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£1:aA0017—ba3F. TRODEROFEERYETI Y FO—ILEBEY

avPas—+hrID | BE AF7OoralL
55

1 D19112/D19057 | Fer-Lys(Fer)-Lys(Fer)-L150-Lys(Flu) 2
2 D19185/D20068 | Fer-Lys(Fer)-Lys(Fer)-Lys(Fer)-L150-Lys(Flu) 2
/D20171/D2016
6/D21025/
D21030/D21032
/D21045




(62) JP 2013-508691 A 2013.3.7

3 D20086 Fer-Lys(Fer)-Lys(Fer)-L30-Lys(Flu) 2
4 D20118 Fer-Lys(Fer)-Lys(Fer)-L60-Lys(Flu) 2
5 D20120 Fer-Lys(Fer)-Lys(Fer)-Glu-L30-Lys(Flu) 2
6 D19048/D21053 | Fer-Lys(Fer)L150-Lys ()43 ) 2
7 D19059 Fer-Lys(Fer)-Lys(Fer)-L150-Lys(DNP) 2
8 D18146 ACin-(Lys(ACin)L30)s5-(L90-Lys(Flu)); 2
9 D18044 Ac-(Tyr-L30)s-(L90-Lys(Flu)), 1
10 D21008 {D18074)155-Dex70-(D18118),7 7 8
11 D18074/D17120 | Fer(Lys(Fer)-L30)s-Lys(NH,) 3
/D17137/D1811
4 (FPREF)
12 D21020 Caf-Lys(Caf)-Lys(Caf)-L150-Lys(Flu) 2
13 | 0328-018/ Sin-Lys(Sin)-Lys(Sin)-L150-Lys(Flu) 2
D21047/D21067
14 D17093 Fer(PNA-Fer)5L30-Lys(NH2) 3
th R A
15 D17127/D18118 | NH2-Cys(SH)-L90Lys(Flu)-L90-Lys(Flu)-L90- 1
rhfE ik Lys(Flu)
16 D17128 (D17093)156-Dex70-(D17127 )6 2 8
17 D17130 (D17120)415 5-Dex70-(D17127 )15 8
18 | D17132 Dex70-(D17127),; 7
arveka—iL
(BREHGL)
19 D17126/D17165 | Betaala-L90-Lys(Flu)-L90-Lys(Flu)-L90-Lys(Flu) 1
rh R A
20 D17134/D17135 | Fer(Lys(Fer)-L30)5-Lys-(betaala)-(L90-Lys(Flu))3 | 6
/D17136
21 D17138 Fer(Lys(Fer)-L90)s-Lys(NH;) 3
22 D17139 Fer-Lys(Fer)L30-(Lys(Fer))2-L30(Lys(Fer))2L.30- 3
Lys(NH2)
23 D17140 Fer-Lys(Fer)L60-(Lys(Fer))2-L60(Lys(Fer))2L30- 3
Lys(NH2)
25 D17148/D17150 | Fer-Lys(Fer)-(L30-Lys(Fer)-Lys(Fer))2-L.30-Lys- 6
/D17151 (betaala)-(L90-Lys(Flu))3
24 D17152 Fer-L30-Lys(L30Fer)-(L30Lys(L30Fer))4-L30- 5
Lys(NH2)
26 | D17156 Fer-L30-Lys(L30Fer)-(L30Lys(L30Fer))4-L30- 6
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(63) JP 2013-508691 A 2013.3.7

