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H-D-Arg-Dmt—Lys (¥*Me) —Phe—NH, ;
H-D-Arg-Dmt—Lys—Phe (Me) —NH, ;

H-D-Arg Dmt Lys (¥*Me) Phe (Me) NIL,;

H-D-Arg (VMe) Dmt (Mle) Lys (¥*Me) —Phe (MMe) —NH, ;

D-Arg-Dmt-Lys-Phe-Lys-Trp-NH,;
D-Arg-Dmt-Lys-Dmt-Lys-Trp-NH;
D-Arg-Dmt-Lys-Phe-Lys-Met-NH,;
D-Arg-Dmt-Lys-Dmt-Lys-Met-NH.;
H-D-Arg-Dmt-Lys-Phe-Sar-Gly-Cys-NH,;
H-D-Arg-¥ [CH,-NH]Dmt-Lys-Phe-NH,;
H-D-Arg-Dmt-¥ [CH,-NH]Lys-Phe-NH,;
H-D-Arg-Dmt-LysW¥ [CH,-NH]Phe-NH,;
H-D-Arg-Dmt-¥ [CH,-NH]Lys-% [CH,-NH]Phe-NH;
Lys-D-Arg-Tyr-NH,;
Tyr-D-Arg-Phe-Lys-NH,;

2" ,6"-Dmt-D-Arg-Phe-Lys-NH,;
Phe-D-Arg-Phe-Lys-NH,;
Phe-D-Arg-Dmt-Lys-NH,;
D-Arg-2"6"Dmt-Lys-Phe-NH,;
H-Phe-D-Arg-Phe-Lys-Cys-NH;
Lys-D-Arg-Tyr-NH,;

D-Tyr-Trp-Lys-NH,;
Trp-D-Lys-Tyr-Arg-NH,;
Tyr-His-D-Gly-Met;
Tyr-D-Arg-Phe-Lys-Glu-NH,;
Met-Tyr-D-Lys-Phe-Arg;
D-His-Glu-Lys-Tyr-D-Phe-Arg;
Lys-D-GIn-Tyr-Arg-D-Phe-Trp-NH,;
Phe-D-Arg-Lys-Trp-Tyr-D-Arg-His;
Gly-D-Phe-Lys-Tyr-His-D-Arg-Tyr-NH,;
Val-D-Lys-His-Tyr-D-Phe-Ser-Tyr-Arg-NH,;
Trp-Lys-Phe-D-Asp-Arg-Tyr-D-His-Lys;
Lys-Trp-D-Tyr-Arg-Asn-Phe-Tyr-D-His-NH,;
Thr-Gly-Tyr-Arg-D-His-Phe-Trp-D-His-Lys;
Asp-D-Trp-Lys-Tyr-D-His-Phe-Arg- D-Gly-Lys-NH,;
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D-His-Lys-Tyr- D-Phe-Glu- D-Asp- D-His- D-Lys-Arg-Trp-NH,;

Ala-D-Phe-D-Arg-Tyr-Lys-D-Trp-His-D-Tyr-Gly-Phe;

Tyr-D-His-Phe- D-Arg-Asp-Lys- D-Arg-His-Trp-D-His-Phe;
Phe-Phe-D-Tyr-Arg-Glu-Asp-D-Lys-Arg-D-Arg-His-Phe-NH,;
Phe-Tyr-Lys-D-Arg-Trp-His-D-Lys-D-Lys-Glu-Arg-D-Tyr-Thr;

Tyr-Asp-D-Lys-Tyr-Phe- D-Lys- D-Arg-Phe-Pro-D-Tyr-His-Lys;

Glu-Arg-D-Lys-Tyr- D-Val-Phe- D-His-Trp-Arg-D-Gly-Tyr-Arg-D-Met-NH,;,
Arg-D-Leu-D-Tyr-Phe-Lys-Glu- D-Lys-Arg-D-Trp-Lys- D-Phe-Tyr-D-Arg-Gly;
D-Glu-Asp-Lys-D-Arg-D-His-Phe-Phe-D-Val-Tyr-Arg-Tyr-D-Tyr-Arg-His-Phe-NH,;
Asp-Arg-D-Phe-Cys-Phe-D-Arg-D-Lys-Tyr-Arg-D-Tyr-Trp-D-His-Tyr-D-Phe-Lys-Phe;
His-Tyr-D-Arg-Trp-Lys-Phe-D-Asp-Ala-Arg-Cys-D-Tyr-His-Phe-D-Lys-Tyr-His-Ser-NH,;
Gly-Ala-Lys-Phe-D-Lys-Glu-Arg-Tyr-His-D-Arg-D-Arg-Asp-Tyr-Trp-D-His-Trp-His-D-Ly

s-Asp;
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H-Phe-D-Arg Phe-Lys-Cys-NH,
D-Arg-Dmt-Lys-Trp-NH,;

