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N-N
RE Rt
Co.
® | Exp. No. R! R >CR'R*
No.
FaC ~NH:
1 E-1* \© Y >CH(CHs) ($)
o )
al x NH,
2 | Ea 1§ >CH(CHy) (5)

ooocooao

10

20



(52) JP 2017-523201 A
ooooao
Co.
| Exp. No. R! R >CR’R*
No.
Ci H
Cl
3 E-1 @ | \N > >CH(CHj3) (S)
FaC~p o NH2
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Cl o
Cl ~N ~
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Ci -
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Cl X ;
7 E-1 J >CH(CH3) (S)
Cl
o XN NH»
8 |E-1/E2*| \@ N >CH(CHj3) ()
FsC
9 E-1 @ o ~CH(CHj) (S)
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FsC NH
0 | E1 T TSN SCHCH) (9)
P
FsC xn
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AN
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FaC Ny 2
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2% 2.1 C-MS #(Fi R, mL/min; 5 LEE(T). C; 52K, min),
b3
iR 3 B b AN BEM 3. - [SURFH
Col T
Waters: Agilent: A:95% '
Acquity® Eclipse Plus | CH3;COONH4 [4.6min T 95%| 1
1 UPLC® -DAD CI8 RRHD 6.5mM + A~5% A, | - 5
and SQD (1.8um, 5% CH3CN, | 0.4min fR¥¥ 50
2.1x50mm) B: CH;CN
A:95%
Waters: | Waters: | oy cOONH, [4.6min ©95%| 1
Acquity® | CSH™ C18 o
2 UPLC® - (1.7um 6.5mM + A~5'A) AE: —————— 5
DAD/SQD | 2 IXSOm;Il) 5% CH3CN, | 0.4min £#5f 50
’ : B: CH;CN
A:95% 5.0min T 95%
: . CH3;COONH4 | A~0% A,
palen fnilsleelll)tius 6.5mM+ | 0.15min O | 1
3 5% CH3CN, [#f. 0.15min T| ------ 7
DAD, C18 (3.5um, ] .
Waters: SQD | 2.1x30mm) B: 95% A ~NDM| 60
' ' CH3;CN/CH3OH| #. 1.7min @
, 1/1 TREF
Waters: ) A:95%
o Waters: . a0
Acquity CSH™ C18 CH3COONH4 |4.6min T 95%]| 1
4 |IClass UPLC® (1.7um 6.5mM + A~5%A. | ---—--- 5
-DAD/ Xevo | 1){'55‘m13n) 5% CH3CN, | 0.4min &4 | 50
G2-SQTOF | ™ B: CH3CN
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WE
Hk B AN BEH 3. ———— TR
ColT
ngﬁi; Waters. A:95%  |1.2min T 95%
) CH3COONH4 | A~40% A. 1
IClass | CSH™ C18 0
5 UPLC® - (1.7um 6.5mM + 0.6min 'C 5% | ------ 2
DAD and 2.1x50m1:n) 5% CH3CN, |\, 0.2min ® 50
SQD B: CH3CN PrEF
Waters: Waters: A:95%
Acquity® | cspv C-18 CH3COONH4 |4.6min T 95%]| 1
6 [[Class UPLC® (1.7um 6.5mM + A~5%A. | ------ 5
-DAD/Xevo| 1X'5(F)‘m;n) 5% CH;CN, | 0.4min {38 | 50
G2-S QTOF | < B: CH:CN
Waters: Waters: A:95%
Acquity® CSI™ C‘18 CH3COONH4 |4.6min T95%]| 1
7* |IClass UPLC® (1.7um 6.5mM + A~5%A. | ------ 5
-DAD/Xevo| , 1 s gm;n) 5% CH3CN, | 0.4min £ | 50
G2-S QTOF | < B: CH;CN

(CYPRZIZM ST NS A—H

gooodad
gogooan

FZISHT—F - BEM.p)BLULCMS: [MHHTL & OMEREEEE D
TObALEB%EFRL. RAGRIFFH(min)ZSkL. AIERLCMSORHIC
RIS HEERW TS, —HBOMEEMTONTERGEREIELL.

