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Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-F-OH:

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-NH( Z = # F/L);

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-(N-Me)F-OH,;

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-NH:;

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-Nal-OH;

Ac-C*-R-P-R-L-S-hC*-K-G-P-Nle-P-F-OH;

Ac-hC*-R-P-R-L-S-hC*-K-G-P-Nle-P-F-OH;

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-a-OH;

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-NMe( Z = £~ F/L);
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(5) JP 6501775

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-f-OH;

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-NH( Z = # F/L);

Ac-c*-R-P-R-L-S-C*-K-G-P-Nle-P-F-OH;

Ac-c*-R-P-R-L-8-hC*-K-G-P-Nle-P-F-OH:

Ac-c*-R-P-R-L-8-c*-K-G-P-Nle-P-F-OH:

Ac-C*-R-P-R-L-S-c*-K-G-P-Nle-P-F-OH;

Ac-(D-hC)*-R-P-R-L-S-hC*-K-G-P-Nle-P-F-OH;

Ac-(D-hC)*-R-P-R-L-S-(D-hC)*-K-G-P-Nle-P-F-OH;

Ac-(D-hC)*-R-P-R-L-S-(hC)*-K-G-P-f-a-f-OH;

Ac-c-R-P-R-L-S-(hC)-K-G-P-(D-Nle)-a-f-OH;

pE-R-C*-R-L-S-C*-K-G-P-Nle-P-F-OH;

pE-R-C*-R-L-S-C*-K-G-P-(D-Nle)-a-f-OH;

pE-R-C*-R-L-S-C*-F-G-P-(D-Nle)-a-f-OH;

pPE-R-C*-R-L-S-C*-K-a-P-(D-Nle)-a-f-OH;

pE-R-C*-R-L-S-C*-K-A-P-(D-Nle)-a-f-OH;

PE-R-C*-R-L-S-C*-K-G-P-(D-Nle)-NHz;

pE-R-C*-R-L-S-(D-hC)*-K-G-P-f-a-f-OH;

PE-R-C*-R-L-5-C*-K-G-P-(D-Nle)-(D-abu)-f-OH:

PE-R-P-C*-L-3-C*-K-G-P-Nle-P-F-OH:

pE-R-P-C*-L-S-C*-K-G-P-Nle-P-(N-Me)F-OH;

pE-R-P-C*-L-S-C*-K-G-P-Nle-P-NH( Z = = F/L);

pE-R-P-C*-L-S-C*-K-G-P-Nle-NH( Z = £~ FJL);

PE-R-P-C*-L-8-C*-K-G-P-(D-Nle)-NH( 7 = % FJL);

)-
pE-R-P-C*-L-S-C*-K-G-P-(D-Nle)-a-f-OH;
pE-R-P-C*-L-S-C*-K-G-P-(D-Nle)-f-OH;

pE-R-P-C*-L-S-C*-F-G-P-(D-Nle)-a-f-OH;

H-R-P-C*-L-S-C*-K~(D-Nle)-a-f-OH;

pE-R-P-hC*-L-S-C*-K-G-P-f-a-f-OH;