D-Arg-Trp-Lys-Trp-NH,;
D-Arg-Dmt-Lys-Phe-Met-NH;

I-D-Arg Dmt Lys (¥*Me) Phe NIL,;
H-D-Arg—Dmt—Lys—Phe (Mle) —NH,;
H-D-Arg-Dmt—Lys (¥*Me) —Phe (Mle) -NH, ;

H-D-Arg (A*Me) Dmt (Me) —Lys (¥*Me) —Phe (Mle) —NH, ;

D-Arg-Dmt-Lys-Phe-Lys-Trp-NH,;
D-Arg-Dmt-Lys-Dmt-Lys-Trp-NH.;
D-Arg-Dmt-Lys-Phe-Lys-Met-NH,;
D-Arg-Dmt-Lys-Dmt-Lys-Met-NH,;
H-D-Arg-Dmt-Lys-Phe-Sar-Gly-Cys-NH,;
H-D-Arg-¥ [CH,-NH]Dmt-Lys-Phe-NH,;
H-D-Arg-Dmt-W¥ [CH,-NH]Lys-Phe-NH,;
H-D-Arg-Dmt-LysW [CH,-NH]Phe-NH, ;0 O O
H-D-Arg-Dmt-¥ [CH,-NH]Lys-W [CH,-NH]Phe-NH,
Tyr-D-Arg-Phe-Lys-NH,,

2" ,6' -Dmt-D-Arg-Phe-Lys-NH,,
Phe-D-Arg-Phe-Lys-NH,,
Phe-D-Arg-Dmt-Lys-NH,,

D-Arg-2' 6 Dmt-Lys-Phe-NH,,
H-Phe-D-Arg-Phe-Lys-Cys-NH,,
Lys-D-Arg-Tyr-NH,,

D-Tyr-Trp-Lys-NH,,
Trp-D-Lys-Tyr-Arg-NH.,
Tyr-His-D-Gly-Met,
Tyr-D-Arg-Phe-Lys-Glu-NH,,
Met-Tyr-D-Lys-Phe-Arg,
D-His-Glu-Lys-Tyr-D-Phe-Arg,
Lys-D-GIn-Tyr-Arg-D-Phe-Trp-NH,,
Phe-D-Arg-Lys-Trp-Tyr-D-Arg-His,
Gly-D-Phe-Lys-Tyr-His-D-Arg-Tyr-NH,,
Val-D-Lys-His-Tyr-D-Phe-Ser-Tyr-Arg-NH,,
Trp-Lys-Phe-D-Asp-Arg-Tyr-D-His-Lys,
Lys-Trp-D-Tyr-Arg-Asn-Phe-Tyr-D-His-NH,,
Thr-Gly-Tyr-Arg-D-His-Phe-Trp-D-His-Lys,
Asp-D-Trp-Lys-Tyr-D-His-Phe-Arg- D-Gly-Lys-NH,,
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D-His-Lys-Tyr- D-Phe-Glu- D-Asp- D-His- D-Lys-Arg-Trp-NH,,

Ala-D-Phe-D-Arg-Tyr-Lys-D-Trp-His-D-Tyr-Gly-Phe,

Tyr-D-His-Phe- D-Arg-Asp-Lys- D-Arg-His-Trp-D-His-Phe,
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Phe-Phe-D-Tyr-Arg-Glu-Asp-D-Lys-Arg-D-Arg-His-Phe-NH,,
Phe-Tyr-Lys-D-Arg-Trp-His-D-Lys-D-Lys-Glu-Arg-D-Tyr-Thr,

