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O Tyr-Pro-Tyr-Phe-1le-Pro-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,x TFAO
O 1 H-Tyr-Pro-Lys-Phe-1le-Pro-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,O
0 DLys-Pro-Tyr-Phe-1le-Pro-Leu- Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH
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O Gly-Ala-Arg-Phe-1le-Pro-Ala-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,x
3TFAO

O H-Tyr-Pro-Tyr-Phe-1l1e-Pro-DLys-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,0

O Tyr-Pro-Lys-Phe-1le-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH
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O Tyr-Pro-Tyr-Phe-DLys-Leu-Gly-DLys-Gly-Glu-Val-Asn-Leu*Ala-Ala-Glu-DPro-NH,0

0 Tyr-Pro-Tyr-Phe-11e-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-N
Hox 3TFAD

O Tyr-Pro-Tyr-Phe-1le-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-DPhe-
NH,x 3TFAO

O Tyr-Pro-Tyr-Phe-1le-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,
X 3TFAO
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0 Tyr-Pro-Tyr-Phe-11e-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-N
Hox 3TFAO
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H-Tyr-DLys-Tyr-Phe-Ile-Pro-Leu-,
H-Tyr-Pro-DLys-Phe-lle-Pro-Leu-,
H-Tyr-Pro-Tyr-DLys-Ile-Pro-Leu-,
Biotin-PEG2-Cys-PEGS8-Tyr-Pro-Tyr-Phe-lIle-Pro-DLys-,
Biotin-PEG2-Cys-PEG3-Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-, BU

H-Gly-Gly-Gly-Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-.
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Tyr-Pro-Tyr-Phe-lle-Pro-Leu-,
Tyr-Pro-Lys-Phe-Ile-Pro-Leu-,
Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-,
Tyr-Pro-Tyr-Phe-Lys-Pro-Ala-,
Tyr-Pro-Tyr-Phe-Ile-DLys-Leu-
Tyr-Pro-Tyr-Phe-DLys-Pro-Leu-,
Tyr-Pro-Lys-Pro-Ala-GIn-Gly-
Gly-Ala-Arg-Phe-Ile-Pro-Ala-,
Tyr-Pro-Tyr-Phe-Ile-Ser-Ala-,
Tyr-Pro-Tyr-Phe-Ile-Pro-DLys,
DLys-Pro-Tyr-Phe-Ile-Pro-Leu-, BT
H-Tyr-Pro-Tyr-Phe-DLys-Leu-.
H-DTyr-Pro-Tyr-Phe-1le-Pro-DLys-,
H-DTyr-Pro-Tyr-Phe-Ile-Pro-Leu-, BT

Ac-DTyr-Pro-Tyr-Phe-Ile-Pro-Leu-.

oooobOooooboooobooooooboooooboooooao
O

oooooooooooogr oo

O

-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH;,
-Glu-Val-Asn-MetSta-Val-Ala-Glu-DPhe-NH,,
-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH,,
-Glu-Val-Asn-Leu*Ala-Ala-Glu-DPro-NH,, RU

Glu-Val-Asn-Leu*Ala-Ala-Glu-DPro-NHa.
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(10) JP 6814754 B2 2021.1.20

gooao

Tyr-Pro-Tyr-Phe-lle-Pro-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x TFA

1 H-Tyr-Pro-Lys-Phe-lle-Pro-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,,
DLys-Pro-Tyr-Phe-Ile-Pro-Leu- Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,,
Gly-Ala-Arg-Phe-lle-Pro-Ala-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
H-Tyr-Pro-Tyr-Phe-DLys-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NHo,
H-Tyr-Pro-Tyr-Phe-DLys-Pro-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,,
H-Tyr-Pro-Tyr-Phe-lle-Pro-DLys-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH»,
Tyr-Pro-Lys-Phe-lIle-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH; x
3TFA,

