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)& 8.51 (s, 1 H), 8.06 (s, 1 H), 7.79 (s, 1 H), 7.59 (br s, 1 H), 7.56 (s, 1 H
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- 1.99 (m, 1 H), 1.75 - 1.87 (m, 2 H), 1.05 (d, J=2.8 Hz, 3 H), 1.03 (d, J=2.8
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1.6 Hz, 2 H), 8.51 (d, J=2.0 Hz, 1 H), 8.41 (s, 1 H), 8.22 (dd, J=8.8, 2.3 Hz, 1
H), 8.15 (s, 1 H), 8.10 (d, J=8.8 Hz, 1 H), 7.88 (dd, J=4.5, 1.8 Hz, 2 H), 7.73
(s, 1 H), 3.07 - 3.14 (m, 2 H), 1.58 - 1.71 (m, 3 H), 0.95 (d, J=6.3 Hz, 6 H);

LCMS (ESI) m/e 320.1 [(M+H)*, CooHaoNz00 000 00 00 320.2].
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6.7 Hz, 1H), 1.06 (d, J=6.5 Hz, 3H), 1.03 (d, J=6.5 Hz, 3H); LCMS (ESI) m/e 29

[M+H) ™, CigHooNo,O0 0000 000 292.2].
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20 4+ 1.90 (c 2.95, MeOH); *H NMR (400 MHz, 0O OO0 O -d) & ppm 8.43 (s

, 1 H), 8.37 (d, J=4.8 Hz, 1 H), 8.16 (d, J=8.5 Hz, 1 H), 8.12 (d, J=8.8 Hz, 1 H

), 7.99 (d, J=2.0 Hz, 1 H), 7.90 (dd, J=8.7, 1.9 Hz, 1 H), 7.47 (d, J=8.5 Hz, 1

H), 7.34 (d, J=4.8 Hz, 1 H), 4.39 (t, J=7.0 Hz, 1 H), 4.21 (br. s., 2 H), 3.95 (

s, 3 H), 1.62 - 1.85 (m, 3 H), 0.99 (d, J=6.0 Hz, 3 H), 0.97 (d, J=6.3 Hz, 3 H);
LCMS (ESI) m/e 322.2 [(M+H)™, CooHouNm00 0000000 322.2].
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[a 1?2, -0.94 (c 2.55, MeOH); *H NMR (400 MHz, 00000 0O -d) & ppm 8.43 (s,
1 H), 8.37 (d, J=4.8 Hz, 1 H), 8.16 (d, J=8.5 Hz, 1 H), 8.12 (d, J=8.8 Hz, 1 H),
7.99 (d, J=2.0 Hz, 1 H), 7.90 (dd, J=8.7, 1.9 Hz, 1 H), 7.47 (d, J=8.5 Hz, 1 H)
, 7.34 (d, J=4.8 Hz, 1 H), 4.39 (t, J=7.0 Hz, 1 H), 4.21 (br. s., 2 H), 3.95 (s,
3 H), 1.62 - 1.85 (m, 3 H), 0.99 (d, J=6.0 Hz, 3 H), 0.97 (d, J=6.3 Hz, 3 H);
LCMS (ESI) m/e 322.2 [(M+H)™, CooHouNzOO0 00 00 00O 322.2].
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1H, d, J=6.0 Hz), 8.19 (1 H, d, J=8.5 Hz), 8.15 (1 H, d, J=8.8 Hz), 8.05 (1 H,

d, J=2.0 Hz), 7.95 (1 H, dd, J=8.7, 2.1 Hz), 7.48 (1 H, d, J=8.5 Hz), 7.24 (1 H,
dd, J=5.4, 1.6 Hz), 7.09 (1 H, s), 4.27 (1L H, br. s.), 4.02 (3 H, s), 2.09 - 2.