Tyr-Asp-D-Lys-Tyr-Phe- D-Lys- D-Arg-Phe-Pro-D-Tyr-His-Lys,

Glu-Arg-D-Lys-Tyr- D-Val-Phe- D-His-Trp-Arg-D-Gly-Tyr-Arg-D-Met-NH,
Arg-D-Leu-D-Tyr-Phe-Lys-Glu- D-Lys-Arg-D-Trp-Lys- D-Phe-Tyr-D-Arg-Gly,
D-Glu-Asp-Lys-D-Arg-D-His-Phe-Phe-D-Val-Tyr-Arg-Tyr-D-Tyr-Arg-His-Phe-NH,,
Asp-Arg-D-Phe-Cys-Phe-D-Arg-D-Lys-Tyr-Arg-D-Tyr-Trp-D-His-Tyr-D-Phe-Lys-Phe,
His-Tyr-D-Arg-Trp-Lys-Phe-D-Asp-Ala-Arg-Cys-D-Tyr-His-Phe-D-Lys-Tyr-His-Ser-NH,
Gly-Ala-Lys-Phe-D-Lys-Glu-Arg-Tyr-His-D-Arg-D-Arg-Asp-Tyr-Trp-D-His-Trp-His-D-Ly
s-Asp, 0 OO
Thr-Tyr-Arg-D-Lys-Trp-Tyr-Glu-Asp-D-Lys-D-Arg-His-Phe-D-Tyr-Gly-Val-11e-D-His-Ar
g-Tyr-Lys-NH,;

Dmt-D-Arg-Phe-(atn)Dap-NH,0O (atn)Dapl p -0 0000000 -L-a ,p-00000000
oooao;
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#5. AL F PR EOF
P TE/sBE2 | TICB [ TI/ BA T/ TR TIJBT
i s 34 i 54 61 f GRS
[-Arg Dmt Lys Phe NH,
D-Arg Dt Phe Lys MH,
D-Arg Phe Lys Dmt NH;
I>-Arg Phe Dt Lvs NH,
D-Atg Lys Dt Phe NH,
D-Arg Lys Fhe Dmt NH,
[-Arg Dt Lys Phe Cys NH,
D-Arg Dt Lys Phe Gy Cys Gly NH,
D-Arg Dt Lys FPhe Ser Cys NH,
[-Arg Dt Lys Phe Gly Cys NH,
Fhe Lys Dt D-Arg NH,
Phe Lys D-Arg Dmt NH,
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#5. 7T FEEEOR (i)
TI/BR FTIERL | TI/EE | FIsoBA|TI B [ TI/E Vs ¥

. C-FRiw i

1 fiL 34 i 54z 6 fiL fif
Phe -Arg Phe Lys NH;
Fhe D-Acg Phe Lys Cys NH;
Phe D-Arg Phe Lys Glu Cys Gly NH,
Phe D-Arg Phe Lys Ser Cys NH,
Phe D-Arg Phe Lys Gly Cys NH;
Fhe D-Arg Dmt Lys NH;
Phe -Azg Dmt Lys Cvs NH:
Phe D-Arg Dmt Lys Glu Cys Gly NH,
Phe D-Arg Dmt Lys Ser Cys NH,
Phe -Azg Dmi Lys Gly Cys NH:
Phe D-Arg Lys Dt NH,
Phe Dt D-Arg Lys NH;
FPhe Dt Lys D-Arg NH;
Lys Phe D-Arg Dt NH;
Lys Phie Dmit D-Arg NE,
Lys Dint D-Arg Phe NH;
Lys Dt Phe D-Arg NH,
Lys D-Arg Phe Dt NE,
Lys D-Arg Dmt Phe NH.
D-Arg Dt D-Arg Phe NE,
D-Arg Dt D-Arg Dmt NE,
D-Arg Dt D-Arg Tyt N,
D-Arg Dmt D-Arg Tip NH,
Trp D-Arg Phe Lys NH,;
Tip D-Arg Tyr Lys NH,
Trp D-Arg Tip Lys NH,
Trp DiArg Dot Lvs NH;
D-Arg Trp Lys Fhe NH,
D-Arg Trp Phe Lys NH;

gooooao

10

20

30

40

50



(32)

JP 2015-509504 A 2015.3.30

oooooao

3 T/ B2 | T/ B TI/B4 | TIE T/ M TR

_ C- FIHIE

147 fir 34 {if 54 6 hr

D-Arg Tp Lys Dmt NH.