Tyr-Pro-Lys-Phe-Ile-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
Tyr-Pro-Lys-Pro-Ala-Gln-Gly-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
Tyr-Pro-Tyr-Phe-DLys-Leu-Gly-DLys-Gly-Glu-Val-Asn-Leu* Ala-Ala-Glu-DPro-NH3,
Tyr-Pro-Tyr-Phe-DLys-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x
3TFA,

Tyr-Pro-Tyr-Phe-Ile-DLys-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x
3TFA,

Tyr-Pro-Tyr-Phe-lle-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-MetSta- Val-Ala-Glu-Pro-NH; x
3TFA,
Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-DPhe-NH, x
3TFA,

Tyr-Pro-Tyr-Phe-1le-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x
3TFA,

Tyr-Pro-Tyr-Phe-lle-Pro-DLys-PEG(4)-Glu-Val-Asn-Leu*Ala-Ala-Glu-DPro-NH,,
Tyr-Pro-Tyr-Phe-lle-Pro-DLys-PEG(4)-Glu-Val-Asn-MetSta-Val-Ala-Glu-DPro-NH,
Tyr-Pro-Tyr-Phe-Ile-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH; x
2TFA,

Tyr-Pro-Tyr-Phe-lle-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH, x 2TFA,
Tyr-Pro-Tyr-Phe-1le-Pro-Leu-Gly-Gly-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH, x TFA,
Tyr-Pro-Tyr-Phe-Ile-Pro-Leu-Gly-Gly-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x TFA,
Tyr-Pro-Tyr-Phe-Ile-Pro-Leu-PEG(4)-Glu-Val-Asn-MetSta-Val-Ala-Glu-DPhe-NH, x TFA,
Tyr-Pro-Tyr-Phe-lle-Pro-Leu-PEG(4)-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH; x TFA,
Tyr-Pro-Tyr-Phe-lle-Ser-Ala-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
Tyr-Pro-Tyr-Phe-Lys-Pro-Ala-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
Tyr-Pro-Tyr-Phe-Lys-Pro-Ala-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
H-DTyr-Pro-Tyr-Phe-Ile-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH, x
3TFA,

H-DTyr-Pro-Tyr-Phe-Ile-Pro-Leu-Gly-DLys-Gly-Glu-Val- Asn-Sta-Val-Ala-Glu-DPro-NH; x
2TFA,

Ac-DTyr-Pro-Tyr-Phe-Ile-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro- NH; x
2TFA,
H-Tyr-DLys-Tyr-Phe-lIle-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NHa,
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(11) JP 6814754 B2 2021.1.20

H-Tyr-Pro-DLys-Phe-Ile-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH;,
H-Tyr-Pro-Tyr-DLys-Ile-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NHz,
Biotin-PEG2-Cys-PEGE-Tyr-Pro-Tyr-Phe-lle-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-
Ala-Glu-DPro-NH,,
E4F>-PEG2-Cys-PEG3-Tyr-Pro-Tyr-Phe-lle-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-
Ala-Glu-DPro-NH,, B¢
H-Gly-Gly-Gly-Tyr-Pro-Tyr-Phe-lIle-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-
DPro- NH, x 3TFA.
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(12) JP 6814754 B2 2021.1.20

gooao

Tyr-Pro-Tyr-Phe-lle-Pro-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x TFA,

1 H-Tyr-Pro-Lys-Phe-Ile-Pro-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,,
DLys-Pro-Tyr-Phe-Ile-Pro-Leu- Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NHo,
Gly-Ala-Arg-Phe-lle-Pro-Ala-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
H-Tyr-Pro-Tyr-Phe-DLys-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH;,
H-Tyr-Pro-Tyr-Phe-DLys-Pro-Leu-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NHj,
H-Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-PEG(4)-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,,
Tyr-Pro-Lys-Phe-lle-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH; x
3TFA,

Tyr-Pro-Lys-Phe-lIle-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
Tyr-Pro-Lys-Pro-Ala-Gln-Gly-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
Tyr-Pro-Tyr-Phe-DLys-Leu-Gly-DLys-Gly-Glu-Val-Asn-Leu* Ala-Ala-Glu-DPro-NH,,
Tyr-Pro-Tyr-Phe-DLys-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH: x
3TFA,