Lys(betaala)-(L90-Lys(Flu))3

27 D17157 Fer-L150-Lys(Flu) 2
28 D17158 Fer-L30-Lys(Flu) 2
29 D17161 Flu-L150-Lys(Flu) 1
ar ko=
(BEREELL)
30 D17162 Dex270-(D17127)s29 7
arerA—JL
(BHREELL)
31 D17104 Fer-(Lys(Fer)-Gly)4-Lys(Fer)-L30-Lys(NH2) 3
IS
32 D17188 Fer-(Lys(Fer)-Gly)4-Lys(Fer)-L30-Lys(betaala)- 6
(L90-Lys(Flu))3
33 D17192 7-OH-Cou-{Lys(7-OH-Cou)-L30)5-Lys(NH2) 3
2] i5 17
34 D18003 7-OH-Cou-(Lys(7-OH-Cou)-L.30)5-Lys(betaala)- 6
(LO0-Lys(Flu))3
35 D18007 Ac-(PNA-D)5-L120-Lys(Flu)-L90-Lys(Flu)-L90- 1
arhka—iv Lys(Flu)
(BEREHLTL)
36 D18008 Ac-(PNA-G)5-L120-Lys(Flu)-L90-Lys(Flu)-LS0- 1
arekA—JL Lys(Flu)
(BREELGL)
37 D18009 Ac-(PNA-Gs)5-L120-Lys(Flu)-L90-Lys(Flu)-L90- 1
v kE—IL Lys(Flu)
(BRREELL)
38 D18010 Ac-(PNA-P)5-1.120-Lys(Flu)-L90-Lys(Flu)-L90- 1
ar kA—)L Lys(Flu)
(BREEHTL)
39 D18011 Ac-(PNA-A)5-L120-Lys{Flu)-L90-Lys(Flu)-L90- 1
arka—)L Lys(Flu)
(BHREELGL)
40 D18012 Ac-(PNA-C)5-L120-Lys(Flu)-L90-Lys(Flu)-L90- 1
arkA—L Lys(Flu)
(BREBLL)
41 D18013 Ac-(PNA-T)5-L120-Lys(Flu)-L90-Lys(Flu)-L90- 1
arkA—)L Lys(Flu)
42 D18014 Ac-(PNA-Us)5-L120-Lys(Fiu)-L90-Lys(Flu)-L90- 1
arveko—iL Lys(Fiu)
(BEREHGTL)
43 D18015/D18126 | Fer-(Lys(Fer)-L30)5-(L90-Lys(Flu))3 2
/D19130
44 D18019/D18029 | Fer-(Lys(Fer)-1.30)5-L270-Lys(NH2) 3
FhfE A
45 D18031 (D18019)-Dex70-(D17127),25 8
46 D18049 Ac-(Tyr)6-L30-(L90Lys(Flu))3 1
47 |D171301Z%8{1d % | (D18074),; -Dex70-(D17127)2, 8
D 18077
48 |D17130IZ#El9 3| (D18074)155-Dex70-(D17127)23 8
D 18079
49 D18080/19028 Fer-(Lys(Fer)-L30)5-(L90-Lys(NH2))3 3
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50 | D18081 Fer-(Lys(Fer)-L30)5-(L90-Lys(TF¥H XL v FX))3 | 4
51 D18084 NH2-Dpr(NH2)-(L30-Tyr)7 1
52 | D18085 NH2-Dpr(NH2)-(L90-Lys(Flu))3 1
53 | D18086 Dex70(D18085), ¢ 7

arvka—)L

(BEREEGL)
54 | D18088 Dex70-(D17127)g6 7

arkao—)b

(BEREEHLL)
55 |D171301Z%E{Eld % | (D18074).65-Dex70-(D17127),3 8

D 18090 '
56 | D18096 Fer-(Lys(Fer)-L30)5-(L90-Lys(7-OH-Cou))3 4
57 | D18122 (D18114)176-Dex70-(D18118)3,9 8
58 D18128 NH2-Cys(SH)-(L30-Tyr)5-(L90Lys(Flu))3 1
59 | D18130 Dex70-(D18128)174 7
60 | D18132 NH2-Cys(SH)-(Tyr)5-(L90Lys(Flu))3 1
61 D18133 Dex70-(D18132)25 7
62 D18137 Ac-(Tyr)5-(L90Lys(Flu))3 1
63 D18138 Ac-(Tyr)5-(L90Lys(DNP))3 1
64 D18141/D18155 | Fer-(Lys(Fer)-L30)5-(L90-Lys(DNP))3 2

/D19032
65 | D18157 Fer-(L30-Lys(Fer))5-(L90-Lys(Flu))3 2
66 D19037 Fer-Lys(Fer)-L150-Lys(Flu) 2
67 D19040/D19046 | Fer-Lys(Fer)-L150-Lys(DNP) 2
68 D21028 Sin-Lys(Sin)-Lys(Sin)-Lys(Sin)-L150-Lys(Flu) 2
69 D21048 Sin-Lys(Sin)-Lys(Sin)-L150-Lys(DNP) 2
70 | D21150 Sin-Lys(Sin)-Lys(Tyr)- L150-Lys (Flu) 2
ooogano
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(78) JP 2013-508691 A 2013.3.7

1 D19112: DAB 0.28 mM, H,0,

1.5mM, 10 72

D20036 50nM, 10 7

LPR 10 7fd

| D19112: DAB 0.28 mM, H;0,

1.5mM, 10 7fE

D20036 50nM, 10 53FE

LPR 5 7F

| D19112: DAB 0.28 mM, H,0,

1.5mM, 10 &fE

D20036 50nM, 10 534

LPR 3 &fd

| D19112: DAB 0.28 mM, H,0,

1.5mM, 10 53FH

D20036 50nM, 10 54

LPR 2 5

1 D19112: DAB 0.28 mM, H,0,

1.5mM, 10 7fd

D20036 50nM, 10 FE

LPR 17

1 D19112: DAB 0.28 mM, H,0,

1.5mM, 5 53

D20036 50nM, 10 7

LPR 10 72

1 D19112: DAB 0.28 mM, H;0,

1.5mM, 3 7

D20036 50nM, 10 2F4

LPR 10 %F4

| D19112: DAB 0.28 mM, H,0;

