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O

O 120 D-Tyr-Asn-Trp-Asn-Ser-Phe¥ (NHCO)Gly-Leu-Arg(Me)-Phe-NH,O O O O 0O O 3190
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O

0O 130 3-(3-Pyridyl)propionyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,O O O O O O 3
220 0O

O 140 4-1Imidazoleacetyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,O 0O O O 0O O 3230
O

O 150 GuAmb-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,O O 0 O 0O O 3320 O

O 160 GuAmb-Phe-Gly-Leu-Arg(Me)-Phe-NH,O O 0O O O 0O 3330 O

O 170 GuAmb-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0 O O O 3340 O

O 180 3-(3-Indolyl)propionyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,0O0 O O O O 0O 3390 O

O 190 Benzoyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,0 0O O O 0O O 3410 O

O 200 Indole-3-acetyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,O0 O O 0O O O 3450 0O

O 210 Ac-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,O O O O O O 3460 O

O 220 Benzoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,0 0O O O 0O O 3530 O

0O 230 3-(3-Indoly)propionyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 3540 O

O 240 Ac-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O 0O 3580 O

O 250 2-(Indol-3-yl)ethylcarbamoyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,O0 O 0O O O O 364
00

0 260 2-(Indol-3-yl)ethylcarbamoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 369
00

O 270 (2S)-2-acethoxy-3-phenylpropionyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O
0 3730 O

0 280 (2S)-2-(3-Indolylprpionyloxy)-3-phenylpropionyl-AzaGly-Leu-Arg(Me)-Trp-NH,
ooQoQoODDba37900O

O 290 (2S)-2-Benzoyloxy-3-phenylpropionyl-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O 0O O O O
3800 O

O 300 D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,0O0 O O O O 0O 3850 O

O 310 3-(3-Pyridyl)propionyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O 0 O O O O 3
860 O

O 320 Dibenzylcarbamoyl-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O O 0O O O 3930 O

O 330 Benzylphenethylcarbamoyl-AzaGly-Leu-Arg(Me)-Trp-NH,O 0 O 0 0O O 4170 O

0O 340 Benzoyl-PheW (NHCO)Gly-Leu-Arg(Me)-Trp-NH,O O O O O 0O 4230 O

O 350 Benzoyl-AzaPhe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O O O O O 4310 O

0O 360 3-Pyridinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O 0O 4320 O

0O 370 2-Pyridinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O 0O 4350 O

O 380 4-Pyridinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O 0O 4360 O

O 390 Propionyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O 0 0O O O 4370 O

O 400 Isobutyryl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,0 0O O O O O 4380 O

O 410 Cyclohexanecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 4390 O

O 420 Phenylacetyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 4400 O

O 430 Benzoyl-Pya(2)-AzaGly-Leu-Arg(Me)-Trp-NH,O0 0O O O O O 4410 O

O 440 6-Methylnicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 4450 O

O 450 Pyrazinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O 0O O 0O O O 4460 O

O 460 Cyclopropanecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O 0O O 0O 0O O 4470 O

O 470 Trifluoroacetyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 4480 O

O 480 Benzoyl-Cha-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O 0O 4490 O

O 490 Cyclopropanecarbonyl-Cha-AzaGly-Leu-Arg(Me)-Trp-NH,O 0O O 0O 0O O 4510 O

O 500 (R)-3-hydroxy-2-methylpropionyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O 0O O O O
4520 O

O 510 2-Hydroxyisobutyryl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 0 O O O 0O 4530 O

O 520 3-Furancarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 4540 O
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Pyrrole-2-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 4550 O
4-1midazolecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 4590 O
6-Hydroxynicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O 0O O 4620 O
6-Chloronicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 4630 O
6-(Trifluoromethyl)nicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 46

Dimethylcarbamoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O 0O O O O 4670 O
1-Azetidinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O 0 O O O O 4680 O
4-Pyridinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,O0 O O O O O 4710 O
4-Aminobenzoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 0O O O O O 4720 O
4-Aminomethylbenzoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 4730 O
Pyrrole-3-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O O O O O 4740 O
Pyrimidine-4-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O 0O O O O 4750 O
Pyrimidine-2-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O 0O 0O O O 4790 O
Pyridazine-4-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 4800 O

D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Har-Trp-NH,0 0O O O 0O O 4810 O
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Lys-Phe-NH,0 0O O O 0O O 4870 O
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Har-Phe-NH,O 0O O O O O 4880 0O
D-Tyr-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,O0 O 0O O O O 4900 O
D-Tyr-D-Pya(4)-Asn-Trp-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O 0O O O O O 4910 O
D-Tyr-D-Pya(4)-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 4920 O
D-Tyr-D-Pya(4)-Thr-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 4930 O

D-Tyr-D-Pya(4)-Asn-Ser-Cha-Gly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 4960 O
D-Tyr-D-Pya(4)-Asn-Ser-Cha-Ala-Leu-Arg(Me)-Trp-NH,O O 0O O O O 4970 O
D-Tyr-D-Pya(4)-Asn-1l1e-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 4980 O
3-Phenylpropionyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O 0O O 4990

3-Phenylpropionyl-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 5000

D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 5010 O
D-Tyr-Pya(4)-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,0 O O O O 0O 5020 O
D-Tyr-D-Trp-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 5030 O
6-Aminocaproyl-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,0O O O
5040 O

3-Phenylpropionyl-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O 0O 5050

3-Phenylpropionyl-Asn-1le-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 5060

3-Phenylpropionyl-Asn-Ser-Trp-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O O O 5070

3-Phenylpropionyl-Asn-Ser-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O O O O O 50

Benzoyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,0O0 O O O O 0O 5090 O
Ac-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,0 0O O O O O 5100 O
D-Tyr-D-Trp-Ala-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O O O O O 5110 O
D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O 0O O 5120 O
D-Tyr-D-Trp-Abu-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O 0O O 0O O 5130 O
D-Tyr-D-Phe-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O0 O O O O O 5140 O
D-Tyr-D-Pya(4)-Asn-Val-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,O O O O O O 5150 O
des(1)-Ac-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9]IMS100 O O O O O 5160 O

10

20

30

40

50



(32) JP 2009-227687 A 2009.10.8

0 950 des(1-3)-3-Phenylpropionyl-[Hyp5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 51
70 O

0 960 des(1-3)-3-Phenylpropionyl-[Cha6,Arg(Me)9,TrplO]MS100 O O O O O 5180 O

0 970 des(1-3)-Phenylacetyl-[AzaGly7,Arg(Me)9,Trpl0JMS100 O O O O O 5190 O

0 980 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7]MS100 O 0 O O O 5210 O

0 990 des(1-3)-Benzoyl-[Thr5,AzaGly7 ,Arg(Me)9,Trpl0JMS100 O O O O O 5220 O

0 1000 des(1-3)-Benzoyl-[Thr5,Phe(4F)6,AzaGly7 ,Arg(Me)9,TrplOIMS100 O O O O O 52
30 0

0 1010 des(1-3)-3-Phenylpropionyl-[Pro5,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O O5
240 0O

1020 des(1)-[D-Tyr2,D-Pya(4)3,Hyp5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 527
O

1030 des(1)-[D-Tyr2,D-Pya(4)3,Pro5,AzaGly7,Arg(Me)9,Trpl0]JMS100 O O O O O 528
O

1040 des(1)-[D-Tyr2,D-Pya(4)3,Tle5,AzaGly7 ,Arg(Me)9, TrplOIMS100 O O O O O 529
O

1050 des(1)-[D-Tyr2,D-Pya(4)3,Phg5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 530
O

1060 des(1-3)-3-Phenylpropionyl-[Pic(2)5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O
5310 O

1070 des(1-3)-3-Phenylpropionyl-[Aze(2)5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O
5320 0O

1080 des(1-3)-3-Phenylpropionyl-[D-Pro5,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O
5330 O

1090 des(1-3)-Cyclopropanecarbonyl-[AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 534
O

1100 des(1-3)-2-Naphthoyl-[AzaGly7,Arg(Me)9,TrplO]IMS100 O O O O O 5350 O

1110 [Argl,D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 5360 O
1120 Arg-[Argl,D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,TrplOlMS100 O O O O O 5370 O
1130 Arg-[Acpl,D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O O 5380 O
1140 des(1)-[D-Tyr2,D-Trp3,Val5,AzaGly7 ,Arg(Me)9,TrplO]MS100 O O O O O 5390 O
1150 des(1)-[D-Tyr2,D-Trp3,AzaGly7 ,Arg(Me)9, Trpl0O]MS100 O O O O O 5400 O

1160 D-Arg-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]IMS100 O O O O O 541
O

1170 D-Arg-D-Arg-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0O]MS100 O O O
0 5420 O

1180 des(1-3)-Benzoyl-[Phe(4F)6,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O O 5450 O
1190 des(1-3)-3-Phenylpropionyl-[Ser(Ac)5,AzaGly7 ,Arg(Me)9,Trpl0JMSi00 O O O
0 5460 O

1200 des(1)-[D-Tyr2,D-Pya(4)3,Ser(Ac)5,AzaGly7,Arg(Me)9,Trpl0OMS100 O O O O O
5470 O

0 1210 des(1)-[D-Tyr2,D-Pya(4)3,AzaCGly7,Arg(Me)9,10¥ ,CSNH]MS100 O O O O O 5480
O

0 1220 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9,Trpl0O]IMS100 O O O O O 550
00

0 1230 Ac-D-Arg-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O
5510 O

0 1240 D-Dap-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS100 O O O O O 552
00

O 1250 D-Nle-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0JMS100 O O O O O 553

Oooooooooooo o0 oo ooo oo ooDoDooogoooooaog
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00

0 1260 D-Arg-[B -Alal,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O
5540 O

0 1270 D-Arg-[y -Abul,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O
5550 O

1280 D-Arg-D-Arg-[y -Abul,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS100 O O
0 0O 5560 O

1290 D-Arg-D-Arg-D-Arg-[y -Abul,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
OO00ODODO>s5700

1300 des(1)-Ac-[D-Tyr2,D-Trp3,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 5580 O
1310 des(1-2)-3-(4-Hydroxyphenyl)propionyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0
qvsi00 O O O O O 5590 O

0 1320 D-Arg-[Acpl,D-Tyr2,D-Trp3,Abu4d,AzaGly7,Arg(Me)9,Trpl0JMS100 O O O O O 561
00

0 1330 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O O 5
620 O

0 1340 des(1)-Ac-[D-Tyr2,D-Trp3,Aze(2)5,AzaGly7 ,Arg(Me)9,Trpl0JMsS100 0 O O O O 5
630 O

0 1350 des(1)-Ac-[D-Tyr2,D-Trp3,Val5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 564
00

0 1360 des(1)-Benzoyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]JMS100 O O O O
0 5650 O

0 1370 des(1)-Cyclopropanecarbonyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0O]MS
100 00O 0O 0O 0O 5660 O

0 1380 des(1)-Butyryl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0OJMS100 O O O O
0 5670 O

0 1390 Ac-[D-Argl,D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9,TrplOIMS100 O O O O O 568
00

0 1400 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,6%¥ 7,CH2NH,Arg(Me)9,Trpl0JMs100 0 O O O O 5
690 O

1410 des(1)-Me-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]JMS100 O O O O O 570
O

1420 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9IMS100 O O O O O 5710 O
1430 des(1)-[D-Trp2,D-Pya(4)3,AzaCGly7,Arg(Me)9,TrplO]MS100 O O O O O 5720 O
1440 des(1)-Ac-[D-Tyr2,D-Trp3,Abud,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 573
O

1450 des(1)-Ac-[D-Tyr2,D-Trp3,GIn4,AzaGly7,Arg(Me)9,Trpl0]MS100 O O O O O 576
O

1460 des(1)-Ac-[D-Tyr2,D-Trp3,Ser4,AzaGly7 ,Arg(Me)9,Trpl0]MS100 O O O O O 577
O

1470 des(1)-Ac-[D-Tyr2,D-Trp3,Thr4,AzaGly7,Arg(Me)9,Trpl0O]JMS100 O O O O O 578
O

1480 des(1)-Ac-[D-Tyr2,D-Trp3,Alb4,AzaGly7,Arg(Me)9,Trpl0]MS100 O O O O O 579
O

1490 des(1)-Ac-[D-Tyr2,D-Trp3,Ser(Me)5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O
5800

0 1500 des(1)-Ac-[D-Tyr2,D-Trp3,Dap(Ac)4,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O
5840 O

0 1510 des(1)-Ac-[D-Tyr2,D-Trp3,Dap(For)4,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O
0 5850 O

O Ooo0oooao
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1520 des(1)-Ac-[D-Tyr2,Thr5,D-Phe6,AzaGly7,Arg(Me)9,TrplO]JMS100 O O O O O 586
0
1530 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Nal(2)10JMs100 0 O 0D O O 5

890 O

u
O
g
a
O

1540 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,ThilOJMS100 O O O O O 590
0
1550 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Tyr10JMS100 O O O O O 591
0
1560 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Phe(4F)10IMS100 O O O O O

592001 O

a
u
O
g
u
O
g
a
O
O
g
u
O
g

1570 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Hph10]MS100 O O O O O 594
O

1580 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,ChalOJMs100 O O O O O 595
O

1590 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,LeulOIMS100 O O O O O 596
O

1600 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,D-Phe6,AzaGly7 ,Arg(Me)9,Trpl0JMS100 O O O
0 5970 O

1610 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Arg(Me)9, TrplOIMS100 O O O O O 5980 O
1620 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,0rn9,TrplOJMS100 O O O O O 5990 O
1630 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,TrplOJMS100 0O O O O O 6000 O

1640 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,D-Phe6,Arg(Me)9,TrplO]MS100 O O O O O 6010

1650 des(1)-Ac-[D-NMeTyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 6

020 O

oo oooogogoo

1660 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,D-Phe6,AzaGly7,Arg(Me)9,TrplOIMS100 O O
0O 0O 6030 O

1670 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Tos)9,TrplO]MS100 O O O O O 604
O

1680 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(NO2)9,Trpl0]IMS100 O O O O O 605
O

1690 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me2)asym9, TrplOJMS100 O O O O
6070 O

1700 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me2)sym9, TrplOJMS100 O O O O O

6080 O

Ooooooo0ooooogogoao

1710 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Et)9,Trpl0O]IMS100 O O O O O 609
O

1720 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Lys(Me2)9,TrplO]MS100 O O O O O 610
O

1730 des(1)-Ac-[Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9,Trpl0]IMS100 O O O O O 611
O

1740 des(1)-For-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O O 612
O

1750 des(1)-Propionyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9, Trpl0JMS100 O O O

0 6130 O

1760 des(1)-Amidino-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O
6140 O

1770 des(1)-Ac-[Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 615
O

1780 des(1)-Ac-[D-Ala2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]IMS100 O O O O O 616
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00
0 1790 des(1)-Ac-[D-Leu2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 617
00
0 1800 des(1)-Ac-[D-Phe2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]JMS100 O O O O O 618
00
0 1810 des(1)-Ac-[D-Nal(1)2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO0JMS100 O O O O O 6
190 O
0 1820 des(1)-Ac-[D-Nal(2)2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 6
200 O
1830 des(1)-Ac-[D-Lys2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS100 O O O O O 621
O
1840 des(1)-Ac-[D-Glu2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 622
O

s s e e e e I

1850 des(1)-Ac-[D-Tyr2,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS100 O O O O O 6230 O
1860 des(1)-Ac-[D-Tyr2,Pya(4)3,Thr5,AzaGly7 ,Arg(Me)9,TrplO]MS100 O O O O O 624
O

1870 des(1)-Ac-[D-Tyr2,D-Ala3,Thr5,AzaGly7,Arg(Me)9,Trpl0]IMS100 O O O O O 625
O

1880 des(1)-Ac-[D-Tyr2,D-Leu3,Thr5,AzaGly7,Arg(Me)9,TrplO]IMS100 O O O O O 626
O

1890 des(1)-Ac-[D-Tyr2,D-Phe3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 627
O

1900 des(1)-Ac-[D-Tyr2,D-Thr3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS100 O O O O O 628
O

1910 des(1)-Ac-[D-Tyr2,D-Lys3,Thr5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 629
O

1920 des(1)-Ac-[D-Tyr2,D-Glu3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS100 O O O O O 630
O

1930 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Ala6,AzaGly7 ,Arg(Me)9,TrplOJMS100 O O O O
6310 O

1940 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Leu6,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O
6320 O

1950 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Lys6,AzaGly7 ,Arg(Me)9,TrplOJMS100 O O O O
6330 O

1960 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Glu6,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O
6340 O

1970 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Pya(4)6,AzaGly7 ,Arg(Me)9,TrplO]MS100 O O O
0 6350 O

1980 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,NMePhe6,AzaGly7,Arg(Me)9, TrplOJMS1i00 O O O
0 6360 O

1990 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Phe(4F)6,AzaGly7,Arg(Me)9, TrplO]MS100 O O
006370 O

2000 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,Phe(4F)6,AzaGly7,Arg(Me)9,Trpl0OIMS100 O
000 6380 0O

2010 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Lys9,TrplO]MS100 O O O O O 6390 O
2020 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Ala8,Arg(Me)9, TrplOIMS100 O O O O
6410 O

2030 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Val8,Arg(Me)9,TrplO]MS100 O O O O
6420 O

2040 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Phe8,Arg(Me)9, TrplO]MS100 O O O O
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0 6430 O

0 2050 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Ser8,Arg(Me)9,TrplO]MSi00 O O O O
0 6440 O

O 2060 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Har9,TrplO]MS100 O O O O O 6450 O
0 2070 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Har(Me)9,Trpl0]MS100 O O O O O 646
00

0 2080 des(1)-Ac-[D-Tyr2,D-Trp3,Asp4,Thr5,AzaGly7 ,Arg(Me)9,Trpl0O]MS100 O O O O
0 6470 O

0 2090 [Glyl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 6480 O

0 2100 Ac-[Glyl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 6490
O

0 2110 [D-Tyrl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]IMS100 O O O O O 6500 O
0 2120 Ac-[D-Tyr1,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0IMS100 O O O O O 651
00

0 2130 pGlu-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 65
20 O

0 2140 des(1)-Ac-[D-Tyr2,D-Trp3,D-Asn4,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O
0 0O 6530 O

0 2150 des(1)-Ac-[D-Tyr2,D-Trp3,D-Thr5,AzaGly7 ,Arg(Me)9,TrplOIMS100 O O O O O 65
40 O

0 2160 des(1)-Ac-[D-Tyr2,D-Trp3,NMeAsn4,Thr5,AzaGly7 ,Arg(Me)9, Trpl0O]MS100 O O O
0 O 6550 O

0 2170 des(1)-Ac-[D-Tyr2,D-Trp3,NMeSer5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 6
560 O

0 2180 des(1)-Ac-[D-Tyr2,Pro3,Thr5,AzaGly7,Arg(Me)9, TrplOJMS100 O O O O O 6570
O

0 2190 des(1)-Ac-[D-Tyr2,D-Pya(2)3,Thr5,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O O 6
580 O

0 2200 des(1)-Ac-[D-Tyr2,D-Trp3,allo-Thr5,AzaGly7,Arg(Me)9,Trpl0OJMS100 O O O O
0 6590 O

0 2210 des(1)-Ac-[D-Tyr2,D-Pya(3)3,Thr5,AzaGly7,Arg(Me)9,TrplOJMS100 0 O O O O 6
600 O

0 2220 des(1)-Ac-[D-Tyr2,D-Pro3,Thr5,AzaGly7,Arg(Me)9,Trpl0OIMS100 O O O O O 661
00

0 2230 des(1)-Ac-[D-Tyr2,Tic3,Thr5,AzaGly7,Arg(Me)9, TrplOJMS100 O O O O O 6620
O

0 2240 des(1)-Ac-[D-Trp2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0JMS100 O O O O O 663
00

0 2250 des(1)-Ac-[Tyr2,Thr5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 6640 O

0 2260 des(1-2)-[D-Trp3,Thr5,AzaGly7 ,Arg(Me)9,TrplO0JMS100 O O O O O 6650 O

O 2270 des(1-2)-Ac-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS100 O O O O O 6660 O

0 2280 des(1-2)-Hexanoyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O O 667
00

0 2290 des(1-2)-Cyclohexanecarbonyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS100 O
000D eesd O

0 2300 des(1-2)-Benzoyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 669
00

0 2310 des(1-2)-3-Pyridinepropionyl-[D-Trp3,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]MS100 O
O00Devot O

0 2320 des(1-2)-Adipoyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOJMS100 O O O O O 671
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O

2330 des(1)-Ac-[D-Tyr2,NMeTrp3,Thr5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 672
O

2340 des(1-2)-6-Aminocaproyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O
0 6740 O

2350 [D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O O 6750 O

2360 Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplOJMS100 0 O O O O 6760 O
2370 Ac-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Nva8,Arg(Me)9, TrplO]MS100 O O O O
6770 O

2380 Ac-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,11e8,Arg(Me)9,TrplOIMS100 O O O O
6780 O

2390 des(1-2)-Amidino-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 679
O

2400 des(1-2)-Glycoloyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMs100 O O O O O 68

oo O

OooooooogQgogoo

2410 des(1)-Glycoloyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, TrplOJMS100 O O O
0 6810 O

2420 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,GIn8,Arg(Me)9, TrplOJMS100 O O O O
6820 O

2430 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9IMS100 O O O O O 6850 O
2440 des(1)-Ac-[D-Tyr2,D-Trp3,Gly4,AzaGly7 ,Arg(Me)9,Trpl0]MS100 O O O O O 686
0

2450 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Pya(4)9,Trpl0]MS100 O O O O O 6880

2460 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,D-TrplO]MS100 O O O O O 68

ot O

Ooooooooooo oo oDooooooooogg

2470 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Tyr6,AzaGly7 ,Arg(Me)9,TrplOIMS100 O O O O
6910 O

2480 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Trp6,AzaGly7,Arg(Me)9, TrplO]MS100 O O O O
6920 O

2490 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Tyr(Me)6,AzaGly7,Arg(Me)9, TrplOJMS100 O O
0 0 6930 O

2500 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Nal (2)6,AzaGly7 ,Arg(Me)9,Trpl0O]MS100 O O O
0 6940 O

2510 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Thi6,AzaGly7,Arg(Me)9, TrplO]MS100 O O O O
6950 O

2520 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Cha6,AzaGly7,Arg(Me)9,TrplOIMS100 O O O O
6960 O

2530 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Abu8,Arg(Me)9, TrplOIMS100 O O O O
6980 O

2540 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,y MeLeu8,Arg(Me)9,TrplOjMsSio0O O O
0 0 6990 O

2550 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Ai1b8, ,Arg(Me)9,Trpl0]JMS100 O O O O O 7000

2560 des(1)-Ac-[D-Tyr2,D-Trp3,Dap4,AzaGly7 ,Arg(Me)9,Trpl0]MS100 O O O O O 701
0

2570 des(1)-Ac-[D-Tyr2,D-Trp3,Asp(NHMe)4,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]MS100 O
00070200

2580 des(1)-Ac-[D-Tyr2,D-Trp3,Asp(NMe2)4,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]Ms100 O
0O 0 0 7030
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O XX60 Phel TyrO Trpd Tyr(Me)O ThiO Nal(2)U ChaD O OO OO DODDODDODODOOOODOAO
OoooOoooDoooDoooood

ODAzaGlyD OO0 O0DOOOOO

O XX80 Leuld Nval O O ValO O O O

0 XX9O Argd OrnOd Arg(Me)O O O Arg(symMe2)O O O O

OXX100O Phed Trp0 0000 000O0ODODOCDODODOODODODDODOOOODOODODDODOGO
0000000000 oo0Do0ooDo0DooDo0ooo0DO0o0Do0Do0oDo0oooDooDOoDOooooOan
Oooooo

O O 0O O D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH, 0O O 0O O O 0O 3050
O

D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O O O O 3850 O
D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0O O O O 5010 O
Benzoyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O O 0O O 5090 O
D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0 0O O O 5120 O
Ac-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH, O 0 0O O 0O 0O 5160 O
D-Tyr-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0O O O O 5400 O
D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0O 0O O 0O 5410 O
Benzoyl-Asn-Ser-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O O 0O O O 5450 O
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-PheW¥ (CSNH)NH,O O O O O O 5480
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O O O O 5500 O
Ac-D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0O O O O 551
00

D-Dap-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0O O O 0O 5520 O
D-Nle-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0O O O 0O 5530 O
D-Arg-y -Abu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O 0O O O O 555
00

Ac-D-Tyr-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0O O O O O 5580 O
3-(4-Hydroxyphenyl)propionyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O O
O 0O 05590 O

Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O 0O O 5620 O
Ac-D-Tyr-D-Trp-Asn-Val-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0O 0O O O 5640 O
Cyclopropanecarbonyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O O O
0 O 5660 O

Butyryl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O O 0O O 5670 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe-NH, O 0O 0 O O O 5710 O
Ac-D-Tyr-D-Trp-Alb-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O O O 5790 O
Ac-D-Tyr-D-Trp-Asn-Ser(Me)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O O O O 5800 O
Ac-D-Tyr-D-Trp-Dap(Ac)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0 0O O O 5840 O
Ac-D-Tyr-D-Trp-Dap(For)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O O O O 0O 5850 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Nal(2)-NH, 0O 0 O 0O 0O O 5890 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Thi-NH, O 0 O O O O 5900 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Tyr-NH, O 0O O O O O 5910 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe(4F)-NH, O 0O O O O O 5920 0O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Orn-Trp-NH, 0 O 0 O O 0O 5990 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg-Trp-NH, O 0 0O O O O 6000 O
Ac-D-NMeTyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O O O 6020 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(symMe2)-Trp-NH, O 0O O O O O 6080 O
For-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 0 O 0O 0O O 6120 O
Propionyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 0 0 0O O 0O 6130 O
Ac-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O 0O O 0O 0O 6150 O
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Ac-D-Ala-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 0 O O O 6160 O
Ac-D-Leu-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 0 0O O O 6170 O
Ac-D-Phe-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O O O 6180 O
Ac-D-Lys-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0 0O O O 6210 O
Ac-D-Tyr-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 0O 0 O 0 6230 O

Ac-D-Tyr-D-Ala-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O O O 6250 O
Ac-D-Tyr-D-Leu-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O 0O O 6260 O
Ac-D-Tyr-D-Phe-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O O O O 6270 O
Ac-D-Tyr-D-Lys-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O O O 6290 O
Ac-D-Tyr-D-Glu-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O O O 6300 O

Ac-D-Tyr-D-Trp-Asn-Thr-Pya(4)-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0 0O O O 6350 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0O O O 0O 6370 O
Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 0 O 0O O 6380 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Val-Arg(Me)-Trp-NH, 0O 0O 0O 0O O O 6420 O
Gly-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O O 0O O 6480 O
Ac-Gly-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O O O O 6490 O
D-Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O 0O O 0O O 6500 O
Ac-D-Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 0O O O 0O 6510 O
pGlu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O 0O O O 6520 O
Ac-D-Tyr-Pro-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0O O 0O 0O 6570 O
Ac-D-Tyr-D-Pya(2)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 0 O O O O 6580 O
Ac-D-Tyr-D-Pya(3)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 0 O O O 6600 O
Ac-D-Tyr-Tic-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O 0O O 0O 0O 6620 O
Ac-D-Trp-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 O 0O O O 6630 O
Ac-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0O O 0O O 6660 O
Hexanoyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0O O O O 6670 O
3-Pyridinepropionyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 0 O O O 670
00

Adipoyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 0 0 O 0O 6710 O
Ac-D-Tyr-NMeTrp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 O O 0O O 6720 O
6-Aminocaproyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0 0O O O 6740 O
ooooooood

O 0O 0O 0O Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0O O O 0O 5500
O

Ac-D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O O O O O 551
00

D-Dap-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0O 0O O 0O 5520 O
Ac-D-Tyr-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O 0 O O O 5580 O
3-(4-Hydroxypheny)propionyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O O
0O 0O 05590 O

Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 O 0O 0O O 5620 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe-NH, O 0O O O O O 5710 O
Ac-D-Tyr-D-Trp-Alb-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 0O 0O O O 5790 O
Ac-D-Tyr-D-Trp-Dap(For)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O 0O O O O 5850 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Nal (2)-NH, 0 O 0 O O O 5890 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe(4F)-NH, O 0O O O O O 5920 0O
For-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O O O 6120 O
Propionyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 0 0 0O O O 6130 O
Ac-D-Phe-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 0O O O O 6180 O
Ac-D-Tyr-D-Phe-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 0O 0O O O 6270 O
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Ac-D-Tyr-D-Trp-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH, 0 0 0 0 O O 6370 O
Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH, 0 0O 0 O 0O 0O 6380 O
Ac-D-Tyr-D-Pya(2)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O O O 6580 O
Ac-D-Tyr-D-Pya(3)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 0O O O O O 6600 O
Ac-D-Trp-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0O O O O O 6630 O
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OO0 Trp Asn-0

0 0d Asn Trp Asn-0

U od Tyr Asn Trp Asn-U

O 0O Asn Tyr Asn Trp Asn-0

0 0 Pro Asn Tyr Asn Trp Asn-0O

0 0O Leu Pro Asn Tyr Asn Trp Asn-U

U O Asp Leu Pro Asn Tyr Asn Trp Asn-[I

0O O Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

100 Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

110 Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[

120 GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

130 Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

140 Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0O

150 Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

160 Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

170 Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[

180 GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0O
190 Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp As
-0

200 Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Tr
Asn-0

210 Pro Ala Pro GIn Gly Ala Vval Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr As
Trp Asn-0

220 1le Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Ty
Asn Trp Asn-0

230 GIn 1le Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro As
Tyr Asn Trp Asn-U

240 Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pr
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0 250 Ser Arg GIn I1le Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Le

u Pro Asn Tyr Asn Trp Asn-

0 260 His Ser Arg GIn lle
p Leu Pro Asn Tyr Asn Trp
0 270 Pro His Ser Arg GIn
S Asp Leu Pro Asn Tyr Asn
0 280 Ala Pro His Ser Arg
u Lys Asp Leu Pro Asn Tyr
0 290 Ser Ala Pro His Ser
g Glu Lys Asp Leu Pro Asn
0 300 Leu Ser Ala Pro His
n Arg Glu Lys Asp Leu Pro
O 310 Gly Leu Ser Ala Pro
1 GIn Arg Glu Lys Asp Leu
0 320 Pro Gly Leu Ser Ala
u Val GIn Arg Glu Lys Asp
0 330 GIn Pro Gly Leu Ser
I Leu Val GIn Arg Glu Lys
0 340 GIn GIn Pro Gly Leu
a Val Leu Vval GIn Arg Glu
0 350 Arg GIn GIn Pro Gly
y Ala Val Leu Vval GIn Arg
O 360 Ser Arg GIn GIn Pro
n Gly Ala val Leu Vval GIn
0 370 Gly Ser Arg GIn GIn
o GIn Gly Ala Vval Leu Val
0 380 Ser Gly Ser Arg GIn
a Pro GIn Gly Ala Vval Leu
0 390 Ser Ser Gly Ser Arg
o Ala Pro GIn Gly Ala Val
n-0

0 400 Glu Ser Ser Gly Ser
e Pro Ala Pro GIn Gly Ala
p Asn-0

0 410 Pro Glu Ser Ser Gly
n 1le Pro Ala Pro GIn Gly
n Trp Asn-[O

0 420 Pro Pro Glu Ser Ser
g GIn 1le Pro Ala Pro GIn
r Asn Trp Asn-0

0 430 Pro Pro Pro Glu Ser
r Arg GIn Ile Pro Ala Pro
n Tyr Asn Trp Asn-U

O 440 Ser Pro Pro Pro Glu
s Ser Arg GIn l1le Pro Ala
0 Asn Tyr Asn Trp Asn-0

0 450 Leu Ser Pro Pro Pro
o0 His Ser Arg GIn lle Pro

u Pro Asn Tyr Asn Trp Asn-

0
Pro

Asn-

Ile
Trp
GIn
Asn
Arg
Tyr
Ser
Asn
His
Pro
Pro
Leu
Ala
Asp
Ser
Lys
Leu
Glu
Gly
Arg
Pro
GIn
GIn
Val
GIn
Leu

Arg
Val

Ser
Ala

Gly
Gly

Ser
GIn

Ser
Pro

Glu
Ala
O

Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys As
O

Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Ly
Asn-0

Ile Pro Ala Pro GIn Gly Ala Val Leu Vval GIn Arg Gl
Trp Asn-0

GIn 1le Pro Ala Pro GIn Gly Ala Val Leu Val GIn Ar
Asn Trp Asn-U

Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Vval Gl
Tyr Asn Trp Asn-0

Ser Arg GIn 1le Pro Ala Pro GIn Gly Ala Val Leu Va
Asn Tyr Asn Trp Asn-U

His Ser Arg GIn I1le Pro Ala Pro GIn Gly Ala Vval Le
Pro Asn Tyr Asn Trp Asn-[

Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Vva
Leu Pro Asn Tyr Asn Trp Asn-[0

Ala Pro His Ser Arg GIn lle Pro Ala Pro GIn Gly Al
Asp Leu Pro Asn Tyr Asn Trp Asn-0

Ser Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn GI
Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

Leu Ser Ala Pro His Ser Arg GIn lle Pro Ala Pro Gl
Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[

Gly Leu Ser Ala Pro His Ser Arg GIn lle Pro Ala Pr
Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0O

Pro Gly Leu Ser Ala Pro His Ser Arg GIn Ile Pro Al
GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0
GIn Pro Gly Leu Ser Ala Pro His Ser Arg GIn lle Pr
Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp As

GIn GIn Pro Gly Leu Ser Ala Pro His Ser Arg GIn 11
Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Tr

Arg GIn GIn Pro Gly Leu Ser Ala Pro His Ser Arg Gl
Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr As

Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro His Ser Ar
Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Ty

Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro His Se
Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro As

Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro Hi
GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pr

Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pr
Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Le
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Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Al
Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys As

Asn-

Pro
Ie
Trp
Pro
GIn
Asn

gboboboooobboooobobooooobao

O

Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Se
Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Ly
Asn-0

Pro Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Le
Ile Pro Ala Pro GIn Gly Ala Val Leu Vval GIn Arg Gl
Trp Asn-
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D-Trp Asn-
D-Trp GIn-
D-Trp Ser-
D-Trp Thr-
D-Trp Alb-
D-Trp Dap(Ac)-
D-Trp Dap(For)-

Trp Asn-

D-NMeTyr D-Trp Asn-
For D-Tyr D-Trp Asn-

Amidino D-Tyr D-Trp Asn-

Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac
Ac

D-Ala
D-Leu
D-Phe

D-Trp Asn-
D-Trp Asn-
D-Trp Asn-

D-Nal(1) D-Trp Asn-
D-Nal(2) D-Trp Asn-

D-Lys
D-Glu
D-Tyr
D-Tyr
D-Tyr
D-Tyr
D-Tyr
D-Tyr
D-Tyr
D-Tyr
D-Tyr
D-Tyr
D-Tyr
D-Tyr
D-Tyr

D-Trp Asn-
D-Trp Asn-
D-Ala Asn-
D-Leu Asn-
D-Phe Asn-
D-Thr Asn-
D-Lys Asn-
D-Glu Asn-
D-Trp Asp-
D-Trp D-Asn-
D-Trp NMeAsn-
Pro Asn-
D-Pya(2) Asn-
D-Pya(3) Asn-
D-Pro Asn-
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Ac D-Tyr Tic Asn-

Ac Tyr Trp Asn-

Ac D-Tyr NMMeTrp Asn-

Glycoloyl D-Tyr D-Trp Asn-

Ac D-Tyr D-Trp Gly-

Ac D-Tyr D-Trp Dap-

Ac D-Tyr D-Trp Asp(NHMe)-

Ac D-Tyr D-Trp Asp(NMe2)-
ooDoooooao

ogooooao
oooomo2n000 oo o®moo0tooPoooDoo®ooDo0o0o00D
ggogooboooonboano

Fmoc Trp Asn-0

Boc Tyr Asn-0

Tyr Asn-0

D-Trp Asn-[

Ac Trp Asn-0

Amidino Trp Asn-[

Ac Ala Asn-[O

Ac Arg Asn-0

Ac Thr Asn-

D-Tyr D-Pya(4)-
3-(4-HydroxyphenyDpropionyl D-Trp Asn-
D-Trp Asn-

Ac D-Trp Asn-

Hexanoyl D-Trp Asn-
Cyclohexanecarbonyl D-Trp Asn-
Benzoyl D-Trp Asn-
3-Pyridinepropionyl D-Trp Asn-
Adipoyl D-Trp Asn-

6-Aminocaproyl D-Trp Asn-

Amidino D-Trp Asn-

Glycoloyl D-Trp Asn-
goooooodad

gooooao
0000020000000 0000'000000000000000000
Fmoc Asn-0
3-(Indol-3-yD)propionyl Asn-0
3-Indolecarbonyl Asn-0
3-Indoleacetyl Asn-0
4-(Indol-3-yD)butyryl Asn-0O
Diphenylacetyl Asn-[O

Hexanoyl Asn-0

Cyclohexanecabonyl Asn-[
2-(Indol-3-yD)ethylcabamoyl Asn-0
3-(3-PyridyD)propionyl Asn-0O
4-1Imidzoleacetyl Asn-0
Piperidinecarbonyl Asn-[
1-Piperidineacetyl Asn-[O
1-Methyl-1-piperidinioacetyl Asn-[
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1-Pyridinioacetyl Asn-[
D-Glucronyl Asn-
3-Phenylpropionyl Asn-
3-Phenylpropionyl Ala-
Benzoyl Asn-

Ac Asn-
Cyclopropanecarbonyl Asn-
2-Naphthoyl Asn-
ooDoooooao
ogooooao

o000l ooooooOoO0oOoo0ooooao
oo

GuAmb-
3-(3-Indoly)propionyl-
3-(3-PyridyD)propionyl-
Benzoyl -
Indole-3-carbonyl-
Indole-3-acetyl-

Ac-

Hexanoyl -

Z-

Tos-

3-Phenylpropionyl-
2-(Indol-3-yl)ethylcarbamoyl-
Benzyl-

Phenethyl -
2-Pyridinecarbonyl-
4-Pyridinecarbonyl-
Propionyl-

Isobutyryl-
Cyclohexanecarbonyl-
Phenylacetyl-
2-MethylInicotinoyl-
5-Methylnicotinoyl-
6-MethylInicotinoyl-
Pyrazinecarbonyl-
Cyclopropanecarbonyl -
Trifluoroacetyl-
(R)-3-hydroxy-2-methylpropionyl
2-Hydroxyisobutyryl-
3-Furancarbonyl-
Pyrrole-2-carbonyl-
4-1Imidazolecarbonyl-
6-Hydroxynicotinoyl-
6-Chloronicotinoyl-
6-(Trifluoromethyl)nicotinoyl-
Dimethylcarbamoyl-
1-Azetidinecarbonyl-
2-Azetidinecarbonyl-
4-Aminobenzoyl-
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4-Aminomethylbenzoyl-

Pyrrole-3-carbonyl-

Pyrimidine-4-carbonyl-

Pyrimidine-2-carbonyl-

Pyridazine-4-carbonyl-
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N

ooooOobOOO0oooooocoobOboooooooooobOboOoOnNMoooooao
00

ooooOmnoooooboooooooooobobboooooooboooDobao
ooooObDoOoOoooooobobboooooooooboboboooooooboao
O

0O O Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
OO0 10 20 30 40 50 60 70 80 90 10
170 [Pya(4)10]MS10

Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Pya(4)-NH,
00000180 [Tyr(Me)1l0]Ms10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Tyr(Me)-NH,
O00D0D190 [Phe(2F)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(2F)-NH,
00000230 [Tyr5]MS10
Tyr-Asn-Trp-Asn-Tyr-Phe-Gly-Leu-Arg-Phe-NH,
O00D0D 240 [Leu5]MS10
Tyr-Asn-Trp-Asn-Leu-Phe-Gly-Leu-Arg-Phe-NH,
00000 300 Acetyl-MS10
Acetyl-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000 310 Fmoc-MS10
Fmoc-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
0 0O0OO0ODO 380 [D-Ser5]MS10
Tyr-Asn-Trp-Asn-D-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000 390 [D-Asn4]MS10
Tyr-Asn-Trp-D-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
O0O00O~D400 [D-Trp3]1MS10
Tyr-Asn-D-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
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00000410 [D-Asn2]MS10
Tyr-D-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
O000O~D420 [D-Tyr1]MS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000440 [Lys9]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Lys-Phe-NH2
00000450 [Ala8]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Ala-Arg-Phe-NH,
O00D0Ds500 [Ala7]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Ala-Leu-Arg-Phe-NH,
00000510 [NMePhelO]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-NMePhe-NH,,
O00OD0OD 530 des(1-3)-Fmoc-MS10
Fmoc-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000 540 des(1-2)-Fmoc-MS10
Fmoc-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
0000 D 550 des(1)-Fmoc-MS10
Fmoc-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
O00D0Dbs560 [Lys2]MS10
Tyr-Lys-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000570 [Asp2]MS10
Tyr-Asp-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
O00D0DBs80 [Tyr2]MS10
Tyr-Tyr-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000590 [Leu2]MS10
Tyr-Leu-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
000O0ODeod [Pya(3)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Pya(3)-NH,
O 000D e10 [Phe(4F)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(4F)-NH,
O00D0D0Oe7d [Ala3]MS10
Tyr-Asn-Ala-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
O00D0Des8d [Leu3]lMS10
Tyr-Asn-Leu-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
O00D0D0e9d [Ser3]MSs10
Tyr-Asn-Ser-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000700 [Asp3]MS10
Tyr-Asn-Asp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000710 [Lys3]MS10
Tyr-Asn-Lys-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000720 [Alal]Ms10
Ala-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000730 [Leul]MS1i0
Leu-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000740 [Serl]Ms1i0
Ser-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
O00D0OD 750 [Aspl]MS10
Asp-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
00000 7ed [Lys1]MS10
Lys-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
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00000770 [Phe(4CN)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe (4CN)-NH,
O00O00 780 [Trp(For)3, Phe(4CN)10]MS10

Tyr-Asn-Trp(For)-Asn-Ser-Phe-Gly-Leu-Arg-Phe(4CN)-NH,,

00000790 [Hphio]lMsi0
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Hph-NH,

000D D 810 [NMeArg9]Msi1o
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-NMeArg-Phe-NH,
O000D 820 [Arg(Me)9]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
00000830 [Arg(asy Me,)9]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(asyMe,)-Phe-NH,
O00O0OD 870 des(4-5)-Boc-MS10
Boc-Tyr-Asn-Trp-Phe-Gly-Leu-Arg-Phe-NH,

0 0O0OD0DO 880 des(4-5)-Ms10
Tyr-Asn-Trp-Phe-Gly-Leu-Arg-Phe-NH,,

00000900 [Lys9,9¥ 10,CH,NH]IMS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-LysW¥ (CH,NH)Phe-NH,
O00O0D0o910 [8W 9,CH,NHIMS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu¥ (CH,NH)Arg-Phe-NH,
00000970 [Har9]Ms10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Har-Phe-NH,
O0000980 [Lys(Me,)9]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Lys(Me,)-Phe-NH,
000001010 [Ser7]MSi0
Tyr-Asn-Trp-Asn-Ser-Phe-Ser-Leu-Arg-Phe-NH,
00O0OO0OD 1050 [NIe8]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Nle-Arg-Phe-NH,
0000011070 [val8lMsio
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Val-Arg-Phe-NH,
000001090 [Tyrl0]Ms10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Tyr-NH,
O00DODa11100 [Nal(2)10]Ms10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Nal (2)-NH,
000001110 [Phe(F5)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(F5)-NH,
000001120 [ChalO]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Cha-NH,
00000 1140 des(1-3)-3-(3-Indoly)propionyl-MS10

3-(3-Indolyl)propionyl-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,

000001210 des(1-4)-[Trp5]MS10
Trp-Phe-Gly-Leu-Arg-Phe-NH,

000C0OD 1230 [NMeLeu8]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-NMeLeu-Arg-Phe-NH,
00000 1260 [NMeSer5]MS10
Tyr-Asn-Trp-Asn-NMeSer-Phe-Gly-Leu-Arg-Phe-NH,
O00D0D1270 [D-Asn4,NMePhe6]MS10
Tyr-Asn-Trp-D-Asn-Ser-NMePhe-Gly-Leu-Arg-Phe-NH,
0O00O0D 1280 [10¥ ,CSNH]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-PheW (CSNH)NH,
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000001290 [Arg(symMe,)9]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(symMe,)-Phe-NH,
O0O0O0OD 1300 [Phe4Cl)10]Ms10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(4CI1)-NH,
000001310 [Phe(4NH,)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(4NH,)-NH,
000001320 [Phe(4NO,)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(4NO,)-NH,
O00OD0D 1330 [Nal(1)10]mMs1io
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Nal (1)-NH,
000001340 [TrplO]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Trp-NH,
O00C0OD1370 [NIe9]IMs10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Nle-Phe-NH,
000001380 [Cito]mMsio
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Cit-Phe-NH,

0 000D 1400 [Arg(Me)9,NMePhel0O]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-NMePhe-NH,,
0000OD 1410 [D-Tyrl,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000001420 [D-Tyrl,D-Trp3,Arg(Me)9]MS10
D-Tyr-Asn-D-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
0O00O0OD 1430 [D-Trp3,Arg(Me)9]Ms10
Tyr-Asn-D-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
00000 1440 des(1-3)-Fmoc-[Arg(Me)9]MS10
Fmoc-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,,

O00OD0OD 1450 des(1-2)-Fmoc-[Arg(Me)9]IMS10
Fmoc-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000001460 [10¥ ,CSNH,D-Tyr1]Ms10
D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-PheW (CSNH)NH,
000OO0OD 1500 [Tyr6]MS10
Tyr-Asn-Trp-Asn-Ser-Tyr-Gly-Leu-Arg-Phe-NH,
0O000OD 1510 [Nal(1)6]MS10
Tyr-Asn-Trp-Asn-Ser-Nal (1)-Gly-Leu-Arg-Phe-NH,
000001520 [Nal(2)6]MS10
Tyr-Asn-Trp-Asn-Ser-Nal (2)-Gly-Leu-Arg-Phe-NH,

0O 000D 1530 [Phe(F5)6]MS10
Tyr-Asn-Trp-Asn-Ser-Phe(F5)-Gly-Leu-Arg-Phe-NH,
000001540 [Phe(4F)6]IMS10
Tyr-Asn-Trp-Asn-Ser-Phe(4F)-Gly-Leu-Arg-Phe-NH,
00 0OO0OD 1560 [Cha6]MS10
Tyr-Asn-Trp-Asn-Ser-Cha-Gly-Leu-Arg-Phe-NH,
OD00OO00 1630 [6W 7,CH,NHIMS10
Tyr-Asn-Trp-Asn-Ser-PheW (CH,NH)Gly-Leu-Arg-Phe-NH,
0 000D 1650 [Dap(Gly)9]-MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Dap(Gly)-Phe-NH,
OO00O0Da1e6e0 [6Y 7,CSNHIMS10
Tyr-Asn-Trp-Asn-Ser-PheW¥ (CSNH)Gly-Leu-Arg-Phe-NH,
000001690 [D-Tyrl,Ala3,Arg(Me)9]MS10
D-Tyr-Asn-Ala-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
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000001700 [D-Tyrl,Ser3,Arg(Me)9]MS10
D-Tyr-Asn-Ser-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000001710 [D-Tyrl,Cha3,Arg(Me)9]MS10
D-Tyr-Asn-Cha-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000001720 [D-Tyrl,Cha6,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Cha-Gly-Leu-Arg(Me)-Phe-NH,
000001730 [D-Tyrl,Ala7,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-Ala-Leu-Arg(Me)-Phe-NH,
000001740 [D-Tyr1,Arg(Me)9,Trpl0O]MS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Trp-NH,
000001760 [AzaGly7]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg-Phe-NH,
O00O0OD1810 [D-Tyrl,Cha3,6,Arg(Me)9]IMS10
D-Tyr-Asn-Cha-Asn-Ser-Cha-Gly-Leu-Arg(Me)-Phe-NH,
000001820 [D-Tyrl,Cha3,6,Arg(Me)9,Trpl0]MS10
D-Tyr-Asn-Cha-Asn-Ser-Cha-Gly-Leu-Arg(Me)-Trp-NH,
0O 000 0 1830 [Phe(4NH,)9]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Phe (4NH,)-Phe-NH,,
00O0O0OD 1840 [Phe(4-Guanidino)9]MS10

JP 2009-227687 A 2009.10.8

Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Phe(4-Guanidino)-Phe-NH,

O0000 1850 [Dap(GnGly)9]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Dap(GnGly)-Phe-NH,
O000OD18ed [Trp(For)10]Msio
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Trp(For)-NH,
000001870 [Abu8]MS1i0
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Abu-Arg-Phe-NH,

0000 D 1890 [Ala(3-Bzt)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Ala(3-Bzt)-NH,
000001900 [D-Tyrl,Cha3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Cha-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
0000D 1910 [D-Tyrl,Ser3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Ser-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,,
O000OD21920 [D-Tyrl,Arg(Et)9]IMS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Et)-Phe-NH,
00000 1930 [D-Tyrl,Arg(n-Pr)9]mMsio
D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(n-Pr)-Phe-NH,
000001940 [D-Tyrl,Arg(Ac)9]IMS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Ac)-Phe-NH,
000001970 [Phe(3F)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(3F)-NH,
000001980 [Phe(3,4F,)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(3,4F,;)-NH,
OO0 0001990 [Phe(3,4Cl1,)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(3,4CI,)-NH,
000002000 [Phe(3CF3)10]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe(3CF3)-NH,
O000D 2010 [Ala(2-Qui)10]Ms10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Ala(2-Qui)-NH,
000002030 [D-Tyrl,Cha6,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Cha-Gly-Leu-Arg(Me)-Phe-NH,
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00 00D 2040 [D-Tyrl, Ala7, Arg(Me)9]MsSi0
D-Tyr-Asn-Trp-Asn-Ser-Phe-Ala-Leu-Arg(Me)-Phe-NH,
O00O0OD 2050 [D-Tyrl,Thr3,Arg(Me)9]MS10
D-Tyr-Asn-Thr-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000002060 [D-Tyrl,11e3,Arg(Me)9]MS10
D-Tyr-Asn-1le-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
O00O0OD 2070 [D-Tyrl,Ser4,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Ser-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000CO0OD 2080 [D-Tyrl,Thr4,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Thr-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000002090 [D-Tyrl,GIn4d,Arg(Me)9]MS10
D-Tyr-Asn-Trp-GIn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
O00C0OD 2100 [D-Tyrl,Alad,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Ala-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000002110 [D-Tyrl,Thr5,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Thr-Phe-Gly-Leu-Arg(Me)-Phe-NH,,
00000 2120 [D-Tyrl,Ala5,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ala-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000002130 [D-Tyrl,Val8,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Val-Arg(Me)-Phe-NH,
00000 2140 [D-Tyrl,GIn2,Arg(Me)9]MS10
D-Tyr-GIn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
O000OD 2150 [D-Tyrl,Thr2,Arg(Me)9]MS10
D-Tyr-Thr-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
00000 2160 des(1)-[D-Asn2,Arg(Me)9]MS10
D-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000002170 des(1)-[D-Tyr2,Arg(Me)9]MS10
D-Tyr-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000002180 [N((CH5)36Gn)]GIy9]MS10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-N((CH,)3Gn)Gly-Phe-NH,
0O 000D 2200 [Arg(Et)9]Ms10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Et)-Phe-NH,
O000D 2210 [D-Tyrl,Thr3,AzaGly7,Arg(Me)9]IMS10
D-Tyr-Asn-Thr-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002220 des(1)-[D-Tyr2,AzaGly7,Arg(Me)9]MS10
D-Tyr-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00D0D 2230 des(1-2)-[D-Trp3,Arg(Me)9]IMS10
D-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
00000 2240 des(1)-[D-Tyr2,D-Trp3,Arg(Me)9]MS10
D-Tyr-D-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
00000 2250 des(1)-[D-Asn2,D-Trp3,Arg(Me)9]MS10
D-Asn-D-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
O00D0D 2260 des(1)-[D-Tyr2,Ser3,Arg(Me)9]MS10
D-Tyr-Ser-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000002270 des(1)-[D-Tyr2,Thr3,Arg(Me)9]MS10
D-Tyr-Thr-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
O00D0D 2280 des(1)-[D-Tyr2,11e3,Arg(Me)9]MS10
D-Tyr-1le-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000002290 [D-Tyrl,Val3,Arg(Me)9]MS10
D-Tyr-Asn-Val-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
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0O 000D 2300 [D-Tyrl,D-Asn2,Arg(Me)9]MS10
D-Tyr-D-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
O00C0OD 2310 [D-Tyrl,D-Asn2,D-Trp3,Arg(Me)9]1MS10
D-Tyr-D-Asn-D-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,
000002320 [D-Tyrl,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,,
O00O0D 2330 [D-Tyr1,11e3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-1le-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,,
0000OD 2340 [D-Tyrl,vVal3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Val-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002350 [D-Tyrl,Ala3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Ala-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,,
O00CD0OD 2360 [D-Tyr1,D-Trp3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002370 [D-Tyrl,D-Asn2,AzaGly7,Arg(Me)9]MS10
D-Tyr-D-Asn-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O0O0OO0OD 2380 [D-Tyrl,D-Asn2,D-Trp3,AzaGly7,Arg(Me)9]IMS10
D-Tyr-D-Asn-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O0000D 2390 des(1)-[D-Tyr2,Ser3,AzaGly7,Arg(Me)9]IMS10
D-Tyr-Ser-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
00000 2400 des(1)-[D-Tyr2,11e3,AzaGly7,Arg(Me)9]MS10
D-Tyr-1le-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O000D0D 2410 des(1)-[D-Tyr2,Thr3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Thr-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002420 des(1)-[D-Tyr2,D-Trp3,AzaGly7,Arg(Me)9]MS10
D-Tyr-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0O 000D 2440 [D-Tyrl,Phe3,AzaGly7,Arg(Me)9]IMS10
D-Tyr-Asn-Phe-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00O0OD0 2450 [D-Tyr1,Nal(1)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Nal (1) -Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
00 00D 2460 [D-Tyrl,Nal(2)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Nal (2)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O000OD 2470 [D-Tyrl,Phe(2C1)3,AzaGly7,Arg(Me)9]IMS10
D-Tyr-Asn-Phe(2Cl)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
00000 2480 [D-Tyrl,Phe(3CI1)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Phe(3Cl)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00OD0OD 2490 [D-Tyrl,Phe(4Cl1)3,AzaGly7,Arg(Me)9]IMS10
D-Tyr-Asn-Phe(4Cl)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
00000 2500 [D-Tyrl,Phe(4NH2)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Phe(4NH,)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O000D 2510 [D-Tyrl,Pya(3)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Pya(3)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00D0OD 2520 [D-Tyrl,D-Ala3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-D-Ala-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
00000 2530 [D-Tyrl,Pro3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Pro-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,,
O000OD 2540 des(1)-[D-Tyr2,Phe3,AzaGly7,Arg(Me)9]IMS10
D-Tyr-Phe-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0000 0 2550 des(1)-[D-Tyr2,Nal(2)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Nal (2)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
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00000 2560 des(1)-[D-Pya(3)2,Phe3,AzaGly7,Arg(Me)9]MS10
D-Pya(3)-Phe-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