Tyr-Pro-Tyr-Phe-1le-DLys-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH,; x
3TFA,
Tyr-Pro-Tyr-Phe-lle-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH; x
3TFA,
Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-DPhe-NH; x
3TFA,

Tyr-Pro-Tyr-Phe-1le-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x
3TFA,

Tyr-Pro-Tyr-Phe-1le-Pro-DLys-PEG(4)-Glu-Val-Asn-Leu* Ala-Ala-Glu-DPro-NHa,
Tyr-Pro-Tyr-Phe-lle-Pro-DLys-PEG(4)-Glu-Val-Asn-MetSta-Val-Ala-Glu-DPro-NH;,
Tyr-Pro-Tyr-Phe-lle-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH; x
2TFA,

Tyr-Pro-Tyr-Phe-lle-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 2TFA,
Tyr-Pro-Tyr-Phe-lle-Pro-Leu-Gly-Gly-Gly-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH; x TFA,
Tvr-Pro-Tvr-Phe-Ile-Pro-Leu-Glv-Glv-Glv-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH» x TFA.
Tyr-Pro-Tyr-Phe-lle-Pro-L.eu-PEG(4)-Glu-Val-Asn-MetSta-Val-Ala-Glu-DPhe-NH; x TFA,
Tyr-Pro-Tyr-Phe-lle-Pro-Leu-PEG(4)-Glu-Val-Asn-MetSta-Val-Ala-Glu-Pro-NH; x TFA,
Tyr-Pro-Tyr-Phe-lle-Ser-Ala-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
Tyr-Pro-Tyr-Phe-Lys-Pro-Ala-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
Tyr-Pro-Tyr-Phe-Lys-Pro-Ala-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x 3TFA,
H-DTyr-Pro-Tyr-Phe-Ile-Pro-DLys-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x
3TFA,
H-DTyr-Pro-Tyr-Phe-Ile-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-NH; x
2TFA, BU
Ac-DTyr-Pro-Tyr-Phe-Ile-Pro-Leu-Gly-DLys-Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-DPro- NH; x
2TFA.
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JP 6814754 B2 2021.1.20

oooooDoOoO0oO0oOoOoOoooooooDoDDoDOopBOOOOOOOO

opoooog
gooo
£8 | 4 T2 mw | 1CS0
(uM)
YPYFIPL-PEG(4)- Tyr-Pro-Tyr-Phe-Ile-Pro-L.eu-
1 EVN-Sta-VAEp- NH; x | PEG(4)-Glu-Val-Asn-Sta-Val-Ala- 2168.4 0.0027
TFA Glu-DPro-NH; x TFA
Tyr-Pro-Tyr-Phe-Ile-Pro-Leu-Gly-
2 ;ZIFE;;__?\%G_E}]EA Gly-Gly-Glu-Val-Asn-Sta-Val-Ala- | 2092.27 0.42
’ g Glu-DPro-NH, x TFA
YPYFIPL-GkG-EVN- | Tyr-Pro-Tyr-Phe-Ile-Pro-Leu-Gly-
3 Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2277.41 0.094
2TFA Ala-Glu-DPro-NH; x 2TFA

10



(16)

JP 6814754 B2 2021.1.