PE-R-P-c*-L-S-(D-hC)*-K-G-P-(D-Nle)-a-y-OH; & o If

PE-R-P-(D-hC)*-L-S-hC*-K-G-P-(D-Nle)-(D-Nva)-f-OH:
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Eif 35
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Eiaf 36
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EiEHl 38
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x5
HPLC HBESN
RFFE tr ik | [M¥2HP [ [M+3H] | 55 | [M#2H]* | [M+3H]™
[min] | Meth. | (M) | (aseia) (HEfE) | (GHEmm)
{(measured) (calc.)
%ﬁﬁﬂ 3.48 A 757.4 505.3 G 757.4 505.3
%Sm 3.66 A 735.4 490.6 C 735.4 490.6
%Zm 3.60 A 764 .4 509.9 C 764.4 509.9
%iﬁﬁu 2.65 A 683.4 455.9 G 683.4 4559
%ESM 3.95 A 782.4 521.9 C 782.4 521.9
%fﬂ 3.49 A 764.4 509.9 G 764.4 509.9
Efﬁ 3.55 A roral 514.6 C 771.4 514.6
%iﬁﬁl 2.85 A 719.3 479.9 G 719.4 479.9
%gm 3.75 A 7424 4953 C 742.4 4953
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if'f" 3.55 757.4 505.3 757.4 505.3
%15‘1-"-5“ 357 686.9 458.3 6869 | 458.2
%fﬁzﬂ 3.51 757.4 505.3 757.4 505.3
¥fﬁsﬁ 3.54 764.4 | 509.9 7644 | 509.9
%iﬁlw 3.46 757.4 505.3 7574 | 5053
ﬁfﬁ;ﬁ“ 3.44 757.4 505.3 757.4 505.3
%figﬁl 3.59 771.4 514.6 7714 514.6
#‘?j 3.61 771.4 514.6 771.4 514.6
%fzﬁ“ 7.60 775391 | 517.263 775.385 | 517.256
iﬁ"“ 7.40 751392 | 501.263 751.385 | 501.256
iiﬁ 3.41 7434 | 495.9 7434 | 4959
%jfﬂ 7.35 730.355 | 487.239 730.361 | 487.241
%jzﬁ" 8.62 739.877 | 493.587 739.856 | 493.573
%2325" 7.32 737.374 | 491.918 737.377 | 491.921
%iﬁl 735 737.375 | 491.919 737.377 | 491.921
%f‘fj 5.63 620.822 | 414.217 620.825 | 414.219
%jgﬁu 7.58 754.368 | 503.247 754.361 | 503.241
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(]

%:‘ffﬁl 7.36 B 737.374 | 491.918 D 737.369 | 491.913

igﬁgﬁ 3.63 A 713.9 476.2 C 713.8 476.2

%ﬁﬁl 3.78 A 720.9 480.9 C 720.9 480.9

%;ﬁ;ﬁ] 3.82 A 691.9 461.6 C 691.8 461.6

%gfﬁ“ 3.74 A 643.3 429.2 C 643.3 4292

= zi;ﬂ 8.01 B 643.328 | 429.222 D 643.324 | 429.252

%?;ﬂ 7.73 B 700.832 | 467.557 D 700.845 | 467.566

ijfﬁ 7.17 B 609.809 | 406.875 D 609.810 | 406.876

%jgm 8.99 B 710.351 D 710.332 | 473.890

%ﬁﬁ] 6.89 B 568.289 | 379.196 D 568.292 | 379.197

T 45l

¥36 7.69 B 724843 | 483.564 D 724837 | 483.558

= zﬂ_;ﬁ] 6.62 B 715.848 477.568 D 715.843 | 477.562

P 8.28 B 728.873 D 728.869
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Doooo

Ci-Pol

BHEDEA
Loading of resin

H-P-O-Pol

l SPPS

Ac-C(Trt)-R(Pbf)-P-R(Pbf)-L-S(tBu}-C(Trt)-K(Boc)-G-P-Nle-P-O-Pol

i HFIP 1= & % Y18

Ac-C(Trt)-R(Pbf)-P-R(Pbf)-L-S(tBu)-C(Trt)-K(Boc)-G-P-Nle-P-OH

Ac-C-R-P-R-L-S-C-K-G-P-Nle-P-NMe (7 = # F /L)

l

Ac-C-R-P-R-L-S8-C-K-G-P-Nle-P-NMe (Z = #= F /L)
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s X Jz It B
1 Nle 2 x 1 B8 B
p) P 2x30% B
3 G 2 x 1 F5fE B
4 K(Boc) 2 x 30 4 B
5 C(Trt) 2x30 % B
6 S(tBu) 2x30 % B
7 L 2 x30 % B
8 R(Pbf) 4 x 1 B%RS B
9 P 2 x 1 B B
10 R(Pbf) 4 x 1 B5RS B
11 C(Trt) 2 x 1 ERs B
12 Ac 1x10 %9 C
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lSPPS
Ac-c(Trt)-R(Pbf)-P-R(Pbf)-L-S(tBu)-C(Trt)-K(Boc)-G-P-Nle-P-F-O-Pol (12b)
1. Yk~ P GReE
2. R
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2 Nle 2 x 1 B5RE A