co. M.p.(C) [M+H]* Ry LOMS

No. 3
1 >300 (A) 412 2.13 1
2 201.6 (A) 412 2.12 2
3 n.d. 426 3.71 3
4 176.9 (A) 413 2.13 2
5 n.d. 396 2.83 2
6 241.8 (B) 427 4.11 3
7 202.7 (B) 415 2.64 2
8 200.7 (B) 408 1.83 2
9 157.4 (A) 411 2.41 2
10 179.3 (A) 412 2.08 2
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00000
Co- 1 Mpaoy [M+H]* R | CMS
No. #®
11 87.7(A) 411 2.39 2
12 | 1259(8) 440 2.75 2
13| 20673(C) | 446.0998 (+0.3mDa) | 237 4
14 n.d. 442 118 5
15 n.d. 444.1454 (+0.7mDa) | 1.95 4
16 n.d. 4441450 (+0.3mDa) | 2.18 4
17 n.d. 4121386 (+0.1mDa) | 2.1 6
18 | 179.97(C) | 430.1288 (-0.3mDa) | 223 4
19 | 180.22(C) | 445.1401 (+0.1mDa) | 233 4
20 | 164.52(C) | 456.1655 (+0.8mDa) | 230 4
21| 19101 (C)(*) | 444.1451 (+0.4mDa) | 2.8 4
22 | 21922(C) | 476.1102 (+0.ImDa) | 2.14 4
23| 18728 (C) (*) | 444.1451 (+0.4mDa) | 2.29 7
24 | 25896(C) | 426.1543 (+0.2mDa) | 2.80 6
25 | 179.66(C) | 456.1649 (+0.2mDa) | 2.25 4
26 | 160.70(C) | 429.1342 (+0.4mDa) | 2.4 4
27 | 17041(C) | 441.1542 (+0.4mDa) | 2.41 4
28 | 143.09(C) | 4271381 (-0.ImDa) | 1.99 4
29 | 21299(C) | 442.1495 (+0.4mDa) | 1.89 4
30 | 15931(C) | 442.1494 (+03mDa) | 1.92 4
31| 14739(C)(*) | 461.1105 (+0.1mDa) | 2.46 4
32 | 170.35(C) | 457.1599 (-0.1mDa) | 2.70 4
33 | 188.85(C) | 443.1451 (+0.8mDa) | 2.42 4
34 | 13657(C) | 478.0851(+0.3mDa) | 3.03 7
35 | 173.63(C) | 478.0848 (+0.0mDa) | 3.04 7
nd.3REEZEKT D,
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ooooao
R AWEXET-F
Co.No. | ap () BE B 238 i
(nm) wiv % 0
1 +12.9 589 0.49 DMF 20
2 +15.0 589 0.51 DMF 20
3 +i2.1 589 0.47 DMF 20
4 +26.4 589 0.45 DMF 20
6 +14.0 589 0.47 DMF 20
7 +15.2 589 0.47 DMF 20
8 +134 589 0.51 DMF 20
9 +134 589 0.45 DMF 20
10 +13.3 589 0.47 DMF 20
11 +15.2 589 0.4 DMF 20
12 +12.6 589 0.5 DMF 20
13 +12.3 589 0.84 DMF 20
15 +12.7 589 0.58 DMF 20
17 +5.8 589 0.59 DMF 20
18 +7.8 589 0.53 DMF 20
19 +17.0 589 0.50 DMF 20
20 +12.8 589 0.58 DMF 20
21 +11.5 589 0.56 DMF 20
22 +13.6 589 0.50 DMF 20
23 +85.6 589 0.54 DMF 20
24 -6.6 589 0.49 DMF 20
25 +7.9 589 0.64 DMF 20
26 12.1 589 0.54 DMF 20
28 -3.0 589 0.55 DMF 20
29 -5.5 589 0.53 DMF 20
30 +9.9 589 0.54 DMF 20
oooooao
ooooao
kR B HEE
Co.No. | ap() (am) wiv % B C)
31 +3.4 589 0.59 DMF 20
32 -15.9 589 0.54 DMF 20
33 -15.2 589 0.53 DMF 20
34 +221.2 589 0.51 DMF 20
35 +8.3 589 0.50 DMF 20
Ooooooao
ooooooada
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ooboD0oooo0ooobooooooobooaa
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goboooooobooooooobooad
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& SARRCLHEAMITONTDEM LN T —5
GTPrS GTP?S
GTP7rS GTPrS
Co. - hmGluR2 Co. - hmGluR2
N hmGluR2 N hmGluR2
0. anGT 0. anGT
anGT anGT
Emax Emax
pICso pICso
1 8.8 106 19 8.67 104
8 8.07 107 20 7.62 102
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