>
221> Gkl
<222>(2).. (9)
<223> Bk
<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- @i T (Gaba) BY
5- 2R (Apn)
<220
<221>MOD_RES
<222>(9).. (9)

<223> it

<400>54

Xaa Cys Xaa His Xaa Arg Trp Xaa Cys
1 5
<210>55

211>8

<212>PRT

213> N3

220>

223> BB E ALK
220>

<221>MOD_RES
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[1752]  <222>(1).. (1)

[1753] <223>modified with acyl (Ac)
[1754]  <220>

[1755] <221 &5kt

[1756]  <222>(2).. (8)

[1757]  <223> IR

[1758]  <220>

[1759] <221>MISC _FEATURE

[1760] <222>(4).. (4)

[1761] <223>Xaa = D-Phe

[1762]  <220>

[1763] <221>MISC_FEATURE

[1764]  <222>(6).. (6)

[1765]  <223>Xaa = Trp 8¢ B -(2- 2583 ) N2 (2-Nal)
[1766]  <220>

[1767]  <221>MOD_RES

[1768]  <222>(8).. (8)

[1769]  <223> Wilik

[1770]  <400>55

[1771]  Cys Glu His Xaa Arg Xaa Ala Cys
[1772]1 1 5

[1773] <210>56

[1774] <211>8

[1775]  <212>PRT

[1776]1  <213> AN T4

[1777] <220>

[1778] <223 M Jz i 2% 32 AR B Ak
[1779]  <220>

[1780]  <221>MOD_RES

[17811  <222>(1).. (1)

[1782] <223>modified with acyl (Ac)
[1783]  <220>

[1784]  <221> &g,

[1785]  <222>(2).. (8)

[1786]  <223> Mk

[1787]  <220>

[1788] <221>MISC_FEATURE

[1789]  <222>(2).. (2)

[1790] <223>Xaa = D-Ala
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[1791]
[1792]
[1793]
[1794]
[1795]
[1796]
[1797]
[1798]
[1799]
[1800]
[1801]
[1802]
[1803]
[1804]
[1805]
[1806]
[1807]
[1808]
[1809]
[1810]
[1811]
[1812]
[1813]
[1814]
[1815]
[1816]
[1817]
[1818]
[1819]
[1820]
[1821]
[1822]
[1823]
[1824]
[1825]
[1826]
[1827]
[1828]
[1829]

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(6).. (6)
<223>Xaa = Trp 8% B —(2- Z8% ) Ala(2-Nal)
<220>
<221>MOD_RES
<222>(8).. (8)

<223> Biiat

<400>56

Cys Xaa His Xaa Arg Xaa Ala Cys
1 5
<210>57

211>9

<212>PRT

213> NP3

220>

223> BB E ALK
<220>

<221>MISC_FEATURE
<222>(1).. (1)
<223>Xaa = HBEEE (Ac) &1 Nle
<220>

<221> L5kt
<222>(2).. (9)
<223> Bk

<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
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[1830] <222>(8).. (8)

[1831] <223>Xaa = Ala, B -Ala f 4- ZHE T % (Gaba)
[1832] <220>

[1833]  <221>MOD_RES

[1834]  <222>(9).. (9)

[1835]  <223> Wilizik,

[1836] <400>57

[1837] Xaa Cys Xaa His Xaa Arg Trp Xaa Cys
[1838] 1 5

[1839] <210>58

[1840] <211>9

[1841]  <212>PRT

[1842]  <213> A T /%%

[1843]  <220>

[1844]  <223> M7 R E KR IA

[1845]  <220>

[1846] <221>MISC_FEATURE

[1847]  <222>(1).. (1)

[1848]  <223>Xaa = HIWEEE (Ac) &1 Nle
[1849]  <220>

[1850] <221 &ithg

[1851]  <222>(2).. (9)

[1852]  <223> R

[1853]  <220>

[1854] <221>MISC _FEATURE

[1855]  <222>(3).. (3)

[1856] <223>Xaa = D-Ala

[1857]  <220>

[1858] <221>MISC_FEATURE

[1859]  <222>(5).. (5)

[1860] <223>Xaa = D-Phe

[1861]  <220>

[1862] <221>MISC_FEATURE

[1863]  <222>(7).. (7)

[1864] <223>Xaa = 3— KJFWEMJE Ala(Bal)
[1865]  <220>

[1866]  <221>MOD_RES

[1867]  <222>(9).. (9)

[1868]  <223> WifiAk.