YPKFIPL-GKG-EVN- | Tyr-Pro-Lys-Phe-Ile-Pro-Leu-Gly-

4 Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2356.44 0.28
3TFA Ala-Glu-DPro-NH; x 3TFA
YPYFIPk-GkG-EVN- | Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-Gly-

5 Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2406.45 0.019
3TFA Ala-Glu-DPro-NH; x 3TFA
YPYFKPA-GkG-EVN- | Tyr-Pro-Tyr-Phe-Lys-Pro-Ala-Gly-

6 Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2364.37 0.046
3TFA Ala-Glu-DPro-NH; x 3TFA
YPYFIPL-PEG(4)- Tyr-Pro-Tyr-Phe-Ile-Pro-Leu-

7 EVN-MetSta-VAEf- PEG(4)-Glu-Val-Asn-MetSta-Val- 2236.5 0.43
NH; x TFA Ala-Glu-DPhe-NH, x TFA
YPYFIPL-PEG(4)- Tyr-Pro-Tyr-Phe-Ile-Pro-Leu-

8 EVN-MetSta-VAEP- PEG(4)-Glu-Val-Asn-MetSta-Val- 2186.44 0.017
NH; x TFA Ala-Glu-Pro-NH; x TFA
YPYFIPL-GGG-EVN- | Tyr-Pro-Tyr-Phe-lle-Pro-Leu-Gly-

9 MetSta-VAEP- NH, x| Gly-Gly-Glu-Val-Asn-MetSta-Val- | 2110.31 1.34
TFA Ala-Glu-Pro-NH; x TFA
YPYFIPL-GkG-EVN- | Tyr-Pro-Tyr-Phe-lle-Pro-Leu-Gly-

10 | MetSta-VAEP- NH; x | DLys-Gly-Glu-Val-Asn-MetSta-Val- | 2295.45 0.47
2TFA Ala-Glu-Pro-NH, x 2TFA
YPKFIPL-GKG-EVN- | Tyr-Pro-Lys-Phe-Ile-Pro-Leu-Gly-

11 | MetSta-VAFP- NH; x | DLys-Gly-Glu-Val-Asn-MetSta-Val- | 2374.47 0.76
3TFA Ala-Glu-Pro-NH» x 3TFA
YPYFIKL-GkG -EVN- | Tyr-Pro-Tyr-Phe-Ile-DLys-Leu-Gly-

12 | Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2422 .49 >40
3TFA Ala-Glu-DPro-NH, x 3TFA
YPYFkPL-GkG -EVN- | Tyr-Pro-Tyr-Phe-DLys-Pro-Leu-

13 | Sta-VAEp- NH; x Gly-DLys-Gly-Glu-Val-Asn-Sta- 2406.45 >40
3TFA Val-Ala-Glu-DPro-NH; x 3TFA
YPYFKPA-GkG-EVN- | Tyr-Pro-Tyr-Phe-Lys-Pro-Ala-Gly-

14 | Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2364.37 0.071
3TFA Ala-Glu-DPro-NH; x 3TFA
TPKPAQG-GkG-EVN- | Tyr-Pro-Lys-Pro-Ala-Gln-Gly-Gly-

15 | Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2177.14 >40
3TFA Ala-Glu-DPro-NH; x 3TFA
GARFIPA-GkG-EVN- | Gly-Ala-Arg-Phe-lle-Pro-Ala-Gly-

16 | Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2210.21 0.42
3TFA Ala-Glu-DPro-NH, x 3TFA
YPKFISA-GKkG-EVN- | Tyr-Pro-Tyr-Phe-Ile-Ser-Ala-Gly-

17 | Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2304.32 0.75
3TFA Ala-Glu-DPro-NH, x 3TFA
YPYFIPk-GkG-EVN- | Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-Gly-

18 | MetSta-VAEP- NH; x | DLys-Gly-Glu-Val-Asn-MetSta-Val- | 2424.49 0.015
3TFA Ala-Glu-Pro-NH; x 3TFA
YPYFIPk-GkG-EVN- | Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-Gly-

19 | MetSta-VAEf- NH; x DLys-Gly-Glu-Val-Asn-MetSta-Val- | 2474.55 0.19
3TFA Ala-Glu-DPhe-NH; x 3TFA
kPYFIPLGkGEVN- DLys-Pro-Tyr-Phe-Ile-Pro-Leu- Gly-