O000~D2570 [D-Tyrl,D-Asn2,Phe3,AzaGly7,Arg(Me)9]MS10
D-Tyr-D-Asn-Phe-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 2580 [D-Pya(3)1,AzaGly7,Arg(Me)9]IMS10
D-Pya(3)-Asn-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0000 D0 2590 [D-Alal,AzaGly7,Arg(Me)9]MS10
D-Ala-Asn-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,,

00000 2600 des(1-3)-3-(3-IndolyD)propionyl-[AzaGly7,Arg(Me)9]MS10
3-(3-Indolyl)propionyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002610 [7Y 8,CH,NH]MS10

Tyr-Asn-Trp-Asn-Ser-Phe-GlyW (CH,NH)Leu-Arg-Phe-NH,

0000 0 2650 des(1-3)-Indole-3-carbonyl-[AzaGly7,Arg(Me)9]MS10
Indole-3-carbonyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 2660 des(1-3)-Indole-3-acetyl-[AzaGly7,Arg(Me)9]MS10
Indol-3-acetyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

OO00OD0D 2670 des(1-3)-4-(3-IndolyD)butyryl-[AzaGly7,Arg(Me)9]MS10
4-(3-IndolyD)butyryl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0000 0O 2680 des(1-3)-Diphenylacetyl-[AzaGly7,Arg(Me)9]MS10
Diphenylacetyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 2690 des(1-3)-3-Phenylpropionyl-[AzaGly7,Arg(Me)9]MS10
3-Phenylpropionyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002700 [D-Tyrl,Phe3,Ser-Phe5,AzaGly7,Arg(Me)9]IMS10
D-Tyr-Asn-Phe-Asn-Ser-Phe-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002710 des(1-2)-[AzaGly7,Arg(Me)9]MS10
Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

O00D0D 2720 des(1-2)-Acetyl-[AzaGly7,Arg(Me)9]1MS10
Acetyl-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

000002730 des(1-2)-Amidino-[AzaGly7,Arg(Me)9]MS10
Amidino-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 2740 des(1-2)-Acetyl-[Ala3,AzaGly7,Arg(Me)9]MS10
Acetyl-Ala-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

000002750 des(1-2)-Acetyl-[Arg3,AzaGly7,Arg(Me)9]MS10
Acetyl-Arg-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

000002760 des(1-2)-Acetyl-[Thr3,AzaGly7,Arg(Me)9]MS10
Acetyl-Thr-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

O000D0 2770 des(1-3)-n-Hexanoyl-[AzaGly7,Arg(Me)9]MS10
n-Hexanoyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 2780 des(1-3)-Cyclohexanecarbonyl-[AzaGly7, Arg(Me)9]MS10
Cyclohexanecarbonyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O000D0 2790 des(1-3)-2-(Indol-3-yl)ethylcarbamoyl-[AzaGly7,Arg(Me)9]MS10
2-(indol-3-yl)ethylcarbamoyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
0O00O0OD 2810 [D-Tyrl,Pya(2)6,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Pya(2)-Gly-Leu-Arg(Me)-Phe-NH,

000002820 [D-Tyrl,Pya(4)6,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Pya(4)-Gly-Leu-Arg(Me)-Phe-NH,,

O000D 2830 [D-Tyrl,D-Asn2,Cha3,AzaGly7,Arg(Me)9]IMS10
D-Tyr-D-Asn-Cha-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002840 [D-Tyrl,D-Asn2,Thr3,AzaGly7,Arg(Me)9]MS10
D-Tyr-D-Asn-Thr-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
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0O 000D 2850 [D-Tyrl,Pya(2)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Pya(2)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00O0OD 2860 [D-Tyrl,Pya(4)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002870 [D-Tyrl,D-Ser2,AzaGly7,Arg(Me)9]MS10
D-Tyr-D-Ser-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0 00D0OD 2880 [D-Tyrl,D-His2,AzaGly7,Arg(Me)9]MS10
D-Tyr-D-His-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00D0D 2890 des(1)-[D-Pya(3)2,AzaGly7,Arg(Me)9]IMS10
D-Pya(3)-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002900 [D-Pya(3)1,D-Asn2,Cha3,AzaGly7,Arg(Me)9]MS10
D-Pya(3)-D-Asn-Cha-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O000D0 2910 [D-Pya(3)1,D-Tyr2,Cha3,AzaGly7,Arg(Me)9]MS10
D-Pya(3)-D-Tyr-Cha-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O0000 2930 [4¥ 5,CH,NH]IMS10

Tyr-Asn-Trp-Asn¥ (CH,NH)Ser-Phe-Gly-Leu-Arg-Phe-NH,
000002940 [1¥ 2,CH,NH]MS10

TyrW (CH,NH)Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
O0000 2950 [2¥W 3,CH,NH]IMS10

Tyr-Asn¥ (CH,NH)Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,
000002960 [6Y 7,CSNH,D-Tyr1l,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-PheW¥ (CSNH)Gly-Leu-Arg(Me)-Phe-NH,
000002970 [D-Tyr1,Thr5,AzaGly7,Arg(Me)9]IMS10
D-Tyr-Asn-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000002980 [D-Tyrl,D-Asn2,Thr5,AzaGly7,Arg(Me)9]MS10
D-Tyr-D-Asn-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00002990 [1¥ 2,CH,NH,AzaGly7 ,Arg(Me)9]-MS10

TyrW (CH,NH)Asn-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00003000 [1W 2,CHLNH,D-Trp3,AzaGly7 ,Arg(Me)9]-MS10
Tyr¥ (CH,NH)Asn-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
0O 000D 3010 [D-Tyrl,Ala(2-Qui)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Asn-Ala(2-Qui)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O000OD 3020 [D-Tyrl,D-Pya(4)3,AzaGly7,Arg(Me)9]IMS10
D-Tyr-Asn-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
000003030 [D-Tyrl,D-Asn2,Pya(4)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-D-Asn-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0O 0O0O0OD 3040 [D-Asn2,Pya(4)3,AzaGly7,Arg(Me)9]MS10
Tyr-D-Asn-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
00000 3050 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00O0OD 3060 [D-Pya(4)1,D-Asn2,Cha3,AzaGly7,Arg(Me)9]MS10
D-Pya(4)-D-Asn-Cha-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,
O00003070 [7W 8,CHLNH,D-Tyr1,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly¥ (CH,NH)Leu-Arg(Me)-Phe-NH,
O0000 3080 [6W 7,CH,NH,D-Tyr1l,Arg(Me)9]MS10
D-Tyr-Asn-Trp-Asn-Ser-Phe¥ (CH,NH)Gly-Leu-Arg(Me)-Phe-NH,
O0O0C0OD 3100 [Nar9lmMsio
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Nar-Phe-NH,

000003110 [Nar(Me)9]Ms10
Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Nar (Me)-Phe-NH,
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00000 3120 [Har(Me)9]MS10

Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Har (Me)-Phe-NH,

O 0000 3130 [Dab9]MS10

Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Dab-Phe-NH,

00000 3140 [Orn9]MS10

Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-0Orn-Phe-NH,

0O 000D 3150 des(1)-[D-Asn2,Cha3,AzaGly7,Arg(Me)9]MS10
D-Asn-Cha-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

O 00003160 [D-Tyrl,D-Asn2,Thr3,AzaGly7,Arg(Me)9,Phe(4F)10]MS10
D-Tyr-D-Asn-Thr-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe (4F)-NH, 10
000003170 [D-Tyrl,D-Asn2,Pya(4)3,AzaGly7,Arg(Me)9,Phe(4F)10]MS10
D-Tyr-D-Asn-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe(4F)-NH,

O 00003180 [D-Tyrl,AzaGly7,Arg(Me)9,Phe(4F)10]MS10
D-Tyr-Asn-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe(4F)-NH,

000003190 [6Y 7,NHCO,D-Tyrl,Arg(Me)9]IMS10

D-Tyr-Asn-Trp-Asn-Ser-Phe¥ (NHCO)Gly-Leu-Arg(Me)-Phe-NH,

O000D 3220 des(1-3)-3-(3-Pyridy)propionyl-[AzaGly7,Arg(Me)9]MS10
3-(3-Pyridyl)propionyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 3230 des(1-3)-4-Imidazoleacetyl-[AzaGly7,Arg(Me)9]MS10
4-1midazoleacetyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH, 20
00000 3240 des(1-3)-4-Piperidinecarbonyl-[AzaGly7,Arg(Me)9]MS10
Piperidinecarbonyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0000 0 3250 des(1-3)-1-Piperidineacetyl-[AzaGly7,Arg(Me)9]MS10
1-Piperidineacetyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 3260 des(1-3)-1-Methylpiperidinio-l-acetyl-[AzaGly7,Arg(Me)9]MS10
1-Methylpiperidino-l-acetyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

O00OD0D 3270 des(1-3)-1-Pyridinioacetyl-[AzaGly7,Arg(Me)9]MS10
1-Pyridinoacetyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 3280 des(1-3)-D-Glucronyl-[AzaGly7,Arg(Me)9]MS10
D-Glucronyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH, 30
00000 3750 2-Aminoethyl-Gly-[D-Tyr1l,Arg(Me)9]MS10
2-Aminoethyl-Gly-D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,

O 0000 3850 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 3860 des(1-3)-3-(3-Pyridyl)propionyl-[AzaGly7,Arg(Me)9, Trpl0]JMS10
3-(3-PyridyD)propionyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 0 0O 0O O 3870 Dap-[D-Tyrl,Arg(Me)9]MS10
Dap-D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH,

00000 3970 Methylthiocarbamoyl-Sar-[D-Tyrl,Arg(Me)9]MS10
Methylthiocarbamoyl-Sar-D-Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg(Me)-Phe-NH, 40
O00O0OD4000 (8)-1-(Quinolin-8-yl-carbamoyl)-4-thiapentylcarbamoyl-[D-Tyr1,Arg
(Me)9]MS10
(5)-1-(Quinolin-8-yl-carbamoyl)-4-thiapentylcarbamoyl-D-Tyr-Asn-Trp-Asn-Ser-Phe-
Gly-Leu-Arg(Me)-Phe-NH,

0O000D 4810 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7 ,Har9,Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Har-Trp-NH,

O00O0 0 4860 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,0rn9]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Orn-Phe-NH,

00000 4870 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Lys9]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Lys-Phe-NH, 50
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00000 4880 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Har9]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Har-Phe-NH,

O000OD 4890 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Har (Me)9]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Har (Me)-Phe-NH,

0000 04900 des(1)-[D-Tyr2,Pya(4)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

O00D0D 4910 des(1)-[D-Tyr2,D-Pya(4)3,Trp5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Trp-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O0000OD 4920 des(1)-[D-Tyr2,D-Pya(4)3,Ala4,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4930 des(1)-[D-Tyr2,D-Pya(4)3,Thr4,AzaGly7 ,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Thr-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000OD 4940 des(1,4)-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9, Trpl1l0]JMS10
D-Tyr-D-Pya(4)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4950 des(1-3)-[D-Tyr4,Pya(4)5,AzaGly7,Arg(Me)9, Trpl0]JMS10
D-Tyr-Pya(4)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4960 des(1)-[D-Tyr2,D-Pya(4)3,Cha6,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Cha-Gly-Leu-Arg(Me)-Trp-NH,

O000D4970 des(1)-[D-Tyr2,D-Pya(4)3,Cha6,Ala7,Arg(Me)9, Trpl0]JMS10
D-Tyr-D-Pya(4)-Asn-Ser-Cha-Ala-Leu-Arg(Me)-Trp-NH,

00000 4980 des(1)-[D-Tyr2,D-Pya(4)3,11e5,AzaGly7,Arg(Me)9, Trpl0]JMS10
D-Tyr-D-Pya(4)-Asn-1le-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 4990 des(1-3)-3-Phenylpropionyl-[AzaGly7,Arg(Me)9,Trpl0]JMS10
3-Phenylpropionyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0 0O 5000 des(1-3)-3-Phenylpropionyl-[Ala4,AzaGly7,Arg(Me)9, Trpl0]IMS10
3-Phenylpropionyl-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0ODS5010 des(1)-[D-Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 05020 des(1)-[D-Tyr2,Pya(4)3,Ala4,AzaGly7,Arg(Me)9,Trpl0JMS10
D-Tyr-Pya(4)-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 D 5030 des(1)-[D-Tyr2,D-Trp3,Ala4,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Trp-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O0O0D0OD>5040 [Acpl,D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9]MS10
Acp-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0 00 0O 0O 5050 des(1-3)-3-Phenylpropionyl-[Thr5,AzaGly7,Arg(Me)9, Trpl0]JMS10
3-Phenylpropionyl-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 5060 des(1-3)-3-Phenylpropionyl-[11e5,AzaGly7,Arg(Me)9, Trpl0]MS10
3-Phenylpropionyl-Asn-1le-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005070 des(1-3)-3-Phenylpropionyl-[Trp6,AzaGly7,Arg(Me)9, Trpl0]JMS10
3-Phenylpropionyl-Asn-Ser-Trp-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 5080 des(1-3)-3-Phenylpropionyl-[Phe(4F)6,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-Ser-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5090 des(1-3)-Benzoyl-[AzaGly7,Arg(Me)9,Trpl0OJMS10
Benzoyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005100 des(1-3)-Ac-[AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000ODS5110 des(1)-[D-Tyr2,D-Trp3,Ala4,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Trp-Ala-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005120 des(L)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
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0O 000D 5130 des(1)-[D-Tyr2,D-Trp3,Abu4d ,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Trp-Abu-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 5140 des(1)-[D-Tyr2,D-Phe3,Ala4d,AzaGly7 ,Arg(Me)9, Trp10]MS10
D-Tyr-D-Phe-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005150 des(1)-[D-Tyr2,D-Pya(4)3,Val5,AzaGly7,Arg(Me)9, Trpl0JMS10
D-Tyr-D-Pya(4)-Asn-Val-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 5160 des(1)-Ac-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9]MS10
Ac-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

000005170 des(1-3)-3-Phenylpropionyl-[Hyp5,AzaGly7,Arg(Me)9, Trpl0]JMS10
3-Phenylpropionyl-Asn-Hyp-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 D0 5180 des(1-3)-3-Phenylpropionyl-[Cha6,Arg(Me)9,Trpl0JMS10
3-Phenylpropionyl-Asn-Ser-Cha-Gly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 5190 des(1-3)-Phenylacetyl-[AzaGly7,Arg(Me)9,Trpl0]JMS10
Phenylacetyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005210 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg-Phe-NH,

O 000D 5220 des(1-3)-Benzoyl-[Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Benzoyl-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 5230 des(1-3)-Benzoyl-[Thr5,Phe(4F)6,AzaGly7,Arg(Me)9, Trpl0]MS10
Benzoyl-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 5240 des(1-3)-3-Phenylpropionyl-[Pro5,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-Pro-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000D5270 des(1)-[D-Tyr2,D-Pya(4)3,Hyp5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Hyp-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 5280 des(1)-[D-Tyr2,D-Pya(4)3,Pro5,AzaGly7,Arg(Me)9, Trpl0JMS10
D-Tyr-D-Pya(4)-Asn-Pro-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0OD 5290 des(1)-[D-Tyr2,D-Pya(4)3,Tle5,AzaGly7,Arg(Me)9, Trpl10]MS10
D-Tyr-D-Pya(4)-Asn-Tle-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 5300 des(1)-[D-Tyr2,D-Pya(4)3,Phg5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Phg-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005310 des(1-3)-3-Phenylpropionyl-[Pic(2)5,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-Pic(2)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0 0O 5320 des(1-3)-3-Phenylpropionyl-[Aze(2)5,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-Aze(2)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5330 des(1-3)-3-Phenylpropionyl-[D-Pro5,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-D-Pro-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 5340 des(1-3)-Cyclopropanecarbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Cyclopropanecarbonyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 00 0O 0O 5350 des(1-3)-2-Naphthoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
2-Naphthoyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0DS5S360 [Argl,D-Tyr2,D-Pya(4)3,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Arg-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D BS5370 Arg-TArgl,D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9, Trpl1l0]MS10
Arg-Arg-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 5380 Arg-[Acpl,D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,Trpl0]MS10
Arg-Acp-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000OD 5390 des(1)-[D-Tyr2,D-Trp3,Val5,AzaGly7,Arg(Me)9, Trp10]MS10
D-Tyr-D-Trp-Asn-Val-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005400 des(1)-[D-Tyr2,D-Trp3,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
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0 00O D0 5410 D-Arg-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 5420 D-Arg-D-Arg-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Arg-D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0 0O 5450 des(1-3)-Benzoyl-[Phe(4F)6,AzaGly7,Arg(Me)9,Trpl0]MS10
Benzoyl-Asn-Ser-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

0 0 0 0O 0O 5460 des(1-3)-3-Phenylpropionyl-[Ser(Ac)5,AzaGly7,Arg(Me)9, Trpl0]MS10
3-Phenylpropionyl-Asn-Ser (Ac)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000O0OD>5470 des(1)-[D-Tyr2,D-Pya(4)3,Ser(Ac)5,AzaGly7 ,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Ser (Ac)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 5480 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,10¥ ,CSNH]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe¥ (CSNH)NH,

0 00 0O 0O 5500 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 05510 Ac-D-Arg-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 5520 b-Dap-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Dap-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00O 0O0OD 5530 D-Nle-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Nle-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005540 D-Arg-[B -Alal,D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]MS10
D-Arg-p -Ala-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 D 5550 b-Arg-Ly -Abul,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Arg-y -Abu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 5560 D-Arg-D-Arg-[y -Abul,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS
10

D-Arg-D-Arg-y -Abu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00O 0O 0O 5570 D-Arg-D-Arg-D-Arg-[y -Abul,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Tr
p10]IMS10

D-Arg-D-Arg-D-Arg-y -Abu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00 00D 5580 des(1)-Ac-[D-Tyr2,D-Trp3,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000 0 0O 5590 des(1-2)-3-(4-HydroxyphenyDpropionyl-[D-Trp3,Thr5,AzaGly7,Arg(Me
)9, Trpl0]MS10
3-(4-Hydroxyphenyl)propionyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 0O0O0ODbs5610 D-Arg-[Acpl,D-Tyr2,D-Trp3,Abu4,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Arg-Acp-D-Tyr-D-Trp-Abu-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005620 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0ODS5630 des(1)-Ac-[D-Tyr2,D-Trp3,Aze(2)5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Aze(2)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 5640 des(1)-Ac-[D-Tyr2,D-Trp3,Val5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Asn-Val-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 5650 des(1)-Benzoyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Benzoyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 000 0O 5660 des(1)-Cyclopropanecarbonyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,
Trpl0]MS10
Cyclopropanecarbonyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
000005670 des(1)-Butyryl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Butyryl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
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0O 000D 5680 Ac-[D-Argl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Arg-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 00005690 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,6% 7,CH,NH,Arg(Me)9, Trpl0]JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe¥ (CH,NH)Gly-Leu-Arg(Me)-Trp-NH,

000005700 des(1)-Me-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0JMS10
Me-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000D5710 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

O000D0DS5720 des(1)-[D-Trp2,D-Pya(4)3,AzaGly7,Arg(Me)9, Trp10JMS10
D-Trp-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005730 des(1)-Ac-[D-Tyr2,D-Trp3,Abu4 ,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Abu-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005760 des(1)-Ac-[D-Tyr2,D-Trp3,GIn4,AzaGly7,Arg(Me)9,Trpl0]JMS10
Ac-D-Tyr-D-Trp-GIn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,,

000005770 des(1)-Ac-[D-Tyr2,D-Trp3,Ser4,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Ser-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0ODS5780 des(1)-Ac-[D-Tyr2,D-Trp3,Thr4,AzaGly7,Arg(Me)9, Trpl10]MS10
Ac-D-Tyr-D-Trp-Thr-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O0000D5790 des(1)-Ac-[D-Tyr2,D-Trp3,Alb4 ,AzaGly7,Arg(Me)9, Trpl10]MS10
Ac-D-Tyr-D-Trp-Alb-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5800 des(1)-Ac-[D-Tyr2,D-Trp3,Ser(Me)5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Ser (Me)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5840 des(1)-Ac-[D-Tyr2,D-Trp3,Dap(Ac)4,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Dap(Ac)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5850 des(1)-Ac-[D-Tyr2,D-Trp3,Dap(For)4,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Dap(For)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 5860 des(1)-Ac-[D-Tyr2,Thr5,D-Phe6,AzaGly7,Arg(Me)9, Trpl10]MS10
Ac-D-Tyr-Trp-Asn-Thr-D-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 5890 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Nal (2)10]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Nal (2)-NH,

0O 000D 5900 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Thi1l0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Thi-NH,

O00D0DB>5910 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Tyr10]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Tyr-NH,

000005920 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Phe(4F)10]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe(4F)-NH,

O00D0D 5940 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Hph10]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Hph-NH,

000005950 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,ChalOJMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Cha-NH,

000005960 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,LeulO]JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Leu-NH,

000005970 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,D-Phe6,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-D-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005980 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-Gly-Leu-Arg(Me)-Trp-NH,

O000OD5990 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,0rn9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Orn-Trp-NH,

00000 6000 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Trpl0JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg-Trp-NH,
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000D0De010 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,D-Phe6,Arg(Me)9,Trpl10JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-D-Phe-Gly-Leu-Arg(Me)-Trp-NH,

0000 0 6020 des(1)-Ac-[D-NMeTyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-NMeTyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6030 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,D-Phe6,AzaGly7,Arg(Me)9, Trpl0O]MS
10

Ac-D-Tyr-D-Pya(4)-Asn-Thr-D-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6040 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Tos)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Tos)-Trp-NH,

O00O0OD eos50 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(N02)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(NO2)-Trp-NH,

000006070 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me2)asym9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me2)asym-Trp-NH,

O 00006080 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me2)sym9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me2)sym-Trp-NH,

O00D0ODe090 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Et)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Et)-Trp-NH,

00000 6100 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Lys(Me2)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Lys(Me2)-Trp-NH,

000006110 des(1)-Ac-[Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006120 des(1)-For-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
For-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00OD0OD 6130 des(1)-Propionyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Propionyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006140 des(1)-Amidino-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Amidino-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6150 des(1)-Ac-[Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 6160 des(1)-Ac-[D-Ala2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Ala-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006170 des(1)-Ac-[D-Leu2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Leu-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00OD0OD 6180 des(1)-Ac-[D-Phe2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl10]MS10
Ac-D-Phe-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 D 6190 des(1)-Ac-[D-Nal(1)2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Nal (1)-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 6200 des(1)-Ac-[D-Nal(2)2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Nal (2)-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6210 des(1)-Ac-[D-Lys2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Lys-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006220 des(1)-Ac-[D-Glu2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Glu-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0OD 6230 des(1)-Ac-[D-Tyr2,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000D0OD 6240 des(1)-Ac-[D-Tyr2,Pya(4)3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6250 des(1)-Ac-[D-Tyr2,D-Ala3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Ala-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000ODe260 des(1)-Ac-[D-Tyr2,D-Leu3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10

10

20

30

40

50



(84) JP 2009-227687 A 2009.10.8

Ac-D-Tyr-D-Leu-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000D0De270 des(1)-Ac-[D-Tyr2,D-Phe3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Phe-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O00D0D 6280 des(1)-Ac-[D-Tyr2,D-Thr3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Thr-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0OD 6290 des(1)-Ac-[D-Tyr2,D-Lys3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Lys-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6300 des(1)-Ac-[D-Tyr2,D-Glu3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Glu-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0D 6310 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Ala6,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Ala-AzaGly-Leu-Arg(Me)-Trp-NH,

000D0D 6320 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Leu6,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Leu-AzaGly-Leu-Arg(Me)-Trp-NH,

00 00D 6330 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Lys6,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Lys-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0OD 6340 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Glu6,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Glu-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6350 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Pya(4)6,AzaGly7,Arg(Me)9, Trpl0]JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Pya(4)-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 6360 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,NMePhe6,AzaGly7 ,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-NMePhe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006370 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Phe(4F)6,AzaGly7,Arg(Me)9, Trpl0]MS1
0

Ac-D-Tyr-D-Trp-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6380 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,Phe(4F)6,AzaGly7,Arg(Me)9,Trpl0]
MS10

Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6390 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Lys9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Lys-Trp-NH,

00000 6410 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Ala8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Ala-Arg(Me)-Trp-NH,

000006420 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Val8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Val-Arg(Me)-Trp-NH,

O00OD0OD 6430 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Phe8,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Phe-Arg(Me)-Trp-NH,

0000 0 6440 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Ser8,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Ser-Arg(Me)-Trp-NH,

00000 6450 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Har9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Har-Trp-NH,

00000 6460 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Har(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Har(Me)-Trp-NH,

000006470 des(1)-Ac-[D-Tyr2,D-Trp3,Asp4,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asp-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00OD0ODe480 [Glyl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trp10]MS10
Gly-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000O0OD 6490 Ac-[Glyl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-Gly-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D e500 [D-Tyrl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O000ODe510 Ac-[D-Tyrl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10

10

20

30

40

50



(85) JP 2009-227687 A 2009.10.8

Ac-D-Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000O0OD 6520 des(1)-pGlu-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
pGlu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00 00D 6530 des(1)-Ac-[D-Tyr2,D-Trp3,D-Asn4,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-D-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000O0OD 6540 des(1)-Ac-[D-Tyr2,D-Trp3,D-Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-D-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 6550 des(1)-Ac-[D-Tyr2,D-Trp3,NMeAsn4,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]JMS10
Ac-D-Tyr-D-Trp-NMeAsn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0D e560 des(1)-Ac-[D-Tyr2,D-Trp3,NMeSer5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-NMeSer-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 e570 des(1)-Ac-[D-Tyr2,Pro3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-Pro-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00 0D0D 6580 des(1)-Ac-[D-Tyr2,D-Pya(2)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Pya(2)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 6590 des(1)-Ac-[D-Tyr2,D-Trp3,allo-Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-allo-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6600 des(1)-Ac-[D-Tyr2,D-Pya(3)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]JMS10
Ac-D-Tyr-D-Pya(3)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006610 des(1)-Ac-[D-Tyr2,D-Pro3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS10
Ac-D-Tyr-D-Pro-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006620 des(1)-Ac-[D-Tyr2,Tic3,Thr5,AzaGly7,Arg(Me)9,Trpl0JMS10
Ac-D-Tyr-Tic-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6630 des(1)-Ac-[D-Trp2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS10
Ac-D-Trp-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000ODe64d des(1)-Ac-[Tyr2,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-Tyr-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6650 des(1-2)-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6660 des(1-2)-Ac-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006670 des(1-2)-Hexanoyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Hexanoyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 6680 des(1-2)-Cyclohexanecarbonyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]
MS10

Cyclohexanecarbonyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0De690 des(1-2)-Benzoyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Benzoyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006700 des(1-2)-3-Pyridinepropionyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]
MS10

3-Pyridinepropionyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006710 des(1-2)-Adipoyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0JMS10
Adipoyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0OD 6720 des(1)-Ac-[D-Tyr2,NMeTrp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-NMeTrp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006740 des(1-2)-6-Aminocaproyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
6-Aminocaproyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006750 [D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000ODered Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
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Ac-Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000De770 Ac-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Nva8,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Nva-Arg(Me)-Trp-NH,

00000 6780 Ac-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,11e8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-11e-Arg(Me)-Trp-NH,

000006790 des(1-2)-Amidino-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS10
Amidino- D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6800 des(1-2)-Glycoloyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Glycoloyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000ODe810 des(1)-Glycoloyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Glycoloyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6820 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,GIn8,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-GIn-Arg(Me)-Trp-NH,

0000 D 6850 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9]MS10
Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,,

O00D0ODe860 des(1)-Ac-[D-Tyr2,D-Trp3,Gly4,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Gly-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6880 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Pya(4)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Pya(4)-Trp-NH,

00000 6890 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,D-Trpl0]JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-D-Trp-NH,

000006910 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Tyr6,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Tyr-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0De920 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Trp6,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Trp-AzaGly-Leu-Arg(Me)-Trp-NH,

000006930 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Tyr(Me)6,AzaGly7,Arg(Me)9, Trpl0]MS1
0

Ac-D-Tyr-D-Trp-Asn-Thr-Tyr(Me)-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6940 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Nal(2)6,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Nal (2)-AzaGly-Leu-Arg(Me)-Trp-NH,

000006950 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Thi6,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Thi-AzaGly-Leu-Arg(Me)-Trp-NH,

000006960 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Cha6,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Cha-AzaGly-Leu-Arg(Me)-Trp-NH,

000006980 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Abu8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Abu-Arg(Me)-Trp-NH,

000006990 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,y MeLeu8,Arg(Me)9,Trpl0O]MS1
0

Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-y MelLeu-Arg(Me)-Trp-NH,

O0O00D 7000 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Aib8, ,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-Gly-Aib-Arg(Me)-Trp-NH,

00000 7010 des(1)-Ac-[D-Tyr2,D-Trp3,Dap4,AzaGly7,Arg(Me)9, Trpl0]JMS10
Ac-D-Tyr-D-Trp-Dap-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00OD0ODO 7020 des(1)-Ac-[D-Tyr2,D-Trp3,Asp(NHMe)4,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]M
S10

Ac-D-Tyr-D-Trp-Asp(NHMe) -Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 7030 des(1)-Ac-[D-Tyr2,D-Trp3,Asp(NMe2)4,Thr5,AzaGly7,Arg(Me)9,Trpl0O]M
S10

Ac-D-Tyr-D-Trp-Asp(NMe2)-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
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0000 0 3320 des(1-5)-GuAmb-[AzaGly7 ,Arg(Me)9]MS10
GuAmb-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 3330 des(1-5)-GuAmb-[Arg(Me)9]MS10
GuAmb-Phe-Gly-Leu-Arg(Me)-Phe-NH,

OO0 00D 3340 des(1-5)-GuAmb-[AzaGly7,Arg(Me)9, Trp10JMS10
GuAmb-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 3390 des(1-5)-3-(3-IndolyD)propionyl-[AzaGly7,Arg(Me)9]MS10
3-(3-Indolyl)propionyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0000 D0 3400 des(1-5)-3-(3-PyridyD)propionyl-[AzaGly7,Arg(Me)9]MS10
3-(3-PyridyD)propionyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0000 0 3410 des(1-5)-Benzoyl-[AzaGly7,Arg(Me)9]MS10
Benzoyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0000 0O 3440 des(1-5)-Indole-3-carbonyl-[AzaGly7,Arg(Me)9]MS10
Indole-3-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00 0 0O 0O 3450 des(1-5)-Indole-3-acetyl-[AzaGly7,Arg(Me)9]MS10
Indole-3-acetyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0O 00O0OD 3460 des(1-5)-Ac-[AzaGly7,Arg(Me)9]MS10
Ac-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 3470 des(1-5)-n-Hexanoyl-[AzaGly7,Arg(Me)9]MS10
n-Hexanoyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0O 000D 3480 des(1-5)-Z-[AzaGly7,Arg(Me)9]MS10
Z-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 3490 des(1-5)-Tos-[AzaGly7,Arg(Me)9]MS10
Tos-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0000 0 3510 des(1-5)-Benzoyl-MS10
Benzoyl-Phe-Gly-Leu-Arg-Phe-NH,

00000 3520 des(1-5)-3-(3-Indolyl)propionyl-MS10
3-(3-Indolyl)propionyl-Phe-Gly-Leu-Arg-Phe-NH,

00000 3530 des(1-5)-Benzoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Benzoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 3540 des(1-5)-3-(3-IndolyD)propionyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
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3-(3-Indolyl)propionyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

OO0 0O0OD 3580 des(1-5)-Ac-[AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00 00D 3620 des(1-6)-3-Phenylpropionyl-[AzaGly7,Arg(Me)9]MS10
3-Phenylpropionyl-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 3640 des(1-5)-2-(Indol-3-yl)ethylcarbamoyl-[AzaGly7,Arg(Me)9]MS10
2-(Indol-3-yl)ethylcarbamoyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 3660 des(1-5)-n-Hexanoyl-[AzaGly7,Arg(Me)9, Trpl0]IMS10
n-Hexanoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0D3670 des(1-5)-Z-TAzaGly7,Arg(Me)9,Trpl10JMS10
Z-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 3680 des(1-5)-Tos-[AzaGly7,Arg(Me)9,Trpl0]MS10
Tos-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 D 3690 des(1-5)-2-(Indol-3-yl)ethylcarbamoyl-[AzaGly7,Arg(Me)9,Trpl0]MS1
0

2-(Indol-3-yl)ethylcarbamoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00OD0OD 3730 des(1-6)-(2S)-2-acetoxy-3-phenylpropionyl-[AzaGly7 ,Arg(Me)9,Trpl0
JMs10

(25)-2-acetoxy-3-phenylpropionyl-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 3740 des(1-6)-Z-[AzaGly7,Arg(Me)9,Trpl0]MS10
Z-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 3780 des(1-6)-Diphenylacetyl-[AzaGly7,Arg(Me)9,Trpl0]JMS10
Diphenylacetyl-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 3790 des(1-6)-(2S)-2-(3-Indolylprpionyloxy)-3-phenylpropionyl-[AzaGly7
,Arg(Me)9,TrplO]JMS10
(25)-2-(3-Indolylprpionyloxy)-3-phenylpropionyl-AzaGly-Leu-Arg(Me)-Trp-NH,

000 0O 0O 3800 des(1-6)-(2S)-2-Benzoyloxy-3-phenylpropionyl-[AzaGly7,Arg(Me)9,Tr
p10]JMS10

(25)-2-Benzoyloxy-3-phenylpropionyl-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 3920 des(1-5)-Benzoyl-[Ala6,AzaGly7,Arg(Me)9, Trpl0JMS10
Benzoyl-Ala-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 3930 des(1-6)-Dibenzylcarbamoyl-[AzaGly7,Arg(Me)9, Trpl0JMS10
Dibenzylcarbamoyl-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 4080 des(1-6)-1-0xo-isochroman-3-carbonyl-[AzaGly7,Arg(Me)9,Trpl0]JMS10
1-Oxo-isochroman-3-carbonyl-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4120 des(1-6)-(2R)-2-Benzoyloxy-3-phenylpropionyl-[AzaGly7,Arg(Me)9,Tr
p10]MS10

(2R)-2-Benzoyloxy-3-phenylpropionyl-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4170 des(1-6)-Benzylphenethylcarbamoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Benzylphenethylcarbamoyl-AzaGly-Leu-Arg(Me)-Trp-NH,

O00OD0OD 4210 des(1-5)-Benzoyl-[6Y 7,CH20,Arg(Me)9,Trpl0]MS10

Benzoyl-Phe¥ (CH20)Gly-Leu-Arg(Me)-Trp-NH,

0 00CD0OD 4230 des(1-5)-Benzoyl-[6Y 7,NHCO,Arg(Me)9,Trpl0]MS10

Benzoyl-Phe¥ (NHCO)Gly-Leu-Arg(Me)-Trp-NH,

0000 D0 4280 des(1-6)-Dibenzylaminocarbamoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Dibenzylaminocarbamoyl-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 4310 des(1-5)-Benzoyl-[AzaPhe6,AzaGly7,Arg(Me)9, Trpl0]MS10
Benzoyl-AzaPhe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4320 des(1-5)-3-Pyridinecarbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
3-Pyridinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
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00000 4340 des(1-7)-Dibenzylaminocarbamoylacetyl-[Arg(Me)9,Trpl0]MS10
Dibenzylaminocarbamoylacetyl-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 4350 des(1-5)-2-Pyridinecarbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
2-Pyridinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4360 des(1-5)-4-Pyridinecarbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
4-Pyridinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 4370 des(1-5)-Propionyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Propionyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 4380 des(1-5)-I1sobutyryl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Isobutyryl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 00 0O 0O 4390 des(1-5)-Cyclohexanecarbonyl-[AzaGly7,Arg(Me)9,Trpl0JMS10
Cyclohexanecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 4400 des(1-5)-Phenylacetyl-[AzaGly7,Arg(Me)9,Trpl0JMS10
Phenylacetyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4410 des(1-5)-Benzoyl-[Pya(2)6,AzaGly7,Arg(Me)9, Trpl0]MS10
Benzoyl-Pya(2)-AzaGly-Leu-Arg(Me)-Trp-NH,

OO0 0OO0OD 4420 des(1-5)-Benzoyl-[Pya(4)6,AzaGly7 ,Arg(Me)9,Trpl0]MS10
Benzoyl-Pya(4)-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 4430 des(1-5)-2-Methylnicotinoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
2-MethylInicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4440 des(1-5)-5-Methylnicotinoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
5-MethylInicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 4450 des(1-5)-6-Methylnicotinoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
6-MethylInicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0 0 4460 des(1-5)-Pyrazinecarbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Pyrazinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 4470 des(1-5)-Cyclopropanecarbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Cyclopropanecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 4480 des(1-5)-Trifluoroacetyl-[AzaGly7,Arg(Me)9, Trpl0]MS10
Trifluoroacetyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4490 des(1-5)-Benzoyl-[Cha6,AzaGly7,Arg(Me)9, Trpl0]MS10
Benzoyl-Cha-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O O 4500 des(1-5)-Benzyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Benzyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 4510 des(1-5)-Cyclopropanecarbonyl-[Cha6,AzaGly7,Arg(Me)9, Trpl0JMS10
Cyclopropanecarbonyl-Cha-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 4520 des(1-5)-(R)-3-hydroxy-2-methylpropionyl-[AzaGly7,Arg(Me)9,Trpl0]

MS10

(R)-3-hydroxy-2-methylpropionyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000 0 0O 4530 des(1-5)-2-Hydroxyisobutyryl-[AzaGly7,Arg(Me)9,Trpl0]JMS10
2-Hydroxyisobutyryl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 4540 des(1-5)-3-Furancarbonyl-[AzaGly7,Arg(Me)9, Trpl0]MS10
3-Furancarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 4550 des(1-5)-Pyrrole-2-carbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Pyrrole-2-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 4590 des(1-5)-4-Imidazolecarbonyl-[AzaGly7,Arg(Me)9,Trpl0]JMS10
4-1midazolecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 000 0O 4600 des(1-5)-4-Pyridinecarbonyl-[AzaGly7,val8,Arg(Me)9,Trpl0]MS10
4-Pyridinecarbonyl-Phe-AzaGly-Val-Arg(Me)-Trp-NH,

00000 4610 des(1-5)-4-Pyridinecarbonyl-[AzaGly7,Arg(Me)9,Nal (2)10]MS10
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4-Pyridinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Nal (2)-NH,

00000 4620 des(1-5)-6-Hydroxynicotinoyl-[AzaGly7,Arg(Me)9,Trpl0]JMS10
6-Hydroxynicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4630 des(1-5)-6-Chloronicotinoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
6-Chloronicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 4640 des(1-5)-6-(TrifluoromethybD)nicotinoyl-[AzaGly7,Arg(Me)9,Trpl0O]MS
10

6-(Trifluoromethyl)nicotinoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 4660 des(1-5)-2-Azetidinecarbonyl-[AzaGly7,Arg(Me)9,Trpl0]JMS10
2-Azetidinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000004670 des(1-5)-Dimethylcarbamoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Dimethylcarbamoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 4680 des(1-5)-1-Azetidinecarbonyl-[AzaGly7,Arg(Me)9,Trpl0]JMS10
1-Azetidinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4710 des(1-5)-4-Pyridinecarbonyl-[AzaGly7,Arg(Me)9]MS10
4-Pyridinecarbonyl-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

O00OD0OD 4720 des(1-5)-4-Aminobenzoyl-[AzaGly7,Arg(Me)9, Trpl10JMS10
4-Aminobenzoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4730 des(1-5)-4-Aminomethylbenzoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
4-Aminomethylbenzoyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4740 des(1-5)-Pyrrole-3-carbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Pyrrole-3-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4750 des(1-5)-Pyrimidine-4-carbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Pyrimidine-4-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4770 des(1-5)-4-Pyridinecarbonyl-[AzaGly7,0rn9, Trpl0JMS10
4-Pyridinecarbonyl-Phe-AzaGly-Leu-Orn-Trp-NH,

O00OD0OD 4780 des(1-5)-4-Pyridinecarbonyl-[AzaGly7,Har9, Trp10JMS10
4-Pyridinecarbonyl-Phe-AzaGly-Leu-Har-Trp-NH,

00000 4790 des(1-5)-Pyrimidine-2-carbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Pyrimidine-2-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 000D 4800 des(1-5)-Pyridazine-4-carbonyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Pyridazine-4-carbonyl-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O0000OD 4810 des(1)-[D-Tyr2,Db-Pya(4)3,AzaGly7 ,Har9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Har-Trp-NH,

00000 4860 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,0rn9JMS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Orn-Phe-NH,

O00O0OD 4870 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Lys9]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Lys-Phe-NH,

00000 4880 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Har9JMS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Har-Phe-NH,

O00D0D 4890 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7 ,Har(Me)9]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Har(Me)-Phe-NH,

O00DOD 4900 des(1)-[D-Tyr2,Pya(4)3,AzaGly7,Arg(Me)9]MS10
D-Tyr-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

000004910 des(1)-[D-Tyr2,D-Pya(4)3,Trp5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Trp-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0OD 4920 des(1)-[D-Tyr2,D-Pya(4)3,Ala4,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4930 des(1)-[D-Tyr2,D-Pya(4)3,Thr4,AzaGly7,Arg(Me)9, Trpl0JMS10
D-Tyr-D-Pya(4)-Thr-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
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00000 4940 des(1,4)-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Pya(4)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0OD 4950 des(1-3)-[D-Tyr4,Pya(4)5,AzaGly7,Arg(Me)9, Trp10JMS10
D-Tyr-Pya(4)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000004960 des(1)-[D-Tyr2,D-Pya(4)3,Cha6,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Cha-Gly-Leu-Arg(Me)-Trp-NH,

00000 4970 des(1)-[D-Tyr2,D-Pya(4)3,Cha6,Ala7,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Cha-Ala-Leu-Arg(Me)-Trp-NH,

O00D0OD 4980 des(1)-[D-Tyr2,D-Pya(4)3,11e5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-1l1e-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 4990 des(1-3)-3-Phenylpropionyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 5000 des(1-3)-3-Phenylpropionyl-[Ala4,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005010 des(1)-[D-Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]JMS10
D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 5020 des(1)-[D-Tyr2,Pya(4)3,Ala4,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Tyr-Pya(4)-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 D>5030 des(1)-[D-Tyr2,D-Trp3,Ala4d,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Trp-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 5040 [Acpl,D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9]MS10
Acp-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

0000 0O 5050 des(1-3)-3-Phenylpropionyl-[Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 5060 des(1-3)-3-Phenylpropionyl-[AzaGly7,Arg(Me)9,Trpl0JMS10
3-Phenylpropionyl-Asn-1le-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0DS5070 des(1-3)-3-Phenylpropionyl-[Trp6,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-Ser-Trp-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5080 des(1-3)-3-Phenylpropionyl-[Phe(4F)6,AzaGly7,Arg(Me)9, Trpl0]MS10
3-Phenylpropionyl-Asn-Ser-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

00 00O D0 5090 des(1-3)-Benzoyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Benzoyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O0O0O0OD 5100 des(1-3)-Ac-[AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005110 des(1)-[D-Tyr2,D-Trp3,Ala4,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Trp-Ala-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000D5120 des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trp10]JMS10
D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005130 des(1)-[D-Tyr2,D-Trp3,Abu4,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Trp-Abu-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00OD0D 5140 des(1)-[D-Tyr2,D-Phe3,Ala4d ,AzaGly7 ,Arg(Me)9, Trp10]MS10
D-Tyr-D-Phe-Ala-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O00D0OD 5150 des(1)-[D-Tyr2,D-Pya(4)3,VvVal5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Val-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00O 00D 5160 des(1)-Ac-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9]MS10
Ac-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

000005170 des(1-3)-3-Phenylpropionyl-[Hyp5,AzaGly7,Arg(Me)9, Trpl0]MS10
3-Phenylpropionyl-Asn-Hyp-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 5180 des(1-3)-3-Phenylpropionyl-[Cha6,Arg(Me)9, Trpl0]MS10
3-Phenylpropionyl-Asn-Ser-Cha-Gly-Leu-Arg(Me)-Trp-NH,
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00000 5190 des(1-3)-Phenylacetyl-[AzaGly7,Arg(Me)9,Trpl0]MS10
Phenylacetyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000ODS5210 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg-Phe-NH,

0000 0 5220 des(1-3)-Benzoyl-[Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Benzoyl-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D 5230 des(1-3)-Benzoyl-[Thr5,Phe(4F)6,AzaGly7,Arg(Me)9, Trpl0]MS10
Benzoyl-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5240 des(1-3)-3-Phenylpropionyl-[Pro5,AzaGly7,Arg(Me)9, Trpl0]JMS10
3-Phenylpropionyl-Asn-Pro-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005270 des(1)-[D-Tyr2,D-Pya(4)3,Hyp5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Hyp-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00OD0OD 5280 des(1)-[D-Tyr2,D-Pya(4)3,Pro5,AzaGly7,Arg(Me)9, Trp10]MS10
D-Tyr-D-Pya(4)-Asn-Pro-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005290 des(1)-[D-Tyr2,D-Pya(4)3,Tle5,AzaGly7,Arg(Me)9, Trpl0JMS10
D-Tyr-D-Pya(4)-Asn-Tle-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5300 des(1)-[D-Tyr2,D-Pya(4)3,Phg5,AzaGly7,Arg(Me)9,Trpl0JMS10
D-Tyr-D-Pya(4)-Asn-Phg-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 000 0O 5310 des(1-3)-3-Phenylpropionyl-[Pic(2)5,AzaGly7,Arg(Me)9,Trpl0]IMS10
3-Phenylpropionyl-Asn-Pic(2)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 5320 des(1-3)-3-Phenylpropionyl-[Aze(2)5,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-Aze(2)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0 0O 5330 des(1-3)-3-Phenylpropionyl-[D-Pro5,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-D-Pro-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 000 0O 5340 des(1-3)-Cyclopropanecarbonyl-[AzaGly7,Arg(Me)9, Trpl0]MS10
Cyclopropanecarbonyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

OO0 00D 5350 des(1-3)-2-Naphthoyl-[AzaGly7 ,Arg(Me)9,Trpl0]MS10
2-Naphthoyl-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000O0ODBS5360 [Argl,D-Tyr2,D-Pya(4)3,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Arg-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 000D 5370 Arg-[Argl,D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,Trpl0]MS10
Arg-Arg-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 5380 Arg-TAcpl,D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9, Trpl1l0]MS10
Arg-Acp-D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005390 des(1)-[D-Tyr2,D-Trp3,Val5,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Trp-Asn-Val-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O0O0OD0OD 5400 des(1)-[D-Tyr2,D-Trp3,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Tyr-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005410 D-Arg-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 5420 D-Arg-D-Arg-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]MS10
D-Arg-D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 5450 des(1-3)-Benzoyl-[Phe(4F)6,AzaGly7,Arg(Me)9,Trpl0]MS10
Benzoyl-Asn-Ser-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 5460 des(1-3)-3-Phenylpropionyl-[Ser(Ac)5,AzaGly7,Arg(Me)9,Trpl0]MS10
3-Phenylpropionyl-Asn-Ser (Ac)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000OD5470 des(1)-[D-Tyr2,D-Pya(4)3,Ser(Ac)5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Pya(4)-Asn-Ser (Ac)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 5480 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,10¥ ,CSNH]MS10
D-Tyr-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Phe¥ (CSNH)NH,
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0 000 0O 5500 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 5510 Ac-D-Arg-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 000 0O 5520 D-Dap-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Dap-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 00O D 5530 D-Nle-[Acpl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Nle-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 0O0O0OD 5540 D-Arg-[B -Alal,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Arg-p -Ala-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 0O 0005550 D-Arg-[y -Abul,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Arg-y -Abu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 5560 D-Arg-D-Arg-[y -Abul,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0O]MS
10

D-Arg-D-Arg-y -Abu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0O 0O 5570 D-Arg-D-Arg-D-Arg-[y -Abul,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Tr
p10]MS10

D-Arg-D-Arg-D-Arg-y -Abu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
0000 0O 5580 des(1)-Ac-[D-Tyr2,D-Trp3,AzaGly7,Arg(Me)9, Trpl0]JMS10
D-Tyr-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5590 des(1-2)-3-(4-HydroxyphenyD)propionyl-[D-Trp3,Thr5,AzaGly7,Arg(Me
)9, TrplO]MS10
3-(4-Hydroxypheny)propionyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 5610 D-Arg-[Acpl,D-Tyr2,D-Trp3,Abud,AzaGly7,Arg(Me)9,Trpl0]MS10
D-Arg-Acp-D-Tyr-D-Trp-Abu-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 000D s5620 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 5630 des(1)-Ac-[D-Tyr2,D-Trp3,Aze(2)5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Aze(2)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 5640 des(1)-Ac-[D-Tyr2,D-Trp3,Val5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Asn-Val-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5650 des(1)-Benzoyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Benzoyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 00 0 0O 5660 des(1)-Cyclopropanecarbonyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,
TrplO]MS10
Cyclopropanecarbonyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
O00D0DB5670 des(1)-Butyryl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Butyryl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005680 Ac-[D-Argl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Arg-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005690 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,6% 7,CH,NH,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-PheW (CH,NH)Gly-Leu-Arg(Me)-Trp-NH,

000005700 des(1)-Me-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS10
Me-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005710 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

O00O0DS5720 des(1)-[D-Trp2,D-Pya(4)3,AzaGly7,Arg(Me)9, Trp10JMS10
D-Trp-D-Pya(4)-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005730 des(1)-Ac-[D-Tyr2,D-Trp3,Abu4,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Abu-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
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0O 000D 5760 des(1)-Ac-[D-Tyr2,D-Trp3,GIn4 ,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-GIn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005770 des(1)-Ac-[D-Tyr2,D-Trp3,Ser4,AzaGly7,Arg(Me)9, Trpl0O]JMS10
Ac-D-Tyr-D-Trp-Ser-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000005780 des(1)-Ac-[D-Tyr2,D-Trp3,Thr4,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Thr-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000D 5790 des(1)-Ac-[D-Tyr2,D-Trp3,Alb4 ,AzaGly7,Arg(Me)9, Trp10]MS10
Ac-D-Tyr-D-Trp-Alb-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0O 5800 des(1)-Ac-[D-Tyr2,D-Trp3,Ser(Me)5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Ser (Me)-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D 5840 des(1)-Ac-[D-Tyr2,D-Trp3,Dap(Ac)4,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Dap(Ac)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0 000 0O 5850 des(1)-Ac-[D-Tyr2,D-Trp3,Dap(For)4,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Dap(For)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 5860 des(1)-Ac-[D-Tyr2,Thr5,D-Phe6,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-Trp-Asn-Thr-D-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0D 5890 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Nal (2)10]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Nal (2)-NH,

0000 D5900 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Thi (2)10]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Thi-NH,