1.5mM, 2 7

D20036 50nM, 10 73fE

LPR 10 73F4

*1 D19112: DAB 0.28 mM, H,0,

1.5mM, 1 7

D20036 50nM, 10 74

LPR 10 7#f&

AT K
10

D19112: DAB 0 mM, H,;0,
1.5mM, 10 7

D20036 50nM, 10 43FH

LPR 10 &

RS54 K

11

D19112: DAB 0.07 mM, H,0O,
1.5mM, 10 73

D20036 50nM, 10 5 fd

LPR 10 %

254K
12

D19112: DAB 0.14 mM, H,0,
1.5mM, 10 5fd

D20036 50nM, 10 73fH

LPR 10 77/

RAIA K
13

D19112: DAB 0.56 mM, H,0,
1.5mM, 10 7fd

D20036 50nM, 10 7

LPR 10 %fd

RS54 K

14

D19112: DAB 1.12 mM, H,0,
1.5mM, 10 7

D20036 50nM, 10 77f&

LPR 10 7FE

RS54 R
15

D19112: DAB 2.09 mM, H,0;
1.6mM, 10 7fd

D20036 50nM, 10 5 fé

LPR 10 2[4

RAI4F
16

D19112: DAB 0.28 mM, H,0,
0.6mM, 10 %l

D20036 50nM, 10 7FE

LPR 10 4

RS54 K
17

D19112: DAB 0.28 mM, H,0,
5,9mM, 10 53/

D20036 50nM, 10 7

LPR 10 578
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(79)
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254 £ D19112: DAB 0.28 mM, H,0, D20036 50nM, 10 4> LPR 10 &[4
18 14,7mM,10 7
2354 r| D19112: DAB 0.28 mM, H,0, D20036 50nM, 10 44 LPR 10 4f4
19 58,8mM,10 4T
254 k| D20068: DAB 0.28 mM, H,0, D20036 50nM, 10 4 LPR 10 &R
20 1.5mM, 10 5[
2354 £| D20086: DAB 0.28 mM, H,0, D20036 50nM, 10 &M LPR 10 &M
21 1.5mM, 10 4R
2354 1| D20118: DAB 0.28 mM, H,0, D20036 50nM, 10 72 LPR 10 /M4
22 1.5mM, 10 2T
2354 K| D20120; DAB 0.28 mM, H,0O, D20036 50nM, 10 © T8 LPR 10 &[5
23 1.5mM, 10 5[
254 £| D19112: DAB 0.28 mM, H,0, D20036 50nM, 10 5°FE LPR 10 4/
24 1.5mM, 10 /4
gooo0O00o0ono
oooao
Oo0oo0oooooooooooo0oo0oooofb0 oo oooDoOob0 oo oooooboooooaonan
00000000000 oooooooboooooandnb
goooooao
*®2
EEEh (T b) B (T c)
) R—42 — &% &
(I8¢’ ) (If8c”)
254 £ | D19112: 10 uM, DAB 0.14 mM, D20036 50 nM, 10 LPR 10 &
1 H,O, 1.5mM, 10 7 il
z254 K| D19112: 20 uM, DAB 0.14 mM, D20036 50 nM, 10 LPR 10 7R
2 H,0, 1.5mM, 10 7 i
234~ D19112: 5 uM, DAB 0.14 mM, D20036 50 nM, 10 LPR 10 7204
3 H202 15mM, 10 7 sl
274 F| D19112; 3 uM, DAB 0.14 mM, D20036 50 nM, 10 LPR 10 /M
4 H,O, 1.5mM, 10 7fE 57
274+ D19112: 2 uM, DAB 0.14 mM, D20036 50 nM, 10 LPR 10 &2fE
5 H,0, 1.5mM, 10 5[ il
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z254 F| D19112: 1 uM, DAB 0.14 mM, D20036 50 nM, 10 LPR 10 7/
6 H,0;, 1.5mM, 10 2/ i
z54 £ | D19112: 10 uM, DAB 0.14 mM, D20036 100 nM, 10 LPR 10 &4
7 H,O0, 1.5mM, 10 5[ 7fE
X5« | D19112: 10 yM, DAB 0.14mM, | D20036 25nM, 10 | LPR 10 5
8 H202 15mM, 10 7E Vil
254 F| D19112: 10 uM, DAB 0.14 mM, D20036 12.5 nM, 10 LPR 10 7
9 H,0; 1.5mM, 10 7fE 53
X54 | D19112: 10 yM, DAB 0.14mM, | D20036 6nM, 10 | LPR 10 5
10 | H0, 1.5mM, 10 R 53R
274 F| D19112: 10 uM, DAB 0.14 mM, D20036 3 nM, 10 LPR 10 214
11 H,0; 1.5mM, 10 7 53
X54 | D19112: 10 uM, DAB 0.14mM, | D20036 50 nM, 10 | LPR 10 )7
12 | H,0, 1.5mM, 10 58 508
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&3