30 (2 H, m), 1.62 - 1.81 (3 H, m), 0.99 (6 H, t, J=5.8 Hz); LCMS (ESI) m/e 322.1
[(M+H) ™, CooHouNgOO 00 OO0 D000 322.2].
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0000000000000 00000000000000000O02H NMR (400MHz, DMSO
-dg) & 10.11 (d, J=1.0 Hz, 1H), 8.56 (d, J=8.5 Hz, 1H), 8.43 (d, J=2.3 Hz, 1H)
, 8.14 (d, J=9.0 Hz, 1H), 8.05 - 8.02 (m, 1H), 8.02 - 8.00 (m, 1H); LCMS (ESI)
m/e 235.9, 237.9 BrO 0 00 [(MH)*, CioH-BrNoD0 0000000 236.0].
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8.15 (s, 2H), 8.08 - 7.99 (m, 2H), 7.82 (dd, J=9.0, 2.3 Hz, 1H), 1.30 (s, 9H);
LCMS (ESI) m/e 339.0, 341.0 BrO O 00 [(M+H)*, C,4H,BrN,0SO 0000000 339
.0].
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OMHz, 0O OOO0O-d) & 7.98 (d, J=8.5 Hz, 1H), 7.92 - 7.85 (m, 2H), 7.71 (dd,

J=8.9, 2.1 Hz, 1H), 7.35 (d, J=8.5 Hz, 1H), 5.32 (d, J=5.0 Hz, 1H), 4.61 (ddd, J
=9.2, 7.3, 4.9 Hz, 1H), 1.90 - 1.67 (m, 2H), 1.65 - 1.54 (m, 1H), 1.30 (s, 9H),

0.99 (d, J=6.3 Hz, 3H), 0.92 (d, J=6.8 Hz, 3H); LCMS (ESI) m/e 397.0, 399.0 Br(
[(M+H)*, CigHogBrN,0SO0 00 D000 00 397.1].
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(d, J=8.5 Hz, 1H), 7.99 (d, J=8.3 Hz, 1H), 7.90 (s, 1H), 7.79 (dd, J=8.2, 1.1
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1H), 7.34 (d, J=8.5 Hz, 1H), 5.47 (d, J=6.8 Hz, 1H), 4.63 (ddd, J=8.9, 6.9,
5.0 Hz, 1H), 1.90 - 1.71 (m, 2H), 1.68 - 1.57 (m, 1H), 1.30 (s, 9H), 1.00 (d, J=
6.5 Hz, 3H), 0.92 (d, J=6.5 Hz, 3H), 0.36 (s, 9H); LCMS (ESI) m/e 483.0 [(M+H)™,
CoqHaeNo0SSNO 000D OO0 483.2].
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-d,) & 8.59 (d, J=8.5 Hz, 1H), 8.55 - 8.4

32 - 8.25 (m, 1H), 7.79 - 7.71 (m, 2H), 7.68 (
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d, J=8.5 Hz, 1H), 7.04 (d, J=3.8 Hz, 1H), 4.76 (t, J=7.3 Hz, 1H), 2.06 - 1.85 (m
, 2H), 1.71 (dquin, J=13.4, 6.6 Hz, 1H), 1.05 (dd, J=11.0, 6.5 Hz, 6H); LCMS (ES
1) m/e 331.0 [(M+H)*, CoHosN,0 0000000 331.2].
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0000000000000 0000000000O000O000ON0ONONooNooonoon
0000000000000 0000O000O000O000000000000’ 0000
0D0000' 00000000000000000000000000000000000
000000000000 0O00O0O000O000O0000000000000O0HNMR (40
OMHz, 0O 0O O-d,) & 9.27 (d, J=5.5 Hz, 1H), 8.59 (d, J=8.3 Hz, 1H), 8.44 - 8
.34 (m, 3H), 8.27 (d, J=8.5 Hz, 1H), 8.21 (ddd, J=8.6, 7.1, 1.1 Hz, 1H), 8.15 -
8.06 (m, 2H), 7.96 (ddd, J=8.4, 7.2, 1.0 Hz, 1H), 7.73 (d, J=8.5 Hz, 1H), 4.79 (
t, J=7.3 Hz, 1H), 2.06 - 1.87 (m, 2H), 1.72 (dquin, J=13.5, 6.7 Hz, 1H), 1.10 -
1.00 (m, 6H); LCMS (ESI) m/e 342.0 [(M+H)™, CogHo,NoO OO DO D000 342.2].
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00 0%H NMR (400MHz, 00 OO0 -dy) & 9.81 (s, 1H), 8.75 (d, J=0.5 Hz, 1H), 8.
68 - 8.61 (m, 2H), 8.61 - 8.53 (m, 4H), 8.41 - 8.36 (m, 1H), 8.35 - 8.30 (m, 1H)
, 7.67 (d, J=8.5 Hz, 1H), 4.76 (t, J=7.3 Hz, 1H), 2.04 - 1.86 (m, 2H), 1.71 (dqu
in, J=13.5, 6.7 Hz, 1H), 1.06 (dd, J=11.8, 6.5 Hz, 6H); LCMS (ESI) m/e 342.0 [(M
+H)*, CoaHo,No0 OO OO0 000 342.2].
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(d, J=2.0 Hz, 1H), 8.65 (dd, J=9.0, 2.0 Hz, 1H), 8.59 (d, J=8.3 Hz, 1H), 8.42 (