3 P 2 x 1 B5RS A

4 G 2 x 2 5 A

5 K(Boc) 2x1 B5RS A

6 C(Trt) 1% 3 B5RS A

7 S(tBu) 2 x 1 B5RS A

8 L 2 x 1 B5R A

9 R(Pbf) 4 x 3 B5RS A

10 P 2% 2 BS A

11 R(Pbf) 4 x 3 RS A
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"H NMR (400 MHz, CHLOROFORM-d) 5 ppm 1.16 -
1.46 (m, 28 H) 1.60 - 1.87 (m, 3 H) 1.91-2.17 (m, 5 H) 2.38 (t, J=7.03 Hz, 2 H) 2.86 (br. 5., 4
H) 3.68 (dd, J=11.25, 7.34 Hz, 1 H) 3.78 (dd, J=11.31, 5.20 Hz, 1 H) 3.99 - 4.10 (m, 1 H).
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'H NMR (400 MHz, ACETONITRILE-d3) 8 ppm 1.05 - 1.18 (m, 3 H) 1.19 -
1.32 (m, 20 H) 1.36 (t, J=7.15 Hz, 1 H) 1.48 - 1.59 (m, 2 H) 1.65 - 1.75 (m, 2 H) 2.01 - 2.06
(m, 2 H) 2.25 (t, J=7.46 Hz, 2 H) 3.33 - 3.39 (m, 2 H) 3.39 - 3.44 (m, 2 H) 3.50 - 3.67 (m, 98
H) 4.84 - 4.95 (m, 1 H) 4.95 - 5.06 (m, 1 H) 5.83 (ddt, J=17.07, 10.29, 6.68, 6.68 Hz, 1 H)
ERt=1.50% , [M+2H]'” 739.9; 'H NMR (400 MHz,
ACETONITRILE-d3) ppm 1.16 - 1.42 (m, 30 H) 1.42 - 1.63 (m, 5 H) 2.00 - 2.07 (m, 2 H)
2.22-2.28(m, 2 H)2.40 - 2.52 (m, 2 H) 3.25 - 3.33 (m, 2 H) 3.33 - 3.42 (m, 2 H) 3.42 - 3.50
(m, 2 H) 3.50 - 3.68 (m, 88 H) 4.86 - 5.06 (m, 2 H) 5.83 (ddt, J=17.04, 10.26, 6.71, 6.71 Hz, 1

7.31 (t, J=5.44 Hz, 1 H); LCMS %%

H) 6.40 - 6.74 (m, 1 H).
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1 Fmoc-D-Nle-OH 1x10 4% (70C) DIEA/HATU