20 | Sta-VAEp- NH; x DLys-Gly-Glu-Val-Asn-Sta-Val- 2356.44 2.93
3TFA Ala-Glu-DPro- NH, x 3TFA
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YPKFIPL-PEG(4)- 1 H-Tyr-Pro-Lys-Phe-Ile-Pro-Leu-
21 | EVN-Sta-VAEp- NH, x | PEG(4)-Glu-Val-Asn-Sta-Val-Ala- 224743 0.052
3TFA Glu-DPro- NH, x 3TFA
YPYFIPk-PEG(4)- H-Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-
22 | EVN-Sta-VAEp- NH; x | PEG(4)-Glu-Val-Asn-Sta-Val-Ala- 2297.44 0.045
2TFA Glu-DPro- NH; x 2TFA
YPYEKL-PEG(4)- H-Tyr-Pro-Tyr-Phe-DLys-Leu-
23 | EVN-Sta-VAEp- NH; x | PEG(4)-Glu-Val-Asn-Sta-Val-Ala- | 2200.33 >40
2TFA Glu-DPro- NH, x 3TFA
YPYFKPL-PEG(4)- H-Tyr-Pro-Tyr-Phe-DLys-Pro-Leu-
24 | EVN-Sta-VAEp- NH; x | PEG(4)-Glu-Val-Asn-Sta-Val-Ala- 2297.44 >40
2TFA Glu-DPro- NH, x 2TFA
YPYFIPk-PEG(4)- Tyr-Pro-Tyr-Phe-Ile-Pro-DLys-
25 | EVN-Leu*Ala-Aep- PEG(4)-Glu-Val-Asn-Leu*Ala-Ala- | 2226.36 0.015
NH», x 2TFA Glu-DPro- NH,; x 2TFA
YPYFkLGkGEVN- Tyr-Pro-Tyr-Phe-DLys-Leu-Gly-
26 | Leu*Ala-Aep- NH; x DLys-Gly-Glu-Val-Asn-Leu*Ala- 2238.26 0.034
3TFA Ala-Glu-DPro- NH, x 3TFA
YPYFIPk-PEG(4)- Tyr-Pro-Tyr-Phe-1le-Pro-DLys-
27 | EVN-MetSta-VAEp- PEG(4)-Glu-Val-Asn-MetSta-Val- 2315.48 1.01
NH, x 2TFA Ala-Glu-DPro- NH, x 2TFA
H-DTyr-Pro-Tyr-Phe-Ile-Pro-DLys-
28 {,i‘gl_l)ﬁ%kgzﬁfta‘ Gly-DLys-Gly-Glu-Val-Asn-Sta- | 240645 | 0.063
p- At x- Val-Ala-Glu-DPro- NH, x 3TFA
yPYFIPLGKGEVN- H-DTyr-Pro-Tyr-Phe-Ile-Pro-Leu-
29 | Sta-VAEp- NH> x Gly-DLys-Gly-Glu-Val-Asn-Sta- 227741 0.81
2TFA Val-Ala-Glu-DPro- NH, x 2TFA
Ac-DTyr-Pro-Tyr-Phe-lle-Pro-Leu-
30 ‘;Z:ﬁ:;;?;ﬁkiﬁ\éi_ Gly-DLys-Gly-Glu-Val-Asn-Sta- 220543 0.11
’ ’ Val-Ala-Glu-DPro- NH, x TFA
H-Tyr-DLys-Tyr-Phe-1le-Pro-Leu-
31 ;ﬁ?fi?;fﬁgggj; Gly-DLys-Gly-Glu-Val-Asn-Sta- 2422.49 > 40
) Val-Ala-Glu-DPro-NH2
H-Tyr-Pro-DLys-Phe-Ile-Pro-Leu-
32 ;zlff]féﬁi%ggA Gly-DLys-Gly-Glu-Val-Asn-Sta- 2356.44 29.29
) Val-Ala-Glu-DPro-NH-»
H-Tyr-Pro-Tyr-DLys-1le-Pro-Leu-
33 ;E%&L%EI?T/?A Gly-DLys-Gly-Glu-Val-Asn-Sta- | 237244 | 34.83
ALP ’ Val-Ala-Glu-DPro-NH,
Btn-PEG2-CPEGE. | b o PRI Cys PG Tyr-Pro-