000005910 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Tyr10]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Tyr-NH,

O00O0OD>5920 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Phe(4F)10]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe (4F)-NH,

000005940 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Hph10JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Hph-NH,

0000 0 5950 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,ChalOJMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Cha-NH,

000005960 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,LeulO]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Leu-NH,

000005970 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,D-Phe6,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-D-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 05980 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-Gly-Leu-Arg(Me)-Trp-NH,

000005990 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,0rn9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-0rn-Trp-NH,

O00O0ODeood des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg-Trp-NH,

0000ODe010 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,D-Phe6,Arg(Me)9, Trp10JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-D-Phe-Gly-Leu-Arg(Me)-Trp-NH,

O00OD0D e020 des(1)-Ac-[D-NMeTyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-NMeTyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0ODe030 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,D-Phe6,AzaGly7,Arg(Me)9, Trpl0]MS
10

Ac-D-Tyr-D-Pya(4)-Asn-Thr-D-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6040 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Tos)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Tos)-Trp-NH,

00000 e050 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(N02)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(NO2)-Trp-NH,

000006070 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me2)asym9, Trpl0]MS10
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Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me2)asym-Trp-NH,

00O0D0OD e080 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me2)sym9, Trp10]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me2)sym-Trp-NH,

00000 6090 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Et)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Et)-Trp-NH,

0O0O0C0OD 6100 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Lys(Me2)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Lys(Me2)-Trp-NH,

000006110 des(1)-Ac-[Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000ODe120 des(1)-For-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
For-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006130 des(1)-Propionyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10

Propionyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O 00006140 des(1)-Amidino-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl10]MS10
Amidino-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O0O0O0OD 6150 des(1)-Ac-[Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6160 des(1)-Ac-[D-Ala2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Ala-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006170 des(1)-Ac-[D-Leu2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]JMS10
Ac-D-Leu-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6180 des(1)-Ac-[D-Phe2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]JMS10
Ac-D-Phe-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0D 6190 des(1)-Ac-[D-Nal(1)2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Nal (1)-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 D 6200 des(1)-Ac-[D-Nal(2)2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Nal (2)-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006210 des(1)-Ac-[D-Lys2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Lys-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000OD 6220 des(1)-Ac-[D-Glu2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl10]MS10
Ac-D-Glu-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6230 des(1)-Ac-[D-Tyr2,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0OD 6240 des(1)-Ac-[D-Tyr2,Pya(4)3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O0000OD 6250 des(1)-Ac-[D-Tyr2,D-Ala3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Ala-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6260 des(1)-Ac-[D-Tyr2,D-Leu3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Leu-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0De270 des(1)-Ac-[D-Tyr2,D-Phe3,Thr5,AzaGly7,Arg(Me)9, Trpl10]MS10
Ac-D-Tyr-D-Phe-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6280 des(1)-Ac-[D-Tyr2,D-Thr3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Thr-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0OD 6290 des(1)-Ac-[D-Tyr2,D-Lys3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Lys-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000OD e300 des(1)-Ac-[D-Tyr2,D-Glu3,Thr5,AzaGly7,Arg(Me)9, Trp10]MS10
Ac-D-Tyr-D-Glu-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006310 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Ala6,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Ala-AzaGly-Leu-Arg(Me)-Trp-NH,

000006320 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Leu6,AzaGly7,Arg(Me)9,Trpl0]MS10
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Ac-D-Tyr-D-Trp-Asn-Thr-Leu-AzaGly-Leu-Arg(Me)-Trp-NH,

O000OD0D 6330 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Lys6,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Lys-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6340 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Glu6,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Glu-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6350 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Pya(4)6,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Pya(4)-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6360 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,NMePhe6,AzaGly7,Arg(Me)9, Trpl0]JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-NMePhe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006370 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Phe(4F)6,AzaGly7,Arg(Me)9, Trpl0]MS1
0

Ac-D-Tyr-D-Trp-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

O0O0OD0OD 6380 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,Phe(4F)6,AzaGly7,Arg(Me)9,Trpl0]
MS10

Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH,

O000OD 6390 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Lys9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Lys-Trp-NH,

000006410 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Ala8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Ala-Arg(Me)-Trp-NH,

000006420 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Val8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Val-Arg(Me)-Trp-NH,

00000 6430 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Phe8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Phe-Arg(Me)-Trp-NH,

0000 0O 6440 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Ser8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Ser-Arg(Me)-Trp-NH,

0 00O0OD 6450 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Har9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Har-Trp-NH,

00000 6460 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Har(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Har(Me)-Trp-NH,

000006470 des(1)-Ac-[D-Tyr2,D-Trp3,Asp4,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asp-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006480 [Glyl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Gly-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O0O0OO0OD 6490 Ac-[Glyl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-Gly-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000O0Des500 [D-Tyrl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
D-Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0O 000D e510 Ac-[D-Tyrl,D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006520 pGlu-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
pGlu-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6530 des(1)-Ac-[D-Tyr2,D-Trp3,D-Asn4,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-D-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0OD 6540 des(1)-Ac-[D-Tyr2,D-Trp3,D-Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-D-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000 0O 0O 6550 des(1)-Ac-[D-Tyr2,D-Trp3,NMeAsn4,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-NMeAsn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6560 des(1)-Ac-[D-Tyr2,D-Trp3,NMeSer5,AzaGly7,Arg(Me)9, Trpl0]JMS10
Ac-D-Tyr-D-Trp-Asn-NMeSer-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,,

000006570 des(1)-Ac-[D-Tyr2,Pro3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS10
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Ac-D-Tyr-Pro-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 D 6580 des(1)-Ac-[D-Tyr2,D-Pya(2)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Pya(2)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6590 des(1)-Ac-[D-Tyr2,D-Trp3,allo-Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-allo-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0ODe60d des(1)-Ac-[D-Tyr2,D-Pya(3)3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Pya(3)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006610 des(1)-Ac-[D-Tyr2,D-Pro3,Thr5,AzaGly7,Arg(Me)9,Trpl0JMS10
Ac-D-Tyr-D-Pro-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000De620 des(1)-Ac-[D-Tyr2,Tic3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-Tic-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006630 des(1)-Ac-[D-Trp2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0JMS10
Ac-D-Trp-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

OD00O0 06640 des(1)-Ac-[Tyr2,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-Tyr-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O0O0D0ODe6s50 des(1-2)-[D-Trp3,Thr5,AzaGly7 ,Arg(Me)9, Trpl0]MS10
D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6660 des(1-2)-Ac-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006670 des(1-2)-Hexanoyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]MS10
Hexanoyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 0 6680 des(1-2)-Cyclohexanecarbonyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]
MS10

Cyclohexanecarbonyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6690 des(1-2)-Benzoyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0JMS10
Benzoyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0OD 6700 des(1-2)-3-Pyridinepropionyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]
MS10

3-Pyridinepropionyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
000006710 des(1-2)-Adipoyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9,Trpl0]JMS10
Adipoyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000000 des(1)-Ac-[D-Tyr2,NMeTrp3,Thr5,AzaGly7,Arg(Me)9,Trpl0JMS10
Ac-D-Tyr-NMeTrp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0OD 6740 des(1-2)-6-Aminocaproyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
6-Aminocaproyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O000CO0ODers0 [D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 ere0 Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-Tyr-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

000006770 Ac-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Nva8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Nva-Arg(Me)-Trp-NH,

000006780 Ac-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,11e8,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-1le-Arg(Me)-Trp-NH,

O00O0D 6790 des(1-2)-Amidino-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Amidino- D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6800 des(1-2)-Glycoloyl-[D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Glycoloyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 e810 des(1)-Glycoloyl-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9, Trpl0]MS10
Glycoloyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 6820 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,GIn8,Arg(Me)9,Trpl0]MS10
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Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-GIn-Arg(Me)-Trp-NH,

0 000D 6850 des(1)-Ac-[D-Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9]MS10
Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe-NH,

00000 6860 des(1)-Ac-[D-Tyr2,D-Trp3,Gly4,AzaGly7,Arg(Me)9, Trpl0JMS10
Ac-D-Tyr-D-Trp-Gly-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

O00O0OD 6880 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Pya(4)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Pya(4)-Trp-NH,

00000 6890 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,D-Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-D-Trp-NH,

O00D0De910 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Tyr6,AzaGly7 ,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Tyr-AzaGly-Leu-Arg(Me)-Trp-NH,

000006920 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Trp6,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Trp-AzaGly-Leu-Arg(Me)-Trp-NH,

0000 D 6930 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Tyr(Me)6,AzaGly7,Arg(Me)9, Trpl0]MS1
0

Ac-D-Tyr-D-Trp-Asn-Thr-Tyr(Me)-AzaGly-Leu-Arg(Me)-Trp-NH,

O00OD0OD 6940 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Nal (2)6,AzaGly7,Arg(Me)9, Trpl10JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Nal (2)-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0De950 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Thi6,AzaGly7,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Thi-AzaGly-Leu-Arg(Me)-Trp-NH,

000006960 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Cha6,AzaGly7,Arg(Me)9,Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Cha-AzaGly-Leu-Arg(Me)-Trp-NH,

O00D0De980 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Abu8,Arg(Me)9, Trpl0]MS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Abu-Arg(Me)-Trp-NH,

000006990 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,AzaGly7,y MeLeu8,Arg(Me)9,TrplO]MS1
0

Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-y MeLeu-Arg(Me)-Trp-NH,

00000 7000 des(1)-Ac-[D-Tyr2,D-Trp3,Thr5,Aib8, ,Arg(Me)9, Trpl0]JMS10
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-Gly-Aib-Arg(Me)-Trp-NH,

00000 7010 des(1)-Ac-[D-Tyr2,D-Trp3,Dap4,AzaGly7,Arg(Me)9,Trpl0OJMS10
Ac-D-Tyr-D-Trp-Dap-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 7020 des(1)-Ac-[D-Tyr2,D-Trp3,Asp(NHMe)4,Thr5,AzaGly7,Arg(Me)9, Trpl0O]M
S10

Ac-D-Tyr-D-Trp-Asp(NHMe)-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,

00000 7030 des(1)-Ac-[D-Tyr2,D-Trp3,Asp(NMe2)4,Thr5,AzaGly7,Arg(Me)9,Trpl0O]M
S10

Ac-D-Tyr-D-Trp-Asp(NMe2)-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH,
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Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0O O O O O 5500 O
Ac-D-Arg-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 O 0O O O 551

ad

D-Dap-Acp-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O O 0O O O 0O 5520 O
Ac-D-Tyr-D-Trp-Asn-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0O O 0O O O 5580 O
3-(4-Hydroxyphenyl)propionyl-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O O O
O 0O 05590 O
Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 0O O 0O 0O 5620 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe-NH, 0O 0 O 0O O O 5710 O
Ac-D-Tyr-D-Trp-Alb-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 0 O O O 5790 O
Ac-D-Tyr-D-Trp-Dap(For)-Ser-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0O O O 0O 5850 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Nal(2)-NH, 0O 0 O 0O 0O O 5890 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Phe(4F)-NH, 0O O 0O 0O O O 5920 O
For-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O O O O 6120 O
Propionyl-D-Tyr-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O 0 0O O 0O 6130 O
Ac-D-Phe-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O 0O O 6180 O
Ac-D-Tyr-D-Phe-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 0 O O O 6270 O
Ac-D-Tyr-D-Trp-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH, O 0 O O O O 6370 O
Ac-D-Tyr-D-Pya(4)-Asn-Thr-Phe(4F)-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 0 O 0O O 6380 O
Ac-D-Tyr-D-Pya(2)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 O O O O O 6580 O
Ac-D-Tyr-D-Pya(3)-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0 0 0O O O O 6600 O
Ac-D-Trp-D-Trp-Asn-Thr-Phe-AzaGly-Leu-Arg(Me)-Trp-NH, 0O 0 O 0O O O 6630 O
ooooooao
goooooao

O

Ooooooogooao
OO0 ooogo-gogoao

O

Oo0oooogooao
OO0 ooogoQgogoao
OoOoo0ooogdg
O 0Ooooo
O oOoooo
O 0Ooooo

O

o0

hOT7T1750

O

O

0

OoOoo0ooogd
OoOoo0ooogd
I B
O oOoooo

crooboooobbooooboboooobobooobboooobaob

O

O0Ooo0oooand
OoOoo0ooog
I B
OoOoo0ooodg
O0Ooo0oo0ooao
OoOoo0ooog
O0Ooo0oooao
OoOoo0ooog
I B
OoOoo0oooog
O0Oo0Oo0ooao
OoOoo0ooog
OO0Oo0ooodg
OoOoo0ooog
OO o0oooog
I o B
OO0oOo0ooog
OoOoo0ooogdg
O0Oo0ooodg
I B
OOoo0ooog
I B
OOoo0ooog
I B
OoOoo0ooog
I B
OoOoo0ooog
I B

10

20

30

40

50



(100)

JP 2009-227687 A 2009.10.8

goooogao
OoOO0O0OO0O0O0O0O0ODOoDoOOOswe200 00 000O0O00O0ODOAOS3220 0 O Metastind 1-54
ocooooooOooobDOoooobO0ooo@ooboHD)dY+s@oUuooH)Y OoooobooDbDOoDoOO
goobobooooboebOO00obbOO0OO0bDbDOO0OO0DDDeODODOOO0OODDOOOOGDO
m [0 MetastinO Metastin 1-540 0 00000000000 OCDODOOCODOOOODODOOO
0000000000000 0DO0DO0DO0DO0DO0DO0DODODOODODOOO30000a0
ooo0ooDDbOO0O0oO0ooooooOswe200000DDO00O00O00OO0ODODOS05000 Metastin 1-54
ocooocooo0oooDOoooobooo@Uuo)Yyx@uUuooHYoooooboooooao
ooocooODbObOb0DoOOoUoOoOODODDOOODODUOOOODeOODODODOOOoOOOODOO
m [J Metastinl Metastin 1-540 0 0 000 O00O0ODODDODOOOOOOOOODDOOOOO
0000000000000 0D0D0DO0D0DO0DO0DOoDOoDOoDOoDOo3WO0000
ugogoboboooooboouooboooobobbooobbooooobboooobboooooan
oooobObOO0OO0DO0ooooobobDbOO0OOODOOOODDODDODAaODOOOOODODDOGO
nmol/kg0 OO0 0O De OO0 OO0OOODODDO nmoli/kgD OO DODOODODOOODODOODODO
cooocOnmol/kgD O ODOOODODODODODODOODODOOOODDODODDx0OOOOOODO
o++o000000000o0ooocobobbooooooocooobobobobooooooooobooao
goooooooboboogoobooobbobooobobooobbooobbooooboao
a
ooocooobooboooooooooobobboboooooooobobobobooooooooobooao
ooocobObOObOO0oDooooobobDbOO0OOODOOOODDODDODeODOOoOoOOODOO
nmol/kg0 OO OO OOOODODDODODODODOOODODODOOD+x0ODODOODO0D0ODOOx0OD0O
ugogoboboooooboouooboooobobbooobbooooobboooobboooooan
ooocooboboooooooobbboboooooooobbbooooooooooboao
gooooooobooooboooobobbooobbooobbooobbooooboan
gooboboooooboboouobbot0obbbO0O0ob0obiOO0O0ob0bed0onooooonOnnO
nmol/kg0 OO OO OOOODODODODODDOOOODODODOOD=+x0ODOOODOODODOOx0OD0O
goooooooboboo
goooooooboooobooobobboooobboooobboooboboooooan
0 I A I N B 0 e R A A B e B N N R N N NN N N N R NN R RN R
oo0DO0 nmol/kgD ODODOOODODDODODODDODOOOOODODODDODOODOD+xDO0O0OO0ODODOO
gd+x00000b000o0bboo0ood
gogoboboboooobbodoooobboooobboooobooooboboodd O0(3)od
I I o By N A B O A A e B e A A A N B N I Y R NN NN N
oooo nmol/kgD O OO ODQOODDODOOOO@3d)oooooooooo+xoDoDbOoO
gobobo+x0o0o0o0o00ooboooooan
ooocooobooboooooooooobobboboooooooobobobobooooooooobooao
goobooooobboooboboeobbbO0OO0oobbOO0O00DDbedoboooobO
nmol/kg0 OO OO OO0OODOODODOODOOODODODOOD+x0ODODOOCDODODODOOx0OD0OO
ugogoboboooooboouooboooobobbooobbooooobboooobboooooan
gooao
gooooooobooooboooobobbooobbooobbooobbooooboan
0o0o0o0D0DDOO00000d0ooo0o0D0DDbDod0d0OUOUODDODDODDDOOOOeedODOKISS1I-
305 OO0 nmol/kgD OO OO0 ADODOCDOODOOOOOD nmol/kgd OO OO OODODO
gooooooobobood+x00O00bbbO0oo+xDbbO0o0oo0bbOooobboooobnob
goobooooooobooooobooobobobbooooboboooooboboooobobooooonan
ooocoobObOoooooooooobooooo
ooocoobobobooooooooobbbooooooooobbobobooooooooboao
0000000000000 0DDoe0l00l000O0O0ODD0DDODDDDOOOe OO O KISS1I-3050
OCoOO0O0O0O00O00D0 nmol/kgD D0 O D OO0 a000OKESS1-3220 0000000000

nmol/kg0 O 0D O0ODODOOODOOOODODODDODODOOOODOD+x0ODOODODOODOOx0O00

10

20

30

40

50



(101) JP 2009-227687 A 2009.10.8

00000000 oD0oo0DO0DO0oo0D0Do0ooDo0oo0Do0DO0o0DO0Do0oDoDU0ooDDO0oOoDOo0DOoo0Do0DoOoODOoOoDaO
00
ooooooo0oooDOooo0DOooU0ooDUoooDO0oDO0ooDUooDDO0ooDOoDooODUooDUOoLoOaO
0000000000 oo0DO0ooDo0Do0oDo0ooDUooo0DOooDoDooDooOoDoOooOOO0
0oo0oo0oo0oDOooo0Do0oo0DooDoooDO0oDo0DOoDU0ooDDO0ooDOoDOooODOoDoODOoOoaO
00000000 ooDO0ooo0Do0ooOU0oDoooDOooDUooDoDUooDoDOooDooOooOo
0oo0ooDoDDoDo0D0o0o0o0o0oo0DoDDDo0D00DO00O0OFHOOODOODOODOoODoDODOOOOd
000000 o0ooDO0ooo0Do0ooo0DooDo0oooDO0o0WKHODODO0DOoODOoOoODODOOOOnDn
0oo0oo0oo0oooDOooo0Doo0ooDUoooDO0oDO0DooDU0ooDDOooDOoDooODOoDoOoDOooOaO
ooo

ooo0oDoDoODo00o0oooooooDoDoDOoOoOoFrFHOOOOOOOOODDODOO
000000000 D0ooo0DO0o00Do0oD0o0WKHODODODOOODODODODODDOD
ooooooo0oooDOoooDooO0oooDoooDO0oDo0oooDUooDoDOoooDooODOooDoOooaOo
000000000 DO0ooo0Do0oDU0ooDo0ooDo0DO0o0DO0DooDU0ooODOooDOoDOooDoDoOooDoOooOaOo
0000000000000 o0Do0Do0D0D0Oe 00000 DOOODOO0OOnD
ooooo0ooo0ooDOooo0DOooU0oooDUoooDO0oDo0DooDUooDDUooDoDooODOooDDOooOaO
00000 A00O0ODODOCOODODOODUOODODOOeO0O0OOOO0DOOOOODOODOO
OoOo0oo0ooo0oDooo0Do0ooDo0DooDooDoDo0oDo0DooDooDDOooDoDooODoDooDooaOo
0000 A000O0ODODDOODODDODODODDODOeOdD0ODODODODODOOOODOO
OoDo0o0ooDoDooooooo

OoDoooo
0Ooo0oo0oo0oooDOooo0DoooDooDooNMOoo0ooDUooDoDOooDoDooODoDoDooaO
ooooo0ooo0ooDOooo0DOooU0oooDUoooDO0oDo0DooDUooDDUooDoDooODOooDDOooOaO
000000000 DO0ooo0Do0oDU0ooDo0ooDo0DO0o0DO0DooDU0ooODOooDOoDOooDoDoOooDoOooOaOo
0OoDo0oo0oo0o0DoDOooo0DooD0DooDooDoDO0oDo0DooDoDUooDDOooDOoDooDoDooDooaOo
ooooo0oo0oooDOoooDoo0ooDoooDO0oDo0DooDU0ooDDOooDOoDooODOoDoOoDoOoaO
000000000 DoDU0ooo0Do0ooU0ooDU0ooo0DO0o0DO0DooDUooODOooDOoDOooDoDoOooDoOooOaOo
000000000 o0D0o000ooD0ooDo0ooDo0Do0oDoDo0DooDooDOoDOooDO0On

O000M. Bodanszky 0 OO M.A. OndettiD OO0 00O O0ODOOO (Peptide Synthesis),

Interscience Publishers, New York (19660 )

O O O Schroederd O O Luebked O O O O O (The Peptide), Academic Press, New York
(19650 )

oooooDDODOoDo0ooooooooDoDoDOooooQ Ooo@) 019750 0

0oooDDoDDO0 ODCoODoODDoDO0Do0oo0o0ooooDDDoOO0O 10 DDODO0O000Odoivog 2050 (197

70)

000000000000 000O00 0140 000000 0000
0000000000000 0O00D00O0O0N0D0OOONONOOONONOoDOoODONooOoOooOooaO
000000000000 00O0000O0O0O00O0O0O0O0O0O0O0ODODONOoOOoONOoOoGooaO
000000000000 00O0000O0O000O0O000O0O000O0O0O0O0OO0OO0O0OoGoaO
000000000000 0000000000000000000000000000
00000000000 O0O0O0

0Dooooo

000000000000 000000000000000O0000000000000
0000000000000 0OO00D00OO0ODN0DO0OO0ONONO0DOONONODOODONOoOoOoNOooooaO
000000000000 00O0O0O00O0O0O0O0O0O0O0O0OO0ODONDOODONOoOOoOoOoOoGooaO
000000000000 00O0O0000O0000O0000O0000O00O00O0O0OoGoaO
D0O0O0O00O(PYBOP)DODODODODODDOODODOODODODOODODODOODOODODOOOOOO
0000000 (PYBroP)J7-00000000000-0-00000000000000
000000000000 000O000O0O00O0O0(PyAOP)DO0DODODOODODOOOOOO
00O0O002-(H-00000000-1-00)-1,1,3,30 0000000000000 (HBT



(102) JP 2009-227687 A 2009.10.8

wo2-((-0oooooooob0-1-00)-1,1,3,30 0000000000000 (HATY
2-(H-00o0obfo0oob-1-00)-1,1,3,3-00000000D0OO0OO0OODOOODODO
Ooo0estyoz2-G-000000-2,3-00000000D0)-1,1,3,3-0000000
Oo0oooooDoooooog @NTVDODoO-(N-OCOOoDoo)-1,1,3,3-0000000
O00oo0O0oDoOoooOoobOOoOo(@sTHLOOOODOODODODODDOODCCON,N-ODOO0OD
O0ooOO0oOoDOoOoIPCDHON-OO0DO-N"-G@B-00000D0O0C0CDOO0D)YOODOO
OooDoO(E¢GDIDHCHO O ODOoOoooooobbooooooooobboooooooao
HONB,HOBt,HOAt, HOOBtU D O O DO O O0O0O0O0O0OOOCOODDODODOODODOOooOooooODOaO
ooooODbOO0O00ao

O 0O0Doooogdg
O oo oooogdg
OO0 oooogdg
Oo0oooooogdg
OO0 oooogd
Ooooooogdg
O Oo0oooogdg
Ooooooogdg
O Oo0ooooogdg
Oooooooogogo
O Oo0oooogogog
OooooooQgogoo
O o0 oooogogog
Ooooooogogoo
OO0 oooogogog
Oooooooogogoo
O oo ooogogoo
OoooooooQgogoo
oo oooogogoo
OooooooogooOgoo
oo oooogogoo
O 0D oooogogog
oo oooogogoo
O oD oooogogog
oo oooogogoo
O oD ooooggog
oo oooogogoo
OO0 oooogogog
oo ooooogogoo
O oD oooogogog
oo oooooQgogo
O oo ooogogog
oo ooooogogoo
OO0 oooogogog
Oooooooogogoo
O o0oooogogoQg
Ooooooogogoo

eb0oDbOOO0DO0DOoooobooooboboooooooooobobboOooooooboooDoDao
ooooObOOO0oooooooooooao
ooobObOOO0oooooooooboao
gooboooobboooobbooano
u

O 0Oooo
O Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo
O 0Oooo
O O0ooo
O 0Oooo
O 0ooo
O 0Oooo
O 0ooo
O 0Oooo
O 0ooo

Oo0oooooo0ooDooo o0 oo ooogogogooao
O 0Oooo

N OO0 Do ooo4goooooggogog
Ooooooooooooooooogodg
O 0Ooo0oooo

OO0Ooo0oooogod

O Ooooo
O OooOgoao
O 0Ooooo
O Ooogooao

oo oooooogogooo

Bocl tert-0 0O 0O O
ad aoad ooao
ooao
FmocO
ooao
ooao
Oo00o00oao ooao
OO0 tert-0 0000000 OODOOOOOO

OoOoo0oOoogood

|
]

O
Cl- Br-zO
oooooao
oooooao
s 00000045 g0
oooDDbDOoOoO0oao
OoooDoDoooao
ooooDDoOOoOooaod
ooooDODbOoOoOoao ooocooOboboOoooouoooboobbooooo
ooooDoDoooao 0o0o0oDDOo00o0o0oo0ooooDoDoDoDooooooao
> 000000000000 O0O0COOOOOOOOODOOOODOOOOOCOODOD
ooooObOOO0o0ooooooooDbObOoUoUoUoUooboopobbooooo
O000Dtert-0 0000000000 Tre0 000000
Ooo0DoDDODOoO00ooooooooDoooooBzio 2,6-0000000
Oo0O0O0OBr-ZOtert-O00OOOOOOOODODOO
ooooDDOO0O0oOoooooDbDTosU O -OOODO-=-2,3,6-00000D00O
(Mtr)O DNPO BomO BumO BocO Trtl FmocO O O OO O 0O O O
ooooDoODOO0O0OooooQOTosOz, 4-0000-=-2,3,6-000000
ooMer), p-O00OCO0ODDOOOOODODODOBS), 2,2,5,7,8-0000
-6-0 00000 (me), 00O O0O-2-000000Wts)Od 2,2,4,6,7-00
Oo0o0o0O0o0O00-5-00000CPbHIBocOZONO,DOODODOODOOO
oon0D ooooObboOoooooooboz,Cl-Zz, 00D0OO0O0O0O0OOGQODQOBocO FmocO
TredMtr0 4,4-0 000 -2,6-0 00000000000 DOODODDODOODdeD D 0D OOOO
0ooo

ooo0o0DObOO0O0O00oOooooObDoOOoO0oOoOoUooooooror)d z, Boc MtsO MtrO O
ooocooobao

O Ooooo
O 0Ooo0ooao
O 0o oo

=

Ooooooogdg
Oooooooodg
O 0Oo0oo0ooao
O0Ooo0oooao
OOo0o0oooogdg
Ooo0oooogodg
OOo0o0oooogdg
Ooo0oooogodg
OO0Oo0ooodg
O oOoooo
OO0Oo0ooodg
O o0Ooooo
O Ooooo
OO0Oo0ood
OooOoo0oood
OoOo0o0oooogdg
O

OO0 oooooogogoo
oo oooooogogooo
OO0 oooooogogoo
oo oooooogogooo
OO0 ooooogogoo
Oooo0ooogogooao

OO0 oooooggogog
Oooooogogoooaoo
OoooooQgogoao
OOoo0oooogod

Ooooooo0ooooogoooao
OOo0Doooodgogooao



e e e Y Iy

[y o
OoooooooOoooOooooooooooboOoooooooooooooooooooOoQgoao

Ooooooooooooooooooooogoag

oaddg
ooao
ooao
ogddg
udad
HONBO
oogdg

]
|
OoOooDoooooooogogoogao [

O O

(103) JP 2009-227687 A 2009.10.8

OCoOO0o0O0O0ooO0ooDOoooOoocOoOgTrt, O0DO0O0 Kan)d 4,4"-00000O0
OCoOObh)yD2,4,6-0000000000Cmob) 00 O0O00O0O0DOO

ooooboboooooooooobbbooooooooobboboooooooboao
gooboooooboogogoboooobobooobboboogobez2,4,5-00000
oboz2,4-0000000000C00DO000000O0CODODDOOOOOOOOGO
N-ODOOOooooOD0OD0O000 ODOo0oo0ooooooobODbbOO0ooooxoBto OO O
g-7-0o0bobooo0oboboo0o0HoAtOD 000D OO oobobooooboooao
gooboboooobooooboooooboobooooboboooooboboooooboad

0o
0000000000000 D0DO00O0DO0OPdOO0DOOOPMOODOODODOODODOOO
0000000000000 000000D0O0D00D0D00D0O0Do0DOooDOooooOan
0000000000000 0000000000000TMSBrO O OO OO0
0000000000000 D0D0D0D0D00D0D0DO0o0D0oDooOoD@ODoOooo)
0000000000000 D0D00D0D00D00D00D0D0o0D0o0DoDoOooOooooOan
0000000000000 0000000000000000000000an
0000000000000 D0DO0D0O00D0DO0DO0D0D0DO0oDoDOoOoOooDOooOaO
0000000000000 0D00D0D00D00D0D0D0D00D0o0DoDo0oDo0oooOan
0000000000000 0000000O000D000D0O0o0DOoOoOooooOan
1,4-0000000001,2-0000000000000000000O00O00O00O0
0000000000000 D0D00D02,4-0000000000000000
0000000000000 000000D0O0D00D0D00D0O0Do0DOooDOooooOan
1,2-0000000001,4-0000000000000000000O00O000O0
0000000000000 D0D0DO0D000D00D0DO00D00D0o0oDOooDooooOan
0000000000000 0D000000O000D0D00D0O0Do0DoOoDOooooOan
0000000000000 D0DO0D0O00D0DO0DO0D0D0DO0oDoDOoOoOooDOooOaO
oo

0000000000000 0000000000000000000000a0
000000000000 e 00000000000 DO0OO0ODODO0OODODOODDOO
0000000000000 00000000D00000eO00000D0O0O0OO
0000000000000 0000000000000000000000an
0000000000000 D0DO0D000D0D0DO0D0D0D0D0o0oDOoOoDo0ooDooOan
0000000000000 D0D000D00D0O0D0O0D0D00D0O0DoDOooDOooooOan
0000000000000 0000000O000D000D0O0o0DOoOoOooooOan
0000000000000 D0DO0D0O00D0DO0DO0D0DO0o0DO0DO0oDo0DOooOan
0000000000000 D0DO0oOoODao

oo

0000000000000 O00O0oONo0o0o0o00O000o0o0ooDooooooan
0000000000000 D0D0DO0D000D00D0DO00D00D0o0oDOooDooooOan
0000000000000 D0D000D00D0O0D0O0D0D00D0O0DoDOooDOooooOan
0000000000000 00000000000000000000000a0
Oo00

0000000000000 o0D0o0ONoo0O0o0o0o0o0D0o0Do0o0oDooDooooan
0000000000000 D00000000000O0o0an
0000000000000 00O00O0O0ONo0o0o0o0o0o0o0o0oDo0oooooan
g
0o0O0oo0o0DO0oo0DO0ooDOoOooDooOoonooooooooo3®wo™oo3®000
oooooooo

10

20

30

40

50



(104) JP 2009-227687 A 2009.10.8

ooooonoD
ooocooobooboooooooooobobbobooooooooobobobobooooooooobooao
ooocoobobobooooooooobbbooooooooobbobobooooooooboao
,2O00o00oooocoooooobuooooboooooobooooooooobDOoooOoOd
ooooboboOoo0ooooooooobobbooooooocobobobbboboboooooooobooao
o,0ooooooboboboooooobocobbboboooooooobbbooooooan

ooooboboooooooobbboooooooooDbbOo, 0000000000
goobboo00ooooooobsz gb0000000000000c 0000000020
1ol oboooObOO0OO0O0DoooooooObboooooooboobobboon, b0
ooo0obb0DaoO00O0O0OO0ODODO0OO0DO0D0aoOO0OO0OO0ODODD, 00000000 ,_1,40
goooobooooobooooobooooobooooboboooobobooooboboooao
gadagao

ooooaon
goooboooooobooooobooooboooobobooooboboooobbooao
gogobobooooooooooboooooboooobobooooobooooboboooado
oooobObOO0OO0oDo0oooooooOobObbOooooooocobobbbobooooooooobooao
goooooooobobooogooboooobobooobobooooboboooobobooo
gogoooboooooooooooboooooobooooobobooooobooooboboooao
oooobOobOOoO0oDoooooooOobobbooooooocoobbbobooooooboooobooao
ooooboboooooooooOobobbooooooooobboboooooooobooao

‘fuobooboobooooboboooooboboooooboooobobbooooboboooobboo

[

OO oOQgooo
O 0Ooo0oooo
O Oogooo
O 0Ooo0oooo
O Oogooo
O 0Ooo0oooo
O OooOgooo
O 0Ooo0oooo
O OooOgooo
O 0Ooo0oooo
O Ooogooo
O 0Oo0ooOooao
O OooQgoooo
O 0Ooo0oooao
O 0Ooo0oooo
O 0Ooo0ooOooao
O 0Ooo0oooo
O 0Oo0ooOooao
O 0Ooo0oooo
O 0Oo0ooOooao
O 0Ooo0oooo
O 0O o0Ogooo
O 0Ooo0oooo
OO o0gooo
O 0Ooo0oooo
OO oQgooo
O 0Ooo0oooo
O Oogooo
O 0Ooo0oooo
O OooOgooo
O 0Ooo0oooo
O OooQgooo
O 0Ooo0oo0ooao
O OooOgoooo
O 0Ooo0oooao

OOoo0ooood
O O0Oo0oooogod
O 0Ooo0oooo
O Oo0gooo
O 0Ooo0oooao
O O0Oo0goooao
O 0Oo0oo0ooo
O O0Oo0oooao
O 0Oo0oo0ooao
O Ooo0oooo
O 0Oo0oooao
O Ooo0oooo
O 0Oo0oo0ooao
O 0Ooo0oooo
O 0Oo0oo0ooao
O 0Ooo0oooo
O 0Oo0oo0ooao
O O0Oo0oooo
O 0Oo0oo0ooao
O O0Oo0oooo
O O o0OoOooo
O O0Oo0oooo
OO oO0oooo
O O0Oo0oooo
O Oo0gooo
O O0Oo0oooo
O O0Oo0gooo
O 0Ooo0oooo
O Oo0gooao
O 0Ooo0oo0ooao
O Ooooao
O 0Oo0oo0ooao
O Ooo0oooo
O 0Oo0oo0ooo

Inoogoooo0ogoboobooooobooooooboboooool
a goooooooboboooooboooooobooboao
goommmooooooboocoooboboooagado

gooocobobbooooooooobbooood
goooooobboooobooooobooOirnn

)

OoOooooaog
O O0ooo

ooobODbOOO0O0oooooooobobooood
gooooooobbooooooboooobnooo
gooonoooooooooooooooboooao

InoooooooooocooobobOob0oooooan

Ooooooo0ooooooooDooooooooodg
OO0 O0ooodUooooDodUoooDoDoooUooooodg
Ooooooo0ooooooooDooooooooodg
OO0 oDooo4doooogoggooood

Oooooooogogoao

1
a
u
O
g
a
O
g
a
O

OO0 oooodgogoao
OoooooogoQgoao
OOooooogogoao
OoooooogooQgoao
OooooogoQgoao
Ooooooogogogoao
OooooogoQgoao

g
u
O
g
g
O
g
g
1

Ooooooggdg

O

gogoooooooboooco oo ooooboooobbooobobooooban
IniooggooodogoobobodooouobobooooboboooobbooobooooDban
ooocoobOoOooooooonimoooooobobbooooooocoooboboooo

s s e e ) Y I



e e e Y Iy

OO0 oogogU0ooDoDooUgUUoDoDoo4gooooaog
Ooooooo0ooooooooDooogogooooaog
OO0 oooo0oU0ooDoDooUgUoUoDoDoo4gooooaog
OoooooooooooooDooogogooooaog
OOo0ooogo0gU0ooDoDooUogUoooDoDoogogoooaog
OoooooooooooooDoooogoooooaog

OO0o0oogo0o4ddUoooDoouUoUdUoooDooUoUoooDooogoogg
OoOoooooo0ooooo4o0ooDooo 4o ooooogogoQgg
OO0 o0oooodoooouUooddUooDooUooUgooooogogg
OoOoooooo0oooooo0ooDooooooooogogoQgog
OO0Do0oooodoooouUodoooDooUoUUoooooggg

Oooooogod

Oooooooooooooooooao

(105) JP 2009-227687 A 2009.10.8

gbooboboooobobooooooooooboboooooboooooboobooodo
goooooboooooooooobobooooooooobboboooo
OtertC 0000000 O0OOOOODODDOOOOOOOODODDOOOOO
gooboooobobooooobooooobobooooboooobobooo
gbobooooobboocommouobooooooboooobooooonan
goooooboooooooooobobooooooooobobbooooo
gobobobooooboboooobooboooobbooooobbooooboDbDirno
gboobooooboboooooooooobooboooooboooobooboooao
nioooocoooboobobobooooooocooobobobooooooooooao
gooboooobobooooooooobbooooboooobobooo
gbooboboooobobooooooooooboboooooboooooboobooodo
gboboboooobbooooboooobboooooboooobbooadd
goooooboboboooooooooboboooooooobobbooooo
gooboooobobooooboooobobbooooboooobbooo
gboooooobboogd
gooocoooooomoboboooooooocoboboboboooooonn
goobooooboboogooooboooobboooobooooboboogoo
goooooommomoooogogoboooobboao
gooocooooooonmooocoobommooobbboboooooonn
gooboooobobooooooboooobbooooobooooobooboooo
gboboboooobbooooboooobboooooboooobbooadd
goooooboooooooooobobooooooooobobbooooo
gooboooobbooogao
gboobooooboboooooooooobooboooooboooobooboooao
gooooobooooooooooboboooooobooobboboooo
gbooboboooobobooooooooooboboooooboooooboobooodo
gboobodooouobboooobooouoobobboooooboboooobboad
gooooboOboobobooooooooobboooao
gooboooobobooooboooobobbooooboooobbooo
gbooboooobbooooooooobobboooooboooobobooadd
goooooboooooooooobobooooooooobobbooooo
goobooooboboogooobobooobboooboboooobobooo
gboobooooboboooooooooobooboooooboooobooboooao
goooooao
goboboooobbooooboooooborSHOLHOOOODODOOODDO
gbooboboooobobooooooooooboboooooboooooboobooodo
gboboboooobbooooboooobboooooboooobbooadd
goooooboooooooooooboboooooooobobboboooo
gooboooobobooooboooobobbooooboooobbooo
gboobooooboboooooooooobooboooooboooobooboooao
goooooOobooooooooooobobooooooooobobbooooo
goobooooboboogooooboooobboooobooooboboogoo
gboobooooboboooooooooobooboooooboooooboboodo
oooocooobooboooooooooboOooooooooonob
goooooboboooooooooooonnmooooooobobbooooo
goboooobboooooooobooooobooobobonn
gboboboooobbooooboooobboooooboooobbooadd
oooobooobooboobooooooooobboboooooooao

10

20

30

40

50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e e A A A

e A s e s e e e e [ s e o B |

Ooooooo0oooooo0DooDooooooooogogogooao
OO0oooo40oooooooUdooDooUogUgooooggogao

O0Ooo0oooaoo
O O0Oo0ooogoao
O0Ooo0o0ooaoo
O0Ooo0oooaog
O0Ooo0o0ooao
O0Ooo0oooao

OoOo0ooOooooo0ooooo4o00 oo oooo0D oo oDoooDoooDoDooo0ooooaono
O0Ooo0o0ooao

I I Ay

OOooooogoogg

[ s
OoOoo0ooood

Oo0oooodQgooaoo

oad

Ooooooogogood

O

OOo0o0oooo40oooooooU0ooDooUogUogoDoDoogooooaog
Ooooooooooooooooooo0ooDoDoooooooao
Oo0oooo40ooooooUo0oDoDooooUo0ooDoDoogogogoooaog
Ooooooo0oooooo0oooooo0ooDoDoooooooao
OOo0ooooooooooo0ooooooo0ooDoDoogogooooaog

OoooooooooooooooooQgoao

O 0OooOooo
O Ooooo
O 0Ooooo
O 0Ooooao
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Ooo0ooao

ogoao

oo

1
O
O
g
u
O
t
a
O
g
a
u
O
g
1
O
g
a
O
O
g
u
O
g
a
O
g
0
U

ooao

(106)

JP 2009-227687 A 2009.10.8

Mnoooooooobobooonnmobooooobbooodd

ooocoobobooooooooooboboooooooboao
ooocoobODOoOO0oO0ooOorSHO LHOOOOGOGOOQOOODOO
goobooboooobbooooboooobobooooobao
uogoboboooobboooooobboooooboooooan
ooocooboOoooooooooboboboooooooboao
gooooooobooooobboooobobooooban
ugbobowHRHO O ODOOooooooooooboooooan
ooocoobobooooooooooboboboooooooboao
goooooooboooogogobboooobooboooooboao
goooooooboooooobboooooboooooan
uogoboboooobboooooobboooooboooooan
goocooObboooooooooboboboooooooboao
oo
inooogoobboooomnoodoooboooooooban
ooocooboOoooooooooboboboooooooboao
gooobooooobooogoobboooobbooooboao
goooooooooooobboooooboooooan
ooocoobobooooooooooboboboooooooboao
goocooboboooooooooboboboooooooao
gooooooobooooobboooooboooooan
uogoboboooobboooooobboooooboooooan
ooocooboOoooooooooboboboooooooboao
gooooooobooooommoobooboooobboo
ugoooooooboooooobboooooboboooooan
ooocoobobooooooooooboboboooooooboao
gooobooooobooogoobboooobbooooboao
goooooooboooooobboooooboooooan
ugogbobooouobbooouooobboouoooboooooan
gooomooooobooogobnooobboao
gogoboboooobbooogogoobboooooboooooan
ooocooboOoooooooooboboboooooooboao
goooboooooboobooogogobboooobbooooboao
ugoooooooboooooobboooooboboooooan
ooocoobobooooooooooboboboooooooboao
uogoboboooobboooooobboooooboooooan
goocoobbooooooooobboboooooooboao
goooboooooboobooooobbooooobobooooan
ugoooooooboooooobboooooboboooooan
ooocoobbOoooooooooboboboooooooboao
gooooooobooboooobo.gbobboooobobooad
goocooboboooooooooboboboooooooao

gogobooooobooogoooboooooboooobobbooooobobooooboboao

. ooooooooobobbobotooooocoobbbobooooobooobbooooo
ooocoobobooOoooooooobOboboboooooooobbbooooooooooboao

10

20

30

40

50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e A A

OoOoo0ooog
O0Ooo0ooog
OoOoo0ooogdg
OO0Oo0ooog
OoOoo0ooog
OOoo0ooodg
OoOoo0ooogd
OOoo0ooog
I B
OoOoo0ooog
O0Ooo0oooand
OoOoo0ooog

Ooooooooooooo0oo0ooDooUo oo oDoooo oo oDoDoo0oooDoDooo0oooDooogogQgog

O
O
O

e R s e s e s Y o A
Oooooooooooooo0 oo oooo0D oo oooooooDoDooogooooaog
O0o0oDoo40dUoooDooUdoooDoDoDUUoDoDoDoUUUUoooDooggogoooaog

Ooo0oooooo0ooooo oD oDoDoooo0ooDooogoooao
OO0 oDooog4ooDooUoo oo ooUogUoUooDooogogooao
OOo0oooooo0ooooo oD oDoDoooo0DooDooogoooao
OO0o0ooooooooooog oo oDooUogUoooDooogogooao
Ooooooooo0ooooo oD oDoDooooooDooogogoooao
OO0ooooo4ooooooog oo oo ooogUooooDooogogogooao

OooooooooooogQgaoQg
OoooDooogoooooggoQg

O
O
O

O Oooo

OJ
O
OJ

O 0Oooo

O 0Oooo

O Oooo
O O oo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O 0Oooo
O Oooo
O O0ooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0ooo
O Oooo
O 0ooo
O Oooo
O 0O oo
O Oooo
O 0O oo
O Oooo
O O oo
O Oooo

O 0Oooo

O 0Oooo

O oOooo

O 0Oooo

O 0Oooo

O Oooo

oo oooooogooooo
OO0 ooooogogoooo
oo oooooogoogoooo
OO0 ooooogogoooo

O
O
(]
O

O
O
O
O
O
O
O

O 0Oooo

O oOooo

Ooo0ooooooQgoogoo
OO0 ooooogogoQg
Ooooooooogoogoo
OO0 ooooogogoQg
Ooooooooogoogoo
OO0 ooooogogooQg
Ooooooooogoogoo
oo ooooogogoog
Oooooooogoogoo
OO0 oooooogogooQg
OoooooooogooOgoo

Oooooooogdg
OO0 ooooogg
Oooooooogdg
O Oo0Doooogg
Oooooooogdg
OO0 oooogg
Oooooooogdg
OOooooogdg
OoooooooQgodg
OOooooogdg

O 0Ooo0ooo

O
O
(]

O
O
O

O 0Oooo

O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0ooo

O oOooo

Ooo0oooQoogoao
OoooooQgogoao
OoooooOoogoao
OooooQgogoao
OooOooooOoogoao
Ooo0oooQgogao
OooOooooOoogoao

O
O
O

(]
O
O

O 0Oooo

O oOooo

O 0Ooo

(107)

O O
O O
O O

O
O
O

O oOooo
O 0Oooo
O 0Oooo

O O

O
O
O

O o0Ooo

O Ooo0oooao
O 0Oo0oo0oo0oao
O Ooo0oooao
O O0Oo0ooogoaog
O Ooo0oooao
O Oo0ooogoaog
O Ooo0oooao
O Oo0ooogoao
O Ooo0oooao
O Ooo0ooogoao
O Ooo0oooao
O Ooo0ooogoao
O 0Ooo0oooao
O Ooo0ooogoao
O 0Ooo0oooao

O oOooo

O o0Ooo

O 0Oooo

Q OO O
O 0Oooo

JP 2009-227687

]
O
]

O 0Oooo
O 0Oooo
OJ
O
O
O
O

O
O
O
O
O

O
O
O
O
O

O
O
O
O

2009.10.8

O Ooogoao

O 0Ooo0ooo

O oOooo
O 0Oooo

O Ooogoo

O 0Ooo0ooo

10

20

30

40

50



e e S e e e e e e e e e e e s e s e s o i [

OO0 oDoogogoooooogdg
OoooooooooooQgg
OO0 oDoogogogooooogogg
OoooooooooogooQgdg
OO0 oDoogogogooooogogg

(108) JP 2009-227687 A 2009.10.8

OoOoo0oooodgadg
Oooooogg
OoOoo0oooodgadg
OoooooQgg
O0o0o0oooogoogdg
Ooooooogdg
OO0ooooogogdg
OooooooQgdg
OOooooogoogdg
OooooooQgg
OOooooogogdg
OooooooQgg
OOoooooggdg
Oooo0oooQgdg
OOoooooggdg
OooooooQgdg
OOooooogogdg
Oooo0oooQgdg

OoOoo0oooogod
OOoo0oooogd
Oooooogod
OoOoo0oooogd
Ooo0oo0ooogod
OO0o0oo0oooogd
Oooooood
OoOoo0oooogd
OooOoo0oood
OoOoo0oooogd
OooOoo0oood
OOoo0oooogd

OOo0ooDooo0ooooo4ogoooooogoggooao
OooOoo0ooood

Oooooooooooooooooogooao
OOo0ooooo0ooooo4ogoooooogoggooao
Ooooocooooooooooooogooao
Oo0oooooo0ooooooooooogogooao
Ooooocooooooooooooogooao
OOoooooo0ooooooooooogogooao
Oo0ooooooooooooooooogooao
Oo0oooooo0ooooooooooogogooao

Ooooocoooooood
Oooooooooooogdg
OOoooocoooooood
Oooooooooooogdg
OO0 oDoDoo4gogooooogd

O Ooo0ooo
O OoO0ooo
O Ooooo
OO oOooo
O Ooooo
O Ooo0ooo
O Ooooo
O OooOooo
O Ooo0ooao
O Ooooo
O 0Ooo0ooo
O Ooooo
O 0Ooo0ooao

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

Oooooooo0oooooo00 oo oo oo oDooo0D oo oDoooooooo
O
O
O
O
O
O
O
O
OJ
O
OJ
O
O
O
O
O
O
O
O
O
O
O

Ooooooogoooogdg
OoooocoooooooOgodg
Oooooogogooooogdg
Ooooocooooooogodg
OooDooooooooogdg

Oo0o0oooo4o0ooooo4ddooooooo D ooDoDoDooUoUoooDoDoogogogooooaog
Ooo0oooogoogoao

e s e s e e e e e s e Y o A |
OoOooOooooo0ooooo4o00 oo ooo oD ooDooooDUoooDoDoooooooao
s e A s e s e e e s e |
OoOo0ooOooooo0ooooo4o00 oo oooo0D oo oDoooDoooDoDooo0ooooaono
e A s e s e e e e [ s e o B |
Oooooooo0oooooo00 oo oooo0D oo ooooDoooDoDoooooooaono
e s e s e e e e e [ e s e B |
OoOoooooo0ooooo o0 oo oooo0DooDoooo0DoooDoDoooooooaono
e s e e e e e [ s e B |
Oooooooo0oooooo00 oo oooo0ooDoDoooDoooDoDoooooooao

OooooogoQgoao
OOoo0oooogooQgoao
Oooooogogoao
OOoo0oooogoogoOoao
OoooooogoQgoao
OOoo0o0oooogooOgooOoao
Oo0ooooogogoao
OO0 o0o0ooodgogogao
Oo0oooogoQgoao
OO0 oooodogoao
OooooogoQgoao
OO0 oooodgogoao
Oo0oooooogogogoao
OO0 oooogogoao
Ooooooogogogoao
OOo0oooogogoao
Oooooogogogoao
Oo0oooogogoao
Ooooooogoogooao
Oooooogogoao
Ooo0oooogooQgoao

-ogogogoooogooboobobooooboooobobooobbooobboooobboo

gooano
gugooano
gooao

Oooooogoogg
OooooooQgdg
OoOoooooogg
OooooooQgodg
Oooooooogg
OoOoo0oooogadg
Oooooooogg
OoOooo0oooOgoadg
Oooooooogg
OoOoooooogoadg
OoooooooQgg
Oo0oooooogdg
OoooooooQgg
OOooooogogdg
OooooooQgdg
OOooooogogg
OooooooQgdg
Oooooogoogg
OooooooQgdg
OOooooogogg
OooooooQgag

Ooooooogoogoaoo
Ooooogogoao
Ooooooogoogoao
Ooooogogoao
Ooooooogoogoao
Ooooogogoao
Oooo0ooogoogoao
Ooooogogoao
Ooooooogoogoao
O Ooooo
O 0Oooo
O Oooo
O 0Oooo

O O
O O
O O
O O
O O
[ |
O O
|
O O
|
O O
O O
O O
O O
O O
O O
0O O
O O
0 O
O O
O O
O
OJ
O
OJ
O
O
O
O
O
O
O
O
O

10

20

30

40

50



Ooooooogg

s s e e e e I

e ) e A A
OoOooooooooooOooooOoooOooooooOoooDoDoooOooooooboDoooooooooooOooOooOod
I e A A A
OooooooooooOooooOoooOoooOoooOhooooDoooOoooOooohoooooooooooOooOooOod

e s s e e e e e e s s [ |

OO0 o0ooDoogogoooDoogogoooaog
Oooooooooooooooooao
OOo0ooDoogogUoooDoogogoooaog

O Ooooo
O OooOooo

OO0 oo oooooooooogodg
OO0 Do oDoogogogooooogdg
OO0 oo oooooooooogodg
OO0 oDoooogogogooooogdg
OO0 oooooooooooogodg

Ooooooooooaoo
OO0 oooodgogooao
Ooooooogooooao
OOooooogogooao
OooooooOooooaoo
Oooooogoooao
Ooooooooooao
Oooooogoooao
OooooooOooooOoao
Oooooogoooaoo
Ooo0ooooOooooOoao
Oooooogoooao
Ooo0oooooOoooOoao
Oooooogogoooao
OOoo0ooooOooOoooOoaoo
Oooooogogoooaoo
OOo0oo0oooOooOooOooOoao
Oooooogoooao
OOo0oo0ooooOooOooOooOoao
OoooooQogoooao
OO0 o0ooodgogooao
Oooooogogoooaoo
OO0 oooodgogooao
Oooooogogoooao

O OoOooo
O Ooooo
O OooOooo
O Ooooo
O OooOooo
O 0Ooooo
O Ooooo
O 0Ooo0ooao
O Ooooo