2 Fmoc-L-Pro-OH 1x5 %9 (70C) DIEA/HATU

3 Fmoc-L-Gly-OH 154 (7101C) DIEA/HATU

4 Fmoc-L-Lys-OH 1R85 ([FOG) DIEA/HATU

5 Fmoc-L-Cys-OH 1x5 4 (700C) DIEA/HATU

6 Fmoc-L-Ser-OH 1x5%9 (70C) DIEA/HATU

7 Fmoc-L-Leu-OH 1%8 4 (T0C) DIEA/HATU

8 Fmoc-L-Cys-OH 1x5%4 (70°C) DIEA/HATU

9 Fmoc-L-Pro-OH 1x5%5 (700C) DIEA/HATU

10 Fmoc-L-Arg-OH 2x25%5 (25C) DIEA/HATU

11 Fmoc-L-GIn-OH 1%x5 % (70°C) DIEA/HATU

12 Fmoc-L-His-OH 1 X6a (fO1T) DIEA/HATU

13 Fmoc-L-Ala-OH 1x5% (700C) DIEA/HATU
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'H NMR (400 MHz, CHLOROFORM-d) & ppm
0.84 - 0.96 (m, 3 H) 1.28 (br. s, 12 H) 1.31 (m, J=3.90 Hz, 6 H) 1.41 (s, 9 H) 1.88 (q, J=7.38
Hz, 2 H) 3.29 (t, J=7.58 Hz, 1 H) 5.19 (q, J=12.27 Hz, 2 H) 7.30 - 7.42 (m, 5 H).
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'H NMR (400 MHz, CHLOROFORM-d) & ppm 0.86 - 0.93 (m, 3
H)1.12-1.21 (m, 2 H) 1.21 - 1.37 (m, 30 H) 1.66 (quin, J=7.40 Hz, 2 H) 1.89 - 2.07 (m, 4 H)
2.37 (t, J=7.58 Hz, 2 H) 2.84 (br. s., 4 H) 5.13 (s, 2 H) 5.25 (s, 2 H) 7.30 - 7.47 (m, 10 H).
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"H NMR (400 MHz, CHLOROFORM-d)  ppm 0.87 -
0.94 (m, 3H)0.94 - 1.05 (m, 2 H) 1.19 (br. s., 14 H) 1.23 - 1.37 (m, 16 H) 1.65 (quin, J=7.40
Hz, 2 H) 1.78 - 1.91 (m, 2 H) 1.93 - 2.05 (m, 2 H) 2.37 {t, J=7.52 Hz, 2 H) 5.14 (s, 2 H) 5.27
(s, 2 H) 7.31 - 7.44 (m, 10 H).

gbooooao
ugbdoodooooobouobobobooboboooboboboboobooobouobobobaa
ooobooooobooooboooooao

gboooaog

10

20

30

40



(108) JP 6501775 B2 2019.4.17

gboooad

HO o’\©

¥

0¥ 0

goboboboobooobooobo0obboobboboUobto0ooUoboUooDboUobboo
gooooooboob bbbt oooooooboobobboobooo
gooooooooboobobobbbbbobooooo
gooao
'H NMR (400 MHz, CHLOROFORM-d) & ppm 0.86 - 0.93 (m, 3
H) 1.12-1.21 (m, 2 H) 1.21 - 1.37 (m, 30 H) 1.66 (quin, J=7.40 Hz, 2 H) 1.89 - 2.07 (m, 4 H)
237 (t, =7.58 Hz, 2H) 2.84 (br.s.,4H)5.13 (s, 2H) 5.25 (s, 2H) 7.30 - 7.47 {m, 10 H).
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'H NMR (400 MHz, CHLOROFORM-d) § ppm 0.86 - 0.93 (m, 3 H)
0.93-1.04 (m, 2 H) 1.19 (br. s., 15 H) 1.23 - 1.37 (m, 15 H) 1.61 - 1.68 (m, 2 H) 1.78 (td,
J=12.44, 4.34 Hz, 2 H) 1.92 - 2.05 (m, 2 H) 2.37 (t, J=7.58 Hz, 2 H) 2.62 (t, J=6.05 Hz, 2 H)
3.49 (dd, J=6.72, 2.32 Hz, 2 H) 3.52 - 3.59 (m, 2 H) 3.59 - 3.73 (m, 92 H) 3.80 (t, J=6.05 Hz,
2H)5.13 (s, 2 H) 5.18 (s, 2 H) 7.31 - 7.42 (m, 10 H) 8.09 (t, J=5.26 Hz, 1 H).
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"H NMR (400 MHz, CHLOROFORM-d)  ppm

0.84 - 0.94 (m, 3 H) 1.17 (br. s., 2 H) 1.21 - 1.39 (m, 30 H) 1.57 - 1.68 (m, 2 H) 1.69 - 1.80
(m, 2 H) 1.97 - 2.10 (m, 2 H) 2.34 (t, J=7.21 Hz, 2 H) 2.86 (s, 4 H) 2.92 (t, J=6.48 Hz, 2 H)
3.51-3.73 (m, 96 H) 3.87 (t, J=6.48 Hz, 2 H) 7.45 (t, J=4.46 Hz, 1 H)
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AH-Fc
GCTAGCCACCATGGAAACTGACACCCTGCTGCTGTGGGTCCTGCTGCTGTGGGTGCCT