D-Arg Trp Dmt Lys NH;

D-Arg Lys Tp Phe NH,

D-Arg Lys T Dmt NH,

Cha [+Azg Phe Lvs NH,

Alg I>-Arg Phe Lys NH,
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T /BRI

TI/M1 | TI/BR2 | T3 B3

TI/BRAE | (FETDOE | CRREN
fiz fir fiL

&

Tyr D-Arg Phe Lys N,
Tyr D-Arg Fhe Om NH,
Tyr D-Arg Phe Dab NH,;
Tyr D-Arg Fhe Dap NH,
Tyr D-Arg Phe Lys Cys NE,;
26" Dmt D-Arg Fhe Lys N,
276’ Dmt D-Arg Phe Lys Cys NH,

Lys-NH{CH,),-
26 Dmt D-Arg Fhe NH-dns NH,

Lys-NH(CH,)-
2'6'Dmt D-Arg Phe NH-atn NH,
276 Dmt D-Arg Phe dnsLys NH;
276 Dmt D-Cat Fhe Lys NH,
26" Dmt Dt Fhe Lys Cys NH,
276" Dmt D-Cit Phe Ahp NH,
2'6’Dmt D-Arg Phe Om NH,
2°6’Dmt D-Arg Phe Dab NH,
26’ Dmt D-Arg Phe Dap NH,
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F6. FAA FZEEOCEBEENEL L~ F NEEE (Rex)

TEBS

TE/E | TR 2 | TS

TR (FET 58 | CRIRER
i (A fif =

Ahp(2-7 X /o~
2°6’Dmt D-Arg The TR NH,
Bio-
2’6’ Dmt D-Arg Phe Lys NH;
35 Dmt D-Arg Phe Lys NH;
3’5 Dmt D-Arg Phe Crn NH;
A5 Dmt D-Arg Phe Dab NH;
35 Dmt D-Arg Phe Tap NH,
Tyr D-Arg Tyr Lys NH,
Tyr D-Arg Tyr Om NH;
Tyr D-Arg Tyr Dab NH;
Tyr B-Arg Tyr Dap NH;,
2’6’ Dmt D-Arg Tyr Lys NH,
2’6’ Dmt D-Arg Tyr Cm NH;
26’Dmt D-Arg Tyr Dab NH,
276 Dmt D-Arg Tyr Dap NH;
2’6" Dmt D-Arg 2’6°’Dmt Lys NH,
276 Dmt B-Arg 2'6°Pmt Om NH,
276" Dmt B-Arg 276°Dmt Dab NH,
2°6’Dmt DArg 26’Dmt Dap NH,
35 Dmt DArg 35 Dmt Arg NH,
A5 Dmt DeArg 35" Dmt Lys NH,
¥5Dmt D-Arg 35" Dmt Om NH,
35 Dmt D-Arg 35 Dmt Dab NH;
2°6'Dmt D-Arg 2°6¢’Dmt Lys Cys NH;
Tyr D-Lys Phe Dap NH,
Tyr D-Lys Phe Arg NH;
Tyr D-Lys Phe Arg Cys NH;
Tyr D-Lys Phe Lys NH;
Tyr D-Lys Phe Om NI,
226’ Dmt D-Lys Phe Dab NH,
2°6’Dmt D-Lys Phe Dap NH,
2°6’Dmt D-Lys Phe Arg NH,
2°6'Dimt D-Lys Phe Lys NH,
35 Dmt D-Lys Phe Orn NH,
35 Dmt D-Lys Phe Dab NH,
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TS
TE/ER | TI/ER2 | TS
TR 4 (FETSHE | CHREEH
iz fir i
&)