O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O

OoooooogogoQgoo
OOooooogogogao
OoooooogogoQgoao

OOooOoooao
O0Ooo0oo0ooaoo
O Ooo0oooao
O0Ooo0oo0ooaoo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O oOooo
O 0Oooo
O oOooo
O 0Ooo
O 0Oooo
O 0Oo0oo
O oOooo
OO oo
O oOooo
O 0Ooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo

O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O

O O

OooDooogooooooggogao
OoooooooooooQgoao
OooDooooooooggogao
OoooooooooooQgoao
OoooooooooogQgoao
OooooocooooooQgoao
OoooooooooogQgoao

OoooooOoogooao
Oooooogooao
OoooooOooOooao
OoooooQgooao
Oooo0oooOooOooao
OoooooQgooao
OooooooOoogooao
OoooooQgooao
Oo0Dooogo-gogoao
OoooooQgooao
OooOoogo-gogoao
OoooooQgooao
Ooooogogogoao
Ooooooogooao
Ooooogogogoao
OoooooQogooao
Ooooogogogooao
OoooooQogooo
Ooooogogooao
OoooooOogooao
Oooooogogooao
OoooooOoogooao

O o0Oooo
O oOooo
O o0Ooo
O oOooo
O 0Ooo
O 0Oooo
O o0Ooo
O 0Oooo
O 0Ooo
O 0Oooo
O 0Ooo
O oOooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O o0Oooo
O oOooo
O o0Oooo
O oOooo
O o0Oooo

(109)

O O
O O
O O

O O
O O
O O

O
O
O
O
O
O

O
O
O
O
OJ
O

0O O

JP 2009-227687

goooooao

O O
O O
O g
O O
O O
O O
O O

O 0Ooooo
O oOoooo
O Oooogoo
O oOoooo
O 0Ooooo
O oOoooo
O Ooooo
O oOoooao
O oOoooo
O oOoooao

O O

2009.10.8

gooano

O O
O O
O O
O O

O 0Oooo

10

20

30

40

50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e A A

OoooooQgooao

Ooooooo4o0ooooo4oDooDoooo oD oo oooo oo oDoDooooDooogooao

OO0 o0ooogogooao
Oooooogogogoooo
OOo0ooooogogooao
OoooooogoQgoo
OOo0ooooggogao
OoooooogogoQgoo
OOooooogogogao
Ooooooogoogoao
Oooooooggogoao
Oooo0oooogoogoo
OoooooogoQgoao
Oooo0oooogoogoo
OoooooogoQgoao
Oooo0oooogoogoao
OoooooogoQgoao
OOoo0oooooQgoo
Ooooooogogoao

OO0 o0DoDoodooDooodgooDooogoggogogoao
Ooooooo0ooooooooooogooao
OO0 o0oDoo4dooooo4ggooooogoggogooao
OOo0oooooo0ooooooooooogooao
OO0 o0DoDoo4o0dooooo4ggooooogoggogooao
Ooooooo0ooooooooooogooao
OO0 o0Dooo4odooooo4ggooooogoggogogoao
Oooooooooooooooooogooao
OO0 ooDooo0ooooo4ogooooogogogogoao

OooooooooooQgoogoao

O o0Oood

OO0 oooodogoao
Ooo0oooQgogao
OOo0ooogo-gogao
OooOoo0ooooQgod
OoOoo0ooogd
O oOoooo

O 0Ooooo
OoOoooo

O oOoooo

O oOoo0ooo

O oOoooo

O 0o oo

O
O

O O oo

O Oooo

O O ogo

O Oooo

O O oo

O Oooo

O O oo

O Oooo
O Oooo
O 0Oooo
O Oooo

O
O

O
O

O 0Oooo

OooDoooooooogogao

O 0o oo

[ |
O d

OooooooogoQoogoo
Oo0ooooogQgogoo
OoooooooQgoao
Oo0ooooogQgogoao
OoOooooooQgogoao
Ooo0ooooogogQgogoo
OoooooooOgoogoao
Ooo0ooooogogQgogoo
OoooooooOgooao
Ooo0ooooogogQgogoo
Ooo0ooooooOooOoao

OoooooooQgdg
O0o0Doooogoogdg
OoooooooQgg
OOooooogogdg
OooooooQgdg
OOooooogogdg
OooooooQgdg
OOooooogoogdg
Oooo0oooQgdg
OOooooogogdg
O Ooo0ooao
O Ooooo
O Ooo0ooo
O Ooooo
O Ooo0ooo

O OO
O O o

O 0o oo
O 0o oo

oo
HCO
OO0
OO
oo

O
O

O
O

O O O
[ i R |

O 0o oo
O 0o oo

oo
600
OO0
oo
oo

(110)

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

gooooboboooooooooobobooood

JP 2009-227687

O
O
O

O
O

2009.10.8

O
O

O
O

]

O

uogoboooobbooooobooooboad

O 0o oo
O Oooo
O 0o oo
O Oooo
O 0o oo
O Oooo
O 0o oo
O Oooo
Q O OO
O Oooo
O O ogo
O Oooo

[

O

O

O

OoOoo0ooood
O 0Ooooo
O 0Oo0ooOoo
O 0Ooooo
O 0Oo0ooOoo
O 0Ooooo
OO o0Ooog

O
O
O
O
O
O
O
O
O
O
O
O
O
O

O 0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0Ooo0oo0oao
O oOoooo
O 0Ooo0oo0oao
O oOoooo
O O0OoOooo
O oOoooo
O 0Ooooo
O oOoooo
O 0Ooooo
O oOoooo

O
O
O

O

O

O

od

TweenD 0O O 0O O
oooooooao
gooooooao
oooooooao
oooooooao

10

20

30

40



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

OoooooQgooao
OOoo0ooodg
OoOoo0ooogd
OOoo0ooog
I B
OoOoo0ooog
O0Ooo0oooand
O oOoooo
O oOoo0ooao
O oOoooo
O o0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0Ooo0oo0oao
O oOoooo
O 0Ooo0oo0oao

Ooooooogogooaoo
Ooooogogoao
Ooooooogogogoao

Ooooooooooooo0Doooooo0oooDoooooooao
OO0o0oooo4doooooUooDooUgUogoDoDoogogooooaog
Ooooooooooooo0ooDoooo0oooDoooooooao

O
O

O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O

OOoo0oooogogg
Oooo0oooQgdg
OOooooogogg
Oooo0oooQgdg
Oooooogogdg
OoOoo0oooQgdg
OOooooogoogg
OoOoo0oooQgdg
OOooooogogg
OoOoo0ooodgdg
Oooooogogg
OoOoo0oooodgadg
OooooogooQgdg
OoOoo0oooodgadg
Oooooogg
OoOoo0oooodgadg
OoooooQgg
O0o0o0oooogoogdg
Ooooooogdg
OO0ooooogogdg
OooooooQgdg
OOooooogoogdg
OooooooQgg
OOooooogogdg
OooooooQgg
OOoooooggdg
Oooo0oooQgdg
OOoooooggdg
OooooooQgdg
OOooooogogdg
Oooo0oooQgdg

OO0 0o oDoogQ0g oo oooUooUoooDoogoggooooooggg
OO0 oo oooOo0 oo oooo0 oo oo o0 ooDoooQgg
OO0 0o Oooo4Qo0 oo oooUo00UoOooDooogog4gooooooggg
Oo0ooDoooo0o0 oo oooo0o oo oo o0 ooDooogogog
OO0 0o oOoDoo4Qo0 oo ooo4o0o oo ooogog oo ooooggg
oo oo oOooo0 oo ooo o0 oo ooo o oooooQg-g
OO0 OoDoOooo4Qo0 oo ooo4o0o oo ooo oo ooooggg
oo oooOooo0 oo ooo o0 oo ooo o oo0ooogg
OO0 OoDoOoDoo4o0 oo oooOo0o oo ooo oo ooooggg
oo oooooo0 oo ooo o0 oo ooo o ooooog-g
OO0 ooDoo4o0 oo oooOo0o oo ooo oo ooooggg
oo oooooo0 oo oooo0o oo ooooooooogg
OO0 o0oOoDoOoooQo0 oo oooOo0o oo oo oo oDoooggg
OoooooOooo0 oo ooo o oo ooooooooogg

OO0 oo ooooOooooog
Oo0oooooooooood

O 0OooOgooo

(111)

O
O
O

O
O
O
O
OJ
O

OoooooooooogogoQgg
Oo0ooooooooooOodg
OoooooooooogogoQgdg
OO0 oDooogoooooogoogdg
OoooooooooogogoQgg
OO0 oDooogoooooogogdg
OoooooooooogogoQgdg
Oo0DoDoogogoooooggg
OoooooooooooQgg
Oo0oDoogogoooooggg
OoooooooooogQgdg
OooDooogoooooogoggdg
OooooooooooQgg
OooDooooooooggg
Oo0oooooooooQgdg
Oooooooooooggg
Ooo0oooooooooQgodg

OOo0o0oooodg
O 0O0oOooood
OOoooood
O 0O0o0oooodg
OOo0ooood
O 0O0o0oooodg
OOooooodg
O O0Oooood
OOoo0ooood
O O0Oo0oooodg
OOoo0ooood
OO0Oo0ooood
OOoo0ooood
OOoo0ooood
OOoo0ooood

O
|

O
|

O

JP 2009-227687

O
O
O
O
O
O

OJ
O
O
O
O
O
O

O
O
O
O
O

2009.10.8

10

20

30

40

50



e e e Y Iy

ey e e A
OooocoOooooooooooooooooooooooooooOooo.o

e s e e s e e e |
OoooooooooooooDooogogooooaog
OOo0ooogo0gU0ooDoDooUogUoooDoDoogogoooaog
Oo0oooooo0oooooo0ooooogogQgooao

OO0 oOoDooodooooogodgogoao
Oooooooooooogooao
Oo0DoDooo4dooooogogogogoao
Ooooooo0oooooQgooao
Oo0Doooo4gogooooogogogoao

Ooooooogogooao

OJ
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
(]
O
O
O
(]
O
O
O
O
(]
O
O
O

O

O Ooooo
O OoOooo
O Ooooo
O OooOooo
O Ooooo
O OooOooo
O 0Ooooo
O Ooooo
O Ooo0ooo
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Oo0ooao
O Ooooo
O 0Oo0ooOoo
O Ooooo
O 0Oo0ooOoo

Oo0ooooodogoao

OOo0oODoooUo0ooDooogUggoDoDooggooao

Ooooooogogogoao

Oo0oooooo0ooooooooooogoggooao

Oo0oooodgogoao

Oo0oDooo4ooooooo4UgoDoDooggooao

Ooooooogooao

Oooooooooooooooooogoggooao

Oooooodgogoao

Oo0DoDoooUo0ooooo4UogoDoDooggooao

Ooooooogooao

Ooooooo0oooooooooooogogogooao

Oooooodgogooao

Oo0ooDooo4o0ooooo4oooDoooggooao

Ooooooooooooooooood

Ooooooogogooao

O
O
O
O
O

O
O
O
O
O

Oooooogogooao

Ooooooooooooooooogdg

Oooo0ooogogooao

Oooooooooooooooooogodg

Oooooogogooao

Ooooooooooooooooogodg

Oooooooodg
Ooooooogdg
Oooooooodg
Ooooooogdg
Oooooooodg
Ooooooogg
OoOoooooodg
Oooooooogdg
OO0 oooogg
Oooooooogg
O Oo0Doooogdg
Ooo0oooooogdg
OO0 oooogdg
Oooooooogdg
O Ooooooggdg
OoooooooQgodg
O Oooooogg
OoooooooQgodg
O Oooooogdg
OooooooQgodg
OOooooogdg
OoooooooOgodg

Ooooooooooooooooogod

(112)

[ |
[ |
O O

Ooooooooooooooooogodg
Oooooooooooooooood
Ooooooooooooooooogodg

[ |

Ooooooooooooooooood

JP 2009-227687 A 2009.10.8

gooboooooobboooooan
ooooao
.0ooooocoobbboood
gooooooobbooonb.
u

000 .0o0oooooooao

O
O
O
OJ
O
]
O
[
O
O
O
O
O
O
O
O
(]

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

Ooooooo0ooooogogQgoao
Ooooooooooooogoao
Ooooocoo0ooooogogQgoao
OO0 oDooo4dgoooooggogaog
OooooooooooogogQgoao
Oo0DoDooodoooooggogao
Ooooooo0ooooogogQgoao
Oo0oDooo4doooooggogao
OooooooooooogoQgoao
Oo0ooDooo4dgoooooggogao
OooooooooooooQgoao
Oo0ooDooo4ogoooooggogao
OooooocoooooooQgoao
Oo0ooooo4gogoooooggogoao
OooooooooooooQgoao
Oooooo4ogooooogoggogoao
Ooo0oooooooooooQgoao

pudoooooobooooooban
gogbobooooobboooobboooadd
O

10

20

30

40

50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e A A

(113)

JP 2009-227687 A 2009.10.8

0000000000000 pO00D0O0DO0O0DO0DDO0ODO0DDODDODODODODODODDODODDODDOO
OO0OCarbomer0 0 D0 O0O0OODODDODODODDODOODODODODDODDODDODODODODDODDOO
0000 polycarbophilDO O OO0 0DOOOOODDOOOODO carcium polycarbophilld
00000000000 oo0o0ooDU0ooDooDo0DO0oDO0oDoDUooDoDooDoooDooDOO
0oOo0o0o0oo0oooDo0ooo0Do0oo0DoDoooDO0oODo0DOooDo0ooDoDOooODoODOooOOooOaon
Oooo

00000000 ooDooo0Do0ooDo0DooDoooDOooDOoDOooDoooDoOoao
Ooo0o0o0oo0oooDO0ooo0ooDo0DooDoooDo0oDo0DooDooDoDooDoooDoooOOg
0Ooo0o0oo0oooDO0ooo0DooODU0ooDOooo0DOo0oDO0o0oDUooDoDooDoooDooDOO
Ooo0o0o0ooU0ooDo0ooo0ooU0ooDoooDo0ooDo0ooDUooDoDoooDoooooOg
0000000000000 o0oD0DoDooDo0DO0o0D0DoDoDoDoDOooDOoDooDooDOOg
0oo0o0o0Doo0ooDOoooDO0oo0DooDoooDOooDOoDOooDOoooDOooaO
ooo0o0oo0oo0oooDOooo0DooU0oooDoooDo0ooDo0ooDUoooDO0oo0oO0Owwd OO0
ooooDoDooo0o0dwwl OOOooooooDoDoooooooowwd ODooooao
ooooooooooDooo0wwd DOODODOOoOODOooODOoDOoOoDO0DM/wyoooooodd
oooo0ooU0oooDOooO0DooODU0oDOoooDOooDU0oDUooDoDooDoooDooDDoOOd
oowwyloooooooooooooooDwwdO ODDDOODOOooOooooooOoao
wwilO0Oodooooooooowwdl OOOODOoOoooooooDoooooooooao
00000000000 oo0ooODU0o0DoDOooo0DooDUoooDooDOoDoOooDOoO

Ooooo

0000000000000 o0ooD0DooDooo0DO0o0Do0DooDooDoDooDoDooDooDOog
0oo0o0oo0oo0ooDO0ooo0DOooODU0oDooo0Do0oDO0oDUooDoDooDoDooDooDOOd
OoOooo0DooooDpDooooao

Oo0o0o0oOooooao
Ooo0o0o0oo0oooDO0ooo0ooDo0DooDoooDo0oDo0DooDooDoDooDoooDoooOOg
0oo0o0o0ooO0oDUoooDOooo0DooDoooDUooDoODOooDoooOoo
00000000 ooDO0ooo0Do0ooDU0oooDooOoDU0ooDo0DooDUoooDOooO,00o0w 0
0Oo0oo0o0o0ooDo0oooDO0ooO0o0 ,.000p0O0000
ooooo0ooO0oooDOooo0DooOD0oooDoooDo0oDOoDooDooDoDooDoooODooDOOd
ocooo0oooU0oooDU0ooo0OooDU0oDOooOoDOooDU0oOoDUooDoDooDOoooDUooDDoDOd
OoDooao

000000000 . 0co0o0o0o0o0owwl OODODODODODO . O0OOOO0O00OwwdO
OoO0oo0Doo0oooDoooDOoowwd OD00O0O

00000000000 Ooo0Do0ooDU0OooDooo0DO0oDU0oDoDUoDoDoOooDoooDoooOOg
Ooo0o0o0oo0oooDO0ooo0ooDo0DooDoooDo0oDo0DooDooDoDooDoooDoooOOg
0Ooo0o0ooDUoooDOoooDooDoooooao
Ooo0o0o0ooU0ooDo0ooo0ooU0ooDoooDo0ooDo0ooDUooDoDoooDoooooOg
0000000000000 o0oD0DoDooDo0DO0o0D0DoDoDoDoDOooDOoDooDooDOOg
0oo0o0oo0oo0ooDO0ooo0DOooODU0oDooo0Do0oDO0oDUooDoDooDoDooDooDOOd
O(CCRo5)0 00000000 nDnoDnD0nOc-bi-soHh00DdoOoDOooOooDOO
0o0o0o0DDoDoDo0o0o0o0oooo0oDoDoDOoDU0o0o0oo0ooDoDoDoDOoO0oOL-HPCOOOOOO
Ooo0o0o0oo0oooDO0ooo0ooDo0DooDoooDo0oDo0DooDooDoDooDoooDoooOOg
ooooo0oo0oooDOooo0ooDU0oooDoooDo0ooDO0oDooDoDooDoooDoooOd
0000000000000 o0ooU0ooDooo0DoO0oDo0ooDUooDoDOooDooooooOOd
00000000 ooDO0oo0Do0Do0ooDU0ooDooDO0oDO0DoDO0DOoDoDoDOoDOoODoDOoDOoDoODOoDODOO0
Oooooooao

Ooooo

00000000000 oDo0o0oo0D0DooDooDo0Do0o0Do0ooDooDoDooDoooDoooOog
0oo0o0oo0oo0ooDO0ooo0DOooODU0oDooo0Do0oDO0oDUooDoDooDoDooDooDOOd
oooo0ooU0oooDOooO0DooODU0oDOoooDOooDU0oDUooDoDooDoooDooDDoOOd

10

20

30

40

50



OooDOoooooOooobod
Ooooooogogoodg

~N
OJ

OoooooooOoooOhoooooooOoooooooooooooooooobooOoOoao
I Y e e e Y I Y I Iy

Ooooooo0oooooo0ooooDoDooo0oooDooogogooao
OOo0oDoo0o0U0oDoDooUUDoDoDooUUoooDooogogooao
Ooooooo0oooooooDoDoDooo0ooDoooogogoooao
OOo0oooo0oU00oDoDooUUoUoDoDooUUoooDooogogooao

OoOoo0ooog
OOoo0ooodg
OoOoo0ooogd

w

Oo0oooooo0 oo ooo o ooooogoQgog
e ) e e e e e s [
Ooo0ooooo o0 oo ooo o0 ooooogQgoQg
OO0 ooouogddooDooog oo ooogogog

O 0Ooooo
O Ooogoao
O Ooooo
O Ooogoao
O 0Ooooao
O Ooogooo
O 0Ooo0ooo
O Oooo

Ooo0oooooooooooogoQgdg
OO0 ooDooogogogoooooggg
Oo0oooooooooooogoQgg
OOo0ooDooooooooggg
OooooooooooooogoQgg

Oooooogogooao
Oooooooooooao

Ooooooo0oooooo0oooooogogQgoo
OOoDoDooo40odooDooog4ggooDoooggogao
Ooooooo0ooooooooooogogQgoo
OOo0oooo4odooooog4ogoooooggogao
Ooooooo0ooooooooooogQgoo
OoDoooo4oooooo4oooooooggoao
Ooooooo0ooooooooooogoQgoao
Oooooo4o0ooooo4ooooooggoo

Oooooooooooogogoooaoo
Oooooo4oooooogogooao

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
OJ
O
OJ
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
OJ
O
OJ
O
OJ
O
O
O

]
O
]
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

-

OO0 ooooogogog
Ooo0oooooogoogoo
OO0 ooooogogog
Ooooooooogoogo
OO0 ooooogogooQg

O
g
a

wwbODoO0oOoooDoooDooooooowwo

O
g
u

O

O
O

Oooooooooooogoooaoo
OoDoDooo4o0ooooogoggoooao
Oooooooooooogoooao
OooooooooooogogdQgoooao
OooooooooooogoOoooaoo
Oooooooooooogogoooao
OooooooooooogoOoooao
Ooooooooooog s oooao

O

OOoo0oo0oood

(114)

O 0Ooo0oooo
OOoo0oo0oood
OOoo0ooood
OOoo0oo0oo0ood

O

O 0Ooo0oooo

wwilOOODOoOOo0OoooooooDoOw
w/wl O OO0

O 0Oo0oo0oo
O 0Ooo0oooo
OO o0gogoo
O 0Ooo0oooo
OO o0gooo
O 0Ooo0oooo
OO oQgooo
O 0Ooo0oooo
O O0OoQgooo
O 0Ooo0oooo
O Ooogooo
O 0Ooo0oooo
O Ooogooo
O 0Ooo0oo0ooao
O OooOgoooo
O 0Oo0oo0ooao

O

ooooODboo0oood
ooooDDooO0oao

ooobD pOOOO
ooooDOoOO0o0oao

goobooooonon

ooooobOOoOO0o0oao
gooooooboano
goooboooobboooobooboogao

OooooooooooogogoOoooab-o
OooDoooo0ooooogoooao
OO0 o0Dooo4d0ooDoogdJgoooao
Ooooooo0ooooogoooaoo
OO0 oDooo40goooogdJdoooao
Ooooooo0oooooQgoooao
OOoDoDooo4Qgoooogdgoooao

Ooooooogod
OOoo0oooogd
OooOoo0oood
OOoo0oooogd
OooOoo0oood
OOoo0oooogd

|

O

O O

O
O

JP 2009-227687 A 2009.10.8

O

0
0

O
O
]
O

O
O
O
O

ooooao
ooooDao

ooooao
ooooao

gogooano

ooooOao

OooooooQgoo
Ooooooggogao
Oooo0oooQgg

O

0Oo0oooaQ
0Oo0oooo
,0O0O0Op O

gooooao
oooooao

O
O
O

ooao
ooao

O
O
O

(]
O
(]

O

3
N
0o =
|

Ooooooggoao
OoooooooQgooao
OOoooooogQgooao
OoOoooooogoQgooo
Ooooooggoao
Oooo0oooQgoao

O0Ooo0oooao
O Ooo0oooao
O 0Ooo0ooo

O
O
O
O
O
O

O
O
O
O
O
O

10

20

30

40

50



e e e Y Iy
e s e e s e e e e ) e ) e e e e s e s Y Y Y
v e Y Iy

e A s e s e ) e e e ) e A e s e A [ [
e e e e ey e R s [y [ |
e A s e e e e e e ) A e s e A [ [

OOooooooooooooooDooooooooogogQgoao
OO0ooDoodUoooooddoooDooo4ggoooooggogao
Ooooooo0oooooo0oooDoooooooooQgoao
OO0ooDoo4odUooooo4ddoooDooo4ggoooooggogao
OoOoooooooooooo0oooDoooooooooQgoao

O Ooooo
O 0Ooo0ooo
O OooOooo
O 0Ooo0ooo
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Oo0ooOoo
O Ooooo
O 0Oo0ooOoo
O Ooooo
O 0Oo0ooOoo
O Ooooo
OO oOooo
O Ooooo
O OoOooo
O Ooooo
O OoOooo
O Ooooo
O OoOooo
O Ooooo
O OooOooo
O Ooo0ooo
O Ooooo
O Ooo0ooo

Oo0ooooo o0 oo ooo o0 ooDooogoQgoQg

OO0 o0ooDoogogoooooggog

(115) JP 2009-227687 A 2009.10.8

ooobobooooobobobooooobobooooobond
ooobODbOOO0OO0oooobocobobOob0ooooan
ooobODbOO0OO0DO0ooooocobObO0oo0ooooano
oogoboboooobobboooobboooobDbn
uogboboooobbooooobbooooobod
os,0000000O0OC0DODODOOOOODOVZ/ZO
/0000000

OO0Oo0oooog

OoooooooooooogQgoQg
OooDooogooooooggg
Oo0ooooooooogogQgQg
OooDooooooooggg
OooooooooooogogQgdg
Oooooooooooggdg
Oo0ooooooooogoQgdg
Ooooooooooogogdg
Oo0ooooooooogoQgdg
Ooooooooooogogg
Ooo0oooooooooQgdg
Ooooooooooogogg
Oo0oooooooooQgdg
OoooooooooogQg-g
Oo0oooooooooQgdg
OoooooooooogoQgg
Ooo0ooooooooooQgdg
OoooooooooogQgg
Oo0oDoo4ooooooggdg
OoooooooooogoQg-g
OoDoDooooooooggdg
Oo0oooooQooooaoo
OO0 oDooggoooao

/000000

Ooooooooogooooao
OO0 oooooQgoooo
Ooo0ooooooogooOoooao
OO0 oooooQgoooo
Ooo0ooooooogooOoooao
OO0 oooooQgoooo
OO0 oo ooogogooao
OO0 oooooQgoooo
OO0 ooooogogoooao
OO0 oooooQgooooo
OO0 ooooogogooao
oo oooooQgooooo
OO0 ooooogogooo
oo oooooQgooooo
OO0 ooooogogooo
oo ooooooQgooooo
OO0 ooooogogoooo
oo oooooogooooo
OO0 ooooogogoooo
oo oooooogooooo

OoDoooo4oooooo4oooooooggoao
O
O
O
OJ
O
]

Ooooooo0ooooooooooogoQgoao
Oooooo4o0ooooo4ooooooggoo
Oooooooo0ooooooooooogogQgoao
Ooooooo0ooooo4ogoooooggoao
OooooooooooooooooogogQgoao
Oooooo4o0ooooo4oooooooggoao
OoooooooooooooooooogoQgoao
Oooooo4o0ooooo4ooooooggoo

Oooo0oooOoogoao
Oooooogogoao
OooOoo0ooooogao
OOoo0oooaog
O0Oo0Oo0ooa.o
OOoo0oooao
OO0Oo0oooog
OoOoo0oooao
O0Ooo0oooog
OoOoo0oooao
O0Ooo0oooog
OoOoo0oooao
O0Ooo0oooog
OOoo0oooao
OOoo0oooaog
O0Ooo0oo0ooao
O0Ooo0oooaog
O0Ooo0oooao
OOooooaog
O0Ooo0oooao

OoOoo0oooao
O0Oo0oooog
O0Ooo0oooo
OOoo0oooog
Oo0Ooo0oooao
OOoo0oooaog
I B
OOooooaog
O0Ooo0oooao

O
O

O
[

OoOooooaog
I B

O
O
O
O
O
O
O
O
O

OoooooogoQgoao
Y = S Y [
Ooooooogoogoao
OOooooodgogoao
Oooooogogogoao
OooooogoQgoao
Oooooogoogooao
Oooooogogoao
Ooo0ooogoogoao

/000000000

O
O
O
O
O
O
O
O
(]

O Ooooo
O 0Ooo0ooo

10

20

30

40

50



e e e Y Iy

OoOo0oo0oogooogao
Ooo0oo0oo0oo0oood
OoOooo0oogoogood

I e A I A |

|
O

~
0
Q
(7))
~+

o/

OooOoooooooooooooooooooOoooOooooooooooooooOooa.o
Iy ) A Iy

|
[

e ey I
e s e e e R e ) e ) e e s e s Y Y

Ooooooo0oooooo0oooooo0ooooogoogooao
OO0 o0DoDoo4doooooddooooUgUoDoDooogoggooao
Ooooooo0oooooo0oooooooo©wooOoogooao
OO0o0DoDoo40oooooo4oDoDoogogUgo®©wooogogogooao
Ooooooooooooo0oooooooooooogooao
OO0 o0oooo4o0ooooo4oDoDoDooogUogoDoDoooggooao
Ooooooooooooo0ooDoooooooooogooao
OOo0o0ooooo0oooooo0ooooogoooDoooogoggooao
Ooooooooooooo0ooDoooooooooogooao
OOoooooo0ooooo4o0ooDooog4ogoDooooggooao
OooooooooooooooDoooooooooogooOoao
OOoooooo0oooooo4oDooDooo4o0oDoooogoggooao
OooooooooooooooDoooooooooogooao

Ooooooooooooogogooooaoo

Oo0ooooogo4ooooDoogogogoooao

Oooooooo0oooooooooaoo

OO0 ooooo4o0oooDoogogogoooao

Ooooooooooooooooooaoo

Oo0ooooo4o0ooooogogogoooao

Oooooooooooooooooaoo

OO0 oooooo0ooooogogoooao

Oooooooooooooooooaoo

Oo0oooooooooogooooao

Ooooooooooooooooooaoo

Oo0oooooo0oooooogogooooao

Ooooooooooooooooooaoo

(116)

O
O
O

Oo0ooooo0ooooooooooDooo4gogoooog
Oo0oooooooooooooooooooooodo
OOo0ooooo0ooooooooDooo4gogoooog
Oooo0ooo0 oo o oo oD oo oo oOoowgQgoao
Oo0ooooooooooo0ooDooo4gogoooog
Ooo0ooooooooooooooooooooood
Oo0ooooo0ooooooooDooo4ogoooogdg
OO0 oDooggUooooDooUUoooDooo4goooodg
Oo0ooooo0ooooooo0ooDooo4gogoooog
OO0 oDooggUoooDoDooUggUooDooo4dgoooodg
Oo0oooooo0ooooooo0oooooooooogdg
OO0 oDooggUooooDooUogooDooo4goooodg
Oo0oooooooooooo0oooooooooogdg
OO0 oDooggoooDooggUooDooo4goooodg
Ooo0oooooooooooo0ooooo4oooooQdg
Oo0ooDoogogooDoooogooDooo4goooodg
Oo0oooooooooooooooooooooon-o

OOo0oooooooooogooooogdg
Oo0ooooooooooooooooogdg
Oo0oooooooooogogooooogdg
Oooooooooooooooooogodg

Oooooooo0oooooogogogoooao
Ooooooooooooooogoooaoo
Ooooooooo0oooooogoooooao

O
O
O
O
O
O

Oooooooooooooooooaobo

Oooooooo0oooooogogooooao

Ooooooooooooooogogoooabo

Oooooooo0oooooogogooooao

O

OoooDoooDooooooogogoogao

Ooooooooo0ooooogogooooo

JP 2009-227687

O0Ooo0oooaoo
O 0Oo0oooao
O0Ooo0o0ooao
O0Ooo0oooaog
O0Ooo0o0ooao
O0Ooo0oooao
O0Ooo0o0ooao

Oo0ooooogo4o0oooDooggogoooao

OooooooooQgooao
Ooooooogogooao

Ooooooooooooogogooooao
OooooooooQgoooao

OO0 oDoDooogo4gogooDoogogogoooao
Oooooooo0ooooogogooooao
Oo0oDoooogo4UogooDoogogogoooao

2009.10.8

O Oooo
O Oooo
O Oooo
O 0Oooo

Oo0oooogodgooao

Ooo0ooooQgooaoo

Oo0oooogodooao

Ooo0ooooQgooao

10

20

30

40

50



e e e Y Iy

Oo0ooooooooogooogogoo

A
OooooOooooooooooOooooooooooooooooOooo.o
Iy ) ey e A
OooooooooooooooooooooooooooooooOooo.o

OO0 Oo0oooodoooouoo4gDoooDoogoggogooooogod

Ooooooogogooao

Ooooooo0ooooogooao

Oooooooooooooogoao

Ooooooo0ooooogooao

O 0O0o0ooooaog

O

~

ke
)]

<

Oo0DoDooo4Qgooooogogogooao

Ooo0oooogoooao
Oooooggogoao
Ooo0oooQgooao
Ooooogogogooao
Oo0oooQooOo™wo
Ooooogogogooao
Ooo0ooooOoogooao
Ooooogogogooao
Ooo0ooooOoooao
Ooooogogooao
Ooo0ooooOoooao
Oooooogooao
OoooooOoogooao
Ooo0ooogooao
OoooooOooOooao
OoooooQgooao
OooOooooOoogooao
OoooooQgogooao
I [ o B |
Ooo0oooQgooao
OO0 oOoogQgogoao
Oo0oooQgooao
Oo0ooogQgogoao
OoooooQgooao
Oooooggogoao
OoooooQgooo
OoooogQgogoao
Ooo0oooQoooo
Ooooogogogooao
Ooo0ooooooao
Ooooogogogooao
Ooo0oooooooao
Ooooogogogooao
OoooooOoogooao

O Oo0Ooo0oooo

Oooooooooooogdg

OooOooood
OOoo0ooodg
OoOoo0oood
Oo0Ooo0ooodg
OoOoo0oood
OoOoo0ooodg
OoOoo0oood
OOoo0ooodg
OooOoo0oood
OoOoo0ooodg
O0Ooo0oood
OoOoo0ooodg

OO0 o0DoDoo40o0ooDooogo=-0004d00a0

OOo0oooodgogoao

Ooooooo0oooooo0o=-noo00gQgooao

Ooooooogogooao

O
O
]
O
]
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O

[ O o R |

3

o/

OOooDoooooooogogaog

Oo0oooodgogooao

Ooooocoooooooogoooodg
OooDoDooo0oooooogooood
Ooooocoooooooooooodg
Ooooocooooooogoooodg
Ooooocoooooooogoooood
Ooooocooooooogogoooodg
Ooooocooooooooooood

O Ooooo
O 0Ooo0ooOoao
O Ooooo
O 0Oo0ooOoo
O Ooooo
O 0Oo0ooOoo
O Ooooo
O 0Oo0ooOoo
O Ooooo
OO oO0ooo
O Ooo0ooo

Ooooooogooao

Oo0oooodgogoao

Oooo0ooogogooao

Oooooodgogooao

Ooooooogooao

Oooooodgogooao

Oooo0ooogogooao

Oooooogogogooood
Oooooooooood
Oooooogogooood
Oooooooooood
Ooooooogooood
Oooooooooood
Ooooooogoooodg

Oooo0oooOgooOooOoao

Oooooodgogooao

Oooo0ooogogooao

O 0Ooo0ooOoao
O OooOooo
O 0Oo0ooOoao
O OooOooo
O 0Oo0ooOoo
O Ooooo
O 0Oo0ooOoo
O Ooooo
OO oO0ooo
O Ooooo
OO oO0ooo
O Ooooo
O OoOooog
O Ooooo
O OooOooo
O Ooooo
O OoOooo
O 0Ooo0ooo
O OooOooo
O 0Ooo0ooo
O OooOooo
O 0Ooo0ooao

(117)

O O
O O
O O

Oooooodgogooao
Oooo0ooogogooao
Oooooodgooao

O
O
O
O
O
O

O
O

Oooo0ooodgogooao

Ooooooogooao

OooOoo0oooOgoogooOoao

Oooooogogooao

Oooooogooao

Oooooogooogoo

OoOo0ooogooogoo

Oooooogogooao

Oooooogogooao

JP 2009-227687

O
O
O
O
]
O
]

OO0 oooodogoao
Ooooooogogooao
OO0 oooodogooao
Ooooooogogooao
OOo0oo0ooodgogoao
Oooooogogooao
Oo0oooodgogoao

O 0Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo

OO0 oooodogoao
OooooooQgogoao
Oo0oooodgogoao
Ooooooogogooao
Oo0oooodgogoao
Oooooogooao
Oo0oooodgogoao

Ooooooogogooao

Ooooooogooao

2009.10.8

O
O
O
O

Oooooogogoao

Oooooodgogooao

Ooooooogogooao

Oooo0ooogogooao

Oooooodgogooao

Oooooodgogooao

Ooooooogogooao

Oooo0ooogogooao

10

20

30

40

50



e e e Y Iy

|

I e A A

OooooooooooogoQgoao
Oo0DoDooo4dgoooooggogao
OooooooooooogogQgoao

[

(118) JP 2009-227687 A 2009.10.8

oooboooobobooooooooooooogan

ooobOboOO0oooooooobboooooooobObboooooooboao
goooooooan
uogobobooooobbooooobooooobbooooboobooooobbooado
ooooObOOO0OO0oDoooocoobboooooooobOboboooooooboao
LboooooboogooboboboooboboooboboooobDbooobboooobnoO

Oo0Ooo0oooo
O0Ooo0oooog
OoOoo0oooao
O0Oo0oooog

OoOooood
OO0Oo0ooodg
OoOoo0oood
OO0oOo0ooodg
OoOoo0oood
OOoo0ooodg
OoOoo0oood
OOoo0ooodg
OoOoo0oood
OoOoo0ooodg
Oo0Ooo0oood
OoOoo0ooodg
O0Ooo0oood
OoOoo0ooodg
O0Ooo0oood

OooooooogoQgooao
OO0 ooDooogQgogooao
OoooooooQgooao
OO0 ooDooggogooao
OoooooooQgooao
Oo0oooooggogooao
OoooooooQgooo
Ooooooogoggooao
Ooooooooogooao
OoooooogogQgooao
Ooooooooogooao
OoooooogogQgooao
OooooooooQgooao
OoooooogogQgooao
Ooooooooogooao
OoooooogogQgooao
OoooooooogoOooao
OooooooogogQgooao
OoooooooQgoOooOoao
Ooooooogoooog
OOoo0ooooooood

OO0 oDooo4Qgooood
O Ooooo
OO oOooog
O Ooooo
OO oOooo
O Ooooo
OO oOooog
O Ooooo
O OoOooo
O 0Ooooo
O OooOooo
O 0Ooo0ooo
O OooOooo
O 0Ooo0ooo

O OooOooo
O 0Oo0ooao

ooooocoobbooooooooao.
.Jooooocoobbbboooooooobobbbooooooooboboao

O O0Oo0ooood
OOoo0ooood
OO0Ooo0ooood
OoOoo0ooood
OO0Ooo0ooood
OOoo0ooood
OOoo0ooood
OoOoo0ooood

O
O
O
O

.00d
gooano

I e e e

OO0 ooooogogoao
oo oooooQgooao
Ooooooogoogooo
OO0 ooooggooao
Ooooooogoogooo
Oooooogogooao
Ooooooooogoooo
Ooooooogogooao
Ooooooooogoooo
Ooooooogogooao
Oooooooogoooo
Ooooooogogooao
Ooooooooogooo
Ooooooogogogooao
Ooooooooogooao
Ooooooogogogooao
Ooooooooogooao
Ooooooogogogooao
Ooooooooogoooao
Ooooooogogogooao
OoOo0ooooooogogooOoao
OoooooogogoQogooo
OO0 oooogogooao
Ooooooogogoooao
OO0 ooDoogogooao
Oooooooogoogoooo
OO0 ooDoogogooao
Ooooooogoogoooo
O

O

O

O

O
O

O 0o oo
O Oooo
O 0o oo
O Oooo
O 0o oo
O Oooo
O 0o oo
I [ [
O 0o oo
O 0o oo
I Y o [
O 0o oo
I [ o [
O O oo
I Y o [
O 0o oo
O O oo
O 0Oooo
O O oo

O

O

O

O

(]

Oo0oooooUooooDooUUUoDoDooUUooDooogogoao
O
O
O
O
O

Ooooooooooogogogoao
Oooooooooogogoao

Ooo0oooOooOooao
Oo0ooogoQgooao
Ooo0oooOooOooao
Oo0oooQgooao
Ooo0ooooOooOooao
Oo0oooQgooao
OooOooooOooOooao
Oo0oooQgooao
OooOoooooOooOooao
Oo0oooQogooao
Oo0o0oOoogoQgogoao
Ooo0oooQgooao
Oo0oOoogoQgogoao
Ooo0oooQoooao
Oo0oOoogQgogoao
Ooo0oooQogooo
Oo0o0ooogoQgooao
Ooo0oooQoooo
Oo0ooogQgooao
Ooo0oooOoooo
Oo0ooogoQgooao
Ooo0oooOoooao
Oo0ooogoQgooao

Oooooooooooogoogogoao
Ooo0oooOoooao

Oo0ooDooooooogogoao
Ooooooooooogogogoao
Oo0ooDooooooogogoao
Ooooooooooogogogoao
OooDooooooogogoao
Ooooooooooogogogooao
OooDooooooogogoao

O
OJ
O
OJ
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
OJ
O
OJ
O
OJ
O
O
O
O
O
O
O
O
O

10

20

30

40

50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e A A

(119) JP 2009-227687 A 2009.10.8

OooooooQgdg
OOooooogogdg
Oooo0oooQgdg
OOoo0oooogogg
Oooo0oooQgdg
OOooooogogg
Oooo0oooQgdg
Oooooogogdg
OoOoo0oooQgdg
O Ooo0ooooaog
OOoo0ooooao
O Ooooooaog
O Ooo0oo0oooao
OOoo0ooooaog
O Ooo0ooooao
O Ooooooaog
O Ooo0ooooao
OOoooooao
O O0Ooo0ooOoooao
OOoo0ooooaog
O 0O0oOooooaog
OOoooooao
O 0O0o0ooooaog
OOoo0ooooao
O 0O0ooooaog
OOoo0ooooo
O O0Ooooooaog
OOoooooao
O Ooooooaog
OOoooooao
O Ooooooaog
OOoooooao
O Ooooooaog
OOoo0ooooao

O0Ooo0oooao
O OooOoooog
OOoo0oooao
O Ooo0oooo
O0Ooo0oooao
O Ooo0oooao
O0Ooo0oo0ooao
O Oooooao
O0Ooo0oo0ooao

OooDoooo0ooooogogoooao
OO0 OoDooo4dgoooogdgoooao
Ooooooo0oooooQgoooao
OO0 o0Dooo4d0ooooogdJgoooao
Ooooooo0ooooogoooao
OO0 oDooo4Qogoooogdgoooao

O OO

O O O

Oooooogogogoao
OOo0oooodgogoao
Ooooooogogooao
Oooooodgogoao
Oooooogogooao
Oooooogogoao
Ooooooogogooao

Oooooooooooooogoooao
OOoo0oooaog
O0Ooo0o0ooao.o

OO0 Do oDoo4QgooDooogoggogoooao
OO0 oDooooo0oooooQgooooo
OO0 Do oDoo4o0oooDooogoggogoooao
OO0 oDooooo0oooooQgooooo
OO0 OoDooDoo4Qo0oooooogoggoooo
oo oooooo0oooooQgooooo
OO0 OoDooDooo0oooooogogQgoooo
oo oooooooooooogogoooo
OO0 oo ooo4o0oooooogoQgoooo
oo ooooooooooogogoooo
OO0 oDooooo0oooooogoggoooo
oo ooooooooooogogoooo
OO0 oo oooo0ooooogoQgoooo
Ooooooooooooogoooao
OO0 oDooooo0ooooogoQgoooo
oo oooooooooooogoooao
OO0 oDooooo0ooooogoQgoooo

OO0 ooogg4UogooDooUUoUoDoDoo4UooDooogogoao
OO0 oDoDoooooooooQgoooo

gboboboooobboooooboouooboboboooobobbooooboboooooan
gooooobooboobobooooooooobbbooooooooboobbbooooo
oooooDOoooooUoooDooogooooo@UuooHoooooooDOd
s lbbboogogobobooooobobooogogoboooobboooobboooobobooad

Oo0oooooo0 oo oo o0 oo oooo0DoDoDoDoo4o0oooooog
e e e e e e e e e sy e e s B
I ey e e e sy e s o B |

ooocoobobooOoooooooobOboboboooooooobbbooooooooooboao
oooob, 00000000000 oobbbooooooooDbDbD4gs_gb0ODDOOO
gooobbO0Daoa 000000000 40d00000000000000O0O00O00O0
oooo, ,.000000000ac000CODODD0O0O0O00O0aO0O0ODODODODOO,; 00
osooo -, ,0000000000000000COODODDODODOOOOOOODODODOGO
goobooooobobobooad

gogobobooooobooooboooooboooobooooboooobbooaao
oooobboooos, 00oooboboobbb, g0O000000000DODODOO
gooooooobooooboooobobobooooboboooobobooobbooao
goooboooooboooobooooboobooooboooooboooobboooao
oooooboboOoooooooooboboboboooooooobobbooooooooooboao
goooobbooo, gb0oooooboobb, g00000000000O0ODO0O0OO
gooooooobooooooboooooboboooooboooooobooooboboooan
oooooboobooOoooooooooboboboboooooooobbbooooooooobooao
ooooobboooooooobbboboooooooobobbbooooooooobooboao
gogooooooobooooobooooboboboooobooooboboooobbooao
gogobobooooobooooboooooboooobooooboooobbooaao
ooocoobobooOoooooooobOboboboooooooobbbooooooooooboao

10

20

30

40

50



ey e s e sy . s B |

O
|

Ooooooooooooooooogodg
OO0 o0DoogogU0oooDooggoooao
Oooooooooooogoooao

OocoOOooogoodg

OOo0oooooooooooooogoooogoaog
OOoocoOooooooooooooOoad

|
O

Ooooooogogoao
OO0 oo oooggg
OO0 oooooogoQgog

O

O

OoOooOoooDoooooooogoooogooodg
OoooOoooooooooooooboOooOood

T
Q
=
(o2
o
=

Oooooooooooooooogoood

-
e s e e e e e e s e e [ [ [

Ooooooooooooooooogodg

Oo0Dooogogoao

totalD D00 0O0O0O0OOO0ODO0ODO0OO0OO0OOODODOOOOO0ODODQDODOReverse Transcr
ptase Polymerase Chain Reaction0 0 0 000 -000000D0OOODODOOOODOADO

0

O Ooo0oooao
O Oo0oooao
Oo0oo0oooogod
OO0O0Oo0oooogd
OooOoo0ooogod
OO0Ooo0oooogd
OooOoo0ooood
OoOoo0oooogd
R B
OoOoo0oooogd
OoOoo0ooood
OoOoo0oooogd
I B
OoOoo0oooogd
OoOoo0ooood
OoOoo0oooogd

O 0Ooo
O oOooo
O 0Ooo
O oOooo
O 0Ooo
O oOooo
O 0Ooo
O oOooo
O 0Ooo
O 0Oooo
O 0Oooo

OO

ud

Oo0oDoo4oDoooDoo4gogooooogd
Ooooooooooooooooogodg
OO0 oooooUo0oooDoogooooogodg
Oo0oooooooooooooooogodg

O

=
o
OO0 Do oDo=g040o0o0oooo0oo0ooooogogoooo

O 0Ooo0oooo

Oooooooooooooooooogodg

O
O

Press,
OO

O 0OooOgoo
O O oo
O 0Oooo
O O ogogo
O 0Oooo

Ooooooooooodg
OO0 ooogoggooood
Oo0oooooooood
OoDoooogoggooood

Oo0ooDooooooDoo4gogooooogdg
Oooooooooooooooooogodg

=
[(e]
(0]
©
[

O
O
O

Ooooooooooodg

O O oo

OoDoooogogogooood

O 0Oooo

Ooooooogooooodg

OoDoooogoggogooood

Oooooooooooooooooogodg

Oooooooooood

OO0 0o oDo=0 400 oooo0oo0ooooogogoooo
O 0Oo0oooao

Oooooogogogooood

Oooooooooooooooooogod

-

Ooooocooooood

Oo0ooooooo0DoDoooooooooooogooogao
OoooDooooe oo ooUo0oooooooogooogao

Oooooogoggogooood

Oooooooooood

n

(120)

O
O
O
O

ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
OoDooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
oooo

ooooooao
ingd O ndOd J.
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
ooooooao
oooo

ooooooao
Oooooooao
ooooooao
ooooooao
OoDooooao
ooooooao
ooooooao

JP 2009-227687 A

O d
[ |
O d
[ |
O d
[ |

O Oo0oooao
O Ooo0oooao
O Ooo0oooao
O Ooo0oooao
O OooOoooao
O0Ooo0oooao
O Oooooao
O 0Ooo0oo0ooao
O Ooo0oooao
O 0Ooo0oo0ooao

OO0 o0DoDoogog4gogoooogogogao
Oo0oooooooooooogQgoo
OO0 oo oogog4gogoooogogogao
Oo0ooooooooooogoQgoao

Oo0ooooogogogao
OooooooQgoo
Oooooogogogao

O Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo

Oooooa
Sambrook et
Oooao

OO o0gogoo
O 0OooOgoo
O O oQgogog
O 0Ooogoo
OO oQgooo
O 0Ooo0oooao

O 0O oo
O Oooo
O 0Oooo
O Oooo
OO oo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo

OOo0o0oooogd
Ooo0oo0oooogd
OoOoo0ooogd
O O oOooo
OJ O 0Oooo
O O o0Ooo

O
O
O
O
O
O
O
O

OO0 o0ooooge O
Ooooooooe

O 0Oooo

O
O
O
O
O
O
O
O

O OO
O OO
O O o
O 0Oooo

O

O 0Oooo
O 0Oooo
O o0Oooo
O oOooo
O o0Oooo
O oOooo
O o0Oooo

O

O oOooo

O

O Ooogooo

O 0Oooo

O

O o0Ooo

2009.10.8

O 0Oooo

O OO
O O o0
I Ry |

O

O

O

ogoao

Spring

ooao
ooao

I B |
O

O o0Ooo

O

O 0Oooo

O o0Oooo

20

30

40

50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e A A
OoOooooooooooOooooOoooOooooooOoooDoDoooOooooooboDoooooooooooOooOooOod
I e A A A

OoooooooooooooDooogogooooaog
OOo0ooogo0gU0ooDoDooUogUoooDoDoogogoooaog
Oo0oooooo0oooooo0ooooogogQgooao

OO0 oooodogoao

Ooooooo0ooooooooooogooao

O

O
OJ
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O

OO0 oDoDoogogooooogogg
OO0 ooooooooooQgog
OO0 oDoDoogogooooogogg
oo ooooooooooQgog
OO0 oo oogogooooogoggog
oo ooooooooooQgg
OO0 oooogogoooooggog
Oo0ooooooooooQgog
OO0 oooogogoooooggg
OoooooooooooQgog
OO0 ooooooooooggog
OooooooooooooQgog
OO0 oooooooooogoggog
OooooooooooooQgaog
OO0 oooooooooogoggog
Oooooooooooogaog
OO0 oooooooooogogog

O
O
O
O
O
O
O
O
O
O
O
(]
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O

Oooooogogooao
Ooooooogoogoooao
Oooooogogooao
Ooooooogoogoooo
Oooooogogooao
OoOoo0oood

O 0Oooo

O 0Oooo

O 0Oooo

O 0Oooo

O 0Oooo

O 0Oooo

O oOooo

O 0Oooo

O oOooo

O 0Ooo

O 0Oooo

O 0Oo0oo

O oOooo

OO oo

O oOooo

O 0Ooo

O 0Oooo

O Oooo

O 0Oooo

O Oooo

O 0Oooo

O 0Oooo

O 0Oooo

O 0Oooo

O 0Oooo

O Oooo

O 0Oooo

OooooooQgooao

Oo0oooodgogoao

OooooooQgooao

Oooooodgogoao

O
O
O
O
O
O
O

O

OooooooQgooao

O
O
O
O
O
O

Oo0oooodgogooao

OooooooQgooao

Oooooodgogooao

Ooooooogogooao

Oooooodgogooao

OooooooQgooao

(121)

O O
[ |
O d

O
O
O

O
O
O

O
O
O

O 0o oo
O Oooo

Oooooodgooao

O 0Ooo0ooao
O oOoooo
O 0Ooo0oo0oao
O oOoooo
O 0Ooo0oo0oao
O oOoooo
O O0OoOooo
O oOoooo
O 0Ooooo
O oOoooo
O 0Ooooo
O oOoooo

O Ooo0ooooao
OOoooooao
O O0Ooo0ooOoooao
OOoo0ooooaog
O 0O0oOooooaog
OOoooooao

O O0Oogo

O
O
O
O
OJ
O

O
O
O
O
OJ
O

O
O
O
O
O
O

O
O
O
O
O
O

O 0o oo

O Oooo

O 0o oo

O Oooo

O

O

O

O oOood

O Oooo

JP 2009-227687

gooooad

O

O

O O0ooo

]
O

OJ
O

O
O

O
O

O O ogo
O Oooo

O

O Ooogo

[
O
O
O
O
O
O
O
O
(]

O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
]

O
O
O
O
O
O
O
O
O
O

O O oo

O

O Oooo

O 0o oo

O

O Oooo

O O oo

O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O 0Oooo
O O0ooo

O

O 0Oooo

O Oooo

]
O

O Oooo

O O oo

O O0ooo

O 0Oooo

2009.10.8

gooano

O

O Oooo

O O oo

O

O O0ooo

O 0o oo

O

O Oooo

O 0o oo

O

O 0Oooo

O Oooo

10

20

30

40

50



e [ = S [ s e e e e e e s [ e s e e e e [

I I e [y A B

Ooooooogogogl

)

OO oOooo
O Ooooo
O OoOgoo
O Ooooo
O OoOgooo
O Ooooo
O OoOooo

]