120



CN 101257916 B F 3 *x

49/51 T

[1869]
[1870]
[1871]
[1872]
[1873]
[1874]
[1875]
[1876]
[1877]
[1878]
[1879]
[1880]
[1881]
[1882]
[1883]
[1884]
[1885]
[1886]
[1887]
[1888]
[1889]
[1890]
[1891]
[1892]
[1893]
[1894]
[1895]
[1896]
[1897]
[1898]
[1899]
[1900]
[1901]
[1902]
[1903]
[1904]
[1905]
[1906]
[1907]

<400>58

Xaa Asp Xaa His Xaa Arg Xaa Ala Lys
1 5
<210>59

21128

<212>PRT

213> N7

220>

223> BBREZ AR ELK
220>
<221>MISC_FEATURE
<222>(1).. (1)

<223>Xaa = D- & - M 3E Ala(D-hCha)modified with acyl (Ac)

<220>

221> Gkl
<222>(2).. (8)
<223> Bk

<220>
<221>MISC_FEATURE
<222>(4).. (4)
<223>Xaa = D-Phe
<220>
<221>MISC_FEATURE
<222>(7).. (7)
(223>Xaa = 4- @IE T R (Gaba)
<220
<221>MOD_RES
<222>(8).. (8)

<223> it

<400>59

Xaa Asp His Xaa Arg Trp Xaa Lys
1 5
<210>60

<211>8

<212>PRT

213> NP3

220>

223> BB E ALK
<220>
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[1908] <221>MISC_FEATURE

[1909]  <222>(1).. (1)

[1910] <223>Xaa = B-¥ % Ala(Cha)modified with n-butyryl
[1911]  <220>

[1912]  <221> &ifhhf,

[1913] <222>(2).. (8)

[1914]  <223> IR

[1915]  <220>

[1916] <221>MISC _FEATURE

[1917]  <222>(4).. (4)

[1918] <223>Xaa = D-Phe

[1919]  <220>

[1920] <221>MISC_FEATURE

[1921]1  <222>(7).. (7)

[1922] <223>Xaa = 4- Z 3= | & (Gaba)
[1923]  <220>

[1924]  <221>MOD_RES

[1925]  <222>(8).. (8)

[1926] <223 Wiliik

[1927] <400>60

[1928] Xaa Asp His Xaa Arg Trp Xaa Lys
[1920] 1 5

[1930] <210>61

[1931] <211>8

[1932]  <212>PRT

[1933] <213> A TJ#4)

[1934]  <220>

[1935]  <223> M7 i & 2 AR E Ak

[1936]  <220>

[1937] <221>MISC_FEATURE

[1938]  <222>(1).. (1)

[1939]  <223>Xaa = HEEEE (Ac) &1 Nle
[1940]  <220>

[1941] <221 HEM)iE

[1942]  <222>(2).. (8)

[1943]  <223> IR

[1944] <2205

[1945] <221>MISC_FEATURE

[1946]  <222>(3).. (3)
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[1947]
[1948]
[1949]
[1950]
[1951]
[1952]
[1953]
[1954]
[1955]
[1956]
[1957]
[1958]

<223>Xaa = D-Glu
<220>
<221>MISC_FEATURE
<222>(5).. (5)
<223>Xaa = D-Phe
<220>
<221>MOD_RES
<222>(8).. (8)

<223> Biftk

<400>61

Xaa Cys Xaa His Xaa Arg Trp Cys
1 5
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