35 Dimt D-Lys Phe Dap NH,
35 Dmt D-Lys Phe Arg NH;
3’5Dmt D-Lys Phe Arg Cys NH,
Tyr D-Lys Tyr Lys NH;
Tyr D-Lys Tyr Om NH;
Tyr D-Lys Tyr Dab NH:
Tyr D-Lys Tyr Dap NH;
276"Dmt D-Lys Tyr Lys NH,
2'6’Dmt D-Lys Tyr Om NH;
276" Dmt D-Lys Tyr Dab NH;
2°6'Dmt D-Lys Tyr Dap NH,
2’6’Dmt D-Lys 2’6 Dmt Lys NH,
2°6’Dimt D-Lys 276'Dmt Om NH;
276" Dmt D-Lys 276" Dt Dab NH,
276 Dimt D-Lys 2°6 Dt Dap NH;
2°6’Dmt D-Arg Phe dnsDap NH;
2'6"Dmt D-Arg Phe atnDap WNH;
F5Pmt D-Lys F5Dmt Lys NH,
35" Dmt D-Lys 35 Pmt Om NH,
35 Dmt D-Lys 3’5 Dmt Dab NH,
3°5’Dmt D-Lys 3’5"Dmt Dap NH,
Tyr D-Lys Phe Arg NH;
Tyr O Phe Arg NHz
Tyr D-Dab Phe Arg NH;
Tyr D-Dap The Arg NH,
2’¢’Dmt D-Arg Phe Arg NH;
26" Dmt D-Lys Phe Arg NH;
2’6’ Dmt D-Orn Phe Arg NH,
2’6 Dmt D-Dab The Arg NH;
35" Dmt D-Dap Phe Arg NH;
35" Dmt D-Arg FPhe Arg NH,
35 Dmt D-Lys Phe Arg NH;
3'5Dmt D-Orn Phe Arg NH;
Tyr D-Lys Tyr Arg NH;
Tyr D-Orn Tyr Arg NH,
Tyr D-Dab Tyr Arg NH;
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TEI/E (TR | TS
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iz fir i
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Tyr D-Dap Tyr Arg NH,
26’ Dimt D-Arg PACHE 4 Arg NH,
276’ Dimt D-Lys 276" Dt Arg NH;
276Dt D-Onrs 276’ Dimt Arg NH;
2°6°Dmt D-Dab 276 Dt Arg NH;
F5Dmt 13-Dap 357t Arg NH;
35 Dmt D-Arg F5Dmt Arg NH,
35" Dimt D-Lys 35 Dnt Arg NH,
35 Dmt D-Orn 35 Dmt Arg NH,
Mmt D-Arg Fhe Lys NH,
Mmt D-Arg Fhe Om NH,
Mmt D-Arg Phe Dab NH,
Mmt D-Arg Phe Dap NH,
Tmt D-Arg Phe Lys NH,
Tmt D-Arg Phe Om NE;
Tmt D-Arg Phe Dab NE;
Tmt D-Arg Fhe Dap NE,
Hmt D-Arg Phe Lys NE,
Himnt D-Arg Phe Om NH,
Hmt D-Arg Phe Dab NH,
Hmt D-Arg Fhe Dap NH,
Mmt D-Lys Phe Lys NH;
Mmt D-Lys Phe Om NH:
Mmt D-Lys Phe Dab NH;
Mmt D-Lys Phe Dap NH;
Mmt D-Lys Phe Arg NH,
Tmt D-Lys Phe Lys NH,
Tmt D-Lys Phe Om NH,
Tmt D-Lys Phe Dab NH;
Tmt D-Lys Phe Dap NH.
Tmt D-Lys Fhe Arg NH,
Hmt D-Lys Phe Lys NE;
Hmt D-Lys Phe Om NE;
Hmt D-Lys Fhe Dab NE;
Hmt D-Lys Phe Dap NH;
Hmt D-Lys Phe Arg NH;
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FI/B) |FI/B2 |73 /B3
TI/BEAL | (FETEE | CAURER

fi fir (A S
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Mmt D-Lys Fhe Arg NH;
Mmt IxOrn Phe Arg NHa,
Mmt D>-Dab Phe Arg WNH;
Mmt DDap Phe Arg NH;
Mmt D-Arg Phe Arg NH;
Tmi D-Lys Phe Arg NH,
Tmt DO Phe Arg NH;
Tmt D-Dab Phe Arg NH;
Tmt D-Dap Phe Arg NH;
Tmi D-Arg Phe Arg NH;
Hmt TLys Phe Arg NH,
Hmt D-Om Phe Arp NH;
Hmt I-Dab Phe Arg NH,
Hmt D-Dap Phe Arg NH;
Hmt T-Arg Phe Arg NH,
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