OoOooo0oogooodg

s e s [y

Y I [y

Ooooooo0ooooooooooogQgoo

OO0 ooDoooo0 oo oooo0oooogogogoao

|

o/
e s s e e e e e e e ) e s [ [ o [
s B
e s e e e e A

O
O

O
O

O
O

(122) JP 2009-227687 A 2009.10.8

0000000000000 D00000000000000000000
0000000000000 D0000000O000000000000
0000000000000 0000000000000000000
0000000000000 D00000000000000000000
0000000000000 D0000000D0000D000000000
0000000000000 00000000000000000000
0000000000000 D0000000D0000D000000000
0000000000000 O00000000000O000000

10
0000000000000 D00000000000000000000
0000000000000 D0000000D0000D000000000
0000000000000 0000000000000000000
0000000000000 D00000000000000000000
0000000000000 D00000000000000000000
0000000000000 00000000000000000000
0000000000000 D00000000000000000000
0000000000000 D00000000000000000000
0000000000000 D00000000000000000000
0000000000000 0000000000000000000 20
0000000000000 D00000000000000000000
0000000000000 D0000000D0000D000000000
0000000000000 00000000000000000000
0000000000000 D0000000D0000D000000000
0000000000000 00000000000000000000
0000000000000 D00000000000000000000
0000000000000 D0000000000000000000(
00000D00,00000000000000000000O00000
0000000000000 0000000000000000000 30
000000000, 0000000000000000000000
g0 000000000000D0000D0eO000000000g_45
0000000000000 00000000, ,000000000
0D000eO0O0O0O0OOO0, ,000000000,_,,0000000
0000000000000 D0D00O0D000O0D0000000O000
0000000000000 D00000000000000000000
0000000000000 00000000000000000000
0000000000000 D00000000000000000000
O
0000000000000 00000000000000000000 40
000000000 D0D00O000O0D0O00, 00000000000,
0000000000000 D000O0000D0000D000000000
0000000000000 0000000000000000000
0000000000000 D00000000000000000000
0000000000000 00000, (00000000000 ,_4
0000000000000 D00000000000000000000
0o0ooo
0000000000000 00000000000000000000
0000000000000 D0000000D0000D000000000
0000000000000 00000000000000000000 50



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

OoooooooooogogQgoao

Ooo0oo0ooooo0oooooo0D oo oooo0 oo oDooo0ooDooogoQgogoao

O Oo0oooao
O Ooo0oooao
O Ooo0ooogoao
O 0Ooo0oo0ooao
O Ooo0ooogoao

O 0Ooo0oooao
O Ooogoo
O 0Ooo0ooo
O Ooogoo
O 0Ooo0ooo

O Ooo0oooao

O 0Ooo0oo0ooao

O Oooooao

O 0Ooo0oo0oo0oao

O Ooo0oooao

O 0Ooo0oo0oo0oao

O Ooo0oooao

O 0Oo0oo0oo0oao

O

OO0O0Oo0oooogd

Oo0ooooooo oo ooooooDoDooooooooogdg
O

OOo0ooDoooooooDoogogogoooaog
Ooo0oooooooooooogogoQgoo
Oo0oooooogoooooggoao
Ooo0oooooco o ooooogoogoao
Oo0ooooo4ogoooooggoao
Ooooooooooooooogoao
Oo0oooooogoooooggoao
Ooo0oooooooooooogoogoao
Oo0ooooo4oooooogogoo

O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0ooo
O Oooo
O 0ooo
O Oooo
O 0Ooo
O Oooo
O 0O oo
O Oooo
O 0Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O 0Oooo
O Oooo

O0oooougog4oooooDooUogUoUoDoDooggggoooogd
O 0Oooo

Ooooooggogao
Ooooooogdg
O Oo0ooooogdg

OoooooooQgoo

Ooooooggoao

O
O

O

O 0Ooo0ooo
O Ooogoo
O 0Ooo0ooo
O Ooogoo
O 0Ooo0gooo
O 0Ooogoo
O 0Ooo0ooo
O Ooogoo
O 0Ooo0ooo
O Ooogooo
O 0Ooo0ooo
O Ooogooo
O 0Oo0ooo
O 0Ooogooo
O O oQgogo
O 0Ooooo
O O oQgogo
O 0Ooooo
O O ogogo
O 0Ooooo
O 0O ogoo
O 0Ooo0gooo
O Ooogoo
O 0Ooo0ooo
O Ooogoo
O 0Ooo0ooo
O Ooogoo
O 0Ooo0gooo

Ooooooogodg
O Oo0oooogd
Oo0oooooogodg
O Oo0ooooogd
Ooooooogodg
OoooooogQgoo
Oooo0oooogoo

O

O

O

O

O

O

O

Reverse Transcriptase
oopoooDoooooo
oopoooDoooooao
oopoooDoooooao
opopoooDoooooo

(123) JP 2009-227687 A 2009.10.8

ooocooObOb0OO0oooooooao
goobobooooobbooooban
gogboboocoooboboooooan

goobooboboooobboooobao
gogbooooooboboooooan

O Ooo0oooao
O 0Oo0oo0oo0oao

HydrophilicD OO 0O O0O0OO0OOO0OO0OO0ODOOOCOOOOODOOODO
HydrophobicO D OO0 OO OODDDOOOOOOOOODDOOOOO
oooboobooooobboooobboooooboboooboboooooan

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

OoooooOoogao
Oooooogogao
Oo0Ooo0oood
OoOoooood
O0Ooo0Ooood
OOoo0ooood
O0Ooo0Ooood
OOoo0ooood
OO0Oo0oooogod
OOoooood
O0Oooooogod
OoOoooood
O0Ooo0oooogod
OOoo0oood
O0Ooo0oooogod
O O o0Ooooo
O O Ooooo
O O o0Ooooo
O O oOoooo
O O o0Ooo0ooao
O O oOoooo
O O o0Ooo0ooao

000000000000

O
O
(]
O
(]
O
O

O Oooo
O 0Oooo

O Oo0oooooogdg
OooOoo0ooood
OoOoo0oooogod

O Oooooood

O o0oooooogdg

OOoooOooood

O o0ooooogdg

O O0Dooooogdg

O Oooo O

O O ogo OJ

O Oooo O

O O oo OJ

O 0o oo O

O O oo O

O Oooo O

O O oo O

O 0Oooo O

O O oo O

O 0o oo O

O 0o oo O

O Oooo O

oo
totalU D OO ODODODOODODODODOOOOO
Polymerase Chain Reactiond 0 OO OO -000
ooono

Oo0o0o0o0ooDoooDoooooDoooDoooao
Oo0o0o00oDoDoooDoooooDoooDoooo
Oo0oo0o0ooDOoooDoooooDoooDooood

10

20

30

40

50



OO0 oDoooooooooogoogogooo
OO0 oOoDooodooooogodgogoao
Oooooooooooogooao

OO0 D o0oooo4goooDooogogogoao

OO0 oDoooooooooogogogooao

T
092 O
=
Og O
o
=
—

Ooooooooogooao
OoooOoooooOoooano
Ooooogoooogogoodg
OooooooooOoood

Ooooooo0ooooooooooogogoao

OoOo0ooogooogoo
OoOoo0oo0ooooOooono
OoOo0ooogooogoo
Oooo0oo0ooooOooono

O

goooano
gooooao
goooao
goooano
10¥ ,CSNH

Oo0Dooogogoao
Ooooooogogooaoo
Ooooogogoao
Ooooooogogogoao
OooOoogogoao
Ooooooogogooao
Ooooogogoao
Ooooooogoogooao
Ooooogogoao
Ooooooogoogoao
Ooooogogoao
Oooo0ooogoogoao
Ooooogogoao
Oooo0oooogoao
Ooooogogoao
Oooo0oooogoogooao
Oooooogogooao
Oooo0ooogoogooao
Oooooogogogoao
OooOoo0ooooOoogooao
Oooooogogogoao
OO0 ooogogoao
Ooooooogogoao
Ooooogogoao
Oooooogogoao
Ooooogogoao
Ooooooogogooao
Ooooogogoao
Ooooooogogooao
Ooooogogoao
Ooooooogogogooaoo
Ooooogogoao
Ooooooogoogogoao
Ooooogogoao

O 0Oooo

OO0 o0DoDoo4d0gooooo4goooogoggg

OO0 oooogodgogooao

O 0Oooo

t
0
g
g

1Y 2,CH,NHO

goooano

0

2y 3, CH,NHO

gooooao

0

O Oo0Oo0ooooao

O oOoooo
O 0Oooo
O 0Oooo

O
O

O
O

O Ooooo
O OoOooo
O OooOooo
O OoOooao
O Ooo0ooo
O OooOooo
O Ooo0ooo
O Ooooo
O Ooo0ooao
O Ooooo
O Ooo0ooao
O Ooooo
O Ooo0ooao
O Ooooo
O 0Ooo0ooOoao
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Ooo0ooOoo
O Ooooo
O OoOgoao
O Ooooo

O Oooo
O Oooo

O 0Oooo
O 0Oooo

O 0Ooo0oooog
OOoo0oooao
O Oo0ooooaog
O Ooo0ooooao

Press,

O
O

O 0Oooo

OOoo0oooaog
O0Ooo0oooa.o

19890

O
O
O

O 0Ooooo
O 0Oooo
O oOooo
O o0Oooo

O
O
O
O
O

O
O
O
O
O

O oOooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo

oooao
ooooDao
ooo

0 100 cO
010 0 20
ooooDao
020 0 30
ooooOao

OOo0oODooQg=-0O0000g4gd

O0Ooo0oood

O
O
O
O
O
O

O
O
O
O
O
O

d
g
u
O

O oOoooo
O oOoo0ooo

O0Ooo0oooa.o

O
O
O
O
O

OoDoDooQg=-0O00004gd

O0Ooo0oo0ood

O0Ooo0oo0ooa.o

-

OooDooogooooogoQgdg
e [ M I A Y O |

n

(124)

O0Ooo0oo0ooao
OoOoo0oooaog
O0Ooo0Oo0ooao

O Oooo

O

O

Oooooo=-0O00o0o0ggdg

O

O O0Ooo0oo0ooOo
O OoOoooogdg
O O0Ooo0Ooo0oodo
O O oOoooo

O
O
O
O
O

O
O
O
O
O

O 0ooo
O Oooo

oo

ngd O ndO J.

O0Ooo0oo0ooO
OoOoo0ooogdg
O0Oo0ooodg
O oOoooo
O 0Ooooo
O oOoooo

O
O

O
O

O
O

O o0ood

Oo0ad
Sambrook et

]
|

O

O

[
O

O
|

O

O Oooo

O

JP 2009-227687

O 0O oo
O Oooo
O O oo
O Oooo
O Oooo
O Oooo
O Oooo

ooao

OoooooQg:
OOoo0ooodg

go

OO0Oo0ooodg
OoOoo0ooodg
o O <

OJ
O
O
O
O
O
O

OJ
O
O
O
O
O
O

O O oo
O Oooo
O O oo
O Oooo
O O oo
O Oooo
O 0o oo

O O0ooo

O
O
O
O

O

O Oooo

2009.10.8

O 0Oooo

O Oooo
O 0Oooo
O Oooo
O 0Oooo

oood
Spring
oooo
oood

O O

O O O OO
O 0o oo O O O
O 0o oo O O O

O 0o oo
O 0Oooo

gooao
gooano

ocoooo0oooODO0oooOO0ooOO0ooDbDO0oOobDOob0O0O0Dmol/mo
iI0oooooooobbobobooooooboobbboooooooooDboboboooooono
oogoboboooobobbooooobboooooboboooooboooooobooboao

goooooooboogao

-CONH,O -CSNH,O0 D0 D O oooooOooood
-CONH-O O DO -CH.NH-O O OO Oooooao

-CONH-O OO -CH.NH-O D OO Oooooao

10

20

30

50



3¥ 4,CH,NHO O O
ooooobooo0oao
49 5,CH,NHO O O

6W 7,CSNHO O O

oooooboooao

a

O

O
goobobooooboboogao

u

O

a

6W 7 ,NHCOO O O

goobooooobooogdao

6Y 7, CH,NHO
000000
6¥ 7,CH,0

0Do0O0o00a0
7Y 8, CH,NHO
000000
8W 9, CH,NHO
000000

O
O

O 0Ooooao

(125) JP 2009-227687 A 2009.10.8

3004000 -CONH-O OO -CH.NH-O O DODOODODOODOO
oooooao
40 0500 0 -CONH-O O O -CH,.NH-O O ODODOOO0OO0O00d
g
60 07000-CONH-OD OO -CSNH-O O ODODODDOOOOO
gooooao
60 07000 -CONH-UO OO -NHCO-U DD OOODODODOO
g
Oode0 07000 -CONH-OOO-CH.NH-OODODODOOOOOO
gooooooao
oe0O0v700O0-CONH-OODO-CH,O-O0DOOO0OOO0OODO
gbooodoooan
gov008000-CONH-OOO-CH.NH-OODODODOOOOOO
gooooooan
O 0O8oboudd-CONH-O OO -CH.NH-OOOOOOOODORDO
gooooooao

9W 10,CH,NHO O 0 O 90 0 100 00O -CONH-O OO -CH,NH-O OO OO O0O000AO0
goobooooooboboooooban

Abu

O

2-0 0000000

AcOODODOOO0OO0OO0OO0OO0OO

Acp
AcOEt

g
u

6e-0 0 ooooDaOo
gogooano

ACOHOD 0 0O OO0

Do -000000000

Ala(2-Qui)d 02-00000000

Ala(3-Bzt)D 03-00000000000

Alb 000000000 OAIbizziinD2-000-3-0000000000O

Aib

Arg(Ac)

O

Arg(Boc,,Me) O

Arg(Et)
Arg(Me)

O
O

Arg(asyMe,)0O O
Arg(symMe,)O O

Arg(NO,)
Arg(n-Pr)

O

N -O0000ooooao

N -© "_00-tert-00000000O0-N -O00O0DOO0O00ODO
N -OO0O0DOoGooogao

N -0 0000000

O Arg(Mey)asym OO0 OO-N® -® -000O0O00O0O0OO

0 Arg(Mey)symd OO0 -N® - 000000000

ON® -OD0O0O0O0ooao

N -O00O0O0ooooao

Arg(Tos)DOOON® -00000000

Asp(NHMe)
Asp(NMe2)
AzaGlyO O O
AzaPhel O O
Aze(2)O O O
B -Alad O O
Boc

Boc,0

Br-zO0 O OO
BUtO O OO DO
Bzl

CDI

Cha

CIP

ON® -O0O0O0D0O0D000

ON® - 000000 DoDooao
oooooao

ooocoopooooao
goooo-2-00000
goooooao
tert-0 00000000
O-tert-0 000000000
2-00000ddooooooood
tert-0 0 O

oooao
l1,1"-00Jdooooooood
ooooooooood
2-000-1,3-000000O0ooDoDoDo0oo0oooooooooao

10

20

30

40

50



Cit

CIt resin
Cl-z0OD O OO

Dab
Dap

Dap(Ac)

Dap(For)

Dap(Gly)d O
Dap(GnGly)O

DCM
DEA

DIEAD O O O
DIPCDIO O O
DMAPO O O O

DMF
EDT

FmocO O O O

For

O 0Ooo0ooOoao

oooooooooo |

(126)

00000
2-0000000000
2-0000000000000
2,4-00000000
2,3-0000000000

N 000000000000
N -D0DD0DO0OO0DD0ODD0DO0O0ODODO
N -DDO0DO0OO0ODODO0DO0OO0OO0OD0a0
NP -(N-DDOOO0OO0ODDOO0OO0)O
OoD0O0O0OoD
Ooooooo
N,N-ODDOOODDODOODODO
1,3-0 00000000000
4-0 0000000000
N,N-DODOOODDODOOD
1,2-0 0000000
-0 000000000000
:0000

y -AbuD 000 O04-00000D00

y -MeLeuO OO OOy -O00O0O0O0ODO
Gh ODODODOO
GuAmb: 4-0 00000 O0COO0OO
Har O O O0QO0ooOoO0Oa0
Har(Me) ON® -0 000000 O0OO

HOAt 0 1-0 00 00-7-000O0O0OO0OO0O0O00d

HoOBt 0 1-0 00 00C0CO0OODOO0OO0OO000
HONB ON-O OO0 00 -5-000000-=-2,3-0000000

Hoh 0O 000000000

Hyp 00 0Q00-4-000000000O0

IndPr 03-(000O00-3-00)00000O00O0
Lys(Me,) O N?
MBHA O p-0 0000 OOO0oOoonOonOo
MeOH O O OO OO
Mtt: 4-0 000000

N((CH,)5Gn)GIYO N-(3-0 0000 0000)0000

-5 - 0000000

Nal(1) 0 1-0 0000000
Nal(2) 02-00000000
Nar 00000000
Nar(Me) ON® -0 000000000
Nle 0OOOOOO

NMeArg
NMeAsn
NMeLeu
NMePhe
NMeSer
NMeTrp
NMeTyr

OoOoo0oooogdg

NC(
NG
NCI
NC(
NC!
NCI
NC(

OoOoo0oooogdg
Ooo0Ooo0oood
Oo0oo0oooogdg
OO0 o0oooogdg
OoOoo0ooooQgdg

Nva 000000
ornO0O00000
orn(Mtt) ON® —-(4-00000C0C0)IO0000

od

ugadd

O
goooano

oooao
O

O 0Oooo

JP 2009-227687 A 2009.10.8

oooooboao

10

20

30

40

50



(127)

JP 2009-227687 A 2009.10.8

PAL O 5-4-(-000D0OC0CO0OODODOODOODO)-ODO0O0DODO -
ooO0s3,5-0000000000)Y0O0
Pof 0 2,2,4,6,7-0 0000000000000 0O0-5-0000000
pGlu 000 QDOOO0ODOOO

Phe(2Cl) 0 2-000000O000O0OO
Phe(2F) 0D2-00000000O000O0
Phe(3,4Cl1,) 03,4-000000000DOOO
Phe(3,4F;) 03,4-0 000000000000
Phe(3CF3) 03-0 0000000 DOOOODODOOOO
Phe(3Cl) O03-0000O0ODDODOOO
Phe(B3F) O03-0000O0O00O0OD0OOO
Phe(4Cl) 04-00000D0OO0OODO
Phe(4CN) 04-00D000D0O00O0ODO
Phe(4F) 04-00 00000 OODOOO

Phe(4Gn) 0 4-000000O0COO0O00OO

Phe(4NH,) 04-00 000000000
Phe(4NO,) 04-0 0000000000
Phe(4CN) 0 4-0 0000 DOO0OOODO
Phe(Fg) D0 ODOODOOOOOOODODO
PheW (CH,0)Gly O PheD GlyD O DO O -CONH-O 0O -CH,O0-0 0 0O0OD0OODODOO
ooooobDDbDoO0oo0oooooan
PheW (CSNH)-NH, O CO OO OO0OOOODODOOOOOOOOODODOODODOO
ooocooObOOO0oDooooooobbbooooooan

Phg OO OOODODDOO

PhOH O OO0 OO

PhSMe 0 0000000
Pip(2) 02-0 00000000

Pro DO QO Qg0

Pya(2) 02-0 0000000
Pya(3) 03-0 0000000
Pya(4) 04-0 0000000
PyAOP O (7-0 0000000000 -1-0
00000000000 000O00000
PyBOP 0 (DD DDOCOODODDOD-1-0000O

OoDoooooao
PyBrop O O 0O O -
Oooooooao
Sar O N-O O OO
Ser(Ac) 0O O0-0O0 O
Ser(Me) 0O O0-0 O
Thi 02-0000
Tic O 1,2,3,4-0
TISODODOOO

Tle O tert-0 0 O O

Tos: OO O

a
O
g

OOoo0oooao

Ooooogogoao
OoooooOgooao

oooooooao
goooooooao

g

O

g
gooooaooan
goo

Trp(For) ON"-0 0000000000

Tre 0O O0O00O0

Tyr(Me) 0 O-0 000 00OO
Tyr¥ (CH,NH)Asn O TyrO AsnO O O O -CONH-O O
Ooo0o0ooDpDooooooo

000
000
0 )-0
0oao
0ooao

goao

0)-000

O
O
O
O

ooooobDooao
oooooboboood
O

oooooboooao

agogoano

-CH,NH-O O O Ooooooano

10

20

30

40

50



(128) JP 2009-227687 A 2009.10.8

TFADDOOOO0OO0ODOAO
TFEODOOOOOOOoOOoOOO
Z: ooooObOoOooooao

O

s s e e e e ) Y I

I ) e A A A
OoOooooOoooOooooooooooOoooOoooODooooOoooOooooooboDooooooooooOod
s e ) A A
OoOooooOoooooooooooooOoooOoooOooooOoooOoooooohooooooooooOod

e s s ) e e e e s s e e e Y A

Oooooooooooogogoooaoo
Oo0DoDooog4oooDooggoooao

O

goooao
Commision
goooao
goooao

0

OooDoooooooooo0oooooQgoooao
OOo0ooDoogogooooDoo4ggooooogoggQgoooao
OoooooooooooooooooQgoooao
OOo0oooo4gogoooDoo4gogooooogoggoooaog

O 0Oooo

Oo0oooooooooQgodg
OoooocoooooogogoQgg

O O oo

ooooDoODoO0U0oO0o0ooooooDDoDoDUOUoDOoooooDooDoOoOao
on Biochemical Nomenclature 0 00D 00 O0D0ODD0OOOODDOOO
Joo0oo0oo0OD000DO0U0U0Uooooo0DDODOoDUDUoDOoU0oooooDoOOao
oooooDoDoOoooooooooao
ooooDooOooad
oooooDoooogad

oooao

Oooo

oooao

oooao

ooooDoDooooo
0o0o00oD0DO0D00O0oO0oooooDooOooOogao
oooooDoooogad
ooooDoDoooooag
ooooDoDooood
oooooDoooogad

oooao

ooooDoDoooogag
ooooDoDOoOooooooao
ooooDDoDOoOoooooao
ooooDoDoooooooao
Ooo0oo0oDD0DO000o0o0ooao
ooooDooogad
ooooDoDoooogoao
ooooDoDoooogoad
ooooDoood
ooooDoDOoo0oooooao

oooao

oooao

Oooao

oooao

ooooao

00

oooao

oooao

oooao

ooooao

oooo0oao

0o

oooao

oooao

ooooooao

Oooao

oooooao

10

20

30

40

50



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

e s e e

OOo0oOooooU0ooDoDooUggUooDoDoogogoooaog

O Oooo
O O oo

goooand

ooooDODbD0Oano

oooooDao

gooooooooan

ooobODoO0oO0o0oao

0 0 O MetastinO O

goooooooao

gogooooooan

gooooooooan

Escherichia colil

ooobODoO0oO0o0oao

goooooooan

ooobObOO0oo0ooao

Escherichia colil
goooooooaooao

(129)

O
Q
O

O
O
O
O
O
O
O
O
O

OJ
O
OJ
O
OJ

JP 2009-227687 A 2009.10.8

O

gooooo
gooooad

O

O

gooooao
gooooad
gooooad

O

ooooOao

goobooo

oooooad

10

30

40

50



Ooo0oooo0ooooooooooogogooao

Oooocoooooooooooooooooooa.o
) I
Ooooooooogooogao

O

O

01
ooao

Tyr-

(130) JP 2009-227687 A 2009.10.8

oooobObOOob0oDoooooooobboOoooooooan

O Oooo
O O oo

gooboboooooboooobooooboboooobboboo

ooooobooao
oooDoO O

Escherichia colil
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Jooo0oo0oD0OD00000oooooDoDO0oDo0oo0oOoooOooao
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O Oo0Oo0ooooao
O Oo0ooooaog
O Ooo0ooooao
O Oo0ooooaog
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O

0 O Tyr-Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,O0 0 O 0 0 O 0 O O
0 O MetastinlOO 0 OO0 O O MS100 0 0O 0O OO
OoOooOooowMsiloD OO OOTyrDODOOODOOOOPheD ODDOODO

OO0 oooogooooaog
O

Oooooooooooaog

000

Asn-Trp-Asn-Ser-Phe-Gly-Leu-Arg-Phe-NH,

2 3 4 5 6 7 8 9 10

O0O00OO0O0D0Ovyo0 00O00OO0ODO [HphiojMsioo MsioD O OO OO0 O OO O Phed Hp

hODDODOODODOOOoOOoOoOoODODoODbOO0oDOooooao
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OO0 oooogoogdg
O Oo0o0ooooo
O O0Oo0ooooog
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O
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ggao

.5) 200

ooao
ooo

OoDO0Oo0D0DO0des()-Ms1oOD D OO ODOooOOOTYyvoooooooopoDooao
gooao

0000 DS30 des(1-3)-Fmoc-MS100 0O 0 O 0 OO0 D OO O Tyr-Asn-TrpO O
UOO0Asn0 00 00O0OFMocOO0OODDODODOOODDOOOODOOODORD

U

O

00 [HphiojMsioO O OO OO 790 00O

O PAL resin O Fmoc-Hph O OO0 00O OO0 OO O O O Fmoc-Hph-PAL resin (sub. O.

/7 Q)51 mgI0QC0OCD0ODOO0OO0O0O0OODODODODDDODO ACT-396 000 OOOOOO

0 0 Tyr(Bu®)Asn(Trt)Trp(Boc)Asn(Trt)Ser(But)PheGlyLeuArg(PbF)Hph-PAL resin

OO00OD0O18.2 mg O TFA / PhSMe / m-cresol/ TIS / EDT (85 /5 / 5/ 2.5/ 2
pLOOD 20000C0O0DOO00O0O0O0OOOODDODODOUODOUOUODOODDOGO
oooobobooooooooooDpbbOooooUoobobobDbboboooooooboao
O OO0 YMC D-ODS-5-ST S-5 120A 0 O 0O (20 x 150mm)0 0 O O O O HPLCO O :

O
O

O.1%TFA-O O BO - 0. 1%TFAD DO DD OO DOO0OOOA/B: 73/270 63/370 0000 00

ooao
oono
HPLCO
ooao
ogoao
ooo
ooo
ooo

0D(@Eo0) 000000000000 000000000002.6mgd0 00
0000 +H)* 1316.5 (0 0 O 1316.7)

000020.6 0

O
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oogon

Oooo

OO00O0O0O[Mrp(For)l0iMsi00 0 0 OO O 1860 0 O O O

0 2-chlorotritylchloride resin (ClIt resin,1.33mmol/g) O Fmoc-Arg(Pbf)-0OH O
0 O Fmoc-Arg(Pbf)-0-CIt resin (sub. 0.33 mmol /7 g) 379 mg O O O O ABI 433A
000000000000 Boc-Tyr(BuH)Asn(Trt)Trp(Boc)Asn(Trt)Ser(But)PheGlyLeuA
rg(Pbf)-0-ClIt resin 540 mg 0 0 OO OO 270 mg O AcOH / TFE/ DCM (1 /1 /7 8) 1
OnmL ODOOO30 00000000000 00D0O0O0O0O0O0DOACOEt 0000 OO satd NacCl
aq. U0 O0OO0OONaSO,0 0000000 O0OO0OUODODQOO0OODOODOUODODUODODODODODODO
000000 Boc-Tyr(BuH)Asn(Trt)Trp(Boc)Asn(Trt)Ser(But)PheGlylLeuArg(Pbf)-0OH 68
mgd 0000022 mg O HCI H-Trp(For)-NH,(Boc-Trp(For)-NH, O 9.7 N HCl / dioxane
o°c03000000000D0000O0) 4 mgd PyAOP 10 mgd HOAt 5 mgd DIEA 11 p L
000500000000 o0oooDooo0ooo0ooDoooDoooDooDoooooao

0 Boc-Tyr(Bu®)Asn(Trt)Trp(Boc)Asn(Trt)Ser(But)PheGlyLeuArg(PbF)Trp(For)-NH,0
ooooo TFA / PhSMe / m-cresol / TIS / EDT (85 /5 /5 /7 2.5/ 2.5) 1 mL O

0 200000000000 0O0ODODODODOOO0DODODODUOODDODOODODODODOOO
oodobobooooooooobobobooo bbb oD boDooo0o oD boDoooooooodd
YMC D-ODS-5-ST S-5 120A O O 0O (20 x 150mm)0 O O O O O HPLCO O A0 : 0.1%TFA-O
BO : O.1%TFAD 0D O 00D O0OD0DO0DO0ODODOA/B: 737270637370 0 0 0 0000000 (30
) OODOooOoDooDUoooDUOoooDooDUooDUooDoDOooOo2.omgdOO
OD0O0O0000@+H)* 1369.3 (0 O 0O 1369.6)

HPLCO O O O O 19.6 O

OoOoo0oooo
OO oOooo

OoooooggaoQg

O

gooono

O00OD0D wakosil-11 5C18 HG (4.6 x 100mm)

OOO0O0OAD : 0.1%TFA-O O BO - O.A%TFAD OO OO OO O0OODODOA/B: 100700 30/
o0 000D000DO0O0O0O(B50)H0

oooO0aa.omizO

goooogag

gooodd

OO0oQOCODDOODO[owY ,CsNHIMs1oO O o oo b 1280 0 0 O
0O Boc-Phe-NH, 264 mg O THF 20 mL O O O O O Lawesson®s reagent 1.62 g 0 00O 24
OO0O0O0O00O00000C0CO00D0O0D0OO0DO00OAcOEt 0000 satd NaHCOzaq.O satd Na
Clag. D OO0ODOOONa,SO,0 0000 DOOO0OOO0OOO0ODODODODDODODOOODODOODORD
0o0o0o0DD0DDOD0D0000ooooDoDoDo0Do0O0o0o0ooooDDO0Ooad(8)-2-tert Butox
ycarbonylamino-3-phenylpropanethioamide (Boc-PheW (CSNH)-NH,) 275 mgO O O (O O
98%)0 00O 42mg 0 O0°C 0O 9.7 NHCI OOOOOOBocOO10% DEA / DMF O O O O
O O Fmoc, PyBOP / HOBtD 0 0 OO 0O OO O O O O Fmoc-LeuArg(PbF)PheW (CSNH)-NH, 66
mgO O OO 93%)I 0000000000000 OBoc-Tyr(Bu®)Asn(Trt)Trp(Boc)Asn
(Trt)Ser(Bu®)PheGly-0H 17mgd H-LeuArg(Pbf)PheW (CSNH)-NH,(Fmoc-LeuArg(Pbf)PheW¥ (
CSNH)-NH, 14mg0 10% DEA / DMF O OO OO0 0O O 0 O O DO )O PyBrop 9 mgO HOAt 3 mgQd
DIEA7mLO0D0D015000000000000D0D0DDOD0ODO0OOOOODODODDOOOOO
goooooooOogd 10 mg O TFA / PhSMe / m-cresol / TIS / EDT (85/ 5/ 5 /
25/725)100py LO0OD0 200000C0DODOOO0DO0O0ODODDODODDDODOODOOUOOOGO
ooooDDDoDO00o0o0o0oooDoDoDo0Do0Do0o0o0ooDooDoDoDo0o0DooooDooDooOoaon
O0O0Q0O0ODOD0OO0O000d0OdyYMC D-0ODS-5-ST S-5 120A 0O 0O 0O (20 x 150mm)0 O O O O O HPLC
OO0 : 0.1%TFA-O O BO - O.1%TFAD D 0 0 OO OO ODODODOA/B: 727280 62/380 O O O
00 ooo0OD@oo)yooooooopoDoboooooooobobobooooOoil.omgd OO

O

0000000 (M+H)™ 1318.4 (0 O O 1318.6)
HPLCO OO OO 21.8 O
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OoDooao

O000 0O Wakosil-11 5C18 HG (4.6 x 100mm)

OD0DO000OAD : 0O.1%TFA-O O ©- O.I%TFAD D DO OO OO0 ODODA/B: 100700 30/70
O0oO0ooDDoD0oO0O0O0Oogao(e3s0)o

O00O01.0omlzO

OoDoooo

OoDoooao

OO0O0O0OO0OD0O0O[ewY 7,CH,NHIMSIOD 0D OO0 01630 00 O

00 00PAL resin O Fmoc-Phe 00O OO0ODODOOOO DO Fmoc-Phe-PAL resin 321 mg

000 ABI 433A 00000000 DO0O0OO0OOFmoc-LeuArg(Pbf)Phe-PAL resin O 0O 0O 0O
OO0O0O00 Fmoc-Gly OO O O Fmoc-GlyLeuArg(Pbf)Phe-PAL resin 00 190 mg O O O O

O 76 mg OO Fmoc OO DMF 2 mLO AcOH 50 p LO Fmoc-Phe-H 46 mgOd NaBH5;CN 8 mg O

0001000000000 0000 DMF 2 mLODIEA 22 p LOZ-CI 18 p L OO O 3
0000000000000 ABI 433A0 000000000000 Boc-Tyr(Bu®)Asn(Trt
)Trp(Boc)Asn(Trt)Ser(Bu®)Phe¥ (CH,NZ)GlyLeuArg(Pbf)Phe-PAL resin O 0 00O OO 15
mg 00O 0OO0O TMS-Br 46 p LO PhSMe 42 p LO m-cresol 38 p LO EDT 18 p LO TFA 227
pyLOODODOD20000000000000000000ODODODOODOOO0DODODOODOO
OoOo0oo0ooo0oDooo0Do0ooDo0DooDooDoDo0oDo0DooDooDDOooDoDooODoDooDooaOo
O 0O0O00YMC D-0ODS-5-ST S-5 120A 0 0O O (20 x 150mm)0 O O O O O HPLCO O : 0.1%TF
A-O0OBO : O.I%TFAD O D OO ODODOOODOOA/B: 72/280 62/380 0 0 0 000000
0@Go0)H)OoDooooooooDoDoDoDooooooooooD0O2.omgh OO0

0000000 @+H)* 1288.7 (0 O 0O 1288.7)

HPLCO O O 0O O 18.2 O

OoDooao

00000 wWakosill-11 5C18 HG (4.6 x 100mm)

OD0O000AD: 0. 1%TFA-O O - O.A%TFAD D D OO OO DOO0ODODOOODOA/B: 100700 0/700
Oo0o0oOoODoDDOO0O0Oo0oessno)o

ooooil.oml/O

oooooo

oooooo

N-Methyl-N,N"-Bis-Boc-1-guanylpyrazolell O O

0 60% NaH in oil 720 mg 0 0000 ODOdry DMF 20 mL O OO O O O O O N,N"-Bis-Bo
c-l-guanylpyrazole 5.59 g O dry DMF OO 20mL O O°C 000010000000
O methyl iodide 1.68mL 00000000 24 0000000000000 AcOEt O
OO0 1IN HClaq.O satd. NaHCOzaq.O satd. NaCl aq. 0 0 0 00O O Na,SO,0 0 0000
O0ODO0O0O0O0oO0o0ooDe0 (00mML) DDODODODDODODODODODDUODODDOODDODODODODODDODOGO
OO0DO0/n-00 00 =1/740 00 0 O O O N-Methyl-N,N"-bis-Boc-1-guanylpyrazoled 5.35
g oo (@O 91.6%)0

H NMR (300 MHz, CDCl3): & 8.00 (br s, 1H), 7.69 (br s, 1H), 6.42 (dd, 1H, J=2.
7, 1.5 Hz), 3.25 (s, 3H), 1.53 (s, 9H), 1.30 (s, 9H)

00000 CgH4N,0,0 OO0

Ooooc, 55.54; H, 7.46; N, 17.27

ooooc, 55.36; H, 7.48; N, 17.06

Rfl: 0.64, Rf2: 0.79

OTLCO O OO ORFAA(DDODOOO/n-0000=1/20 , RR2OO000DO0DO0/0000 00O =2/9
80

HPLCO O 0O 0O O 26.7 O

OoDooao

00000 Wwakosil-I11 5C18 HGO (4.6 x 100mm)

OD0DO000AD : O.1%TFA-O O - O.I%TFAD D D OO OO OO ODOODA/B: 100700 20/80
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OCoOO0O0CO0OO000OD0OO@oo)Ho

OD00O01.0mlzO

oooo0o0no

oooooo

N-Methyl-N,N"-Bis-Z-1-guanylpyrazoled O 0O

0 60% NaH in oil 40 mg OO DOOO0OOOO0OO dry DMF 5 mL OO0 OODOOODON,N"-Bis-
Z-1-guanylpyrazole 380 mg O dry DMF OO 5mL 0 O 0000100000000
methyl dodide 125 p L OO0 O0O0CDOOQ0C 15 0000000000000 AcOEt OO
OO0 1IN HClaq.O satd. NaHCOzaqg.O satd. NaCl ag. 0 00 OO0 O Na,SO,0 0 O DOO0OO
Oo0DO0O00o0o0oO03e83mgO0doool1lvomgO OO0 OO60 (75 mL) OOODDODOODOO
oCoooo0oo0oooDOooooooooDO/M-0000=1740 000 00 O N-Methyl-N,N*®
-bis-Z-1-guanylpyrazole 152 mgd O O (0 O 89.5%)0

1H NMR (300 MHz, CDCl3): & 7.97 (br s, 1H), 7.61 (d, 1H, J=1.0Hz), 7.37-7.32 (m
, 4H), 7.29-7.26 (m, 4H), 7.16-7.13 (m, 2H), 6.36 (dd, 1H, J=2.8, 1.6 Hz), 5.18
(s, 2H), 5.04 (s, 2H), 3.22 (s, 3H)

OD0000OC,H,0N,0,0 00O

ooooc, 64.28; H, 5.14; N, 14.28

Ooooc, 64.09; H, 5.24; N, 14.43

Rfl: 0.50, Rf2: 0.86

OTLcoooooRrRfI(COOO0OO0O/M-0000=1/20 , RF2000000/7000000=2/9

80

HPLCO O O O 0O 28.9 O

ooooao

000D D Wakosil-11 5C18 HGO (4.6 x 100mm)

OO0O000AO - OLI%TFA-O O - OLITFAD D OO O OO OODODOOOA/B: 100700 20/80
ooooooOOooOooogo@on)o

Oo00o0oi.omiz0O

oooooao

oooooao

OO0o0O0ODDOO[Arg(Me)9MSI00 O OO0 00820 00 0O

0 O 0O O Rink Amide MBHA resin O Fmoc-Phe O O 0O 0O 0O 0O O O O O O O Fmoc-Phe-Rink A

mide MBHA resin 480 mg 0 00O ABI 433A 0000000000000 Boc-Tyr(Bu®)Asn
(Trt) Trp(Boc)Asn(Trt)Ser(Bu®)PheGlyLeuOrn(Mtt)Phe-Rink Amide MBHA resin O 1080
mgOOODDODO5540mg O TFA/Z TIS/DCM (1 /57 94) 1o0mL OO0 500000000
ooooOoDDoOO0OO0oO0g 2/600 DMF2mlO0O0O0OOOODODODOAOON-Methyl-N,N"-bis-
Boc-1-guanylpyrazole 49 mgO DIEA 87 p L OO0 15 00 0 0 O Boc-Tyr(Bu®)Asn(Trt

)Trp(Boc)Asn(Trt)Ser(But)PheGlyLeuArg(Boc,,Me)Phe-Rink Amide MBHA resin 220 mg0
ooooo 50mg d TFA / PhSMe / m-cresol / TIS/ EDT (85 /5 /5 /7 2.5/ 2.5) 1
mLOODO 2000000000000 0OODODOO0OO0OOOODOODDODDODOOOOUOOO
goooobobooooooooobDbbooooooobopbobpbobopooooooboooDb oo
0000 YMC D-ODS-5-ST S-5 120A 0O 0O 0O (20 x 150mm)0 O O O O O HPLCO O = 0.1%TFA-
OO0OBO : 0.1%TFAO OO OO0 DODODODOOOOA/B: 747260 64/360 0 000000000 C(C
p0)H)oooboooooooooobbooooooobooDbDi0.5mgOO OO
OD0O0O0000+H)* 1316.5 (0 O O 1316.7)

HPLCO O O OO 20.1 O

ooooDao

O00OD0OD wakosil-11 5C18 HGO (4.6 x 100mm)

O0O000AOD = 0.1I%TFA-O 0O - O 1%TFAOD D OO0 00O OOODODOOO0OA/B: 100700 30/70
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O00O00000000000N® -methylOArgd OO0 O0O0OO0OOO N-MethyIl-N,N
"-bis-Boc-1-guanylpyrazole O ON® -methylO Argd 0 00000000 OO0OO0OOOOO
0000000000000 O0OOo0O0DO0OD0D0O0ODO0ODDOOdornd N-Methyl-N,N"-bis-Boc-1-
guanylpyrazole 0 00000 00O00O0COO0OOOO0OOOON® -methylO Argd O 0O 0O O

OO0D0ODODOOI[eY7,CSNHIMSIOO O OO D DO 1660 0 O O
HClI H-Gly-OBu® 503 mg 0O DMF 10 mL 0 OO 00O O °C O Fmoc-Phe 1162 mgl HOBt 60
mgd PyBOP 1874 mg DIEA 784 p L OO0 D04 00000000D00O0O0OOOAcCEt O
O 0O 1IN HCI aq.0 satd. NaHCOzaq.O satd. NaCl aq. 0 O 0O OO 0O Na,SO, 0O 00O
0000000000000 000D00D00O00O0O0DOO0OODO Fmoc-PheGly-0Bu® 1.4
gD OO @O 99%)0 0O 250 mg O toluene 10 mL O O O O O Lawesson"s reagent 4
0O4mg OO0 80 °€ 0 200000000000000AcOEt 0000 1IN HCI ag.-O's
atd. NaHCO; aq.0 satd. NaCl aq. D 0O 0O O0ONa,SO, D00 DOOO0OOOO0OO0O0DOD
oooooDoODo0U0o0oo0oooooDoDoDoDo0Do0U0o00oooDoDoDoDoDo0Doo0oooDooDoDoOoao
0 O O O Fmoc-PheW (CSNH)Gly-0Bu® 207 mgD 0 O (0 O 80%)0 0O O 103 mg O TFA / H,0
(5 /75000 1000000 Q0O0DLDDbOO0O0DU0DO0DU0U0UOoOODDODODO0DUOOoUOUUOoOOOEFEm
oc-PheW (CSNH)GIy-OH 82.4 mgd O O (O O 90%)0 O O O PAL resin O Fmoc-Phe O O O
O0O0D0ODD0OO0OO0OOFmoc-Phe-PAL resind 00O ABI 433A 0000000 0COO0O0OOFM
oc-LeuArg(Pbf)Phe-PAL resin 80 mg O 0 Fmoc O O Fmoc-Phe¥ (CSNH)Gly-0OH 35 mgO P
yBrop 47 mgO HOAt 14 mgUO DIEA 35 p L OO O OO0 15 0000000000000
OABI 433A0 000000000000 Boc-Tyr(BuH)Asn(Trt)Trp(Boc)Asn(Trt)Ser(Bu®)
PheW (CSNH)GlyLeuArg(Pbf)Phe-PAL resin O OO0 OO0 15 mg O TFA / PhSMe / m-cre
sol / TIS/ZEDT (85/5/75/72.5/725)20p L0000 2000000000000
0Oo0ooDDoDO000o0oo0oooDoDoDoDo0Do0o0oo0oooDoDoDoDoDo0ooooooDooDooOao
000D DO000O0doooODODDoODOO0OO0O0O0OO0OooaoOaDOyYMC D-0DS-5-ST S-5 120A O O
(20 x 150mm)0 0 O O O O HPLCO O = 0. 1%TFA-O O BO = 0. 1%TFAO O O OO OCDODOOO
OA/B: 77/23057/430 0 0 000 0oOoOoOODO(GOD)Y IDOoOoDOoODOoODODODODOOOOOO
Oo0oDDOoOO0OO0oO01.0mg OO0
000000 M+H)™ 1318.7 (0 O O 1318.6)
OO00D?20.80O
O
0 O Wakosil-11 5C18 HGO (4.6 x 100mm)
O0AO @ O.1%TFA-O O - 0. 1%TFAD 0 0 OO OO0 COODDODOOA/B: 100700 30/70
OO00D0O000(E350)0
0O 1.0ml/0
Ooon0
O
O
O
O

OoDoooooDoooDoooooo
O0DO0O0DAQDOD0D0OO0OD0DArQDO0O0ODODODODODOODODUODDODDOODODODODODODDODOO
coooooc,_ ,00000000000C0C0O0DO0O0O0O0O0O0O0DODODOOODODOODOO
000000000 DU0ooDo0DO0o00o0D0Do0DArQO0O00O0DD0DO0DODOOoDOoODOoOoODOoDoODOd
O-Arg-XXX-O XXX 0Doooooooooooooooooooooooooooooao
OO0O0OPhelTrp0 TyrODDODODODODODOODODODDODODODODOOODODODODDODOO

O N® -methyld ArgD O O O O O O N-Methyl-N,N"-bis-Boc-1-guanylpyrazolell O O O O
OD0DO0O0O0O0000O0DOO0D0ON-Methyl-N,N"-bis-Z-1-guanylpyrazole 0 00 00O 0O0QOO
ooDooao

OoDoooao

oooooo

O

O

8

O

O

8

O0Ooo0oooaoo

I
5
[
(@)
|

OoooooQgooao
O

OO0

0O 0 0O [AzaGly7]MS100 0 0 O O O 1760 O O O

PAL resin 0O Fmoc-Phe 0 0 00O O O O O O O O Fmoc-Phe-PAL resin 321 mg
ABlI 433A 0 0 000000DOODODOO0OOODOOFmoc-LeuArg(Pbf)Phe-PAL res

Ooooooogooao
OO0 ooogo-gogoao
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in 80 mg OO Fmoc OO THF 2 mLOCDI 16 mg OO0 2 0000000 Hydrazine mon
ohydrate 6 p L OD 010000000 OO00O0DOOOOAOAOFmoc-Phe 39 mgd PyBrop 93 mg
0O HOAt 27 mgO DIEA 105 p L OO0 20000000000 D0O0O0OOABI 433A0 00 0O
00000000 0Boc-Tyr(Bu®Asn(Trt)Trp(Boc)Asn(Trt)Ser(But)PheAzaGlylLeuArg(Pb
f)Phe-PAL resin 0O OO OO 25 mg O TFA / PhSMe / m-cresol / TIS / EDT (85 /7 5

0000 [D-Tyrl,AzaGly7,Arg(Me)9]MS100 O O O O O 2320 0 O O
Rink Amide MBHA resin(0.55mmol/g)4g0 Fmoc-Phe, Fmoc-Orn(Mtt)d O OO O O O
O 0 Fmoc-Orn(Mtt)-Phe- Rink Amide MBHA resind TFA / TIS / DCM (1 /7 5 7/ 94
)S0mML 000 5000000000000 0O0ODCM 40 mLO OO O O O O O O O N-Methy
I-N,N"-bis-Boc-1-guanylpyrazole 2.27 gO OO ODIEAD OO0 OO O pHO 90 O O O 15 O
O O O O Fmoc-Arg(Boc,,Me)Phe-Rink Amide MBHA resin 4.74g0 O O O O O Fmoc-NHNH, H
Cl 145 mg 0 THF 1O0mML OO ODODDDOOO CDI 8 mgODIEA 87 mL OO O OO OOQO 1
0000000000 H-Leu-OBu®™ HCI 224 mg O DMF 5 mL OO5mOOO0O0O00O00OO
OO00O0 18 0000000000000 AcOEt OO OO 1IN HCI ag.0 satd. NaHCO; a
g-Osatd. NaCl aq. 0O 0O OO0ONa,S0,0 000000000 DOOOOODOOODORD
0000000000000 Fmoc-AzaGly-Leu-OBu® 230 mg (0O 99%)0 00O O O O 187
mgO TFA/ H,0 (9 /7 1) 1o0mL 000 1000000000 0000 AcOEt OO OO
satd. NaCl ag. 0 00 O0O0ONa,SO, 0O DOODODOODDODODODOOODOOOODODOGO
O00OD0OD Fmoc-AzaGly-Leu-OH 143 mg OO (0 O 87%)0 O O O O Fmoc-AzaGly-Leu-OH
, Trt-Phell Fmoc-Arg(Boc, ,Me)Phe-Rink Amide MBHA resinD0 D 00O O0O0OO0OCODOTrt
-Phe-AzaGly-Leu-Arg(Boc, ,Me)Phe-Rink Amide MBHA resin O TFA /7 TIS /7 DCM (1 /7 5 /
94) 50mL 000 500000000000000000O0Fmoc-Ser(But)O O O Fmoc-Asn
(rt)0 000000000 Fmoc-Asn(Trt)Ser(But)Phe-AzaGly-LeuArg(Boc, ,Me)Phe-Rink
Amide MBHA resind 0 080.3mg0 0 0D 00000000 O H-p-Tyr(Bu®)Asn(Trt)Trp(Boc
)Asn(Trt)Ser(But)Phe-AzaGly-LeuArg(Boc,,Me)Phe-Rink Amide MBHA resin 97.2mg0 O
00
OoOoocOoOooOTrA /7 PhSMe / m-cresol / H,O0 / TIS / EDT (80 / 5/ 5/ 5/ 2.5/
251w o0 00000000 OCODODDOODODODUOUODODDODDODDDODOODOOUOOOGO
0oooDoDDoDo0o0o0o0o0ooooDoDDoDo0D00o00o0oooDoDoDoDoDo0DoooooDooDoDOoao
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A-O0BO - 0O.A%TFAOU D OO DDOOOOOOA/B: 76/240 667340 0 00000000
g@oo)ooooooooooobDbobooooooobooDbDb1r.7mgd O OO
OD0O0O0000@+H)* 1317.0 (0 O O 1317.6)
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oooDaOo

/5/725/725)1nw 000 2000000000000000O0000DOD0ODODOO
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0000 Wakosil-11 5C18 HGO (4.6 x 100mm)

O000AD: 0.I%TFA-O0 O - O.I%TFAD OO DO OO OD0OODODOOA/B: 100700 30/70
O0O0D0ODO0O00O0O00(350)0

O0021.omi/0

Ooooao

Oo0ooao

OO0O0DDO0Odes(1-3)-3-(3-pyridyD)propionyl- [AzaGly7,Arg(Me)9]MS100 O O O O
3220 0 00O

00000000000 Fmoc-Asn(Trt)Ser(But)Phe-AzaGly-LeuArg(Boc,,Me)Phe-Rink Am
ide MBHA resind O O 48.2mg0 O FmocO O O O 3-(3-pyridyl)propionic acid 15.2mg, DI
PCDI 15.9u L, 0.5M HOAt/DMFO O 200p LOOCOO9OOO OO DODOOOOOOODOODOO
O 0O TFA / PhSMe / m-cresol / H,0 / TIS / EDT (80 / 5/ 5/ 5/ 2.5 /7 2.5) 1 mL O
o0 eoO0O0OO0O0ODOODOODODOODDODDODDODODDODODODODDOODODODODDODOO
ocooooooU0oooDOooOoDooU0oooDUoooDgdoooooDUooDOoooDooOooDUooOo
YMC SH-343-5 S-5, 120A0 O O (20 x 250mm)0 O O O O O HPLCO O : O.1%TFA-O O BO = O
-1%TFAD
ooo
oood
HPLCO

Oooooogdg

Oooo0ogoood

O

0

ide

a
O
g
a
u

OooooogogQgoao

O
O
0
O
4

OooooooQgoao

OooDooooogoood

O

OO0O00OO0O0000D0OO0OA/B: 80/720-60/7400 0 0 00000000 EOO)HYDDOO
0o0o0o0DDoDoODOo0D0o0oo0o0ooooooDDOe-Oomg OO O

000 (M+H)™ 987.4 (O O O 987.5)

O0OOo8.10

O

YMC-AM301 O (4.6 x 100mm)

OAO - O.AI%TFA-O O - O I%TFAD D O DO OO OD0OOODOOA/B: 807200 30/70
OO0OO0000D0(E50)Hd

1.0ml/0

Oooo

00

0O 0 O des(1-2)-Amidino- [AzaGly7,Arg(Me)9]IMS100 O O O 0O O 2730 0 O O
0000000 Fmoc-Asn(Trt)Ser (Bu®)Phe-AzaGly-LeuArg(Boc,,Me)Phe-Rink Am

MBHA resin 48.2mg0 Fmoc-Trp(Boc)O O O O O O FmocO O H-Trp(Boc)Asn(Trt)Ser(Bu
YYPhe-AzaGly-LeuArg(Boc, ,Me)Phe-Rink Amide MBHA resind 0 0 00 00 O O O O DMFO
N,N"-bis-Boc-1-guanylpyrazole 29.3mg, DIEA 34.8y LO 0O 0O 140 0O 0O O O O Amidino-Tr
p(Boc)Asn(Trt)Ser(But)Phe-AzaGly-LeuArg(Boc, ,Me)Phe-Rink Amide MBHA resind 0O O

ooo
/ 5/

O
O

D |:‘ [}

Ooooooogogood

0
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O
O

0.