34 | YPYFIPKGKGEVN- yr e (O HIO-I LyS-Ly-LLYST 1319052 | 0.018
Sta-VAEp-NH2.TFA Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-
DPro-NH,
Bn-PEG2-C-PEG3. | DO PEOZCyS PEGS Tyr-pro-
35 | YPYFIPkGKGEVN- yrr e e om I LYS Wy ULYST 1297026 | 0.026
Sta-VAEp-NH2.TFA Gly-Glu-Val-Asn-Sta-Val-Ala-Glu-
DPro-NH,
H-Gly-Gly-Gly-Tyr-Pro-Tyr-Phe-
GGGYPYFIPKGKGEV | Ile-Pro-DLys-Gly-DLys-Gly-Glu-
36 N-Sta-VAEp-NH2.TFA | Val-Asn-Sta-Val-Ala-Glu-DPro-NH, 2577.61 0.0064
x 3TFA
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gooooo
oooao
88 | & R MW 1C 30
(uM)
Ac-QQYPYFKPAN- Ac-GIn-GIn-Tyr-Pro-Tyr-Phe-Lys-
El 1w, Pro-Ala-Asn-NH, 12956 1 >40
Ac-YPTFKPANGS- Ac-Tyr-GIn-Thr-Phe-Lys-Pro-Ala- .
9}
E2 NH, Asn-Gly-Ser-NH, 1121.6 > 40
Ac-STGARFIPAN- Ac-Ser-Thr-Gly-Ala-Arg-Phe-Ile- -
E3 NH> Pro-Ala-Asn-NH, 1073.6 > 40
Ac-GDYPKFISAN- Ac-Gly-Asp-Tyr-Pro-Lys-Phe-Ile-
Ed NH, Ser-Ala-Asn-NH; 11516 > 40
Ac-GDYPKFIPAS- Ac-Gly-Asp-Tyr-Pro-Lys-Phe-Ile-
ES NH, Pro-Ala-Ser-NH, 1134.6 > 40
Ac-GSYPKFIDAN- Ac-Gly-Ser-Tyr-Pro-Lys-Phe-lle-
E6 NH- Asp-Ala-Asn-NH, 1151.6 > 40
Ac-LTTYPYFKPA- Ac-Leu-Thr-Thr-Tyr-Pro-Tyr-Phe-
E7 NH, Lys-Pro-Ala-NH, 1240.6 14.41
R4 IFVHANEF—TDRIENT-BIDIC, fiE
gooooo
gooo
S8 | & %%  Name MW 1C 50
(uM )
Glu-Val-Asn-Sta-Val-Ala-Glu-Phe-
Al | EVN-Sta-VAEF NH, x TFA 961.2 > 40
Glu-Val-Asn-MetSta-Val-Ala-Glu-
A2 | EVN-MetSta-VAEf DPhe- NH, x TFA 981.65 > 40
. Glu-Val-Asn-Sta-Val-Ala-Glu-DPro-
A3 | EVN-Sta-VAEp NH, x TFA 1041.59 > 40
K5 GEEBULEF—ODREN-BIDOIC, (E
ogooooad
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D% mg/HE

5 25 100 500

T EIIBACE1HEA 5 25 100 500

K77 —A DTG 125 105 30 150

Sta-Rx 1500 6 6 6 60

Wk f L — 2 30 30 30 450

AT TV~ T 32T A 1 1 1 1

= 167 167 167 831
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oood
o7 mg/ 7 v

5 25 100 500
T HEIMBACE1HZEA 5 25 100 500
F 7 h—2K T 159 123 148 -
a— A —F 25 35 40 70
A 10 15 10 25
AT TV~ T T I 1 2 2 5
&t 200 200 300 600
7 R[REI R A BB DR A R
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T bFE 0.4
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