GGCAGCACTGGCGCTCATGATAAGACACACACATGCCCCCCTTGTCCAGCACCAGAGG
CAGCTGGAGGACCAAGCGTGTTCCTGTTTCCACCCAAGCCTAAAGACACACTGATGATC

TCAAGGACCCCAGAAGTCACATGCGTGGTCGTGGACGTGTCTCACGAGGACCCCGAAG
TCAAGTTCAACTGGTACGTGGATGGCGTCGAGGTGCATAATGCTAAGACCAAACCCCGA
GAGGAACAGTACAACAGCACCTATCGGGTCGTGTCCGTCCTGACAGTGCTGCACCAGG
ATTGGCTGAACGGCAAAGAGTATAAGTGCAAAGTGAGTAATAAGGCTCTGCCTGCACCA
ATCGAGAAAACAATTTCTAAGGCTAAAGGGCAGCCAAGAGAACCCCAGGTGTACACTCT
GCCTCCATCTAGGGAGGAAATGACAAAGAACCAGGTCAGTCTGACTTGTCTGGTGAAAG
GCTTCTACCCCTCCGACATCGCAGTGGAGTGGGAATCTAATGGCCAGCCTGAAAACAAT
TACAAGACCACACCCCCTGTGCTGGACTCCGATGGGTCTTTCTTTCTGTATTCTAAGCT
GACCGTGGATAAAAGTCGGTGGCAGCAGGGAAACGTCTTCTCATGCAGCGTGATGCAC
GAGGCCCTGCACAATCATTACACACAGAAGTCCCTGTCTCTGAGTCCAGGCAAATGAGA
ATTC
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1 METDTLLLWYV LLLWVPGSTG AHDKTHTCPP CPAPEAAGGP SVFLFPPKPK
51 DTLMISRTPE VTCVVVDVSH EDPEVKFNWY VDGVEVHNAK TKPREEQYNS
101 TYRVVSVLTV LHQDWLNGKE YKCKVSNKAL PAPIEKTISK AKGQPREPQV
151 YTLPPSREEM TKNQVSLTCL VKGFYPSDIA VEWESNGQPE NNYKTTPPVL
201 DSDGSFFLYS KLTVDKSRWQ QGNVFSCSVM HEALHNHYTQ KSLSLSPGK
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1 Fmoc-D-Nle-OH 1%x10 4 (70°C) DIEA/HATU

2 Fmoc-L-Pro-OH 1x5 4 (70C) DIEA/HATU

3 Fmoc-L-Gly-OH 1x54% (70°C) DIEA/HATU

4 Fmoc-L-Lys-OH 1x54 (70°C) DIEA/HATU

S Fmoc-L-Cys-OH 1259 {TO0C) DIEA/HATU

6 Fmoc-L-Ser-OH 1x5% (70C) DIEA/HATU

7 Fmoc-L-Leu-OH 1 %55 (700 DIEA/HATU

8 Fmoc-L-Cys-OH 1x54 (70C) DIEA/HATU

9 Fmoc-L-Pro-OH 1 %S85 (T10°C) DIEA/HATU

10 Fmoc-L-Arg-OH 2x25%9 (25°C) DIEA/HATU

11 Fmoc-L-GIn-OH 1 %59 (FOL) DIEA/HATU

12 Fmoc-L-Ser-OH 1x5 %5 (70C) DIEA/HATU

13 Fmoc-L-Gly-OH 1 X85 (f0C) DIEA/HATU

14 Fmoc-L-Gly-Gly-Gly-OH 1x10 % (70°C) DIEA/HATU

15 Fmoc-L-7 ¥ K Lys-OH 1x104% (70C) | DIEA/HATU
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AH-Fc 51141 511415 18