0OO0ooooooooTFA / PhSMe / m-cresol / H,0 / TIS / EDT (80 /5 7/ 5
5/725)1m 000 90000000000 goobDoooooobooad
gooboooooobbobobuoooooooodd gooboooooobooad
OO0O0O00OdO0OOYMC SH-343-5 S-5, 120AC (20 x 250mm)0 O O O O O HPLC
1%TFA-0O O BO - O 1%TFAD OO O O OO0OAnd 0 A/B: 78/22-58/4200 0 O O 0O
go(douHoooooooooooonoano O0000D00OOo0.6emgd OO O
000 (M+H)™ 1082.3 (O O O 1082.6)

O0011.4 O

0
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0000000 (250)0
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00 0O [6Y 7,NHCO,D-Tyrl,Arg(Me)9IMS100 0 0 0 0O 0 3190 0 O O
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OO0O0OO0O00O00 AcOEt 00O O O 1IN HClag.O satd.NaHCOzaq.O satd-NaClaq. O O O O
OONaySO,0000D0O00CDO00OD0OO0OO0DDOODODODOOODODODODODODOOZ-Phe-NH, 1.48
g0 00 (@O 99%)0 [Bis(trifluoroacetoxy)iodo]benzene 1.94 g O MeCN 20 mLO H,0
5mL 00000 oO00O OO00O00O00O0OZ-Phe-NH, 890 mgO pyridine 972 p L OO0 00O
000 15 000000000000 0000U0o0oD0OD0-1INHCIlag- OO 0ODODOIN HCI
aq- 00 0DODDOOOODDOOO DMF 5 mL OO O O O mono-tert-Butyl malonate 486
p LO HOBt 540 mg 0 O OO DO OOOO PyBOP 2.08 gld DIEA 1394 py L OO DODOOOOO
15 0000000000000 AcOEt OO OO 1IN HCI aq.O satd. NaHCO5; aq.0 satd.
NaCl ag. OO OOOONa,SO,0 0 00 O00O0OOOO0OO0ODOODODODOOODODODOODODOGO
0o0o0o0DD0DDO0D00000o0o0oDDDOo0D00O00o0o0OoDoDDOO0O0OggZz-Phew (NHCO)GHY
-0Bu® 304 mg0 OO (0O 33%)O0 00 154 mgd MeOH 20 mL O OO O 10% Pd-C O O O
goooOD0ODbO 20000000000 CODODDODODO0OO0OOUOUCOODODDODDODOODOOUOOO
10 mL MeCN 10 mL O O O O O Fmoc-0Su 152 mg DIEA 78 p L OO0 0O 15 0000000
OO0O0ODO0O00 AcOEt OO OO 1IN HClag-O satd.NaHCOzaq-O satd.NaClag. 0 OO0 0O 0O O
\VF= W1 A I A R 11T
c-PheW¥ (NHCO)Gly-OBu® 127 mgd 0 O (0 O 68%)0 0 0 0100 0 O O O O Fmoc-Arg(Boc,,
Me)Phe-Rink Amide MBHA resin 63 mg O Fmoc-Leul O O O O FmocO O Fmoc-PheW (NHCO)
Gly-OH (Fmoc-PheW (NHCO)GIy-OBu®™ 25 mg TFA 3 0 0 0 00 0O O O )O 0.5M HOAt 300
LO PyAOP 78 mgU DIEA 52 p L ODODO 6 0000000O0O0OCOODODO DMF 2 mLO DIEA 9
M LOAc,O 12 p LOOOO300000O000O0000D00ABIA43B3A 00000000
00 00 0 Boc-p-Tyr(Bu®)Asn(Trt)Trp(Boc)Asn(Trt)Ser(But)PheW¥ (NHCO)GlyLeuArg(Boc
>,Me)Phe-Rink Amide MBHA resinD0 0 0O OO 34 mg O TFA /7 PhSMe / m-cresol /7 TIS
/ EDT 85 /5/75/725/725)20pyLO000200000000O0000000C0C<O
oooooDoODo0U0o0oo0oooooDoDoDoDo0Do0U0o00oooDoDoDoDoDo0Doo0oooDooDoDoOoao
0oo0o0OD0ODDOO0O0O0O0O0OoooOODaoOyYMC D-ODS-5-ST S-5 120A 0 O O (20 x 150mm)O O
OO0O0O0OHPLCO O - O0.1%TFA-O O BO = 0. I%TFAU O OO DD OO O OO O A/B: 76/240 66
/340 0 0000000 oog(@on) D000 oooDoDoDooooooooooo

-7 mgd O OO

0000000 W+H)™ 1316.3 (0 O 0O 1316.7)

HPLCO O OO DO 18.7 O

ooooao

00000 Wakosil-11 5C18 HGO (4.6 x 100mm)

OO0O0O0ODAO = O.AI%TFA-O O - 0.1%TFAD O OO OO ODODDODOOOA/B: 100700 0/700
Oo0o0oOoDoDDO0O0Oooessno)o

ooooil.omi/zO

gooooooao

oooooao

O000000[INCCH)gGn)GIy9]-MS100 O 00 0 021800 00O

O Fmoc-Phe-Rink Amide MBHA resin 192 mg OO O ABlI 433A 000000 O0COCODOOO
0 Fmoc-GlyPhe-Rink Amide MBHA resin 00 00O 00O 1/4 0O 0O O FmocO O DMF 2 mLO Ac

OH 50 p LO Boc-B -Ala-H 5 mgdd NaBHZCN 16 mg O OO0 030 000000000000
0 Fmoc-Leu 71 mgO CIP 56 mgd HOAt 27 mgd DIEA 105 mL OO 0O 15 000 0CO0O0OO
OO0O0OOD ABI 433A00000D0DOO0OO0O0OZ-Tyr(BzDAsn(Trt)Trp(Boc)Asn(Trt)
Ser (Bu®)PheGlyLeuN((CH,)3NHBoc)GlyPhe-Rink Amide MBHA resin 00 0O 00 00O TFA /
PhOH / H,0 / TIS /7 EDT (87.5 /5 /7 2.5/ 2.5/ 25) 1m 00020000000
gooooObOOO0oOoOoUoUooo0OoboDbbOO0oOoDOoU0oUoUooDQoOD DMF 500 p L OOOOO1H-
pyrazole-1-carboxamidine hydrochloride 9 mgd DIEA 22 mL OO0 0015 00000 0O
OCoOooo0oo0ooDOoooDgooOoooDOooDod PhsMe 60 p LO m-cresol 56 p LO EDT
26 y LOTFA 337 p LOTMSBr 65 p L OODO 2000000000000 ODOODODOGO
gooooobOoOoooooooobDboOoOoooUooobopbDbpbobooOooUoooboooDb oo

10

20

30

40



(138) JP 2009-227687 A 2009.10.8

OOO0O0O0O00O0O0ODOO0O0OODdOYMC D-0DS-5-ST S-5 120A 0 0O O (20 x 150mm)d O O
OO0 0OHPLCO O = 0.1%TFA-0 O BO - O.I%TFAD O OO0 O D0 OO DO OO OA/B: 747260 64/3
[ (1 A A I e O

ooowmMsioo0ooooOo3o0Oon

pO OO0 OBHAO 0D Oo00O 770 m moled g resind0 OO0 0O 0O OO 0O O ABI 430A0 O OO
0 O BoclO Strategyd DCC-HOBtO 0 O O O O O O O O BocO Phed BocO Argl TosO O Bo
cO Leuld BocO GlyO BocO Phel BocO SerO BzIO O O O BocO Asn BocO TrpO Ford O Boc

mgU O O O

0000000 @+H)* 1302.5 (0 O 0O 1302.7)
HPLCO O O O O 18.60

ooooao

00000 wakosil-11 5C18 HGO (4.6 x 100mm)
OO0O0O0OD0AO = O.I%TFA-O O - 0.1%TFAOD O OO O OO ODODDOOOA/B: 100700 30/70
Oo0ooDDoDDOO0O0O0Oogoe3s50)o
Oooooi1.oml/O
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ooooDoDnD
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OAsnd BocO TyrOBrOZOOOODODDODDOOODOOOOOODODDDODOODOOOOODOOO 119
OCpoO0OOO0O0O0OWID1ID040 00000000102 mIDODODOOCOODO?0 MO O oO
geob0OOOO0OO0O0O0OO0OOOOODODDOOODODOOOODODDODODOODOOOGOOODODDOGO
goooobboosooooooobobooooooooobDbbobooooooooDbDDbanOso
ooocooboDbOOO0DO0ooooooboObobobooooeh2s00002.0x 8cm000O0O0O0ODO

OoODOoo0O0O0o0O0O0DO0ODbOO0ODO0ObOO0OO0ODO0OOb0ODbOO40mgd 000D ODO LiChroprepD OO O

ORP-180 00 0OODODDOOOOOZ2.6 x 60cmd 0 00O 0OO0O 10 TFAO O 200miD 0 O0OO
10 TFAO O 300mi0 010 TFAO O 330 0D 00O O0O0COOO300miCDO0C0O0O0OOOODO
ooocooObObOO0ODooooooobobboooooobz2.2ngd 00O

O0O00ODDO0OMOHO 13020 50 0 O O 13020 60

HPLCO O O O O 18.70
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O00O00 Wakosil-11 5C18T0 O 4.6 x 100mm

O000DAOD :0.10 TFAU O :0.10 TFAUD O DD OO OO OO OO 0O A/BO 95/50 45/550
O0DO0o0O0Ooo0O0oDo2500

OoOO01.0mlOD0O

ooooooao

Oooooo

0000000 des(1-3)-2-(Indol-3-yD)ethylcarbamoyl-[AzaGly7,Arg(Me)9]MS100 O O
ooo2790 000

000000000 D0O0O0 D0 Fmoc-Asn(Trt)Ser(But)PheAzaGlyLeuArg(Me,Boc,)Phe-Rink
0 Amide MBHA resind0 O FmocO 0 000 O O O O H-Asn(Trt)Ser(But)PheAzaGlyLeuArg(M

e,Boc,)Phe-Rink Amide MBHA resin 64 mgQd 20y molOd 0O THF 1.5 mLO CDI 13 mgO O O
020 00 00O 0O Tryptamine hydrochloride 32 mgOd DIEA 28y LO DMF 500 L OO O O
240 0000000000000 2-(Indol-3-yl)ethylcarbamoyl-Asn(Trt)Ser(But)PheAz
aGlyLeuArg(Me,Boc,)Phe-Rink Amied MBHA resinD OO0 O OO 15 mg O TFA /7 PhSMe / m
-cresol / TIS /7 EDT (85 /5 /75 /725 /725)200pyLO0020000000000
gooooDoOooooodoooooDoDoDo0ooodoooDoDoDoDoDoooooooooaoOoao
0o0Q0O0ODODbOO0O00O0U0O0ooOQODbODbOOO0OO00O0dO0ODODOYMC D-0DS-5-ST S-5 120A O 0O 0O (2
O x150mmJ0 000D DOHPLCO O = 0.1%TFA-O O BO - O.A%TFAO O DD OO OO OOOO
A/B: 69/310 597410 0 0D 000 0dOoOoO(GOUH)Y I DODODODOoDOoODoODDODODODOOOOoO
ooocooODOO01.1mgd OO0
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HPLCO O O O DO 20.1 O

ooooao

O0000 wakosil-11 5C18 HGO (4.6 x 100mm)

OD0DO00OAD : 0.1%TFA-O O - O.A%TFAD D D OO OO DO DODOOODOA/B: 100700 0/500
OCoOO00OO0O0DO0O0OEs0)Ho

OD0O01.0mlzO

goooogao

gooooaad

Fmoc-AzaGly-Leu-Arg(Boc,, Me)-Trp(Boc)-Rink Amide MBHA resind 0O O
0O O O Rink Amide MBHA resin(0.4mmol/g)5g0 DMFO 0 0 0 O O 20%0 0 O O O /DMFO O 5
omiD 200 0000 0OFmocO ODODODDDODODOOOOODMFO OO O O O Fmoc-Trp(Boc)-0OH
4.213g(8mmol), DIPCDI 1.272mL(8mmol), 0.5M HOAt/DMFO O 16mL(8mmol)d O O 900 O
0000000 Trp(Boc)d O O O O Fmoc-Trp(Boc)-Rink Amide MBHA resind 0 0O 0O 0O 0O
O000O0rn(Mtt)T O O O Fmoc-Orn(Mtt)-Trp(Boc)- Rink Amide MBHA resin 2mmolO O
gooooDoOooobeMOoOOOoOoooQo TFRA/Z TIS/Z DCM (1 /57 94) 50 mL O OO
io0doodooooODoDDDbDO0OOoOoOgOgTFAZ TIS/ZDCM (A /5 /794000000000
0oooDDoDoDoo0oOMetD 000000 o0o0oDoDoDoDo0oo0o0ooooMetOo0oooDOano
00000 Fmoc-0rn-Trp(Boc)-Rink Amide MBHA resind 5%-DIEA/DCMO O O O O O DCMO
OO0O0O0ODCM-TFE(4:1) 25 mlO 0O 000 0O0O0OOODON-Methyl-N,N"-bis-Boc-1-guanyl
pyrazole 1.946 g(6mmol)d O O ODIEADO O OO O O pHDO 100 0 0 O 15 0O 0O O O O Fmoc-A
rg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin 6.195g0 0 0 0000 O00O0O0OCODOAO
OCOoOOCOCOOFmoc-Leud OO0 OO0OOODOOOCDOOODOODODODO Fmoc-Leu-Arg(Boc,,Me)-Tr
p(Boc)-Rink Amide MBHA resin(1mmol)O FmocO O O O O H- Leu-Arg(Boc,,Me)-Trp(Boc)-
Rink Amide MBHA resin(lmmol)O O O O
O O O Fmoc-NHNH, HCI 1.745 g(6mmol) O DMF-THF(4:1) 20 mL OO OO OOOO cCbl 9
73 mg(6mmol)d DIEA 2.09 mL(12mmol) 00O OOOOD 1 000D0D0OO0O0OO0OOCOGO
OD00OO000H-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resind O 0O O 0O O 150 O
OoOoo0Oo0O00OO00o00000000000Fmoc-AzaGly-Leu-Arg(Boc,, Me)-Trp(Boc)-Rin
k Amide MBHA resind 3.314g0 O O O
ooooobooboao
oooooao
0000000 des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 38
50000
O Fmoc-AzaGly-Leu-Arg(Boc,, Me)-Trp(Boc)-Rink Amide MBHA resinO 100mg(0.03mmol)
ODMFO OO o oo 0C0O0O0/MFOO2nID 20000000 FMmocO O OO0 O O0O0OAO
OoCODMFO OO DO O O Fmoc-Phe-OH 77.5g(0-2mmol), DIPCDI 31.8uy L(O0.2mmol), O.5M
HOAt/DMFO O O.4mL(O0.2mmoD)0 0 0900 00O DO OOPheD 000 O0OO0ODODODO Ser
(*Bu), Asn(Trt)0 O 0 O O Fmoc-Asn(Trt)-Ser(*Bu)-Phe-AzaGly-Leu-Arg(Boc,,Me)-Trp(
Boc)-Rink Amide MBHA resin O 0000 OO0DOOO0OOOFmocO O Fmoc-p-Pya(4)-0OH 77.
6mg(0.-2mmol), PyAOP 104.2mg(0.2mmol), 0.5M HOAt/DMF 400p L(O.2mmol), DIEA 174.2
g LC0.2mmol)0 0 0900 000 p-Pya(4)0 0000000 p-Tyr("Bu)0J 0 0O O O O FmocO
0 O H-p-Tyr(*Bu)-p-Pya(4)-Asn(Trt)-Ser(*Bu)-Phe-AzaGly-Leu-Arg(Boc, ,Me)-Trp(Boc)
-Rink Amide MBHA resin 135mg0d 0O 0O O
OOooOoO0oo0OO00TFA /Z PhSMe / m-cresol / H,0 / TIS / EDT (80 / 5/ 5 /7 5/ 2.5/
25 1w 000 000000000 ODDODODODO0DODOUODODDODDDODODODOOGOOOOO
ooooDbODbOO000o0ogo2WO00odoooobDbbooooUoooobDboDbDbOoooOoUooo
OOoQO0ODDOOO0OYMC Pack R&D-0ODS-5-B S-5, 120A0 O O (30 x 250mm)0 O O O O O HPLC
OO0 0.1%TFA-0O O BO - O TFAD 0D 0 0 0000 OOODODOOO0d 15mi/min, A/B: 79/21-6
/310 JddopoOooDbDOboOo(o0)y bbb obopobDbobooooUoooao
Ooo0OoODDbOOO01omOO0OCODDODOO0OOO0OD0OBIORAD AGLT x 8 AcO™ form 100p LO O
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ooooao
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O000D0AOD = 0.AI%TFA-O O - 0. 1% TFAOD 0 00 00O OO0ODDOOO0OA/B: 807200 30/70
O0OO0O0O0O000O00oaoE@2so)Ho

O00O01.0mlzO

ooooooao

OoDoooo

0000000 des(1-6)-Dibenzylcarbamoyl-[AzaGly7,Arg(Me)9,TrplOJMS100 O O O O

03930 0 OO0

O Fmoc-AzaGly-Leu-Arg(Boc,, Me)-Trp(Boc)-Rink Amide MBHA resin 35.2mg(0.015mmol

ODMFO 00D OO 020%0 0000 /DMFO O2ml0 200 O OO0 00O FmocO O OO 0ODOOADO di
benzylamine 19.2y L(O.1mmol)J THFO O O O O O O O CDI 16.2 mg(0O.1mmol)O DIEA 2.6
pLOOOSMmolO O ODDDODOODO 1 00000000000000O00O0FmocO O H-Aza

Gly-Leu-Arg(Boc,, Me)-Trp(Boc)-Rink Amide MBHA resin0 0 000015000000 O
OO0 00 0 BzI,NCO-AzaGly-Leu-Arg(Boc,, Me)-Trp(Boc)-Rink Amide MBHA resind TFA /
PhSMe / m-cresol / H,0 / TIS /7 EDT (80 /5 / 5/ 5/ 2.5/ 2.5) 1mL 000 90
00000000 oDO0ooDo0Do0ooDo0DooDooDo0DO0o0Do0DooDo0oooDOooDOoDo0oo0DoDoOoDooaO
2000000000000 0000DODODOODOOO0DODODODODOOOODOOGOYMC S
H-343-5 S-5, 120A0 0 O (20 x 250mm)0 O O O O O HPLCO O : 0.1%TFA-O O BO : 0.1%TF

ADODOOODODODODODDODODOOOOOS8Smi/min, A/B: 63/37-53/470 0 0 O 0O OODOOO (60
OH)YoooooooDoooDooooooooDooooooOo2.2mgh 00O
O0O0O00OOooOW+H)™ 768.7 (00O 0O 768.4)

HPLCO O O O O 16.90

0 00

0 YMC-AM301 0O (4.6 x 100mm)

O0AD @ 0.1%TFA-O O - O.A%TFAD O D 00O O OO0 O0DOODA/B: 807200 30/70

OO00D0O0O000g(250)0

0 1.0ml/0

Ooo0ooo

00

O 0 0 0O des(1-5)-Benzoyl-[6W 7,CH20,Arg(Me)9,TrplO]MS100 O O O O O 4210 O

Ooooooogdg

oo oooooogoQgog
OO0 ooogogdg

Z-Phe 1.80 g0 MeOH 20 mLO O O O O O °CO DMAP 73 mgd WSCD HCI 1.38 g0 O OO 4 °
chO120000000000000C0O0OAcOEtD OO O IN HCI aq.0 satd. NaHCO5; aq.0 sat
d. NaCl ag.0 00 O00O0ONa,SO0,0 00 O0OIDODOODOOOOoild0OOZ-Phe-OMeO OO OO
OOdry THF 20 mLO O D OO LiIBH, 196 mg0 0 0O 0O ODO1BO00O0O0O0OOOOCOD0OO
OO0 0O AcOEtO O O O IN HCI aq.0 satd. NaHCO5; aqg.0 satd. NaCl aq.0 O O O O O Na,SO
0000000000000 000Q00DD0O0D0O0D0ODOO0OD0OO0OOZ-Phe-ol 1.45 gOo
00 (00O 85%)0 60% NaH 60 mgd dry THF 10mLO O O O O O °CO Z-Phe-ol 285 mgd 18-c
rown-6 264 mgl tert-butyl bromoacetate 1.48 mLO 0 00O O0ODOOOOO1500 00
OO0O0OO0O00O0000O00AcOEtD OO0 O O IN HCI ag-0 satd. NaHCO; aq.O satd. NaCl aq
. 00000 ONasSO, 0000 UO0D0QOODOODODODOODOUODDODUODODODODDODODDOODO
0000D00oild0d O Z-PheW (CH,0)Gly-0Bu®™ 217 mg 0 0 0O (0 O 54%)0 Z-PheW (CH,0
)Gly-0Bu® 160 mgd MeOH 20 mLO 0 0 0 10% Pd-CO 00000 OO0 30000000
000000000 DO0ooO0DO0o0oDoDooODOooOOOoDbeM 15 mlO O O 0O O Fmoc-Cl 114
mgO DIEA 139y L 0001200 0000000000 0OAcOEtD OO O IN HCI aq.-0 satd
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-NaHCOzaq-0O satd.NaClag. O O O OO ONa,SO,0 O 00D O0O0O0O0O0OOCOOOOOOOOO
00000000 oDoDOo0oo0D0oo0oDo0oo0o0DO0oD0DOoDU0ooDDoDOo0DO0DO0O0o0O0DOaOFm
oc-PheW (CH,0)Gly-OBu* 150 mg0 00 (00 77%)0 0000000000000 000H
-LeuArg(Me ,Boc,)Trp(Boc)-Rink amide MBHA resin 31 mgO 15p molO O Fmoc-PheW (CH,0
)Gly-OH 19 mgOd Fmoc-PheW (CH,0)Gly-OBu®™ 0 50% TFA/DCM 10 0 0D 000 O0D0O0O00ODO
OO0OO0O0O0O0O0OO0.5M HOAt 180 p LO PyBrop 42 mg DIEA 47 y L OO OO 18 00000
00000000 20% piperidine/DMF 5 mLO O 0 0 0 000300 0000000000
O O benzoyl chloride 9u LO DIEA 13y LODMF 10 1 mlO DO OO OO020000000
OoODO0o0OO0DO0oo0O0O0oO0TFA / PhSMe / m-cresol / TIS /7 EDT (85 /5 /7 5/ 2.5/ 2.5)
200p LO0OO0CDO200000000000D0D000000O0DODODDODOOOOOOODGO
00000000 oD0oo0DO0DO0oo0D0Do0ooDo0oo0Do0DO0o0DO0Do0oDoDU0ooDDO0oOoDOo0DOoo0Do0DoOoODOoOoDaO
O O YMC D-ODS-5-ST S-5 120A 0 0O O (20 x 150mm)0 O 0O O O O HPLCO O : O0.1%TFA-O O
BO : 0.1%TFAD D 0D DO O0OO0OODODOA/B: 75/250 65/350 0 0 00O 00O0ODOO (6OO
Y OoooooDoDoDooooooooooDoooog2.5mg 000

O0O0O0OO0O0O0OW+H)™ 782.2 (0 0O 0O 782.4)

HPLCO O O OD0O22.1 0O

ooooao

00000 wWakosil-11 5C18 HGO (4.6 x 100mm)

OO0O0O0OD0AO = O.1%TFA-O O - 0.1%TFAD O OO O COODODODODOOOA/B: 100/00 07500
OoQoCOoODODOO0OO0OOgeso)Ho

OO00O01.0mizO

gooooooao

oooooao

OO00O0ODDOO0O des(1-7)-Dibenzylaminocarbamoylacetyl-[Arg(Me)9,Trpl0]MS100 O O O
004340 00 0O

0 mono-tert-Butyl malonate 1.54 mLO fluorenylmethanol 1.08 gO DMAP 61 mg DCM 2

OO0 20mLO O OO OWSCD HCI 1.15 g0 000000020 0000000000000
0O AcOEtO O O O O IN HCI aq.O satd. NaHCO5; aq.0 satd. NaCl ag. 0 O O O O O Na,SO,
ooo0oDODDbOO000o0dOoobOoODbDbObODO0DU0U0U0oUooQo0bODDbDbOODO0DO0oOUoOO0OOaOtert-Bu
tyl fluorenylmethyl malonate 1.62 g0 0O 0O (0O 96%)0 tert-Butyl fluorenylmethyl
malonate 61 mgD TFA 20 mLO O D D 00000200000 0000000000 ACOEt
ODOO0O0Osatd. NaCl ag-. 00O 0O0O0ONa,SO, OO0 ODODOODODOOCODODODOODODOO
0000000000 O0O00D0OO0OOOdOdmono-FfFluorenylmethyl malonate 850 mgd O O (
OO0 ew)D00000DODO0DOO0OODDOD Fmoc-LeuArg(Me,Boc,)Trp(Boc)-Rink ami
de MBHA resin 46 mgO 15y mold O 20% piperidine/DMF 5 mLO O OO O 0O O 300 O O O
000000000 mono-Fluorenylmethyl malonate 42 mgO PyBrop 70 mgd O0.5M HOAt/D
MF 300p LODIEA 52p LODMF 1 mlO O 0150 0000000002000 00000 Ac,0
8u LODIEA S5y LODCM 2 mLlOO DD OOODO3000O0D0DDODDODODODO0DOOoOooDooDOOO
0 20% piperidine/DMF 5 mLO 0 OO0 0003000 000000O0CO0OCDODODAOdibenzylhydra
zine 13 mgd PyBrop 28 mgd 0.5M HOAt/DMF 120up LO DIEA 21p LO DMF 1 mLO O O 150 O
0o0ooDDoDDoODO0D0oO0ooooDoooOoTFA /Z PhSMe / m-cresol / TIS / EDT (85 /5 /7 5 /7 2
5 /725)20pyLO00200000000000C0OODODO0D000000ODOODDOOAGO
goooobboOoOoooooooobDbOooooUooobobDbbobopoooUoooooDb oo
O0O000ODDOYMC D-ODS-5-ST S-5 120A 0 0 O (20 x 150mm)0 O O O O O HPLCO O - 0-1%
TFA-O O BO - 0. I%TFAOD O O D DO OO0 OOODOA/B: 83/17063/370 0 0 0 00 00O
oo0@zo0)oooboDbOODUOUODUODO0OOQOODDODODOUOUOUOUODODDO?21.6 Mg OO DO
0000000 W+H)™ 767.6 (00O 0O 767.4)
HPLCO O O OO 14.5 O
gooooao
O00D0OD wakosil-11 5C18 HGO (4.6 x 100mm)
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O0O0D0D0AOD = 0.AI%TFA-O O - 0.1%TFAOD D OO OO ODODODOOO0OOA/B: 100700 0/500
O0DO0000DO0O0o0OOEs50)o

O00O01.0mizO

Ooooooao

oooooo

0000000 des(1-5)-4-Pyridinecarbonyl-[AzaGly7,Arg(Me)9,TrplOJMS100 O O O O
04360 0 O O

O Fmoc-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin 340.1mg(0.1mmol)0O

DMFO OO O D O20%wW0 O0000/DMFOO20mIO 200000 00FmocO0 000000 DOOO
O0O0ODMFO O OO O O Fmoc-Phe-OH 155.0mg(0.4mmol), DIPCDI 63.6py L(O.4mmol), O.5M
HOAt/DMFO O 0.8mL(0-4mmol)0 0 0900 0 0O O0ODDODOPheD 0DDODOOOOOOO Fmoc-
Phe-AzaGly-Leu-Arg(Boc,, Me)-Trp(Boc)-Rink Amide MBHA resinO O FmocO O 4-Pyridin
ecarboxylic acid 49.2mg(0.4mmol), DIPCDI 63.6py L(0.4mmol), 0.5M HOAt/DMFO O 0.8
mL(O-4mmo)O 0 0900 OO OO DOO0OOODOUODO 4-Pyridinecarbonyl-Phe-AzaGly-Leu-A
rg(Boc,, Me)-Trp(Boc)-Rink Amide MBHA resin 353.5mg0 0 0 OO0 O O0OODOOTFAZ P
hSMe / m-cresol /7 H,0 / TIS 7/ EDT (80 / 5/ 5/ 5/ 2.5/ 2.5) 3.5 mL 000 90
000000000 DoDU0ooo0Do0ooU0ooDU0ooo0DO0o0DO0DooDUooODOooDOoDOooDoDoOooDoOooOaOo
020000000000 0000D000DOOODODODO0DODOODOOOODODOODOYMCP
ack R&D-0DS-5-B S-5, 120A0 O O (30 x 250mm)0 0O O O O O HPLCO O : 0.1%TFA-O O BO

T 0A%TFAO D O ODDODOOOOOODODO15mi/min, A/B: 79/21-69/310 0 0 0 00O OO
I (1 ' o A A Y G1|
OO0O0OO0ODDOO0O0O0O0ODOBIoRAD AGL x 8 AcO™ form 200y LO OO DO DOOOOOOOAO
gooooobOoOoooooooobDboOoOoooUooobopbDbpbobooOooUoooboooDb oo
0000DDD0DO0D0D00O0O0oDOoOoR21.emgd OO0

0000000 +H)™ 797.8 (0 0O 0O 797.4)

HPLCO O O O O 8.80

ooooao

O00O0O YMC-AM301 O (4.6 x 100mm)

O0O00OD0AO = O.AI%TFA-O O - 0.1%TFAD O OO O OO ODODODOOOA/B: 807200 30/70
OooQo0cOoODDODOO0OO0OOgoeso)Ho

Oo0o0oi1.oml/O

gooooooao

oooooao
OO0O0O0ODDOO0Odes(1-3)-3-Phenylpropionyl-[AzaGly7,Arg(Me)9,Trpl0]JMS100 O O O O
04990 0 OO

O Fmoc-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin 170.1mg(0.05mmol)
ODMFO 000 O0Oo20%W O0000/DMFOO5SmID200 00000 FmocO 0000 O0O0ODO
OO0O0O0ODMFO OO O O O Fmoc-Phe-OH 77.5mg(0.2mmol), DIPCDI 31.8uy L(O0-2mmol), 0.5
M HOAt/DMFO O O.4mLO.2mmol)0 0 O 900 OO0 ODODODOOPReD0DOO0OOOODODODRDOSe

r(*Bu), Asn(Trt)0 O O O O Fmoc-Asn(Trt)-Ser(*Bu)-Phe-AzaGly-Leu-Arg(Boc,,Me)-Trp
(Boc)-Rink Amide MBHA resinOU 0 0 0O OO O O O O O O FmocO O Phenylpropionic acid

30.0mg(0.2mmol), DIPCDI 31.8p L(0.2mmol), 0.5M HOAt/DMFO O 0.4mL(O0.2mmol)O O O
o0 0 0O0DODODOOO0O0OOD 3-Phenylpropionyl-Phe-AzaGly-Leu-Arg(Boc,, Me)-Trp(B
oc)-Rink Amide MBHA resin 209.6mg0 0 0 0 OO0 O OODODOTFA /7 PhSMe / m-cresol /
H,O0 / TIS /7 EDT (80 /5 /7 5/ 5/ 2.5/ 2.5) 1.6mL 000 90 00O0O00O00O0O0OO
gooooOoOO0O0oO0oOoOoooQobDbObOoOooOoUoUooooDbDDbOoooOo20000O0oUooOoo

ooo0O0ODDbOO0OO0DO0O0oO0oO0oO0oDOo0OO0ODbDDbDOO0OO0DOoO0OOoO0ODODDD<DOYMC SH-343-5 S-5, 120A0
00 (20 x 250mm)0 0 0 O OO HPLCO O = 0-1%TFA-O O BO = 0. I%TFAO O O O O ODOOO
Oo0Q0O0OD0Ds8mi/min, A/B: 71/729-61/390 0000000000 (OOHYIOOOOODOO

I 7 o o o R W A W A A =1 Yo ]
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AD AG1 x 8 AcO™ form 125y LO 00D DDOOOOCOCOOOO0O0O0O0000O0OOOOOO
0000000000000 000000C00000000000000SG.2mg0 000
0000000 (M+H)™ 1025.3 (0 O O 1025.5)

HPLCO O O O O 13.60

Doooo

00 OO0 YMC-AM301 O (4.6 x 100mm)

O0O0O0DO0AD : O.A%TFA-O O : 0.1%TFAD 00O O OO0 OO OO0 OO A/B: 80/200 30/70
00000000000 (e50)0

0000 1.0mi/0

Doooooo

0Doo0o00oo

000000 O des(1-5)-Benzoyl-[AzaPhe6,AzaGly7,Arg(Me)9, Trpl0]MS100 0 0 0 O O 4

310 0 00

O Benzylhidrazined 2HCI 500mg(2.-56mmol)0DCMO 0 00 D00 00O OOODO-780 00
O O Boc,0 727.1mg(3-33mmol), DIEA 0.982mI(5.64mmol)0 0 0 000 COOOO0ODO30
OooQOoODDOTLCCODODDOOOOOODOBenzoylchloride 327p 1(2-82mmol), DIEA 580.
4u 1B.33B3mmoDH)I 000D DDODODUODODODODOODODODDDODUODODODOODOODDOOOI10OOd
OO0O0O0O00O00000000O00AcOEtD OO0 10%0 0 00000, 5% NaHCO5 aqg-, sat
d.NaCl ag.0 00 00O0ONa,SO,0 000000000 DOOODOOOOOOODODOAL00
OO0oO0CODDODOOO0O435.5mg0 000

O Fmoc-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-NH-Rink Amide MBHA Resin 46.3mg(0.015mmo
DODMFO OO ODOD20%0 COD00O/DMFO O5SmIO20000000FmocO 00O O0O0OAO
OOoOCODODMFO O OD D O THFO CDI 3.65mg(0.023mmo)0 0 0 1hfr0 OO O0O0CDODDOO
OO00D0D32.6mg(0-1mmol)d 4N HCI/dioxane O0.3ml0 1hr0 0 0 0 0 0O O O O O etherd
000000000000 THFDO OO ODIEA 17 4p 1I(0O.1mmoD) D 00O OO OOQODOOO
OoOO0O0O0O00O0O0DO0OO0O0O0O0O0OO0aDOBenzoyl-AzaPhe-AzaGly-Leu-Arg(Boc,,Me)-Trp
(Boc)-NH-Rink Amide MBHA Resin 29.5mg0 0 0 OO0 OO OODOOTFA /7 PhSMe / m-creso

1 /H,O0/TIS/EDT (80/5/5/5/2.5/2.5)0.5m. 000 900000000
0000000000000 000000000000000000002000000
00000000000 0000000000000000000YMC SH-343-5 S-5, 12
OAD 0 O (20 x 250mm)0 0 0 0 O O HPLCO O : 0.1%TFA-O O BO : 0.1%TFAD 0 0 OO0 O O
0000000 8mi/min, A/B: 66/34-56/440 0 0 0 0000000 (600)0 00000
0000000000000000003.2mgd 000

0000000 MH)*Y 797.7 (0 O 0O 797.4)

HPLCO O O O O 15.30

ooooao

00 OO0 YMC-AM301 O (4.6 x 100mm)

O0O0O0OAD : O.1%TFA-0 0 : 0.A%TFAO O OO DD OO0 000 O O A/B: 80/200 30/70
00000000000 (es0)0

0000 1.0mi/0

Ooo0o0O0O00

oooooo

0000

O 0O O des(1)-[D-Tyr2,D-Pya(4)3,AzaGly7,Arg(Me)9,10¥ ,CSNH]MS100 O O O O
05480 O O O

000 2-chlorotritylchloride resin 0 Fmoc-Leu-OH 0 0 000 O OO O O O O Fmoc-L
eu-0-ClIt resin (sub. 0.62 mmol /7 g) 403 mg OO Fmoc O O THF 5 mLO CDI 162 mg
OO0 10000000Hydrazine monohydrate 97 p L 0 0020000000000
00000 Fmoc-Phe 581 mgd PyBrop 699 mgd O0.5M HOAt / DMF O O 3 mLO DIEA 784 p
LOODO 1200000000000000ABI 433A0 000000000000 Boc—p-
Tyr(Bu®),-Pya(4)Asn(Trt)Ser(Bu)PheAzaGlyLeu-0-Clt resin 0 0.47 g0 0D OO0 A
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cOH/ TFE/ DCM (1 /7 1 /7 8) 10mL OO0 0DO030 00000O0ODO0OOODODOOOODODO
OO00D0O00O000OO0O0OO0Osatd. NaCl aq- O OO OOONay,SO,0 00 0O0D0OCOODODO
OAcOEt0 0000000000000 O00O0O0O0 Boc-p-Tyr(But),-Pya(4)Asn(Trt)Ser(Bu®
)PheAzaGlyLeu-OH 320 mgh O O (O O 98%)0 O O O Boc-Phe-NH, 264 mg (1 mmol) O 4N
HCI /7 AcCOEt 5 mlO 000000300 00000000 O0OD0DDODOOOODDODODOOODODOO
O00O0O0ODMF 20 mLO O O O O Fmoc-0rn(Boc) 455 mgd HOBt 540 mgl WSCDO HCHE 382 mg
ODIEA 348 p L OO OO0 D0OODODOODODODODODODODODOOOODOODOGOAGOAINHCIEI a
-0 satd. NaHCO; aq.0 satd NaCl aq. 0 00O 0O0ONa,SO, OO OO0O0O0O0OOO0O0OO
OO000O00OO0O0o0OO0O0O0O0O0O0O0OO0dOaOaoFmoc-0rn(Boc)-Phe-NH, 594.4 mgh O O (O
O 99%)0 0 0132 mg O4N HCI /7 AcCOEt 5 mLOOD OO ODODD300000000DODO0OO
OO0O0OO0O00O000000C0O0OA0Fmoc-0rn-Phe-NH,O HCI 111.1 mgO O O (O O 94%)0 0O O
0000000 /TFE B/71) 3 mlOOODOOODODO1 000000 N-Methyl-N,N*"-Bis-Bo
c-1l-guanylpyrazole 194 mgd DIEA 105 p L O 00240 0000000000 DOOOO
000000000000 0000D0Fmoc-Arg(Boc,,Me)-Phe-NH, 108.5 mgd O O (O O
72%)0 O O 38 mgd THF 5 mLO O O O Lawesson®s Reagent 142 mg 0 0 0150 0 0 O O O
OO00O000OO000O0O0D0O00O00OD0ODONaHCO; ag.0 satd. NaCl ag. OO 0O O O O Na,
S, Juooooobobbooooooooobbooooooooobbboooooooan
0000000000000 0OO Fmoc-Arg(Me,Boc,)-PheW (CSNH)-NH, 18.7 mgO 0O O (
OO0 48%)0 0 O 11 mgd 10% DEA/DMF 1 mLO 0D 02000 0000000 0O0OO0ODMF 1 mL
00000000000 Boc-p-Tyr(Bu®)-5-Pya(4)-Asn(Trt)-Ser(But)-Phe-AzaGly-Leu-
OH 18 mgl HOBt 7.6 mgd WSCDO HCI 5.4 mg DIEA 4.90 p L O DO 1500000000
0o0o0oooOo0oooDoDOooooOoOoOooooDoOodgdTRFA /Z PhsSMe / m-cresol / TIS / EDT
(857575725 /725 1n 0002000000000 0000000000OA0O
gooobooooobooooobooooo bbb o oo booooooooao
0000000000 0O0O00d0O0OaDO0yYMC D-0ODS-5-ST S-5 120A 0 0O 0O (20 x 150mm)0 0 O O O
O HPLCO O : 0.1%TFA-O O BO : O.A%TFAD O 0D OO OO 00O OO O A/B: 827180 72/280

I (10 I o o A o A R A N O B I T
Oooao

0000000 M+H)™ 1181.5 (0 O O 1181.6)

HPLCO O 0O 0O O 14.9 O

OoDooao

00000 Wakosil-11 5C18 HGO (4.6 x 100mm)

OD0DO000AD : 0O.1%TFA-O O - O.A%TFAD D 0D OO0 O DO0ODODOOODOA/B: 100700 0/500
Oo0oOoDoDDo0O0ooos50)o

O0O0O0a1.0oml/O

ooooooao

Oooooao

0000000 Ac-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O
Oos500000

O O O Rink Amide MBHA resin(0.4mmol/g) 590 DMFO O 0O 0O O O 20%0 O O O O /DMFO O

S5m0 200 0 0 000OFmocO0 000 0OO0ODOODDOODMFDO OO OO O Fmoc-Trp(Boc)-0
H 4.213g(8mmol), DIPCDI 1.272mL(8mmol), 0.5M HOAt/ DMFO O 216mL(8mmol)O 0O O 900
00000000 Trp(Boc)O OO O Fmoc-Trp(Boc)-Rink Amide MBHA resind 0 0O 0O 0O O
O000Orn(Met)d O O O Fmoc-Orn(Mtt)-Trp(Boc)-Rink Amide MBHA resin 2mmold O O
gooooDDoOOoobeMO 0D OO0 0O 0O0OOTRA/ TIS/ TFE/ DCM(L/ 5/ 19/ 75) 50mLO0 O O 1
oUCCDODObOOOOUOUOOODODOTRAZ TIS/ TFE/Z DCM(1/ 57 19/ 75)0 00 Q0 O0DODOOO
ooocooDoOOooooOMetD 0000000 DODDbOOO0DOoDOoOoOooOoooMeto 00D OO
O

0 000 0 Fmoc-Orn-Trp(Boc)-Rink Amide MBHA resinl 5%-DIEA/DCMO O O O O O DCmO
O0O0O0ODCM-TFE(4:1) 25 mLO OO DO 1000 0O O O O N-Methyl-N,N"-bis-Boc-1-guanylp
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yrazole 1.946g(6émmol)0 O O O DIEAD O O 0O O O pHO 100 O O O 150 0 O O O Fmoc-Arg(
Boc,,Me)-Trp(Boc)-Rink Amide MBHA resinD0 O 00 O00O0O0DOOCDOOOOODOOOO
O Fmoc-LeuO 0O 0 O 0O O O O O Fmoc-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin
Cmmol)O FmocO O O O O H-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin(2mmol)
oo

O O O Fmoc-NHNH,O HCI 2.326g(8mmol)0d DMF 20mLO O O O O O O O CDI 297mg (8mmol)O
THF 20miO OO0 000D OOOO0ODODOODIEA 2.787 mL (16mmol) OO0 0O DO DO O OO 100
OOO0O0CO0O00O0O0DOO0O0O0OD00OO0OH-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA re
sin0 000001500 000000000000000DO0OO0AOFmoc-AzaGly-Leu-Arg(B
oc,,Me)-Trp(Boc)-Rink Amide MBHA resin 6.394g0 O O O

gooooao

0o0o0oooooo00o0o03.197g(immo)ODMFO O O 0O 0O 0O 20%0 O O O O /DMFO O 30miO 20
OCO0O0OO0O0OOFmocODODDODODOOODODDODODODMFO OO OO O Trt-Phe-OHO O.5AcOEt 1.
806g(4mmol), PyAOP 2.086g(4mmol), 0.5M HOAt/DMF 8mL(4mmol), DIEA 2_.787mL(16mmol)
O 0090000 0 Trt-Phe-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin P
heOOODODODODDOODOODCMO OO DOOODODOOTFAZ TIS/ TFE/ DCM(1/ 5/ 19/ 75) 30 m
LODOD 0100000000000 0DODOOOTRA/ TIS/ TFE/ DCM(L/ 5/ 19/ 750 00 O
goooboooooboooooTred 00000000 booobDOOTred
OO0OO000O00O00O0O0D0DOH-Phe-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin
0 5%-DIEA/DMFO O O O O O DMFO O O O O Fmoc-Thr(*Bu)-0H 1.590g(4mmol), DIPCDI 0.6
36mL(4mmol), 0.5M HOAt/DMF 8mL(4mmol)0 0O 0 900 O O O Thr(*Bu)d 0O 0O O O O O 20%0
O0O0O00O/DMFO O 30ml 200 000 00O FmoeO Thr(*Bu)O O O O O O O DIPCDI/ZHOAtO O
000000000 Asn(Trt), 5-Trp(Boc), o-Tyr(*Bu)d O 0O O Fmoc-5-Tyr(*Bu)-5-Trp(
Boc)-Asn(Trt)-Thr(*Bu)-Phe-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resi
n0 000000 o0DoDoDOo20% 0 0000/MFO O 30ml 200000 0000 FmocO OO O
0 O H-5-Tyr(*Bu)-5-Trp(Boc)-Asn(Trt)-Thr(*Bu)-Phe-AzaGly-Leu-Arg(Boc.,Me)-Trp(Bo
c)-Rink Amide MBHA resinO0 0 0O 0 OO0 0O OO O DMF 20mLO Ac,0 188.7uy L(2mmol), DI
EA 348 4p LCmmoD)O OO O30minO O ONIOOOOOCOOOOOOOOCODODOODOAc—,
-Tyr(*Bu)-p-Trp(Boc)- Asn(Trt)-Thr(*Bu)-Phe-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rin
k Amide MBHA resin 4.168g0 0O 0O O

00000000000 2.111g0 TFA/ PhSMe/ m-cresol/ H,0/ TIS/ EDT(80/ 5/ 5 /5/2.
5/725) 15 ml000900000000D0DDOOODDODOOODODDOOODODOOODODRDO
000000000 DU0oo200000000000000D0DO0DDODOOODODODO0DODO
godoobobooooboboooobobooo bbb oo oDboboo oD bboboooooooad
000000 oboDoboboesOmg 00D ODDODDODDODDODDODODODODOORDOS0mg
O O YMC Pack R&D-0DS-5-B S-5, 120A0 O O (30 x 250mm)0 O O O O O HPLCO O : 0.1%TF
A-OO0BO - OLA%TFAD O DO OO OOOOOOOO15mi/min, A/B: 71/29-61/390 O O O
ooooooo(doo)HooooooooooDooooDoDooooDoDoooooooonoano
J000O0obog2ss5.5mg0000n0onooan

000000000 DO0oo0o0DO0o00O0oDO0-000200mL0 00 00O DO O BIORAD AGL x 8 C
1" formO 00000 O0OO0OOO0OOO0OOO0OODODODOODOODG ORDOAGL x8 AcO™ form 492u L

000000000000 00O0000O0O000O0O00O0O0O0O0D0DO0ODO0OOO0OoOoGoaO
000000000000 000000000000000O0000000000000
000000 0225.3mgd 000

0000000 M+H)* 1298.7 (0 O O 1298.6)

HPLCO O O O O 15.60

Doooo

O00O0 YMC-AM301 O (4.6 x 100mm)
OOO00OAD : 0.1%TFA-O O - O.I%TFAD O DO OO OO0 ODOODA/B: 807200 30/70
OCoOO0O0D0ODO0O00D0O0(E@s0)Ho
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ooooil.oml/O

gooooooao

oooooaoD

Ac-des(1)-[D-Tyr2,D-Pya(4)3,Thr5,AzaGly7,Arg(Me)9,TrplO]MS100 O O O O O 5620 O
00

O O O Rink Amide MBHA resin(0.455mmol/g) 5.455g0 DMFO 0 0 0 O O 20%0 O O O O /DM
FOO 5omlD200 0000 0FmocO 00D DOO0OO0OO0OOOOOODMFO OO OO DO Fmoc-Trp(
Boc)-OH 6.319g(12mmol), DIPCDI 1.908mL(12mmol), 0.5M HOAt/ DMFO O 24mL(12mmol)
goooo0 d0O00ODODOOOdaOTrp(Boc)O OO O Fmoc-Trp(Boc)-Rink Amide MBHA resinQd
OooooODDOO0OO0OoOrnMte)O O O O Fmoc-Orn(Met)-Trp(Boc)-Rink Amide MBHA resin 3
mmol0 0 00 OO0OOODDODOODCMO OO OOOOOTRA/ TIS/ TFE/ DCM(1/ 5/ 19/ 75) 75
mLtO OO 1000 00000000O00O0O0OO0OTRAZ TIS/ TFE/ DCM(L/ 5/ 19/ 75)0 0 O
ooooDbDDbOOoOoOooooooOMtO0D0ODODDDODOODODODOOOODODDODOOOOMED
oooooao

0 00 0O 0 Fmoc-Orn-Trp(Boc)-Rink Amide MBHA resinl 5%-DIEA/DCMO O O O O O DCMmO
O0O0O0ODCM-TFE(4:1) 40 mLO OO D100 D0 DO O O O N-Methyl-N,N"-bis-Boc-1-guanylp
yrazole 2.919g(9mmol)0 O O ODIEAD O O 0O O O pHO 100 O O O 150 0 O O O Fmoc-Arg(
Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin0 0 0 00000 O00O0O0O0O0OOCOOOO
O Fmoc-Leud O 0 OO0 O O O O Fmoc-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin
(mmol)O FmocO O O O O H-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin(2mmol)
oooano

O O O Fmoc-NHNH,O HCI 3.489g(12mmol)0d DMF 30mLO O 0O O O O O O CDI 1.849g (11.4mm
oDNDOTHF 20mMIDO O OO OO ODODDOOOOUODIEA 4.181 mL (24mmol) OO0 O OO ODOODO
10000000000 b00000D000D0H-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MB
HA resinC 000001500 0000000000OOOQOCODODOGOAOOFmoc-AzaGly-Leu-
Arg(Boc, ,Me)-Trp(Boc)-Rink Amide MBHA resin 8.2496g0 0O O O

oooooao

0oooDoDDoOO0O00d2.646g(immol)dDMFO O 0 0O 0O 0O 20%0 O O O O /DMFO O 30mlOd 20
Ooo0OoOO0D0FmocOOOOOODODDOOOOOODMFO OO OO O Trt-Phe-OH 1.630g(4mmol
)., PyAOP 2.086g(4mmol), 0.5M HOAt/DMF 8mL(4mmol), DIEA 2.787mL(16mmol)O O O 900
O O O Trt-Phe-AzaGly-Leu-Arg(Boc, ,Me)-Trp(Boc)-Rink Amide MBHA resin Phel O O O
goooDoOoOOobeMO O DO OOOdTRA/ TIS/ TFE/ DCM(L/ 5/ 19/ 75) 30 mLO O O 10
Ooo0ODDbOOO0OO0OO0oOoooOOoO0OTRAZ TIS/ TFEZ DCM(1/ 57 19/ 75)0 0 00CODOO
0oooDoDoDoo00Trt0 000 0000000000000 0o0Ooo0DoDTtOO0OoODDOOO0
O 000 0 H-Phe-AzaGly-Leu-Arg(Boc, ,Me)-Trp(Boc)-Rink Amide MBHA resinO 5%-DIEA/
DMFO O 0 O O ODMFO OO O O Fmoc-Thr(*Bu)-0H 1.590g(4mmol), DIPCDI 0.636mL(4mmol
), 0.5M HOAt/DMF 8mL(4mmoDO D 0900 0 O O Thr(*Bu) D OO D OO DO 20%0 00 OO /D
MFO O 30ml 200 0 OO OO Fmocd Thr(*Bu)O O O OO O ODIPCDIZJHOAtO D OO0 00O O
00 Asn(Trt)0 0 0 O 0 O Fmoc-Asn(Trt)-Ser(*Bu)-Phe-AzaGly-Leu-Arg(Boc,,Me)-Trp(B
oc)-Rink Amide MBHA resinD 00 OO0 O 00O OO O FmocO O Fmoc-p-Pya(4)-0H 1.476
O (3-.8mmol), PyAOP 2.086mg(4mmol), 0.5M HOAt/DMF 8mL(4mmol), DIEA 2.439mL(14mmo
DOO0DD0D9%IODO00-Pya®d)DOOO0O0DODOThr("Bu)O O OO OO ODIPCDIZHOALO O
0 op-Tyr(*Bu)d 0O O O Fmoc-p-Tyr(*Bu)-,-Pya(4)-Asn(Trt)-Thr(*Bu)-Phe-AzaGly-Leu-Ar
g(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin0 O 0000 OO0 DO0O0O20%0 O 0 0O O /DMF
OO0 30ml 20000000 00Fmocd 00000 H-p-Tyr(*Bu)-p- Pya(4)-Asn(Trt)-Thr(
*Bu)-Phe-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin0 0 0 00 0 O O
O O O DMF 20mLO Ac,0 188.7p L(2mmol), DIEA 348.4py L2mmol)O O O O 30min0 O O NO
000000000000 000000Ac-o-Tyr(*Bu)-p- Pya(4)- Asn(Trt)-Thr(*Bu)-P
he-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin 1mmolO O O O
ODOOO000O00TFA/ PhSMe/ m-cresol/ H,0/ TIS/ EDT(80/ 5/ 5 /5/2.5 /2.5) 30 mL
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ooobooeoOOOOoOoooooOoODbDDbOOODODUOoOoOObOODDDObOODODOoOooOobDboDDDOO
oooobz2c0o0ob0ObObO0OO0OO0OO0oo0ooocoboObbObOoOooooooobobbOoooooonb
oooobODDbOO0O0oDO0ooooooDboe49.omg 00O O0O0OO0OOOODODOGDODOOSOmgO O YMC P
ack R&D-0DS-5-B S-5, 120A0 O O (30 x 250mm)0J O 0O O O O HPLCO O AO : O0.05%TFA-C
OBO :- 0O.0O5%TFAD O OO OOOOOOODODO5mi/min, OO 0O O A/B: 907100 80 O O
OD0DO0O70000A/B: 75/250 0 00000000000A/BO 75/25-65/350 00000
oooob¢(eO0 )Y oOooooooobbooooooooobobooooooooob oo
ooocooobooooosel.img0ooooonoan
OoOoo0o0ooO0oo0oDO0ooO0oO0obOO0O0DO0-000200mLD 00D00OD0DOBIORAD AGL x 8 C
I"formUO0O0O0ODDDOO0OOOOOOODDDOOOOODOAGL x 8 AcO™ form 1.434mL