T (T2 D) B (I o)

D19112:£TDHRASA K 5 M

° el )5 — A )
(I*zc ) (IF#Bc”)

251 £| D19112: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 10 57
1 | 1.5mM, 10 5 437
%51 £| D19112: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 5 730
2 | 1.5mM, 10 % 47
254 £| D19112: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 3 70
3 | 1.5mM, 10 5P 437
x54 £| D19112: DAB 0.14 mM, H,0; D20036 50nM, 10 LPR 2%
4 [ 1.5mM, 10 5P 431
%54 £| D19112: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 13
5 | 1.5mM, 10 5 43
x5+ £| D19112: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 10 %
6 | 1.5mM, 20 £ 4578
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254~ D19112: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 10 4/

7 1.5mM, 15 41 pali]

254 k| D19112: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 10 7[

8 1.5mM, 547 bl

2354 £| D19112: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 10 498

9 1.5mM, 3 4fE bl

254 K| D19112: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 10 4F8

10 1.5mM, 2 7@ 53

254 k| D19112: DAB 0.14 mM, H,0O, D20036 50nM, 10 LPR 10 4FE

11 1.5mM, 1 7ME 53

254 £ D19112: DAB 0 mM, H,0, 1.5mM, | D20036 50nM, 10 LPR 10 4/

12 10 & 53

234 | D19112: DAB 0.07 mM, H;0, D20036 50nM, 10 LPR 10 &2F4

13 1.5mM, 10 7 i

254 £ D19112: DAB 0.28 mM, H,0, D20036 50nM, 10 LPR 10 /4

14 1.5mM, 10 & 53

254 F| D19112: DAB 0.56 mM, H,0, D20036 50nM, 10 LPR 10 %

15 1.5mM, 10 #fE 53

234 F| D19112: DAB 1.12 mM, H,0, D20036 50nM, 10 LPR 10 #F

16 1.5mM, 10 7/ 73

254 F| D18112: DAB 2.09 mM, H,0, D20036 50nM, 10 LPR 10 18

17 1.5mM, 10 2/ 53

254 k| D19112: DAB 0.14 mM, H,0, 0 D20036 50nM, 10 LPR 10 4f4

18 mM,10 218 53

254 F{ D19112: DAB 0.14 mM, H,;0, 0.6 | D20036 50nM, 10 LPR 10 7R

19 mM,10 7FE 53

254 K1 D19112,: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 10 5

20 5.9mM, 10 204 73

2354 £ D19112,: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 10 R4

21 14.7mM,10 721H il

254 F{ D19112,: DAB 0.14 mM, H,0, D20036 50nM, 10 LPR 10 #2F4

22 58.8mM, 10 72 sl
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Fer-Lys(Fer)-Lys(fer)-Lys(Fer)
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L150

Sin-Lys(Sin)-Lys(Sin)-

D21028

L150

Sin-Lys(Sin)-Lys(Sin)-Lys(Sin)

D21150

L150

Sin-Lys(Sin)-Tyr-

WIWAIWININ W

O Oooo

ggbobooooobooooobn
ooooODbOOO0ooooooooao
gogooooooboogoboDbaD
gogoboooooobooooooan

uoobbooooobooogoobooooobao
ooobObOO00oooooobppO0OO0O0O0GO0OGOO
oooboooooboogoboooobab
ooobobooooobooogooboooooban

O Oooo
O 0Oooo

.7

10

20

30

40

50



Oooooogogoooaoo
OO0 oooodgogooao

OooooooooooQgogoao

OoDoDoooogooooogogogao

(85)

JP 2013-508691 A 2013.

3.

0000000000 DDODDODDODDODDODODODDDDDDDDODODDODOODO0OD
0o0o0O0O0oOoOoOoOoO
0000
0oo0on
00D0DD0DD0DD0DD0DD0DDDDDDDDODDDODODODODDDDDDODDDDDODDOO0OD
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2574 F&ES :JﬁzH‘RP\ EZRHRP REMGRERE
avoas—+hk
1 D19150 (1 HRP) [ 0.5 20 pM
2 D19150 (1 HRP) 20 pM
3 D19150 (1 HRP) 20 pM
4 D19150 (1 HRP) 20 pM
5 D19150 (1 HRP) 20 pM
6 D19150 (1 HRP) 16 20 pM
7 D20052 4riE 8 200pM
(10 HRP)
8 D20052 #HE 8 2 200pM
(10 HRP)
9 D20052 4#H 8 200pM
(10 HRP)
10 D20052 4@ 8 4 200pM
(10 HRP)
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