AH-Fc +1BCN 51318 51317 31

AH-Fc +2BCN 51495 51496 31

AH-Fc +3BCN 51672 51671 20
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goooaog
Fe-vna—+€
GCTAGCCACCATGGAAACCGACACCCTGCTGCTGTGGGTGCTGCTGCTGTGGGTGCCA
GGCAGCACCGGCGATAAGACCCACACCTGTCCTCCCTGTCCTGCCCCTGAAGCTGCTG
GCGGCCCTAGCGTGTTCCTGTTCCCCCCAAAGCCCAAGGACACCCTGATGATCAGCCG
GACCCCCGAAGTGACCTGCGTGGTGGTGGATGTGTCCCACGAGGACCCTGAAGTGAA
GTTCAATTGGTACGTGGACGGCGTGGAAGTGCACAACGCCAAGACCAAGCCCAGAGAG
GAACAGTACAACAGCACCTACCGGGTGGTGTCCGTGCTGACCGTGCTGCACCAGGACT
GGCTGAACGGCAAAGAGTACAAGTGCAAGGTGTCCAACAAGGCCCTGCCAGCCCCCAT
CGAGAAAACCATCAGCAAGGCCAAGGGCCAGCCCCGCGAACCCCAGGTGTACACACT
GCCCCCTAGCCGGGAAGAGATGACCAAGAACCAGGTGTCCCTGACCTGTCTCGTGAAG
GGCTTCTACCCCTCCGATATCGCCGTGGAATGGGAGAGCAACGGCCAGCCCGAGAACA
ACTACAAGACCACCCCCCCTGTGCTGGACAGCGACGGCTCATTCTTCCTGTACAGCAA
GCTGACAGTGGACAAGAGCCGGTGGCAGCAGGGCAACGTGTTCAGCTGCAGCGTGAT

GCACGAGGCCCTGCACAACCACTACACCCAGAAGTCCCTGAGCCTGAGCCCTGGAAAA
GGCGGCGGAGGCTCTCTGCCTGAAACAGGCGGACTGGAAGTGCTGTTCCAGGGCCCC
TAAGAATTC

1 METDTLLLWY LLLWVPGSTG DKTHTCPPCP APEAAGGPSYV FLFPPKPKDT

51 LMISRTPEVT CVVVDVSHED PEVKFNWYVD GVEVHNAKTK PREEQYNSTY
101 RVWWSVLTVLH QDWLNGKEYK CKVSNKALPA PIEKTISKAK GQPREPQVYT
151 LPPSREEMTK NQVSLTCLVK GFYPSDIAVE WESNGQPENN YKTTPPVLDS
201 DGSFFLYSKL TVDKSRWQQG NVFSCSVMHE ALHNHYTQKS LSLSPGKGGG
251 GSLPETGGLEVLFQGP
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HaN-G-G-G-G-G-Q(Trt)}-R(Pbf)-P-C(Trt)-L-S({tBu)-C(Trt}-K(Boc)-G-P-{D-Nle)-NH(Z = £ F /L) (43a)

1. TFA, TIPSBIUDTTIZED

l MEHE LU PGRRE
2. 7B HPLC

HyN-G-G-G-G-G-Q-R-P-C-L-S-C-K-G-P-(D-Nle)-NH(Z = % F L)