000000000000 00O0000O0O0O00O0O0O0O0O0O0O0ODODONOoOOoONOoOoGooaO
000000000000 00O0000O0O000O0O000O0O000O0O0O0O0OO0OO0O0OoGoaO
000000 0309.3mgd 000

0000000 M+H)Y 1260.4 (0 O O 1260.4)

HPLCO O O O O 15.50

Doooo

00O O Wakosil-11 5C18 HG (4.6 x 100mm)

O0O0OO0DO0AD : O.A%TFA-0 OBO : 0. A%TFAD D OO OO OO OO OO O A/B: 100700 50/
5000000000000 (250)0

0000 1.0mi/0

0Doooooo

0Doo0ooo

Ac-des(1)-[D-Tyr2,D-Trp3,Thr5,AzaGly7 ,Arg(Me)9IMS100 O O OO O 5710 0 0O O

0O O O Rink Amide MBHA resin(0.4mmol/g) 2.5g0 DMFO O 0O O O O 20%0 O O O O /DMFO
O somld2000C0000FMOc0000O0O0OOODODODOOOODMFO OO OO O Fmoc-Phe-0OH
1.550g(4mmol), DIPCDI 0.636mL(4mmol), 0.5M HOAt/ DMFO O 8mL(4mmol)O O O 900 O
OO0OCO0ODDOOPheD OO O Fmoc-Phe-Rink Amide MBHA resinD0 000 D0 OO O0O0OOrn(M
tt)J 0 O O Fmoc-Orn(Mtt)-Trp(Boc)-Rink Amide MBHA resin 1mmold 0 0 0 0 O O O O
gobcMO OO OoOoODODODOTRA/Z TIS/ TFE/ DCM(1/ 5/ 19/ 75) 2656mLO0 0 O 100 0 O O O
Ooo0OoODDbOOO0OO0OOTRAZ TIS/ TFE/ DCM(L/ 57 19/ 75)0 00000 000OCODOO
ooo0ooMt0 000D DO0OD0D0DO0DO0DO0OOo0DOoDOoDoDDOoODO0DO0DONVMEtD 00 O0O0G0Ono

00000 Fmoc-0rn-Phe-Rink Amide MBHA resind 5%-DIEA/DCMO O O O O O DbcMO O O O
O DCM-TFE(4:1) 25 mLO OO0 O 1000 0O O O O N-Methyl-N,N"-bis-Boc-1-guanylpyrazol
e 0.973g(@Bmmol)I 0 O ODIEAD O OO 0O O pHO 100 O O O 150 O O O O Fmoc-Arg(Boc,,M
e)-Phe-Rink Amide MBHA resin0 OO0 000000 OO0ODODDOOOODODOOOOOFmoc-Leuld
OO0OO0O0C0O00O0O00O Fmoc-Leu-Arg(Boc,,Me)-Phe-Rink Amide MBHA resin(1lmmol)O FmocO 0O
O O O H-Leu-Arg(Boc,,Me)-Phe-Rink Amide MBHA resin(lmmol)O O O O

O O O Fmoc-NHNH,O HCI 1.163g(4mmol)0 DMF 10mLO O O O O O O O CDI 0.568g (3.5mmol
Y OTHF 1IomID OO DO O O0OOOOOODODODIEA 1.307 mL (7.5mmol) OO0 OO OOODO1
Oo0ODO0O0O0O0o0O00DO0OD0O0O0O000DDOH-Leu-Arg(Boc,,Me)-Phe-Rink Amide MBHA res
inND 0000010 000000000000000O0OD0DDOAO0OA0O0Fmoc-AzaGly-Leu-Arg(Bo
C,,Me)-Phe-Rink Amide MBHA resin 3.134g0 O O O

ooooDooD

0000DD0DD0D0D00000O0O0O0ODDOOOTre-Phe-OHO O.BACOEtD 0 O OO ODODOOO
O00000 0 Trt-Phe-AzaGly-Leu-Arg(Boc, ,Me)-Trp(Boc)-Rink Amide MBHA resin 1.9
490 DCMO O O O DO O O O TFAZ TIS/ TFE/ DCM(1/ 5/ 19/ 75) 12 mLO O O 100 O O O O
Ooo0OoODDbODOO0OO0OOTRAZ TIS/ TFE/ DCM(L/ 57 19/ 75)0 00000 000COCODOO
0000 Trt0U 000D DODO0DO0DODOODODODDODDODODODODOOTre00000O0ODOoOOoODODOOan
O 0O 00O 0O H-Phe-AzaGly-Leu-Arg(Boc, ,Me)-Phe-Rink Amide MBHA resin( 1.66g0 O O O
OO0Q0OD0OD5S3m0uOooooODDbOO0OdO0OdABI-433A0 Fmoec/DCC/HOBLD 0 0 0 0 O OO O
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000000 H-D-Tyr(But)-D-Trp(Boc)-Asn(Trt)-Thr(But)-Phe-AzaGly-Leu-Arg(Boc2,Me
)-Phe-Rink amide MBHA resind O 0 O 0O O O DMF 5 mLO AcONB 111 mgO DIEA 44 mLO O
0200 0000000000000 0Ac-D-Tyr(But)-D-Trp(Boc)-Asn(Trt)-Thr(But)-Ph
e-AzaGly-Leu-Arg(Boc2,Me)-Phe-Rink amide MBHA resin 0.78 g0 O O O O O TFA/thioa
nisole/m-cresol/H20/TIS/EDT (80/5/5/5/2.5/2.5) 6 mLO 0 020000000 0000O
ooooo0ooo0ooDOooo0DOooU0oooDUoooDO0oDo0DooDUooDDUooDoDooODOooDDOooOaO
2000 00000000000 0DDDOD0D0DO0OO0O0OODODODDOOOOOODDYMC Pac
k R&D-0DS-5-B S-5, 120A0 0O 0O (30 x 250mm)0 O O O O O HPLCO O AO : O0.1%TFA-0O O B
O: 0.I%TFAD O DO DO DOO0OOO0O0O0ODO15mi/min, A/B: 71/29-61/390 0 0O 0O O O O

oooo(doOUH)YoooooooooDDoDOoODoooooooDoDoDoDOoDoDoooooDooDoDOao
0O 0000 H-Phe-AzaGly-Leu-Arg(Boc2,Me)-Phe-Rink amide MBHA resin 553 mgO O O 0O
00000000 oDoDOooOoDO0oOHPLCODOODDODOOODODDODODDOOODODODODODO
Oo00O 237.6 mg O0OO

00000000 0236G.Img0 0000000 -000200mL0 OO OO O O BioRAD AGL1 x
8CI" formb0UDODDODOOODODDODODDODODDODODOODODODOODOROAGL x 8 AcO™ form 935
pLOODODODDODODODODOODODODODODDUODODDODOOODODODODODDUOODDODODODODODOO
000000000 DoDU0ooo0Do0ooU0ooDU0ooo0DO0o0DO0DooDUooODOooDOoDOooDoDoOooDoOooOaOo
O0DO0000D000D0204.6mgh) 00O 0O

0000000 W+H)™ 1259.5 (O O 0O 1259.6)

HPLCO O O O O 13.20

OoDooao

O0O0O0 YMC-AM301 O (4-6 x 100mm)

OD0O000OAD : O.1%TFA-O OBO - O.A%TFAD O 0D OO O ODOOODODA/B: 807200 30/
700000000 0COD0ODO((250)0

O0O0O021.0oml/O

ooooooao

OoDoooao

Ac-des(1)-[D-Tyr2,D-Trp3,Alb4,AzaGly7 ,Arg(Me)9, TrplOIMS100 O O O O O 5790 O O O
0O O O Rink Amide MBHA resin(0.4mmol/g) 590 DMFO O O 0O O O 20%0 O O O O /DMFO O
Somi0 200 D0 00COFmoc0 0 0O0OOO0OOCODDOODMFD OO O O O Fmoc-Trp(Boc)-0
H 4.213g(8mmol), DIPCDI 1.272mL(8mmol), O0.5M HOAt/ DMFO O 16mL(8mmol)0d O O 900
00000000 Trp(Boc)O OO O Fmoc-Trp(Boc)-Rink Amide MBHA resind 0 O 0O 0O O
O0000O0rn(Mtt)D O O 0 Fmoc-Orn(Mtt)-Trp(Boc)-Rink Amide MBHA resin 2mmold O O
0oooDoDDoDOooDbeMO OO0 0O 0O0OdOTRFA/ TIS/ TFE/ DCM(L/ 5/ 19/ 75) 50mLO O O 1
oU0C0DODDODOOO0DOOOOODODOTRA/Z TIS/ TFE/ DCM(L/ 5/ 197 75)0 0000 O0OO
oooooDoOOoO0oo0oOMtetD 000 dooOoOoODOOOoDOoUoUooooooMeto Db DO
O

00000 Fmoc-0rn-Trp(Boc)-Rink Amide MBHA resind 5%-DIEA/DCMO O O O O O DCMO
O0O0O0ODCM-TFE(4:1) 25 mLO OO D010 00 0O O O O N-Methyl-N,N"-bis-Boc-1-guanylp
yrazole 1.946g(6émmol)0J O O ODIEAD O O 0O O O pHO 100 O O O 150 0 O O O Fmoc-Arg(
Boc,,Me)-Trp(Boc)-Rink Amide MBHA resinD0 O 00 O00O0O0DODOOODOOOOOOOO
O Fmoc-Leud O 0 O 0O O O O O Fmoc-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin
(Cmmo1)O FmocO O O O O H-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin(2mmol)
oooo

O O O Fmoc-NHNH,O HCI 2.326g(8mmol)Od DMF 20mLO O O O O O O O CDI 1.297g (8mmol)
OTHF 20mID O OO0 O OOOOODDOOUODIEA 2.787 mL (16mmol) OO DO OO O OO 10
OODO0O0OO0DO0O0OO0O0DO0OD0D0OO0OO0O0OO0DO0OH-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA
resin0 000001500 00000000000000O0OOODODOFmoc-AzaGly-Leu-Arg
(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin 2mmold O O O

oooooao
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O Fmoc-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin 868mg(0.257mmol)0O
00 0ABI 433A ODCC/HOBtO 0 0D 0 OO0 0 O 0O O O Thr(*Bu)d AlbO 5-Trp(Boc)d -Ty
r(*Bu)0 0O O O O H-p-Tyr(*Bu)-p-Trp(Boc)-Alb-Ser (*Bu)-Phe-AzaGly-Leu-Arg(Boc.,Me)
-Trp(Boc)-Rink Amide MBHA resind 0 0 00O O OO O O O DMF 5mLO AcONB 111mg(0.5mmo
1), DIEA 87y L(O.5mmoD)D 0 0 0100 000 O0ONDODODDOOOODODDODOOODOOOOORO
0 Ac-p-Tyr(*Bu)-,-Trp(Boc)-Alb-Ser (*Bu)-Phe-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rin
k Amide MBHA resin 0 0O 0O O

OoOO0000O00TFA/ PhSMe/ m-cresol/ H,0/ TIS/ EDT(80/ 5/ 5 /5/2.5 /2.5) 6 mLO
ooD2000000000000O0OO0O0DO0ODODODODOOO0DODDODODDODOOODODODODODO
godooboboooobooooo2000 0000000 b0 o DD boooboooodd
0000000000 O0OdYMC Pack R&D-0DS-5-B S-5, 120A0 0O O (30 x 250mm)0 O O O O
0 HPLCO O AO = O0.1%TFA-O O BO - O.ARTFAOD OO O OO DODDOOODODOO15mi/min, A/B
1 69/31-59/7410 0 0 00000000 D000 O0DDODODDOOoDODOooDOooODOd
gboobobobuobobobob 106.5mg ODODO
0o0doooo0oo0ooDoDoOo0oooDooooD0-000100mLd 00 0O00O0OOOBIORAD AGL x 8 C
I"formU00000Q0CDODO0OQ0OO0ODO0OD0OO0OO0ODOODOODOODODOAGL x8 AcO™ form 400u L

000000000 DoDU0ooo0Do0ooU0ooDU0ooo0DO0o0DO0DooDUooODOooDOoDOooDoDoOooDoOooOaOo
OoOo0oo0ooo0oDooo0Do0ooDo0DooDooDoDo0oDo0DooDooDDOooDoDooODoDooDooaOo
O0DO00O0O00Doo97.5mgd 00O

0000000 M+H)™ 1299.5 (O 0O 0O 1299.6)

HPLCO O O O O 19.00

ooooao

O 000 wWakosil-11 5C18 0O (4.6 x 100mm)

O000D0AOD = 0.A%TFA-O OBO - O.A%TFAD D 0D 0D 00 OO OO ODODOA/B: 100700 50/
5000000000000 (250 )0

O00O01.0mizO

ooooooao

OoDoooo

0000000 Ac-des(1)-[D-Tyr2,D-Trp3,Dap(For)4,AzaGly7,Arg(Me)9,Trpl0]MS100 O
OOoOooss8s50000

0O O O Rink Amide MBHA resin(0.4mmol/g) 590 DMFO O O 0O 0O O 20%0 O O O O /DMFO O

somid 200 0 00 COFmocO0 0 0O0OOOOODODOOODMFDO OO O O O Fmoc-Trp(Boc)-0
H 4.213g(8mmol), DIPCDI 1.272mL(8mmol), O0.5M HOAt/ DMFO O 16mL(8mmol)O O O 900
OO0oO0O0ODDOO0OTrp(Boc)O OO O Fmoc-Trp(Boc)-Rink Amide MBHA resind O O O O O
O0000O0rn(Met)O O O 0 Fmoc-Orn(Mtt)-Trp(Boc)-Rink Amide MBHA resin 2mmold O O
gooQoODODbOOOoDbeMO D OO0 0O0OOTRA TIS/ TRFE/Z DCM(L/ 5/ 19/ 75) s50mLO O O 1
oUo0o0DDODODO0DO0OOO0OO0OODODOTRFA/Z TIS/ TFE/ DCM(L/ 57 197 75) 0 0 0000 0O O
oooooDoOooo0ooMtD 000 ooooDoDoDoooooooooDovMet0 oo oo
O

0 00 0O 0O Fmoc-0Orn-Trp(Boc)-Rink Amide MBHA resinl 5%-DIEA/DCMO O O O O O bDCMO
0O000ODCM-TFE(4:1) 25 mLO OO 0O 10 O 0O O O O O N-Methyl-N,N"-bis-Boc-1-guanylp
yrazole 1.946g(6mmol)0 O O O DIEAD O O O O O pHO 100 O O O 150 O O O O Fmoc-Arg(
Boc,,Me)-Trp(Boc)-Rink Amide MBHA resinD0 O 00 O00O0O0DOOCDOOOOODOOOO

O Fmoc-Leud O 0 O 0O O O O O Fmoc-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin
(Cmmol)O FmocO O O O O H-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin(2mmol)
ooQonoD

O O O Fmoc-NHNH,O HCI 2.326g(8mmol)Od DMF 20mLO O O O O O O O CDI 1.297g (8mmol)
OTHF 20mliD 0 0 0000 O0O0OOD0DOOODIEA 2.787 mL (16mmol) O OO OO O OO 10
OCoOO0O0CO0O0O0OO0O0DO0OO0DO0OO0O0OO0aOH-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA
resin0 000001500 00000C0OC0ODOO0O00O0O0O0OQOGCDODODOFmoc-AzaGly-Leu-Arg
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(Boc, ,Me)-Trp(Boc)-Rink Amide MBHA resin 2mmoll O O O
OoDoooo
O Fmoc-AzaGly-Leu-Arg(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resin 868mg(0.257mmol)0O
O O O ABI 433A O DCC/HOBtD 0 0 0 0 0 0O 0O O O O Thr(*Bu)O Dap(Mtt)D -Trp(Boc)D
o-Tyr(*Bu)0 O 0 O O H-5-Tyr(*Bu)-,-Trp(Boc)-Dap(Mtt)-Ser(*Bu)-Phe-AzaGly-Leu-Ar
g(Boc,,Me)-Trp(Boc)-Rink Amide MBHA resind OO0 OO D0 OO O O O DMF 5mLO AcONB 11
Img(O0.-5mmol)d DIEA 87p L(O.-5mmo)0 0004000 00ONODDODODOODDODOOOODO
000000Ac-5-Tyr(*Bu)-5-Trp(Boc)-Dap(Mtt)-Ser(*Bu)-Phe-AzaGly-Leu-Arg(Boc, ,M
e)-Trp(Boc)-Rink Amide MBHA resin 0O O 0O O
OO0O0D00000TFA/ PhSMe/ m-cresol/ H,0/ TIS/ EDT(80/ 5/ 5 /5/2.5 /2.5) 6 mLO
0o200000000000000000000000O00OO0OO0O0O0O0OOOOOoDOooaOoao
0 I I I I I I I N O 0 A M A W R O
O0OO0O0O0O0000D0DOOYMC Pack R&D-0DS-5-B S-5, 120A0 O O (30 x 250mm)0 O O O O
O HPLCO O AO - O.A%TFA-O OBO - O TFAD D OO OO DODDOOODODOO15mi/min, A/B
S 71/29-61/300 000000 0O0ODODO(OODHYY O ODODODODDDOOODODDODOOODDOOO
Oo0O0o0oo0Do0oo0ooDoDoooDoo0O 106.5mg OO0
00000 b0OO0obOO0obODO0obOOobOOobOOobDOo-000100mLlO 00 OO O O BioRAD AGL x 8 C
I" formUO0OODDODODOO0ODDODDODOOOO0ODDODOOOO0ODODDOOOODOAGL x8 AcO™ form 400p L

0oo0oo0oo0oooDOooo0Doo0ooDUoooDO0oDO0DooDU0ooDDOooDOoDooODOoDoOoDOooOaO
ooooooo0oooDOooo0DOooU0ooDUoooDO0oDO0ooDUooDDO0ooDOoDooODUooDUOoLoOaO
Oo0oOo0OoODODO0OsbB8.3mgd 000

0000000 +H)™* 1284.7 (0 O 0O 1284.6)

HPLCO O O 0O O 17.90

OoDooao

0 00 0O wakosil-I11 5C18 0O (4.6 x 100mm)

OD0O000AD: 0.1%TFA-O OBO - 0.A%TFAD O 0D OO OO DOOODOOODOA/B: 100700 50/
500 0 000000OOD0OD0O((250)0

ooooil.oml/O

oooooo
ooooooo0oooDOooo0DOooU0ooDUoooDO0oDO0ooDUooDDO0ooDOoDooODUooDUOoLoOaO
OoDoooao

Oooooo
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(151)
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4:% HPLC | HPLC
*5 MeH¢ (obs) | M- (cal) | (min) | H5C | gpgpiy |
1 |Metastin 56584 5358 5 18.1 d M
2 |Lys—Asp-Leu-Pro-Asn-M510 12696 1869.9 18.8 d M
3 IMS10 13025 1302.5 18.7 d M
4 |des(1}-M510 11398 11385 18.1 d M
17 |[Pyal4)10]MS 10 1303.6 13026 14,7 d M
18 |[Tyr(Me)10IMS 10 13327 13327 177 d M
18 [[Phe(2F110IMS10 13205 13206 178 d M
23 [[Tyr5MS10 13786 1378.8 186 d M
24 ([LeuS]MS10 1328.7 13287 198 d M
30 [Acetyl-MS10 1344.5 13448 292 b A
31 |Fmoc-MS10 1524.6 1524.7 231 b A
38 |[D-Ser5IMS10 13025 1302.8 118 c A
39 |(D-AsndIMS10 1302.5 13026 116 < A
40 ([D-Trp3lMS10 13025 1302.¢ 115 < A
41 |[D-Asn2]MS10 1302.5 1302.6 1.7 e A
42 |[D-Tyr1IMS10 1302.5 1302.6 114 e A
44 |lLyssIMs10 12746 12746 117 c A
45 {AlaBIMS10 12605 1260.6 10.0 ¢ A
50 [[AlNTIMSTD 13163 1316.7 12.2 < A
51 |[NMePhe10]MS10 13163 1316.7 221 a A
53 |des(1-3)>-Fmoc-MS10 1061.2 1061.5 213 a A
54  ldes(1-2}-Fmoc-MS10 1247.4 12478 208 a A
55 |des(1)-Fmoc-MS1D 13616 1361.6 282 a A
56 |[Lys2lmMsio 13166 1316.7 16.8 d M
57 [[Asp2IMSI10 13037 13034 17.9 d M
58 |[Tyrz}Ms10 13517 13517 18.2 d M
59 |[Leu2]M510 1301.6 13017 19.2 d M
B0 ([Pys(3)10]MS10 1303.6 1303.6 4.7 d M
61 [[Phe(4F}10]MS1D 13206 13208 180 d M
67 [[Ala3IMS10 1187.4 11878 9.3 c A
68 |[LeudIMst0 1220.6 1220.8 1.1 c A
69 |[Ser3IMS10 12035 1203.8 B9 c A
70 |[AspalMS10 12316 1231.8 8.0 < A
N (lLysalvsio 1244 6 12447 B.1 ¢ A
72 [[Ala1]MS10 12105 12108 1.1 c A
713 |[Leut]MS10 12526 1252.7 125 ¢ A
74 {[SertIMS10 12268 12268 108 < A
75 [FAsp1IMS10 12544 12546 1.0 c A

gogao

oogadg

10

20

30

40



(152) JP 2009-227687 A 2009.10.8
oooo
76/[Lys1IM510 1267.6] 1267.7 10 A
77|[Phe(4CN)10]MS10 13275 13278/ t7.2 M
78| Tep(For)3, Phe(4CNYOIMS 10 13556 13566 174 M
79|[Hph1G]MS10 13165, 13167, 206 A
B1[[NMeArgdIMSI0 1316.3) 13167 233 A
82|[Arg(Ma)8]MS 10 13165 13167 201 E
83 [ArgMe2)asy9IMS10 1330.4f 13307 21.3 A
87|des(4-5)-Boc-MS10 12018 12018 225 M
88|des(4-5)-MS10 11015 11015 185 M
90|[Lys9.9 ¥ 10,CHZNHIMS 10 12606 12607 19.8 D
81|[8Y 9.CHZNHIMS 10 1288.7| 12887 205 9]
97[Har3]MS10 13163 13167 1.9 A
88 (Lys(Me2)9]MS10 13026 13027 118 A
101/[Ser7IMS10 13326 13328) 118 A
105/[Nle8]MS 10 13023 13024 119 A
107[Val8]MS10 12885 12884 1 A
109[Tyrf0]MS10 14084 14087 102 A
110[N=¥2}10]MS510 13324] 13326 135 A
111 [Phe(F5: 10JMSI0 13922y 13928 135 A
11 2;[Chal 0IMS10 13084 130870 134 A
114|des(1-3)-3-(3-IndolyDpropiony-MS 10 10105 10105 138 A+l
121|des(1-4)-[Trp5IMS10 8243  B245 225 M
123|[NMeLeug]MS10 13167 13167 127 A
126/{NMeSer5IMS10 1317 13187 118 A
127/(D-Asn4,NMePhebIMS10 13167 13163 1.8 A
128](10¥ CSNHIMSIO 13184 13188 218 c
129/{Arg{Me2)sya]MS 10 1231.2] 13307 209 A
130/[Phe{4CI)10]MS10 1336.4| 13366 131 A
131|(Pha(4NH2)10IMS 10 13174 13178 83 A
132|[Phe(4NO2)10IMS10 1347.4] 13476 122 A
133)[Nal(1}10]MS 10 13528 13527 135 A
134{[Trp1O]MS10 13418 13418 12 A
137([NIeSIMS10 1259.4] 12596 153 A
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138([Cit9IMS10 13034 13038 122 A
140|[Arg(Me)9 NMePhe 10JMS10 13304 13307 21 E
141[D-Tyr 1, Arg(Me)2]MS10 1316.9) 13168.7] 202 E
142[D-Tyr1 D-Trp3. Arg(Ma)a]MS10 13167 13187 201 E
143[[D-Trp3.Arg(Me)3IMS 10 1316.7] 13187 203 E
144[{des(t-3>-Fmoc-[Arg{Me)9]MS10 1075.2| 10755 26 E
145/des(1~2)Fmac-[Arg(Me)3]MS10 1261.2| 12616 286 E
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146 ([10% CSNHD-Tyr1IMS10 1318.4 13186 214 c
150 [[Tyr6]MS10 1318.4 13106 10.2 A
151 [[Na1)6]MS1D 13526 13527 135 A
152 |[Nal{2)BIMS10 13526 1352.7 136 A
153 [[Pha(F5)6M510 13925 13028 137 A
154 |[Phal4F)B]MS10 13208 13206 123 A
156 |[Cha8IMS10 1308.2 1308.5 13.2 A
163 |[6¥ 7.CHZNHIMS10 1288.7 1288.7 182 D
165 |[Dap(Gly)9) MS10 1289.8 1289.8 19.2 E
186 ([8¥ 7.CSNHIMS10 13187 1318.6 208 F
168 |[D-Tyr1 A3 Arg(Me)3IMS10 12021 12016 8.0 E
170 |[D-Tyr1.Serd Arg{Ma)SIMS 10 12182 1217.6 B.8 E
171 |[D-Tyr1 Cha3.Arg(Me}9IMS 10 1284.2 12837 121 E
172 |[D-Tyr1,Cha8 Arg(Ma}2IMS10 1402.9 1322.7 131 E
173 {(D-Tyrl Ala? ArgMe)3IMS 10 14109 1330.7 122 E
174 |{D-Tyr1 Arg{Me)B.Trp10]MS10 1335.3 1335.7 1.7 E
17€ |[AzaGiyTIMS10 1303.2 13036 18.9 G
181 [[D-Tyr1.Cha3.6.Arg(Me)8IMS 10 13706 1370.6 138 E
182 |[D-Tyr1,Cha3 8 Arg{Me)8, Trp10] MS10 1328.2 13287 213 E
183 |[Phe{dNH2)8]MS1D 1328.2 1308.6 194 A
184 |[Phe{4-Guanidino}9IMS10 1350.4 1350.6 19.7 E
185 |[Dep{GnGly)3]MS10 13312 132318 191 E
186 |[Trp{For)10IMS10 1369.3 13696 19.6 B
187 |[AbuBIMS10 12744 12746 104 A
188 |[Ala(3-B2t)10]MS10 1358.4 13586 134 A
150 |[D-Tyr1,Cha3 AzaGiy7,ArgiMe)3] M510 12845 12847 183 H
191 |[D-Tyr1.Serd AzaGly7.Arg(Me)3] MS10 12184 12186 159 H
192 |[D-Tyr1.Arg(EL}IIMS10 13305 1330.7 189 E
193 |[D-Tyr1.Arg{n-Pr}alMs10 13448 13447 194 E
194 ([D-Tyr1.Arg{Ac)9]MS10 13451 1344.6 188 E
197 {[Pha(3F10IMS10 13206 1320.6 122 A
198 |[Phe(34F2)10]MS10 1338.7 1338.6 127 A
199 |[Pre(34CI2)10]MS10 13708 13706 131 A
200 |{Phe(3CF3)10]MS1D 13706 13706 11 A
201 [Aia(2-QuiMOMS10 13534 1353.6 9.8 A
203 {[D-Tyrl Chab, Arg{Ma)B]MS 10 1322.4 13227 129 E
204 |[D-Tyrl, Ala?, Arg(Me)3IMS10 1330.4 13307 11.7 E
205 |[D-Tyr1 Thr3 Arg(ide)3IMS10 12214 12318 9,0 E
208 |[D-Tyr1lle3.ArgiMe)9]MS 10 12436 12437 101 E
{ 207 |[D-Tyr1,Serd Arg(Me)B]MS10 12885 1289.6 1.7 E
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b 208 {ID-Tyr1.Thid Arg(Me}oIMS10 13034 13037 | 120 E
209 |[D-Tyr1.Gind ArgiMe)9IMS10 13308 1330.7 116 E
210 J[D-Tyr1.Alad. Arg{Me)S]MS 10 12737 12734 123 E
211 |[D-Tyr1, Thr5.Arg{Ma)8IMS10 13307 1330.7 11.7 E
212 |ID-Tyr1 Ata5Arg{Me)8IMS10 1300.5 13007 12 E
213 |[D-Tyr1,ValBArg{Me)S]M510 13025 13026 104 E
214 |[D-Tyr1.Gin2 Arg(Me)3IMSI10 1330.5 1330.7 114 E
215 |[D-Tyr1,Thr2 Arg(Me0IMS10 13034 1303.7 1.9 E
216 |des(1}-[D-Asn2.Arg{Me 8]IMS10 11533 11534 1.1 E
217 |des{1)-[D-Tyr2 Arg(Me)SIMS10 1202.4 12026 123 E
218 |[N((CH2)3Gn))GOIMSI0 13025 1302.7 186 L
220 |[Arg(EL)IIMSIO 1330.7 1330.7 19.5 E
221 |{D-Tyr1.The3.AzaGly7 Arg{Me)3]) MS10 12325 12326 16.1 H
222 |des(1)-[D-Tyr2 AzeGly? Arg{Me)8]MS 10 12035 12038 153 H
223 |des(1-2+-{D-Trp3 Arg(Me}9IMS10 1039.5 10395 1.0 E
224 |des(1)-{D-Tyr2.D-Trp3 Arg{Me)9]MS10 12024 12028 122 E
225 |des(1}-[D-Asn2.D-Trpd Arg{Me)9IMS10 11536 11536 1.1 E
228 |des{1)-[0-Tyr2 Serd Arg(Me}9] MS10 1103.5 11036 85 E
227 |des{1)-[D~Tyr2, Thed Arg(Mels] MS10 11173 1176 0.8 E
278 |des{1-[D-Tyr2 lle3.Arg(Me)5]MS10 19296 11286 ns E
229 [{D-Tyr1.Val3.Arg{Me)3]MS10 12295 12296 9.7 E
230 {[D-Tyr1.D-Asn2ArgiMe)9]MS10 13165 1316.7 118 E
231 |[D-Tyr1,D-Asn2,D-Tro3.ArglMe)3IMS10 12163 1316.7 1.7 E
232 |[D-Tyr1.AzaGly7 Arg(Me)SIMS10 13170 13176 210 H
233 |[D-Tyrl lie3. 420Gl 7 Arg(Me}3] MS10 1244.1 12447 205 H
234 |[D-Tyr1,Val3.AzaGly7 Arg(Me)3] MS10 1230.5 12306 20.6 H
235 {[D-Tyr1.Ala3 AzaGly7 Arg{Me}¥] MS10 12025 12028 205 H
7236 |[O-Tyr1.D-Trp3 AzaGly7 Arg(Me}9]MS10 13178 1317.8 209 H
237 |[D=Tyr1,D-Asn2.AzaGly 7. Arg{Me) 9]MS10 13176 13176 208 H
238 Erﬁ:{ﬂ-%?ﬁﬁi?ﬁas}mmo 13176 13176 | 208 H
239 ::r:gs)_e[rg:kumy?,Arg{Ma)Q]MSID 11041 11048 | 130 H
240 'i"::(;.l)l;g?;umy?,Arl(MalB]MS10 1.1 11306 | 203 H
241 ‘;":v:grh[rg:\znmy7.Arg(Ma)9]MSl0 11880 86 | 203 H
242 :::gg;fggg{g'D"T’”a""z's"”' 12029 12038 | 212 H
244 ([D-Tyr1 Phe3.AzaGly7,Arg{Me}d] MS10 12786 12786 105

245 |[D-Tyr1 Nal(1)3 AzaGly7.Arg(Me) 9IMSID | 13285 1328.7 123 H
246 |[D-Tyrl Nal(2)3 AzaGly7 Arg(Me) 9IMS10 | 13287 13287 123

247 E‘E)s-;lgr‘l.Phe(ZCI)S,AzaGIv?.Arg{Me)g] 13156 13128 113 H
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24 {[O-Tyr1 Phe(3C3 AzaGly7 Arz(Me)9] 13125 13126 16 H
MS10

249 -E:)S-;I'Jri.Phuf-lCI)S.AzaGIy?,Arg(Me)B] 13125 13126 na "
[D-Tyrt Pha(aNH2)3 AzaGly7,

250 | araMe)a]MS 10 12834 12836 78 H

251 [[D-Tyr1,Pya{3)3,AzaGly7 Arg{Me) 9]MS10 12794 12796 78 H

252 |[D-Tyr1,D-Ala3,AzaGly7 Arg(Me) 9IMS10 12024 1202.6 a5 H

253 |(D-Tyr1,Pro3.AzaGly?.Arg{Me)9] MS10 12784 12288 B.6 H
das(1}-{D-Tyr2 Phel,AzaGly7,

254 |y MelgIMS 1O ne4s | 1isas | 1 H
des(1)-[D-Tyr2 Nal(2)3 AzaGly?.

255 (o MaJSIMS 10 12145 | 12148 | 137 H
des(1)~[D-Pya(3)2 Phe3.AzaGly7,

256 (3 MeloMSI0 1493 | 11496 95 H
[D-Tyr1.D-Aen2.Phed AzaGly?,

257 Arg{Me)DIMS10 12785 12784 109 H

258 |[D-Pya(3)1.A2aGly7. Arg{Me)9] MS10 13023 13026 10.1 H

258 |[D-Ala1.AzaGly? ArgiMe)I)MS 10 12265 12258 10.7
des(1-3)-3—(3-Indolyl}prapionyl-

260 | i aGiy? ArgMer3 10 10252 | 10255 | 137 1

261 |[7Y B.CH2NHIMS1D 1288.1 1288.7 17.2 D
des(1-3lndole—3~carbonyl-

265 [AzaGly? Arg(Me)0]MS10 pera 8975 12.6 1
des(1-3)-Indole-3-acety)-

288 | 2aGly7 Arg(Me}O]MS10 10113 wits | 123 !
das(1-3)-4-(3-IndolyDbutyryl-[AzaGly7,

267 Arg(Me)SIMS10 1039.3 10385 14.4 [
des(1-3)-Diphenylacetyl-

268 [AzaGly7 Arg{Me)8IMS10 10485 1048.5 15.7 t
des(1-3}-3-Phenylpropionyl~

269 [AzaGly7 Arg(Me)S]MS10 986.7 586.5 135 [
{Endo-Phe5a-[D~Tyri Phed. Aza

270 Gly7 Arg(Me)3IMS 10 1425.% 14257 13.4 H

271 |des{1-2)-[AzaGly7 Arg(Me}8]IMS10 1040.2 10405 10.4 H
das{1-2)~Acetyl-[AzaGly?,

272 Arg(Me)9JMS 10 1082.3 1082.6 128 H
des(1-2)-Amidino-{AzaGly7,

by Arg(Me)3]MS10 1082.3 1082.6 1.4 J
des(1-2>-Acetyl-[Ala3 AzaGly7,

274 Arg(Me)IIMS10 96713 967.5 96 H
des(1-2)~Acetyl-[Arg3.AzaGly?,

275 Arg(Me)SIMS10 1052 2 1052.6 85 H
des(1-2)-Acetyl-[Thrd AzaGly?,

276 Arg(Me)SIMS10 9872 9375 94 H
des(1-3)-n-Hexanoyl-[AzaGly7,

277 ArglMe)SIMS10 9522 8525 134 1
des(1-3-Cycichexanecarbonyl-{AzaGly7,

278 Arg(Me)OIMS 10 964.3 964.5 13.2 1
des(1-3-2-{Indol-3-yl)athylcarbameoyl-

279 [AzaGly7.Arg(Me)SIMS10 1040.2 1040.5 20.1 N

281 ([D-Tyr1 Pya(2)8.Arg{Me)gIMS10 13173 13176 1.8 E

282 ([D-Tyr1.Pya(4)8 Arg{Ma)dIMS10 13172 13178 80
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[D-Tyr1.D-

283 | 6n2.Cha3 AzoGly7 Arg(Me)SJMS 10 12843 12847 123 c H
[O-Tyr1,D-

284 | ren2.Thr3 AzaGly 7 Arg(Me)SIMS 10 12322 2528 8s ¢ H

285 |[D-Tyr1 Pya(2)3.AzaGly7 Arg(Me)3]MS10 1279.2 1279.5 19 ¢ H

286 |[D-Tyr! Pya(d)3.AzaGly7 Arg(Me)S]MS10 | 12792 12796 11 ¢ H

287 |[D-Tyr1 D-Ser2 AzaGl7 Arg(Me)3]MS10 1290.1 12906 14 ¢ H

288 |[D-Tyr1 D-His2 AzaGly7Arg(Me}OIMS10 | 13402 1340.7 103 e H

289 i:'assﬂj)-[D—Py.(ahz.AzacryJ.Ar;(M.m] 11882 11885 100 . N
[D-Pya(3N.D-

290 1 in2.Chad.AzaGly7 Arg{Ma}8IMS 10 1268.5 1269.7 | 109 c H
[D-Pya(3N,0-

281 |y.r2,Chad AzaGly7 Arg(Me)SIMS 10 13174 13187 | 120 € H

203 (4 ¥ 5CHINHIMS10 12B8.1 1288.7 184 a D

284 |1 ¥ 2. CH2NH]MS10 12684 1288.7 19.2 2 D

295 {[2¥ 3.CH2NHIMS10 1288.1 12887 18.2 a s}

298 [[6Y 7.0SNH.D-Tyr! Arg(Me)8] MS10 13321 13326 205 . F

297 |[D-Tyrt. The5,AzaGly7 ArgiMe)3] MS10 13312 1330.7 113 c H
[D-Tyr!,D~

298 | an2.Thr5. AzaGly7, Arg(Me)SIMS 10 13311 13307 ] 18 < H

298 [[1¥2,0H2NH AzaGly? ArgiMe)8] MS10 1302.4 1330.7 113 ¢ D+H

300 R:s‘i;g.CH2NH.D—Tm3,AzaGIy7.Arg(Me)9] 1303.4 13037 108 c D+H
[D~Tyr1,Ala{2-

30V | 03 AzaGly 7 ArgMa)O]MS 10 13204 13256 80 c H
[D-Tyrt D~ ]

302 o (413, AzaGly 7 Arg(Me)SIMS 10 12794 12756 78 c H
[D-Tyr1 D~

303 | asnz,Pys()3 AzaGly7 Arg(Me)BIMS 10 12184 12796 78 e H

304 |[D-Asn2.Pya(4)3. AzeGlv7 Arg(Ma)aIMS 10 12704 12796 1.7 c H
des(1-[D-Tyr2.0-

305 (o, a(4)3 AzaGly? Arg(Ma)SIMS 10 11654 11658 | 40 ° H
[D-Pyal4)1 D—

308 |en2 Ghed Ara Gly7 ArgMa)SIMS 10 1268 5 12695 108 G H

307 [[7Y8.CH2NH,D-Tyr! Arg(Me}8] M510 1302.2 1302.7 179 a DVE

308 {[6Y7.CHZNH.D-Tyr) Arg(Me}5] M510 1302.3 13027 181 a D+E

310 |INarg]MS 10 12888 1288.6 194 a E

311 {[Nar(Me)9IMS10 13023 13026 | 195 R £

312 {[Har{Me)IMS10 13302 1330.7 195 a E

313 {[Dab8)MStO 12461 1246.8 19.3 a A

314 {{OmBIMS10 12602 1260.6 193 R A
des(1)-[D-

315 |4 en2.Cha3AzaGly7 Arg(Me)BIMS10 nais o ponas o ° H
[D-Tyr1,D-Asn2 Thr3. AzaGly7,

316 | o rs(Me)9 Phe(dF)10]MS 10 12505 12508 | 170 . H
[D-Tyrt D-Asn2 Pya{4)3,AzaGly7,

317 | ArgiM2)9 Phe(af)10]MS 10 12974 12978 184 # H

318 f,ﬂ;{;g;‘;ﬁ;‘g‘f;’ﬁ"w”g' 13354 13356 | 190 ° H
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319 ([6¥7NHCO.D-Tyrl Arg(Me)3] MS1C 13183 | 1316.7 | 187 K
322 |des{l-3i-3—~(3-Pyridylipropionyt-{AzaGly7 Arg{Mel9]M510 987.4 9875 8.1 |
323 |des(1-3)-4-Imidazoleacetyl-[AzaGly7 Arg{Me)5IM310 9625 862.5 78 ]
324 |des(!-3]-4-Piperidinecarbanyl-{A2ally7 Arg{Me)OIMS10 955.5 965.5 17 |
325  ([des(1-3)~1-Preridinvavetyl-[AzaGly7,  Arg(Me}8IMS10 978.5 973.5 B85 I
, 37257 édes(l—3)—|—Mefhylpiperidinio—I—acotyF[AzaGlyT.Arg(Mi)g]MS10 9934 9936 8.7 I
327 ‘des( -3}~ 1-Pyridiniozcetyl-[Aza Gly? Arg(Me)3]MS10 9734 9735 a1 [
328 |des(1-3)-D-Glucronyl-IAzaGily7, ArgiMe)3IMS10 1030.2 | 10305 1.5 [

3 332 |des(1-5GuAmb~[AzaGly7 Arg(M=)9IMS10 B2RE 8285 99 H+J

| 333 |des(1-5GuAmb-[Arg(Me)3]MS10 B278 | 8275 | 106 | E+J

334 |des(1 -5:'-GuAmE—[AzaG|y7,Arg(Me)Q.Trp 10IMs10 867.6 8675 03 H+J
339  (des(1-5i-3~(3-Indoly)propionyi~ AzaGly7 Arg(Me)9IMS10 8246 8245 | 160 S
340 {des(1-5)-3-(3-PyridyDpropionyl-[AzaGly? Arg(Me)}3]M310 766.4 186.4 8.5 3
341 |des(1-5)-Benzoyl-[AzaGly7 Arg(Me)3]MS10 751.2 1574 14.8 S
344 |des(t-5)=Indole-3-carbonyl~{AzaGly7 Arg{Ma)8]MS10 796.5 7964 | 145 8
345 |[des(1-5)-Indole—3-acety-[AzaGly? Arg(Me)I:MS10 8105 8104 | 15.2 5
246 |des(1-5)-Ac—[A7aGly? Arg{Me 8.MS10 6955 8954 107 5
347 des(1-5)-n-Hexanayt-[AzaGly?. Arg{Me)9]MS10 751.7 515 | 16.2 s
38 |des(1-51-Z-[AzaGly7 Arg{Ma)]MS10 7815 7874 18.7 S
349 |des(1-5)-Tos—[AzaGly? Arg{Me)9]MS10 BO75 . 8074 | 159 5

351 |des(1-5)-Benzoyl-MS10 T42.4 7424 15.1 At

352 |des(1 -5)=3-(3=IndolyDpropionyi~-MS10 809.6 8004 | 162 A+l
353 Ides(1-9)-Benzoyl-[AzaGly? Arg(Me)d Trp10]MSI0 T96.4 796.4 150 S
364  |des(1-5-3-(3-Indolyl)propionyl-[AzaGly 7 Arg{Me)9 Trp10]MS10 8a34 8635 162 s
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358 |des(1-5)-Ac [AzaGly? Arg(Me!d Trpt0IMS10 7344 | 7344 | 112 ¢ s
362 |des!1-3)}3-Phenylpropionyl~[AzaGly7 Arg{Me)3IMS10 6384 B384 125 c S
364 (desi1-5)2-(Indol-3-yllethylearbamaoyl-[AzaGly7 Arg{Me}9IMS10 B308 8395 15.8 c N
386 |des{1-5)n-Hexanoyl-_AzaGly7 ArgiMe)d, Trp10]MS10 7905 790.5 16.5 ¢ S
367 |des(1-5>-2-[AzaGly 7. ArgiMe)d Trp10IMS 10 8265 B826.4 18.8 G s
368 |des(1—5)-Tos{AzaGly7 Arg{Me)9, Trp10IMS10 846.6 846.4 16.0 [ s
369 Ides(!*5)—2~(]ndnl—S-yl)ethyIcm’bamoyl—[AzaGIy?,Arg{Me)Q,Trp1UJMSID 8789 878.5 18.1 e N
000000
0000
des(1-6}-{25)-2-acethoxy—3—phenylpropiony|-[AzaGly?.Arg{Me)d, Trp
373 [0IMS10 7355 | 7354 1386 e
374 |des(1-8)-2-[AzaGly? Arg{Me)8, Trp10]MS10 6795 6734 3.2 c
375 [2-AmincethyGly~[D-Tyrl Arg(Me)9IMS10 14164 | 1416.7 17.3 ]
378 [des(1-6)-Diphenylacetyl-[AzaGlv7.Arg{Me)3. Trp10IMS1 0 7394 | 7394 15.9 c
des(1-8}-(28)-2-(3-Indolylprpionyloxy}-3-phenylpropionyl-[AzaGly 7 A
379 re{Me)S.Trp10]MS10 864.7 864.5 18.2 e
des(1-6)-(25)-2-Banzoyloxy=1-phenylpropionyl~{AzaGly7 Arg(Me)3,Tr
380 pI10]MS10 7978 7974 122 <
385 ides(1)-[D-Tyvr2.D-Pya4)3 AzaGly? Arg{Me)B.Trp10]MS10 12044 | 120486 83 c
386  [des{1 -3)-3-(3-Pyridyl,propionyt-[AzaGly 7, Arg{Me)9, Trp 10IMS10 1026.4 | 10262 8.5 [
187 |Dap-[D-Tyrl Arg{Me}8]MS10 14027 | 14027 | 170 8
192 [des{1-5-Banzovl-[Ala6,AzaGly? Arg(Me)9. Trp 10IMSIC 720.5 7204 114 [
393 |des{1-6)-Dibenzylcarbamoyl-[AzaGly 7, Arg(Me)8, Trp10IMSI10 768.7 168.4 16.9 [
397 Methylthincarbamayl-Sar—[D-Tyr1 Arg({Me)3]MS10 1461.2 | 14607 | 200 °
{5} 1-(Quinclin—8-yl-carbamayl)-4 thiapentylcarbamoyl-[D-Tyr1 Arg(
4C0 Me)IIMSID 16179 | 16177 21.7 e
des(1-8)-1-Oxo-isochraman-3-carbonyl-[AzsGly 7. ArgiMe ). Tp10IM
408 [S10 719.1 7194 ) 1.3 c
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des{1-6-(2R}-2-Benzoyloxy-3-phenylpropionyl-[AzaGly7 Arg{Me d.Tr
412 |p10IMS10 7968 | 7974 | 171 € 8
417 |des(1-B-Benzylphenethylcarbamoy|-[AzaGly? Ara(Me}9, Trp10IMSI0 | 7829 | 7824 ! 1738 c P
421 des(1-5}-Benzoyl-[6 ¥ 7,CH20.Arg(Me)8,Trp1 0IMS10 7822 | 7824 | 221 e Q
423 |des(1-3)-Benzoyl-[6 ¥ 7.NHCO,Arg{Me)9, Trp10IMS10 7954 795.4 19.8 L] I+
428 |des(1-6)-Dibanzylaminocarbamoyl-[AzaGly7.ArgiMa}9, Frp1 QIMS10 78348 | 7834 1710 ¢ p
431 |des(1-D)-Benzoyl-[AzaPhe8.Aza Gly?. Arg(Me)3. Trp10]MS 10 7977 | 7974 15.3 c u
432 |des{1-5)-3~(3-Pyridvl)propionyl-[AzaGly7 Arg{Me)9.Trp10]MSI0 7978 | 7914 9.7 c s
434 |des(1=7)-Dibcnzylaminacarbamoylacatyl-[Arg(Me)3. Trp 10IMS10 7876 | 7614 14,5 e R
435 |des(1-5)-2-Pyridinecarbony-[AzaGly 7 Arg(Me)9. Trp1 0IMS10 7917 7974 4.1 c S
438 |des{1-5)-4-Pyridinecarbonyl-[AzaGly 7, Arg(Me)9, Trp1 0JMS10 797.8 7974 88 ¢ s
437 ides{1-5)-Propionyl-[AzaGlyT Arg(Me)9 Trp10]JMS10 7487 | 7484 144 c s
438 |des(1~5)-lsobutyryl-[AzaGly7 Arg(Me}d Trp10]MS10 7624 762.4 13.7 c LY
439 |des(1-5)-Cyclohexenscarbonyl-[AzaGly7 Arg(Me)9.Trp10]MS10 802.6 802.5 16.3 [ s
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440 [ﬁ::glc;_lg)?_.:r;?:a".\?g.f}t;’;o]nq31o 8101 8104 158 5
1 [d;:S(;)sﬂ).:\Bz:rCIizt:;;rg(Me)Q,Trp1D]MSiU 7976 1074 | 05 s
42 [d;:g(;?ﬂ):\sz:rfl;l:;:rz(hle)s.Tm10]MSIU 7976 7974 9.1 s
443 f::ggg%f:?;ﬁ;;‘?;‘?&qg;u 8116 9114 9.0 S
444 f::ig:ﬁ:;?;ﬂ‘);".}';ﬂ‘gm;n 8115 8114 5.2 s
445 ﬁ:ﬁ&fﬁﬁ?ﬁ&i’?ﬁ"%‘;ﬂ%’iﬁé]u 8114 8114 8. s
5 A te TevoS10 84| o7eEe | 124 s
447 ‘[’::Lglj){g";m;g?;‘;%ﬁ;%" 7859 786.5 130 s
448 ‘I’:::gs;'l:;’g;:')‘;;‘;{';ms1o 7886 788.4 145 s
449 féﬁkfﬁ]%’»ﬂ?ﬂue;sxmm]umo 8026 8025 172 §
450 ‘[’::(-gls;z?:;;axmmjmmo 1827 7824 1.2 HD
451 et AanT e Trnr S 10 659 | 7865 | 15 s
des{1-5)-(R\-3-hydroxy-2-
452 |methylpropianyl- 778 7784 14 s
[AzaGly 7 Arg{Me)9.Trp10IMS10
et~ | o | e [ | | s
454 ?;;ig:;’::;‘;":;‘;;ﬁ‘;g‘]‘;sw 7868 786.4 137 s
455 E';:ig:’,’i:’"{;‘:);z;f:;gﬂ‘é';o 785.7 785.4 139 s
458 ﬁi&:;‘::{ml\;‘:'};?'r':ﬁ;’g:; 786.6 B84 85 s
480 T oalb agders Tt OIMS 10 wss | 74 | e s
1 A D oW1 B85 | soa4 | 1nd s
w it w | wor [ | < |
463 ﬁ:ﬁgi;ﬁrﬁ;‘:;;";:gaﬁgm 8318 8314 143 s
484 E‘::g‘c‘lf%f;&l;“:;‘;?&’;{‘;%‘;*;”““"‘ 865.7 865.4 158 s
466 f;:igiﬁ:ﬁ:;g‘;::;a?a’g; 1758 7754 8.9 H
487 t‘;:i:s‘la'f;;ﬁ:{?;':;a;‘go 763.7 763.4 125 HeN
458 ?z:ggi’,}::ﬁ:;g';‘:ﬁ;"sﬁ'o 7754 7754 125 HoN
a7 E’;:ig:‘;;:‘;g;"ﬁgﬁ”’" 758.8 1585 8.1 s
472 | G Argle. T OIMS 10 ss | ana | e H
a73 E’;:i‘c‘s;:;;mg}m*gmgﬂ" 825.8 8255 a5 H
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474 |des(1-5)-Pyrrole-3~-carbonyl-[AzaGly? Arg{Me)9, Trp10IMS 1D 785.8 783.4 12.2 S
475 |des(1~5)-Pyrimidine-4—carbonyl-[AzaGly7 Arg{Me)5,Tro10IMS10 | 7988 | 7084 | 122 s
477 |des(1-5)-4-Pyridinacarbonyl-[AzaGly7,0rn8 Trp 10IMS 10 741.8 7413 26 G+l
478 \des(1-5)-4-Pyridinecarbonyl-[AzaGlyT Har8 Trp10]JMS10 797.9 797.4 86 G+
479 des(1 -5)-Pyrimidine—Z—carbonyI-[AzaGIy?.Arg(Me)&TrM0] M310| 7988 | 7934 | 118 5
480 |dos(1-5)}-Pyridazine~4-carbony|-[AzaGly7 ArgMe)9. Trp10IMS10 | 7988 | 7984 | 10.7 5
481 [des(1)-[D~-Tyr2 D-Pya(4)3,AzaGly7 Ha-9.Trp10JMS10 12048 | 1204.8 B2 G

