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a,b,c

(33)

JP 4865129 B2 2012.2.1

k&% RI R2 R3 R4 RS R6 R7 X 100 uM 1C50 (uM)
BT BEY%
(R 72)

la OH OH H H NA NA NA NA 5(+-2) n.t.

ib OH H OH H N/A NA NA NA 47 +/-3) n.t.

ic OH H H OH NA NA NA NA 19(+/-6) n..

id NH, H H H N/A N/A NA NA A& n.tL.

2a OH OH H H OH H H 0 12 (+/-4) n.t.

2b OH OH H H H Ol H 0 51 (+/-1) 150

2c OH OH H H H H OH o0 60 (+/-7) n.t.

2d OH OH H H OH H OH 0 14 (+/-2) nt

2e OH H OH H OH H H 0 39 (+/-5) n.t.

2f o1l H OH H H OH H 0 89 (+/-1) 16

2g OH H OH H H H OH © 23 (+/-5) n.t.

2h OH H OH H OH H OH 0 56 (+/-1) n.t.

2i OH OH 1l H H Ohe H 0 33 (+/-5) n.t.

2j OH OH H H H H OMe 0 35 (+/-8) nt.

2k OH OH H H OMe H H 1 13 (+/-3) nt

21 OH OH H H H H OMe | 14 (+/-2) n.t.

2m OH H OH H OMe H H 1 AIEE nt

2n OH H OH H H H OMe | 4 (+/-7) nt

20 OH OH H H OH H H ] 41 (+/-2) nt

2p OH OH H H H H OH 1 49 (+/-4) nt

2q OH H OH H OH H H 1 42 (+/-2) nt

2r OH H OH H H OH H ] 55 (+/-3) nt.

2s OH H OH H H H OH 1 42 (+/-3) nt.

2t OH H H OH H OH H 0 68 (+/-5) nt.

2u OH H H OH H OH H ] 40 (+/-3) nt

2v H H OH H H OH H 0 45 (+/-5) n.t.

43I/ 7uRXr 9TA 30 (+/-15) Lit%: 0.118

vBT X S — 41 (+/-2) Lit"*: 66 (Ick)

ST-638 37 (+/-5) Lit': 18

ey M 22 (+/-3) Lit'*: 38

Fu 74 AF LA4T 43 (+/-3)

A 0000000000000Lai0019980 000 0000000000000 0OO0
00000000 50.0mM MOPSO 4.02mM MgCI20 6.00mM O O 0O O K30 O O Mg2*0 0.5mMO
000000000OMg2 0000000000 O099.0mM KCIO 10.0mM 2-0 000000
0000198y M ATPO 19.8u M ADPO 10U0 O 0O O 0O O O O O pp60°~S"e0 Upstate Biotech
nology Inc.0O O 200mM RR-SRCO 4.00 DMSOO pH 7.20 370 0 0 000 OCODOOOOOOO
OpHO OO DO ODOME200.5mvO 0000000000000 DO0OATP/ADPOO OO ODOO

10

20

30

50



(34) JP 4865129 B2 2012.2.1

000000000000 D000000000D00O00Choid 19990 O
POOO0DO00DO0D0ODO0OO0OO0OO0O0OONMROEIDOOFAB(OMSO D OO DOOTLCOODOODOO
oo

SN\/AUOOODDOOOOnt.00DO0OO0OOODOO

dATP-0 O O

oooooo

0002-00000,3,6-000000000000000 1b0 2ed 2hd 2md 2n0 2q0 2s
003,6-000000-2-000000600000000000000DO0DO0ODOO0OD
0060 0000002,7-0000000000030AdrichD0 00000000 DODOO?2
ooogo

ooooo

1) NaH (1.1%8). -10°C. 30 %

HO OH -
2) MOM-CI (1. 1), -10°C7» & i, e MOM OOH
sk DMF

3 4

32%

TBDMS-Cl (1.14%) | DMAP (5 mol%)
DIEA (1.148) é‘i* Qh’[f »
1) 1-BuLi (1354, 0°C. 90 %> C o, 4B
2) C1-C(0)-OMe (1.558). 0°Ch b 5=k, 6047

HO 3 6 _OH - ;
0 3)pH=2 —®,

2

o 6 ot 0.5 §
37% 93%
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