1. |t
2. $ELHPLC

HsN-G-G-G-G-G-Q-R-P-C-L-5-C-K-G-P-(D-Nle)-NH(Z = £ F /L)
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00000
hyFyvyg AA huTYTDH R R E
X 2 it B ]
1 Fmoc-D-Nle-OH 1X5% 75°C
2 Fmoc-L-Pro-OH I %54 I5C
3 Fmoc-Gly-OH 1x5% 50
4 Fmoc-L-Lys(Boc)-OH 1X54 Y@
5 Fmoc-L-Cys(Trt)-OH 1%X6 % 25CT2 %
50CT 4 % 10
6 Fmoc-L-Ser(tBu)-OH 159 75
7 Fmoc-L-Leu-OH 1 %549 75C
8 Fmoc-L-Cys(Trt)-OH 1%X6 % 25CT2%
50CT4 %
9 Fmoc-L-Pro-OH 1x5 %5 75
10 Fmoc-L-Arg(Pbf)-OH 2% 3097 250 25 o
T5CTE5 5
11 Fmoc-L-GIn(Trt)-OH 1% 5% 75C
12 Fmoc-Gly-Gly-Gly-OH 1%5% 75¢C 20
13 Fmoc-Gly-OH 1x5 %5 75C
14 Fmoc-Gly-OH 1x5% BT
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Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-F-OH

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-NH(Z = & F /L)

Ac-C*-R-P-R-L-5-C*-K-G-P-Nle-P-(N-Me)F-OH

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-NH

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-Nal-OH

Ac-C*-R-P-R-L-S-hC*-K-G-P-Nle-P-F-OH

Ac-hC*-R-P-R-L-S-hC*-K-G-P-Nle-P-F-OH

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-a-OH

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-P-NMe(Z = & F L)

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-Pf-OH

Ac-C*-R-P-R-L-S-C*-K-G-P-Nle-NH(Z = 2 F 1)

Ac-C*-R-P-R-L-5-C*-K-G-P-Nlg-P-F-OH

Ac-c*-R-P-R-L-S-hC*-K-G-P-Nle-P-F-OH

Ac-¢*-R-P-R-L-5-c*-K-G-P-Nle-P-F-OH

Ac-C*-R-P-R-L-S-¢*-K-G-P-Nle-P-F-OH

Ac-(D-hC)*-R-P-R-L-S-hC*-K-G-P-Nle-P-F-OH

Ac-(D-hC)*-R-P-R-L-S-(D-hC)*-K-G-P-Nle-P-F-OH

Ac-(D-hC)*-R-P-R-L-S-(hCY-K-G-P-f-a-f-OH

Ac-c-R-P-R-L-S-(hC)-K-G-P-{D-Nle)-a-f-OH

pE-R-C*-R-L-S-C*-K-G-P-Nle-P-F-OH

pE-R-C*-R-L-5-C*-K-G-P-(D-Nle)-a--OH

PE-R-C*-R-L-S-C*-F-G-P-(D-Nle)-a-f-OH

pE-R-C*-R-L-S-C*-K-a-P-(D-Nlg)-a-f-OH

pE-R-C*-R-L-8-C*-K-A-P-(D-Nle)-a-f-OH

pE-R-C*-R-L-S-C*-K-G-P-(D-Nle)-NH;

pE-R-C*-R-L-8-(D-hC)*-K-G-P-f-a-f-OH

pE-R-c*-R-L-8-C*-K-G-P-(D-Nle)-(D-abu)-f-OH

pE-R-P-C*-L-S-C*-K-G-P-Nle-P-F-OH

pE-R-P-C*-L-S-C*-K-G-P-Nle-P-(N-Me)F-OH

pE-R-P-C*-L-S-C*-K-G-P-Nle-P-NH(Z = & F /)

pE-R-P-C*-L-S-C*-K-G-P-Nle-NH(Z = £ F L)

pE-R-P-C*-L-S-C*-K-G-P-(D-Nle)-NH(Z = & F /)

pE-R-P-C*-L-S-C*-K-G-P-(D-Nle)-a-f-OH

PE-R-P-C*-L-S-C*-K-G-P-(D-NIe)-f-OH

pE-R-P-C*-L-S-C*-F-G-P-(D-Nle)-a-f-OH

H-R-P-C*-L-S-C*-K-(D-Nle)-a-f-OH

PE-R-P-NC*-L-S-C*-K-G-P-f-a-f-OH

PE-R-P-¢*-L-8-(D-hC)*-K-G-P-(D-Nle)-a-y-OH

PE-R-P-(D-hC)*-L-S-hC*-K-G-P-(D-Nle)-(D-Nva)-f-OH
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