B 488 |des(1)-[D-Tyr2 D-Pya(4)3,AzaGly7.0m3IMS10 11096 | 11096 | 138 G

_ 487 |des(1)-[D-Tyr2 D-Pya(4)3 AzaGly7 Lys9IMS10 11235 | 11236 | 136 G
488 |des(1)~[D-Tyr2 D-Pya(4)3.AzaGly? Har8IMS10 11656 | 11656 | 141 G
489 [des(1)-[D-Tyr2 D-Pya(4)3 AzaGly? Har{Ma)B]MS 10 11796 | 11796 | 13.9 0
490 des(1)-{D-Tyr2 Pya(4)3 AzaGly 7 Arg{Me)9IMSI10 118568 | 11656 | 786 H
491 |des($)-[D~Tyr2D-Pya{d)3 Trph.AzaGly7 Arg(Ma)3 Trp10]MS10 13038 | 13036 | 172 &)
492 |des{1)-[D-Tyr2 D-Pya{4)3Alad AzaGly7 Arg(Me}.Trp1 D]MS1D 118619 | 11618 | 143 o
493 |des{F[D-Tyr2.D—Pya(d)3 Thrd.AzaGly7 Arg{Me)9. Trp10]MS10 11919 | 11916 | 14.2 o
494 \des(1.4}-[D~Tyr2 D-Pyal4)3.AzaGly7.Arg(Me)d Trp10]MS10 10809 | 10906 84 o]
435 |des{] -3}‘[D‘Tyr4.PyaE??5.AzaGIyT.Arg(Me]Q.Trp‘l 0IMS10 10039 | 10035 18 Q
496 [des(1)=[D-Tyr2 D-Pya(d)3.Chab.Arg{Me)9,Trp10]MS10 12098 | 12097 | 104 E
487 (des(1)-[D-Tyr2 D-Pya(4}3.Cha6.Ala7.ArgiMc)9.Trp1 0IMS10 12237 | 12237 { 105 E
498 (des(1)-[D-Tyr2 D-Pya(4)3 lle5.AzaGly7 Arg{Me)9, Trp1 0IMS10 12307 | 12307 | 168 o]
499 |des(1-3)-3-Phenylpropionyl-[AzaGly7 Arg(Me)9 Tro10IMS10 B 10253 | 10255 | 1386 T
500 [des(1-3)-3-Phenylpropionyl- Alad AzaGly7 Arg(Me)9,Trp10IMS10| 9825 9825 13.1 T
5C1  |des(1)-[D-Tyr2 D-Pya(4)3,Thr5.AzaGly7 Arg(Me)8. Trp10]MS 10 1218.7 | 121886 | 142 Q
502 [des(1)-[{D-Tyr2 Pya(4)3 Alad. AzaGly7 Arg{Me)9.Trp10]MS10 11614 | 11618 | t4.0 8}
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503 |des(1)~[D-Tyr2.D-Trp3.Alad AzaGly? Arg{Ma)9 Trp10]MS10 11993 | 11896 | 178
504 |[AcptD-Tyr2 D~Pya{4)3 AzaGly7 Arg(Me}SIMS10 12788 | 12785 8.1
505 |des(#-3)-3-Phenylpropionyl-[Thr5 AzaGly7 Arg(Me)9 Trp 10IMS10 10400 | 10395 | 139
506 |des(1-3)-3-Phenyipropionyl-[lle5.AzaGly 7. Arg{Me)8 Trp10IMS10 | 10520 | 10516 | 176
|l 507 (des(1-3)-3-Phenylpropionyl-[Trpb,AzaGly7 Arg(Me)9, Trp10]MS 10| 10642 | 10645 | 13.7
gooooao
ooooao
508 E’;:(a‘(;g;i;ra:;{:r;?m;r;mn]Ms1o 10432 | 10435 ) 141
08 R e Tro10JMS10 9078 0975 | 124
510 ?:::glg;j::g}ue)s.mw]msm 935.9 9355 | 95
511 i’;gI’;‘.Ei;:&f;‘;gfﬁ?&;ﬂ"5- 12136 | 12138 | 178
512 #:psgﬁtrg;féigiwg(ue)umw]msw 12567 ) 12%6€ | 170
o3 #er:gma—;:;ég;ﬁrﬂm)slm1olmsm 12138 12136 | 185
514 g:lsn(:;.;{la.-::;éls;ﬁrg(hle)gﬁrp10]MS1D 11608 | 11606 | 179
515 :‘;?_%E;ﬂ::&iﬁ‘;::‘;ﬁ;:f 12168 | 12168 | 157
a:0-70% AcCN/35min,
flow1ml/min,

Wakosil-{l 5C18 HG (4.8 x 100mm)

b:0-70% AcCN/35min,
flow1ml/min,
YMC ODS AM-301 (4.6 x 100mm)

c:20-70% AcCN/25min,
flow1ml/min,
YMC QDS AM-301 (4.6 x 100mm)

d:5-75% AcCN/35min,
flow 1ml/min,
Wakosil-ll 5C18 HG (4.6 x 100mm)

0:0-50% AcCN/25min,
flowIml/min,
Wakosil-Il 5C18 HG (4.6 x 100mm)
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TEoRs M+H* [obs) | M+t (cal) | HPLC (min] | PPLC WX
518 __ |Ac-des(1)-[0-Tyr? D-Pyal4)3 AzeGly T Arg(Me)OIMS 10 1201, 1207. 9.2 c
7 des(1-3)-3-Phanyipropionyl-[Hyp5 AzaGly 7. Arg{Me}9. Trn 10]MS 10 10951, 1051 137 c
des{1-3)-3-Phenylpropionyl-[Chaf, Arg(Me)d. Trp 1GIMS 10 1030, 1030.6 15.8 c
des(1-3)-Phenylacetyl AzaGly7 Arg(Me)9, Tro 10[MS 10 1011, 101715 127 A
521 __|des(1)-[D-Tyr2 D-Pya(4)3 AzaGly?]MS 10 151. 1151.6 134 €
522 des(|~3)-Benzoyl-[ThrS AzaGily? Arg{Ma} Tro 10JMS 10 0118 10115 12.7 c
523 |des{1-3)-Benzeyl~[Thr5 Pha(dF)tiAzaGy T Arg(Me)8 Trp10JMS 10 D20.9 10285 3. c
524 des(1-3)-3-Phanylpropianyl-[Prof, AzaGly 7 Arg{Me)d, Trp 10]MS10 036.0 10358 [X c
527 |des{1)-[D-Tyr2 D-Pyald 5,AzaGly? Arg(Me)8.Trp1 CIMS 10 1230.5 0.6 4. e
528 des{1)-[D-Tyr2D~Pya(d)3 Prob.Aza Gly 7. Arg(Me)8 Trp 10]MS 10 1214.7 4.6 .7 e
529 des(1)-|D-Tyr2.D~Pya(4)3,Tleb AzaGly7 Arg{Me)d, Trp TOJMS 10 12307 0.7 . [
53¢ des{ 1-[D-Tyr2 0-Pya{4)3,Phg5 AzaGly 7, ArglMe}9. Trp i (]MS 10 12506 1250.6 .| €
531 das(1-3)—3-Phenylprgpionyl—'F'ic(2)5,AzaGly7&g§Me)QfTrEID MS 10 1049.6 1044.6 6.4 c
532 desl(1-8)-3—Phenylpropionyi- Aze{2)5 AzaGly?, ArgMe)d Trp tO]MS 10 1021.8 1021, 4.4 c
533 des(1-3)-3—Phenylpropionyl-[D~Pro5 AzalGlyT Arg{Ma)d. Trp | 0IMS 10 1035.7 1035.6 . c
534 des(1-3)—Cyclopropanecartanyl {AzaGly7 Arg{Me)3, Trp10JMS10 961.6 9615 10.7 c
535 des(1-3)-2-Naphthoyl-[AzaGly 7. Arg(Me}9 Trp I 0]MS 10 1047.6 1047.5 14.7 c
536 Argl D-Tyrz D-Pya(4) AzaGly7 Arg(Me)3 Trp10]|MS 10 13603 1368.7 14.0 8
537 |Arg—{Argl D-Tyr2 D-Pya(4)3,AzaGly7 Arg(Me)9. Trp10]MS 10 15165 1516.8 134 B
538 |Arg-[Acpl D-Tyr2 D-Pya(4)3 AzaGiy7 Arg(Me)8 Trp10]MS10 14738 1472.8 3 8
539 |dest>[D-Tyr2 D-Trp3.ValbAzaGly7.Arg{Me)d Trp10IMS 10 12547 1254.7 8. e
540 des{1-[D-Tyr2 D-Trp3 Aza Gy 7 ArgiMel3 Trp1 0JMS 10 12424 1242.6 . c
541 D-Arg-[Acp D-Tyr2 D-Tro3 Thr5 AzaGly7 Arg{Me} Trp10]MS 10 15258 16258 167 e
42 D-Arg-D-Arg—[Acpt D-Tyr2 D-Trpd Thr5 AzaGly 7, Arg(Me)9,Trp10]MS 10 1661.0 1681.9 163 [
45 das{1-3)-Banzoyl~[Pha{dF)8 AraGhyT Arg(Mse'9 Trpl0JMS 10 1015.7 10155 13.0 c
46 [des(1-3)-3-Phenvipropionyi-[Ser{Ac)5 AzaGly7 Arg(Me}d. Trp 10]MS 10 1067.6 10675 15.2 c
547 das(1)-] D-Tyr2 Dﬂa(ﬂm Ser{Ac)5. Azally7, Mu)9, Trp1 D]MS 10 12468 1248.7 8.4 c
54B des{1)-[D-Tyr2,D-Pya(4)3.AzaGly 7 ArgM e]ﬂ,lO&,GSM—I MS10 11815 1181.6 149 L]
550 Ac=das{1)=[D-Tyr2 D=Trp3 Thrb AzaGlyT Arg(Ma)B Tre10]MS 1D 1208.7 128886 13.6 -
551 Ac—D-Arg—|Acp1 D-Tyr2 D-Trp3 Thr5, AzeGly 7 Arg(Me)9 Trp10]MS10 15674 1567.8 124 ¢
552 |D-Dap-[Acpt,D-Tyr2 D-Trp3 Thrd AzaGly? ArgiMe)d Trp10JMS10 14358 14558 15 c
553 |D-Nls-[Acp],D-Tyr2 D-Trp3 Thrd.AzaGly7 Arg(Me)S Trp10]MS10 14825 14828 3.3 c
554 D-Arg-[f~Alal,0~TyrZ,D-Trp3,Thr5,AzaGly 7, Arg(Me)9 Trp 106]JMS 10 14837 1483.8 6.5 ]
658 D-Arg-[v-Abul.D-Tyr2 0-Trp3 Thrb.AzaGly7 Arg{Me)3 Tp10]MS 10 14977 1497.8 16.6
556 |D-Arg-D-Arg-[v-Abul ,D-Tyr2.D-Trp3,Th'5,AzaGly7 ArglMe)8, Trp10IMS10 16540 1653.9 15.7 s
557 D-Arg-D-Arg-D-Arg-[y-Abu1,D-Tyr2 D-Trp3, Thrh AzaGly7 Arg{Me)9,Trpi0]JMS10 18098 18100 15.5 ®
H58 Ac—desi1)-|D-Tyr2.D-Trp3.AzaGly7 ArgiMe)}3 Trp10]JMS 10 1284.6 1284.6 13.3 [
550 [3-{4-HydroxyphenyJpropionyl-des{1-2)-| D~ Trp3 Thr5 AzaGly7 ArglMe)s Trp [0]MS 10 12413 1241.6 144 c
561 D-Arg-[Acp1.D-Tyr2,D-Trp3 Abud AzaGlyT ArgiMe)d Trp1D]JMS 10 14828 482, 15 [
56 des(1)-Ac—[D-Tyr2 D-Pya(4)3, Thr5.AzaGiy7 Arg(Me}9, Tro 10]MS 10 12604 260 4 5 -]
5B des{1)-Ac-[D-Tyre.D-Trpd.Aze(?)5 AzaGly 7 Arg{Me}9 Trp 10]JMS 1D 12806 2808 Al [
564 des(1)-Ac-|D-Tyr2 D-Trp3,Val5 AzaGly? ArgiMe)8, Trp 10]MS 10 12965 96,7 188 o
585 des{1)-Benzoyl-[D-Tyr2 D-Trp3, Thr5,AzaGly? Arg(Me)3, Trp 10]MS 10 1380, 360.7 15.7 c
566 des(1)-Cyelopropanecarbony-[D-Tyr2 D-Trp3 Thrb.AzaGlv7 Arg{Me)8 T 10]MS 10 1324, 3247 14. c
567  |des(i)}-Butyryl-{D-Tyr2D-Trp3, Thr5.AzaGly 7. Arg(Me)9.Trp 10]MS 10 13286 326.7 14. c
568 Ac—[D-Arg1 D-Tyr2 D-Trp3, Thr5, AzaGiy7 Arg{Me )8 Trp 10]MS10 14547 454 7 17 8
569 des(1)-Ac—[D-Tyr2. D-Trp3, Thr5.6 ¥ 7,CHZNH.Arg{Me,8. T rp10/MS10 B3.7 8.7 17, B
510 dus(1)-Me-[D-Tyr2 D-Trp3, Thr5AzaGly7 ArgiMe)9. Trp 10]MS 10 70, 70. 6. s
571 |des(1)-Ac-{D-Tyr2 D~Trpd Tnr5 AzaGly? ArgMai9 MS1 58 1259, 3. c
572 des(1)-[D-Trp2.D-Pyal4)3 Aza Gly 7. Arg{Me)9.Trp 10]MS 10 12276 1227, 0. T
73 des{t}Ac-[D-Tyr2,D-Trp3 Abud AzaGly7 Arg/Ma)d. Trp | 0]MS D 1255.6 12585, 194 e
78 deal 1 -As—{0-Tyrd D-Trpd Gind AzaGly? N‘!Ma)ﬂ,TrplO]MSID 1298.8 12986 18. ]
77 das{1-Ac-[D-Tyr2 D-Trp3,Sard AzaGily]. ArglMa}8, Trp 10JMS 10 12527 1257.6 18, )
578 des(1}-Ac-[D-Tyr2,D-Trpd Thrd, AzaGlyl.Arg(Me)$ Trp 10JMS 10 127146 12186 18. ]
579 des(1)-Ac—[0-Tyr2 D-Trp3 Ab4. AzaGlyT. Arg{Me}9 Trp 10]MS 10 1200.5 1299.6 19.0 a
580 des{1-Ac-[0-Tyrf.D-Trp3,Ser(Me)5 AzaGly 7. ArgiMe)8, Trp |0 MS 10 12984 12956 193 a
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(EEmE=] it Mh+ obs) | MeH+ (eal) | FPIC (min | HPLC WSt | SR
584 deat)-Ac-[D-Tyr2 D-Trp3 DaplAc)d. AzaGiy? ArgiMe 8. Trp I0]MS 10 12987 12984 187 ) X
585 tdes(l)~Ac—[D-Tyr? D-Tmp3 Dap(For)d AzaGly7 ArgiMe)d Trp 10]MS 10 12847 12845 178 ° X
586 [desi~Ac—[D-Tyr: 2. The5,D-Phe.AzaGly7 Arg(Me)8 Trp10]MS 10 W
589 |des{i-Ac—[D-Tyr2D-Trpd Thr5 AraGly? Arg(Me)d Nal{2)1 OMS 10 13006 13096 152 c w
590 |des{i}-Ac-[D-Tyr2D-Tmpd Thr5.AzaGly7 Arg(Me)8, Thi1D]JMS10 12655 1265.6 134 c ]
581 des{1}=Ac—{D-Tyr2D-Trpd,Thrs,Aza Gly7 Arg{Me}d, Tyr I0]ME 10 12755 12756 12.2 c w
592 [des{1}-Ac-[D~Tyr2 D-Trpd,Thr5,AzaGlyT Arg{Me}d.Phe(4F)10]MS10 12775 1277.8 14.0 c W
594 des{1}-Ac—[D-Tyr2D-Trp3,Thr5,Aza Gly7 Arg{Me)9.Hph10IMS 1D 12738 1273.6 14.6 c W
597 |das()-Ac—[D-Tyr2D-Trp3.Thr5 D-Phab,AzaGly7 Arg{Me)8 Trp10]MS 10 12983 12981 14.1 ¢ w
598 [des(1)-Ac-[D-Tyr2 0-Trp3,Thr5,Arg(Me)9. Trp10JMS 10 12975 1297 4§ 185 . HAW
589 |des(1)-Ac-[D-Tyr2 D-Tip3.Thr5 AzaGly?,0Ornd Trpl 0]JMS10 12424 1242 % 178 e GHW
600 |des()-Ac-[D-TyrZD=Trp3.Thr3,AzaGly7.TrpI0]MS [0 12847 12846 1738 2 G+W
601 [des(1)-Ac—[D-Tyrd D-Trp3,Thr5 D-Pheé ArgiMe}d.Trp 10]MSI10 12978 12976 182 ° H+W
602 [des(1)-Ac-[D-NMeFyr2 D-Trpd.ThrS AzaGly7 Arg(Me)8 Trp10]MS10 1312.7 13127 190 ° w
603 des(1)~Ac-[D-Tyr2.D-Pya(4)3 Thr5,D-Phes, AzaGly 7 Arg{Me)9.Trp10]MS1D 1260.6 12606 153 . w
604  |des(1)-Ac—[D-TyrdD-Trpd, Thrb,AzaGly? Arg Tos)8 Trp10IMS 10 1438.6 1438.6 205 ® GHW
605 |des(1)-Ac—[D-Tyr2 D-Trp3, Thr5 AzaGly? ArgtNO2)8, Tm 10]MS 10 13294 1320 6 187 s G+W
607 |des(i)=Ac-[D-Tyr2D-Trp3 Thrs.AzaGly7 ArgiMaZtasymB Trp1G]MS10 13129 13127 18.1 . W
608 des(1)-Ac-[D-Tyr2D-Tm3, Thrl.AzaGly7 ArgMe2 lsym9 Trp 10]MS 10 13123 13127 18.1 - w
609 des{1)-Ac—[0-Tyr2.D-Trpd, Thr5 AzaGly? ArgEDE Trp10]MS10 13128 13127 17.¥ s w
610 [des()-Ac—[D-Tyr2D-Tpd, Thrh. AzaGly7 LysMe2)8, Trp10]JMS 10 1284 % 1284 7 17.3 = GHN
611 des{l}-Ac-{Tyr2 D-Pya(4)3 The5,AzaGly7 ArgMe)S Trpl 0JMS 10 12609 1260.8 14.4 o W
612 |des{tFor-[D-TyrzD-Trp3 ThrE,AzaG 12847 1284 6 178 a ToW
613 _ |des{1)—Propionyl-[D-Tyr2 D-Trp3. ThriAzaGly7 Arg{Me}d.Trp 10]MS10 13126 13123 18.3 s T+W
B1d des(1}~Amidino—{0-Tyr2D-Trp3 Thrs AzaGly? ArgiMe)d Trp 10]JMS 10 12084 {2087 16.9 ° JHW
815 [des{1)=Ac~[Tyr2,D-Pya(d)3 Thr5.AzaGly7 Arg(Me)d Trp10]MS 10 1299.0 1208.6 1148 o w
618 |des(i)-Ac—[D-Ala2,D-Trpd, Thrb Azatily? ArgiMe)d, Trp 10]MS 10 12068 1206 4 13.1 © w
617 |das(l)-Ac—[D-Leu2 D-Trpd Thr5 AzaGly7 Arg(Me)9 Trp10]MS 10 12488 1248.7 155 c W
818  [das(1)-Ac-|D-Phe?,D-Trp3 ThrE,AzaGly? Arg(Ms 3, Trp 1D]MS 10 12827 12826 158 c w
A19 das(1)-Ac—[D-Nal(1)2 D-Trp3 Thr5 AzaGly 2, Arg{Me)3. Trp10]MS 10 1332.6 13327 1716 < W
520 [des(1)-Ac—[D-Nal(Z}2,DTrpd Thri AzaQly?,Arg(Me)?. Trp10]JMS10 1332.4 13323 177 c w
B2 1 des(1)-Ac-[D-Lys2 D-Trpd Thrh AzaGiy? ArgiMe)8, Trp10]MS10 12615 19637 11.3 c W
22 des(1)-Ac—[D-Glu2 D-Trp3. Thr5,AzaGly7 ArgiMe)d, Trp10]MS 10 1264.6 1264 4 127 c W
623 dag(])~Ac—[D-Tyr2 Trp3 Thr5AzaGly 7. Arp(M»33 Trp10]MS 10 1298.9 1298.6 14.2 c W
624 |des(1)-Ac-[D-Tyr2 Pya(4)3.Thrd AzaGly7 Arg(Me)9. Trp10]MS10Q 1260.8 1260.6 10.2 3 ]
625 |des{D)-Ac-[D-Tyr2 D-Alad Thr5. AzaGly?, ArgiMe)9 Trp10]JMS 10 11838 1183.6 114 ¢ 7]
626 |des ;—An—ln—TyrzD—Leua.Thrs,AzaGly?,Arg{Me)e.Trp10]MS1u 122610 1225.6 13.3 e w
627 des{l)~Ac-D-Tyr2D-FPhe3, Thr5.AzaGly7 Arg{Me)d, Trp 10JMS 10 12699 1259 6 134 G W
628 [des{l)~Ac—{D-Tyr2D-Thrd Thr5 AzaGly7 Arg{Me)d, Trp10JMS1D 12138 12138 111 G w
620 |des{l)—Ac—|D-Tyr2 D-Lys3.Thrb,AzaGly7, ArgiMe)S, Trp 10 JMET0 12408 1240.7 10.1 & w
630 |des(1}-Ac-[D-Tyr2 D-Glud.Thri,AzaGlyT.ArgiMe)9. Tro 10]MS10 12418 1241 1.2 c w
631 des(i)=Ac—|D-Tyr2 D~Tro3, Thrb, Ala6 AzaGly7,ArgiMe)d Trn 1DIMS 10 12229 1222 6 116 < w
832 |des{l}-Ac- 3—Tyr2.D—TmS.ThrS,Luuﬁ.AzaG!WJ\ﬁMe)B.TrplU S10 1265.0 1264.7 135 P W
633 [des(l}-Ac—[D-Tyr2D-T:p3 Thr5 L ys6 AzaGly? ArgiMe)d Trn 10]MS 10 12798 1279.7 104 s W
634 des(1)—-Ac-[D-Tyr2 D-Tmd, Thr5,Glub AzaGly7? Me)3Trp10MS10 12808 12808 115 & W
635 des{l)~As—|D-Tyr2 D-Trp3, Thr5.Pyal4)8 AzaGly T ArgiMe)8. Trp1GIMS 10 1289.8 1299.6 105 c W
636 [des{)-Ac-|D-Tyr2 0-Trp3, Fhrd.MaPheb AzaGly7 Arg{Na)d TrpI0MS 10 13194 11127 154 o W
537 |des(l;-Ac-]D-Tyr2.D-Trp3 Th5, Phef4F,6AzaGIy7Ar§Me)9 [rpl0]MS10 1316.5 1316.6 144 e W
638 |das()~Ac~|D-TyrdD-Trp3.Th5.Phel4F,6 AzaGlyT Arg(Mai0 Trp10]MS10 1278.4 1278.6 107 c W
(%) das(1)-Ac—|D-Tyrd D-Trpd Thr5 AzaGly? L ys9 TrpiOJMSI1Q 1256.9 1256.6 17.5 s G+W
640 |das(|)-Ac—[D-Tyr2 D-Trp3 Thr5 AzaGlyT.D-[e vl Arg(Me)8,Trp 10MS 1D 1298.7 1298.6 17.6 s W
641 |des(l)-Ac—[D-Tyr2,D-Trp3 Thrh AzaGly7 AlaB ArgMe}d Trp10]MSIQ 1256.9 1256.6 165 [ W
642 |des(1)-Ac—[D-Tyr2,D-Trp3 Trhrb AzaGly] ValB ArglMeld Trp10[MEI10 1284.5 1284.6 17.4 B W
643 das(1)-Ac-{D-Tyr2,D-Trp3, Thr5 AzaGiy7 Phe8 ArgiMe )3 Tm 10]MS 1D 13324 13326 18.3 s w
844 |des(1)-Ac—[D-Tyr? O-Tmpd Thri AzaCly? Serl ArglMa)8.Trp1G]MSI0 1272.9 1272.8 15.5 v w
645 _ |des{l)—Ac-[D-Tyr2 D-Trp3 Thr§ AzaGly? Hard Trp 10]MS10 1299.1 12986 177 s GHW
646 destH-Ac—[D-Tyr2,D-Trp3, Thr AzaGly? Har{Me)8 Trp10]MS10 1313.1 13127 17.9 [ w
647 des( )—A:—[[-)- [ Trpd, l\§g4,Thr5 AzaGlyl ArgMe)9 Trp10JMS 10 1299.9 1998.6 18.2 e w
648 |[Gly [1] 1313.6 1313.7 168.0 8 w
648 |Ac 1365.9 13557 17.4 8 w
650 |[D-Tyr l,D-TyrZ_,_D-TrpS.Thrﬁ,AzaGlﬂ ArgiMe;3.Trp1 GJMS10 1419.8 14107 16.6 . [
651 Ac=[D-Tyrl D-Tyr2 D-Trp3 Theh AzaGh 7 ArgMe )8 Trp 10]JMS 10 14614 14617 18.0 s W
652 |pGlu-des(1)-[T~TyrZ D-Trp3.Thra.AzaGly7,Arg(Me}d Trp 1 DJMS10 13674 13677 17.6 e w
851 |des{1)-Ac-[D-Tyr2.0-Trp3,D-Asrd Thr§ Azaﬁli'f A%Mazg Trp10]MS10 12988 ‘2086 18.2 s w
654 desi1 =Ac—|D-Tyrd, J,D-Thri AzaGly? ArgiMe)d. Tro10[MS 10 12988 1288.6 176 ) w
655 |des(1)~Ac-|D-Tyr2.0- Trpd.MeAsnd, Thr5.AzaGly7 Arg(Me 9, Tro 1 0JMS 10 19128 1312.7 18.3 s W
656 des(l] Ac—[D-Tyr2 0-Trpd MeSar5 AzaGly T Arg{Ma)9. Trp1 OJMS 10 129838 1298.6 178 e W
657 [des(T)~Ac-|D-Tyr2Pro3.Thrb.AzaGlyTArgiMe)8. Trp1 AJMST0 12099 12096 124 c W
685 |des(1)-Ac—|D-Tyr2 D-Pya(2)3 Thri AzaGly7 Arg(Me)9 Trp10]MS10 1260.3 1260 6 10.4 ¢ W
659 |des(1)-Ac—|D-Tyr2.0-Trp3.allo-Thr5 AzaGlyT Arg{Me}9 Trp10]MS 0 12988 1298.6 128 . w
660 |des(1)-Ac—| D-TyrZ.0-Pyal3)3 Thr5AzaGly7 Arg{Me)d,Trp 1 0JMSTQ 1260.8 1260.6 103 ¢ W
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861 Jdes(1)-Ac—|D-Tyr2,D-Pro3, Thro AzaGly7, ArgMe R Tﬁm MS10 12098 12096 11.5 P w
662 des(1)-Ac-| D-Tyr2 Tic3 Thr Az aGly7 Arg(Me)9, Trp1 0]MS 1D 12714 12714 138 [ w
863 |des{l)~Ac-[D-Trp2 D-Trpd Thr AzaGly T Arg{Med Tra[0]MS1D 13217 13217 169 < W
684 ldesl)-Ac—[Tyr2 Thrs AzaGly7 ArgMe)S. Trpl0]MS10 1298.7 12984 14.1 e W
685 |des{I-23-[D-Trp3. Thrb AzaGly 7 Arg{Me}0,Trp 10]MS 10 1082.7 10936 111 © 0
666 [des{1-2)>-Ac-[D-Trpd Thr5 AzaGly7 ArgiMa)d Trp 10]MST0 11357 11356 13.4 ¢ T+
867 |des(1-2)-Hexanoyl-[D-Trp2 Thr5AzsGly7 ArgiMe0, Trp IDIMS 10 11914 11916 17.2 c T+W
868 |des(1-2)-Cyclohexanecarbonyl-[D-Trpd, Thrs, AzaGily 7, Arg(Me )9, Trp IOMSTA 12033 1203.6 17.1 o T+W
669 des{1-2)-Banzayl-[D~Trp3, Thr5.AzaGly?, ArgiMa)d Trp10]MS5 10 11978 1187.6 160 ¢ T+HW
670 |des{1- )-s—Pyridine?rggionzl— D-Trpd Thrf AzaGly? Arg(Me)3 Trp 10]MS 10 12261 1226.8 11.5 c T+W
32 des(1-2;-Adipionyl-[D-Trpd, Thr5 AzaGly L ArgM a9, Trol 0]MS10 12216 1221 .6 13.5 c T+W
672 |des( ;-Ac- D-TyrZ MeTrp3.Thr5 AzaGly7 Arg{Me)9.Trol DIMS10 13129 13127 145 c W
674 |des(l)—Ac|Acp2,D-Trpd, Thrs.AzaGly LArg(Me)d. Trp10]MS10 17067 12087 116 < T+W
6§75 —Tyr2.0-Tr3 Thr5,AzaGly7Arg{Me;9,Trp 1 0]MS 10 1419.8 14197 168 . w
676 Ac—[D—T;gr. ~Trp3,Thro AzaGly7 Arg{iMe)d. Trp 10)MS 10 14614 14817 18.0 s W
877 Ac-des(1)-{D-Tyr2,D-Trp3 Thr5,A2aGly? NvaB Arg{Ma)3, Tro10]MS 10 12848 1284 6 17.1 e W
618___|Ac-des(1)-[D-TyrZ D-Trp 3, Thrd AzaGly7 lle8 Arg(Me)9 Trp 10]MS 10 1298.9 12986 17.8 . W
678 des{l-2)-Amidino—|D-Trpd Thrd AzeGly T ArgMe S Tro 1G]MS 10 11357 11355 1.7 G HW
680 des l-2)-GmcoIa¥—D—Tmﬂ,ThrE,AzaGly?.A Me. 8. Trp10/MS10 1151.9 11518 129 c [
681 des{1)-Glycaloyl-[D-Tyr2 D-Trp3,Thr5,AzaGly7 Arg{Me}8, Trp I0JMS 10 13148 13146 13.5 5 w
52 des(1}-Ac-[D-Tyr2 D-Trp3, Thr5 AzaGly7 GinB Arg(Me 9, Trp10]JME 10 13139 1313.6 15.7 [ w
685 |des(1}~Ac-|D-Tyr2 D-Pya(4)3, Thr5.Aza Gly? Arg{Me)S|MS 10 12218 12218 ) - W
686 |des(1}-Ac—[D-Tyr2 D-Trn3,Gly4, AzaGly? ArglMe)S, Trp1GIMSI10 12278 1227% 14.2 & w
628 desélg-Ac- D-Tyr2D-Trp3,Thr5.AzaGlv? Pya(4)8 Trp10]MS10 12768 12766 129 a w
[T des(1)-Ac—ID-Tyr2 D-Trp3,Thr5, AzaGly7 ArgiMe 9.D-Trpl0MS10 1298.8 12086 136 o w
Bg1 des(1)-Ac—|D-Tyr2 D-Tm3,Thrh Tyrfi, AzaGly7 Arg{Mae) Trp10JM510 1314.4 13146 12.3 & W
592 __[des(1)-Ac—[D-Tyr2D-Trp3.Thr5, Trob.AzaGly? ArgMe)E Trp10]MS10 13375 13373 140 c W
893 [ 0es(1)~Ac—|D-Tyrd.DTrp3,Thrb, Tyr(Me)B AzaGly 1, ArgMe)0.T rp 1 GIMSTT 13789 19207 139 o W
694  [des(1)-Ac~[D-Tyr2 D-Trpd Thr5,Nal{ )6 AzaCly7 Arg{Me) Trp10JMS 10 1348.9 13487 157 G W
605 |des(l)-Ae—[D-Tyr2D-Trmp3.Thr xme,mmw&%&a_égnmu MS10 13047 1304.6 136 c W
696 des(1)-Ac-|D-Tyr2 D-Trp3 Thr5,Chab AzaGly7,Arg{Me)8, Trp10]MS 10 1304.9 1304.7 15.3 c W
8J8__ |des ;—Ao- D-Tyr2D-Trp8,The5,AzaGly7.Abul Arg(Me)3 Trp10]MS 10 1270.7 2706 16.7 s W
689 |daes{l)-Ac~[D-Tyr2,D-Trpd, Thr! .AzaG!y?,rMsLeuB.AEMe)B,TrpWO]MSIO 13126 ‘3123 18.4 s W
700 _ [des(t)-Ac—[D-Tyr2D-Trpd, Thri AbS, Arg{Me}d, Trp )l OJMS 10 17689 1269.6 16.8 a E
101 deséi%-}\u* D-Tyr2 D-Trp3 Dapd AzaGly7 Arg(Me)d, Trpi0IMS 10 12570 12566 16.7 8 W
702 des{lj-Ac—[D-Tyr2 D-Trpd. AsplNHMe 4. Thr5 Aza Gly 7ArgiMei8 Trp 1 OJMS 1 13128 1312.7 17.8 8 w
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A1) IC50(M)
#58

1 Metastin 1.7E-.07
MS10 6.5E-09

4 des{1}-MS10 2.6E-07
17 |[Pya(4)10)MS10 8.6E-12
18 |[Tyr(Me)10]MS10 7.7E-09
19 |[Phe(2F)10]MS10 8.6E-09
23 |[TyrSIMS10 4.0E-07
24 HLeusIMSI10 B.3E-10
30 Acetyl-Ms10 3.1E-08
31 Fmoc-MSI0 9.3E-07
32 Leu—Pro-Asn=-MS10 2.5E-08
39  [D-Asn4]MS10 8.3E-07
40  [D-Trp3lMSI0 1.9E-08
41  |{[D-Asn2]MSI0 2.1E-07
42  |[D-Tyr1IMSI0 5.7E-08
44 |[Lys9]MS10 1.9E-07
50  |[Ala7IMS10 1.9E-07
54 des(1-2)-Fmoc-MS10 4 5E.07
57 {Aep2]MS10 1.0E-07
58  [Tyr2]MS10 1.6E€-08
59 [Leu?]MS10 3.4E-07
60 [Pya(3)10IMS10 1.7E-07
61  [Phe{d4r)I0IMS10 1.3E-08
67 . [Ala3IMS10 2.7E-08
68  [Leu3]MS?0 7.7E-09
68  [[Sera]MS10 8.3E-08
70 [[Asp3]IMS10 2.0E-07
A [Lys3ImMsi0 6.6E-08
72 {Ala1]MS10 5.4E-07
73 [LeulIMS10 2.2E07
75 [Asp1IMS10 8.8E-07
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77 '[Phe(4CN)IO]IMS10 7.4E-09
78 [Trp(CHO)3, Phe(4CN)10IMS10 2.5E-08
82  .[Arg(Me)aIMS10 4,1E-09
83  |[Arg(Me2)asy9IMS10 2.5E-08
97  |[Har9]MS10 3.7E-07
101 [Ser7IMSI10 1.0E-07
105  [Nle8IMS10 8.8E-07
107 [vai8IMS10 1.2E-07
109 [[Tyr10]M$10 2.3E-08
110 {[Nal{2)10]MS10 2.4E-08
111 ![Phe(F5)10}MS10 1.4E-07
112 [Chal0IMS10 3.7E-07
114 des(1-3}-3~(3-Indolyl)propionyl-MS10 5.5E-07
128 i[10¥ CSNHIMS10 5.5E-08
128 |[Arg{Me2)sy9IMS10 8.3E-08
130 {[Phe(4CD10]MS10 4.2E-08
131 '[Phe(4NH2)10]MS10 1.2E-07
132 [Phe(4NO2)10]MS10 9.3E-08
133 {[NaK1)10]MS10 3.3E-07
134 |[Trp10IMS10 1.1E-07
141 |[D-Tyr1Arg(Me)3]MS10 5.1E-08
142 [D-Tyrt D-Trpd.Arg{Me)S]MS 10 2.6E-08
143 [D-Trp3.Arg{Me)2]M510 7.7E-09
145  .des(1-2}-Fmoc—[Arg(Me)S]MS10 1.2E-07
146 [{10Y CSNHD-Tyr1]MS10 3.7E-07
150  [[Tyr6)MS10 3.2E-07
151  [NaK1)6]MS10 3.0E-07
152 [Nal(2)6]MS10 1.8E-07
183 [Phe(F5}6]MS10 3.9E-07
154  |[Phe(4F)6IMS10 6.0E-08
156  [ChaB]MS10 4.9E-08
163 [6¥ 7.CH2ZNHIMSI10 2.56-07
166 [6¥7,CSNHMS10 9.4E.09
169  [D-Tyr1 Alad.Arg(Me)9]MS10 1.6E-07
170 {D-Tyr1,Ser3Arg(Me)3]MS10 2 6E-07
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171 [{D-Tyr1.Chad Arg(Me)S]MS 10 1.1E-07
174 [[D-Tyrl Arg{Me)9. Trp10]MS10 4.2E-07
176 |[AzaGly7IMS10 5.2E-08
181 [D-Tyr1.Chal 6.Arg{Me)3]MS10 1.9E-08
182 |[D-Tyr!,Chad 6, Arg{Me)8,Trp10]MS10 9.BE-08
186 |[Trp(CHO)10]MS10 4 6E-07
187 |[Abu8)MS1G 7.2E-07
189 |(Ala(3-Bzt)10]MS10 2.3E-07
180 |[D-Tyr1,Cha3,AzaGly? Arg{Me)3]MS10 1.2E-08
191 [D-Tyr1.Serd AzaGly 7. Arg{Me)a]MS 10 3.0E-07
192 |[D-Tyr! Arg(ELS]MS10 5.3E-07
193 |[D-Tyrl Argin-Pr)9]MS10 9.2E-07
194 [D-Tyrl.Arg(Ac)OIMS10 2.1E.07
197 [Phe(3F)10]MS10 1.7E-07
198 [Phe(34F2)10JMS10 1.7-07
199 [Phe(34C12)10]MS10 4,7E-07
200 [Phe(3CF3)10]MS10 3.4E-07
201 [Ala(2-Qui)10]MS10 8.2E-07
203 [D-Tyrl.Cha6 ArgMe)9]MS 10 3.7E-08
204 [D-Tyrl, Ala?, Arg(Me)2]MS10 6.8E-07
205 i[D-Tyr!,Thr3 Arg(Me)3]MS10 2.6E-07
206  {[D-Tyr1 lle3 Arg{Me)SIMS10 8.5E-08
208 |[D-Tyr1,Thrd Arg(Me)S]MS 10 8.3E-07
210 ![D-Tyr!.Alad Arg{Me)8]MS10 7.3E-07
2n [D-Tyr!, The Arg{Me)8IMS 10 4.4E-08
212 |[D-Tyr1 Ala5.Arg(Me)OIMS10 3.6E-08
213 |[D~Tyrl.Val8 Arg(Me)SIMS10 1.9E-07
214 {[D-Tyr1,GIn2 Arg(Me)SIMS 10 3.9E-07
215 |[D-Tyr!, Thr2.Arg{Me)S]MS10 2.5E-07
216 des(1)-[D-Asn2 Arg(Me)3IMS10 7.0E-07
217 des(1)-{D~Tyr2. Arg(Me)SIMS10 2.5E-07
220  [Arg(Et)9]MS10 3.3E-07
221 [D-Tyrl, Thr3AzaGly7Arg(Me)9]MS10 9.5E-08
222 des(1)-[D-Tyr2 AzaGly7 Arg(Me)9]MS10 3.3E-08
223 des{1-2)~[D-Trp3 Arg{Me)SIMS10 7.6E-07
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224 des(1)~[D-Tyr2.D-Trp3.Arg{Me)3]MS 10 1.4E-07
225 |des(1)-[D-Asn2.D-Trp3 Arg(Me)3]MS10 4.1E-07
226 \des(1)-[D-Tyr2 Ser3 Arg(Me)9]MS10 1.0E-07
227 des(1)~[D-Tyr2 Thr3.Arg(Me)9IMS10 4.8BE-08
228 |des(1)=[D-Tyr2lle3 Arg(Me)3]MS10 4.0E-08
229  {{D-Tyr1 Val3 Arg(Me)8]MS 10 1.3E-07
230 {[D-Tyr1.D-Asn2.Arg(Me)9]MS10 2.5€-07
231 |[D-Tyr1,D-Asn2 D-Trp3 Arg(Me)SIMS 10 5.5E-08
232 |[D-Tyr1.AzaGly7.Arg(Me)9]MS 10 4.9E-08
233 |[D-Tyr1lle3.AzaGly7? Arg(Me)9]MS 10 2.3E-08
234 [D-Tyr1 Val3.AzaGly7 Arg(Me)9IMS10 4.7E-08
235  [D-Tyr1,Ala3.AzaGly7 Arg(Me)]MS10 1.0E-07
236 [D-Tyr1.D-Trp3 AzaGly? Arg(Me)9]MS10 4,2E-08B
237  [D-Tyr1,D-Asn2.AzaGly? Arg(Me)3)MS10 2.7E-08
238 [D-Tyr1.D-Asn2 D-Trp3.AzaGly7.Arg(Me}O]MS 10 4 9E-08
239 des(1)-[D-Tyr2 Ser3 AzaGly7,Arg(Me)9]MS10 1.2E-07
240 des(1)-[D-~Tyr2lle3.AzaGly7Arg(Me)9]MS10 1.7E-08
241 des(1)-[D-Tyr2, The3 AzaGly7 Arg(Me)3]MS 10 5.6E-08
242 des(1)-[D-Tyr2.D-Trp3,AzaGly7, Arg(Me)9IMS10 7.0E-08
244 [D-Tyr1.Phe3.AzaGlyl Arg(Me)]MS10 7.7E-08
245  [D-Tyr1.Nal(1)3,AzaGly7 ArgiMe)S]MS10 9.8E-08
246 [D-Tyr1.NaK2)3,AzaGly7ArgiMe)9IMS 10 7.1E-09
247 [D-Tyr1.Phe(2CI)3.AzaGly7 Arg(Me)9IMS 10 4.5€-08
248 [D-Tyrl Phe(3C1)3.AzaGly] Arg(Me)B]MS10 5.8E-08
249  [D-Tyr1Phe(4C1)3 AzaGly? Arg(Me)8]MS10 1.5E-07
250  {[D-Tyrl,Phe(4NH2)3,AzaGly7 Arg(Me)3]M5 10 3.7€-09
251 i[D-Tyr1 Pya(3)3,AzaGly7 Arg(Me)9]MS10 8.7E-08
252 |[D-Tyr1.D-Ala3 AzaGl7.ArgMe)O]MS 10 5.8E-07
253 [D-Tyr1,Pro3.AzaGly? Arg{Me)9IMS10 2.7E-08
254  ides(1)-[D~Tyr2.Phed AzaGly7 Arg{Me)3]MS 10 1.1E-08
255  des(1)~[D-Tyr2,Nal2)3,AzaGly7 Arg{Me)S]MS10 3.3E-08
256  |des(1)-[D-Pya(3)2Phe3 A2aGly7Arg(Me)3]M510 2.2E-08B
257 i[D-Tyr1,D-Asn2,Phe3 AzaGly7.Arg(Me)S]MS 10 4.0E-08
258 ([D-Pya(3)1,AzaGly7 Arg(Me)SIMS10 9.0E-08
259  [D-Ala1.AzaGly7,Arg{Me)O]MS10 2.5E-07
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00000
260 ides(1-3)~3~(3-Indolylpropiony-[AzaGly7 Arg(Me)3MS 10 3.2E-07
261 {77 8CH2ZNHIMS10 3.9E-07
265  des(1-3)-Indole-3-carboxyl-[AzaGly7.Arg{Me}9IMS 10 9.5E-08
268  !des{1-3)-Indole-3-acetyl-{AzaGly7 Arg(Me)9]MS10 2.3E-07
267 des(1-3)-4~(3-IndolyDbutyryl-[AzaGly7, Arg(Me)dIMS10 3.6E-07
268 \des{1-3)-Diphenylacetyl-[AzaGly7 Arg(Me)3]MS10 5.5E-07
269 |des(1-3)-3-Phenyipropionyl-[A2aGly7.Arg(Me)3]MS 10 4.7E-07
270 |Endo-PheSa-[D~Tyr1 Phe3 AzaGly7 Arg(Me)3IMS10 1.5E-08
271 |des(1-2)~[AzaGly7 Arg{Me)$]MS 10 1.28-07
272 |des(1-2)-Acstyl-[AzaGly?, Arg(Me)9]MS10 5.4E.07
273 |des(1-2)-Amidino-[AzaGly?, Arg{Me)SIMS10 3.0E-07
275  |des(1-2)-Acetyl-[Argd. AzaGly7 Arg(Me}S]MS10 4 1E-Q7
216 |des(1-2)-Acetyl-[Thr3,AzaGly7 Arg{Me)3]MS 10 4.BE-07
277 |des(1-3)-n-Hexanoyl-[AzaGly? Arg(Me)2IMS10 | B.4E-08
278 'des(1-3)-Cyclohaxanecarbonyl-[AzaGly?, Arg(Me}9IMS10 | 1.1E-07
2719 des(1-3)-2—(Indol-3-ylethylcarbamoyl-[AzaGly7 Arg{Me)9) 2.9E-08
MS10
281 |[D-Tyr1.Pya(2)6 Arg{Me)S]IMS10 2.3E-07
283  [D-Tyr1.D-Asn2,Chad AzaGly7 Arg{Me)S]MS 10 6.9€-10
284  [D-Tyr1,D-Aen2 Thrd AzaGly7,Arg(Me)3]MS10 3.4E-08
285  |[D-Tyr1.Pya(2)3 A2aGly7 Arg{Me)OIMS 10 4.0E-08
286  ([D-Tyrl Pya(4)3AzaGly7 Arg(Me)3]MS10 1.7E-08
287  |[D-Tyr1.D-Ser2 AzaGly7 Arg{Me)31MS 10 2.3E-08
288  |[D-Tyr1.D-His2,A2aGly7 Arg{Me)B]MS 10 7.2E-11
289  [D-Pya(3)2,AzaGly7.Arg(Me)S]MS10-(2-10) 8.4E-09
290  [D-Pya(3)1.D-Asn2.Cha3.AzaGly7 Arg{Me)S]IMS (0 ¢ 1.4E-09
291 |[D-Pya(3)1.D-Tyr2.Ghad AzaGly7 Arg(Me)9]MS 10 | 4.1E-10
294 \[1? 2,CH2NHIMS10 . 3.0E-08
295  i[2? 3.CHZNH]MS10 6.8E-07
286  i[67 7.CSNH.D-Tyr1 Arg{Me)8]MS10 { 1.4E-08
297 [D-Tyrt,Th5.AzaGly? Arg(Me)9]MS 10 i 9.3E-10
298 [D-Tyr1D-AsnZ.Thr5 AzaGly? Arg(Me)8]MS10  25E-10
298 (1Y 2.CH2NH,AzaGly7 ArgiMe)9]-MS10 1.2€-09
300  [1¥2CH2NHD-Trp3.AzaGly7 Arg(Me)a]-MS10 3.8E-09
301 [D-Tyr1,Ala(2-Qui)3 AzaGly7 Arg(Me)9IMS 10 1.5E-08
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302 {[D-Tyr1.D-Pya(4)3.AzaGly? Arg(Me)9IMS 10 7.7E-09
303 [D-Tyrl,D-Asn2Pya(d)3 AzaGly7 Arg(Me)SIMS 10 5.0E-10
304  [D-Asn2Pya(4)3.AzaGly7,Arg{Me)9]MS10 5.0E-09
305 des(1)-[D-Tyr2 D-Pya(4)3 AzaGly7 Arg(Me 3]MS 10 1.3E-09
306 [D-Pya(4)1.0-Asn2.Ched.AzaGly7 Arg(Me)9]MS10 4.4E-09
307  |[7V8.CH2ZNH,D~Tyr1 Arg(Me)a]MS10 6.4E-08
308 |[6¥ 7.CH2NH,D-Tyrt Arg(Me)3]MS10 3.5E-07
310 |[Nar9]MS10 | 3.1E-07
311 |[NariMe)9IMS10 4 TE-07
312 |[HarMe)SIMS10 1.0E-07
313 |[Dab9)MS10 | 8.9E-07
314 {Orng]MS10 5 4.7E-07
316 [D-Tyr1,D-Asn2,Thr3,AzaGly7.Are(Me)9,Phe(4F)10]MS 10 2.6E-08
317 [D-Tyr1.D-Asn2Pya(4)3 AzaGly7 Arg{Me)9,Phe(4F1OIMS10  2.1E-09
318 [D-Tyrl,AzaGly7 Arg(Me)9.Phe(4F)10]MS10 9.9E-10
319 [6¥7,NHCO.D-Tyr!.Arg{Me)a]MS10 9.7€-09
322 . des(1-3)-3-Pyridylpropionyl-[AzaGly7 Arg(Me)SIMS 10 5.4E-08
323  |des(1-3)-4~Imidazoleacety-[AzaGly? Arg{Me)9]MS 10 . 2.8E-07
328  |des(1-3)-D-Glucronyl-[AzaGly7 Arg(Me)9]IMS10 4.7E-07
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0000 al Asp Leu Pro Asn Tyr Asn Trp Asn-[

0000 ald Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[]

0 0 0 10a0 Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[J

0 0 0O 11a0 Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

0 0 0 12a0 GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

0 0 0 13a0 Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[

0 0 0O 14a0 Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

0 0 0O 15a0 Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[I

0 0 0O 16a0 Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[
000 17ad Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-
o

0 0 0 18a0 GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp A
sn-0

0 0O 0O 19a0 Pro GIn Gly Ala VvVal Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn T
rp Asn-[l

0 O 0O 20a0 Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr A
sn Trp Asn-0

0 0 0O 21a0 Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn T
yr Asn Trp Asn-[]

0 0 0 22a00 Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro A
sn Tyr Asn Trp Asn-0

0 0 0 23a0 GIn 1le Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu P
ro Asn Tyr Asn Trp Asn-0

0 0 0O 24a0 Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp L
eu Pro Asn Tyr Asn Trp Asn-[l

0 0 0O 25a0 Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys A
Sp Leu Pro Asn Tyr Asn Trp Asn-0

0 O 0O 26al0 His Ser Arg GIn 1le Pro Ala Pro GIn Gly Ala VvVal Leu Val GIn Arg Glu L
ys Asp Leu Pro Asn Tyr Asn Trp Asn-[]

0 O 0O 27a00 Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg G
lu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

0 O 0O 28al0 Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn A
rg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

0 O 0O 29a0 Ser Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Vval Leu Val G
In Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

0 O 0O 30al0 Leu Ser Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu V
al GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0O

0 0O 0O 31al Gly Leu Ser Ala Pro His Ser Arg GIn lle Pro Ala Pro GIn Gly Ala val L
eu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

0 O 0O 32a00 Pro Gly Leu Ser Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Vv
al Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

0 0 0 33al0 GIn Pro Gly Leu Ser Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly A
la Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[

0 0 0 34ad GIn GIn Pro Gly Leu Ser Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn G
ly Ala Vval Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0

0 0 0O 35a0 Arg GIn GIn Pro Gly Leu Ser Ala Pro His Ser Arg GIn Ile Pro Ala Pro G
In Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[J

0 O 0O 36al0 Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro His Ser Arg GIn 1le Pro Ala P
ro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-[J

0 O 0O 37a00 Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro His Ser Arg GIn lle Pro A
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la Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-
o

0 0 0O 38al Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro His Ser Arg GIn lle
ro Ala Pro GIn Gly Ala Vval Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn Trp A

o

sn-0
0 O 0O 39a0 Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro His Ser Arg GIn 1
le Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr Asn T

rp Asn-[l
0 O 0O 40a0 Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro His Ser Arg G
In 1le Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn Tyr A

sn Trp Asn-0
0 O 0O 41a0 Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro His Ser A
rg GIn 1le Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro Asn T
yr Asn Trp Asn-[
0 O 0O 42a00 Pro Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro His S
er Arg GIn lle Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu Pro A
sn Tyr Asn Trp Asn-0
0 O 0O 43al0 Pro Pro Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala Pro H
is Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp Leu P
ro Asn Tyr Asn Trp Asn-0
0 O 0O 44al Ser Pro Pro Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser Ala P
ro His Ser Arg GIn lle Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys Asp L
eu Pro Asn Tyr Asn Trp Asn-0
0 0 0O 45a0 Leu Ser Pro Pro Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu Ser A
la Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu Lys A
sp Leu Pro Asn Tyr Asn Trp Asn-0
0O 0 0O 46a Ser Leu Ser Pro Pro Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly Leu S
er Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn Arg Glu L
ys Asp Leu Pro Asn Tyr Asn Trp Asn-[]
0 O 0O 47a00 Thr Ser Leu Ser Pro Pro Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro Gly L
eu Ser Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Vval Leu Val GIn Arg G
lu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-0 0O 0O O
0 0 0O 48a00 Gly Thr Ser Leu Ser Pro Pro Pro Glu Ser Ser Gly Ser Arg GIn GIn Pro G
ly Leu Ser Ala Pro His Ser Arg GIn Ile Pro Ala Pro GIn Gly Ala Val Leu Val GIn A
rg Glu Lys Asp Leu Pro Asn Tyr Asn Trp Asn-
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