d, J=6.0 Hz, 1H), 8.27 (d, J=8.8 Hz, 1H), 7.67 (d, J=8.5 Hz, 1H), 7.61 (d, J=6.3
Hz, 1H), 4.75 (t, J=7.3 Hz, 1H), 3.42 (s, 6H), 2.03 - 1.84 (m, 2H), 1.70 (dquin
, J=13.5, 6.7 Hz, 1H), 1.05 (dd, J=10.2, 6.7 Hz, 6H); LCMS (ESI) m/e 336.0 [(M+H

)", CooHagNsd 0000000 336.2].

Do0o0o0Q0

Doooo

0000000000000 0000000000000000000000000000
0

Doooao

NH»

OooooooooooogogQgog
Oo0oooooooooood
OO0 ooDoogogogoooogod
Oooooooooooodg
Ooooooooooood
OO0 oDoDoo*® gogoooogod
Oooooooogoooogodg
Oooooooooooodg
OOo0oooooooooood
OO0 ooooogogogogoooogod
Oo0oooooooooodg
Oo0oooooooooood
OO0 ooDoogogogogoooogod
Oooooooooooogodg
Oooooooooooodg
OO0 oDoDoogogogogooood
Oo0ooooogogogogoooogod
Oo0ooooooooooodg
Oo0oooooooooood
OO0 ooDoogogogoooogod
Oooooooooooogodg
OooooooooQgooao
OO0 ooDoooggogoao
Oooooooggooao
OooooooogooQgooao
Ooooooooogooao
OO0 oooooggogooao
Ooooooogoogooao
OooooooooQgooao
OO0 ooDooggogogoao
Ooooooogoggooao
OooooooooQgooao
OooooooooQogooao
Oooooooggogooao
Oooooooogoogooao
Ooooooooogooao

ugbdobodooouobouobobdoooooobobobobooobobobonn
uoooboooooobooooboooooboboooooboooooooooao
0000000000000 O0OO0OO0O00OO0LeMS (ESI) m/e 411.1 [(M+H)™, CogH
ocoooooD0O 411.2].

OO0 oooooo0ooooogoggooo
Ooooooooooooogogooo
OO0 Do ooo4gogooDooggogoao
OO0 oooooo0ooooooggooao

W

iy
=

N
o
(2]
O

10

20

30

40

50



Oooooooooooaog
Oooooooooooao
OO0 ooDoogQgooooaog
Oooooooggooao
Oooooooooooaoo

O

Oooo0ooogoao
OOo0oooogogoao

O

Ooooooogoo
Oooooooogoogoo
OO0 oooogogogao
Ooooooogogoao
Ooooooogogogoo

O

Oooo0oooogoao
Oooooogoggogao

O

O

(59) JP 6441947 B2 2018.12.19

ooobOooooboocooooobooooboooooao
gboobooooooobobobonb

ugboobooobouobobobooboouoboobobooboodo
ooobOooooboocoooobooooboooooan
gboboooooboobobooooboboboboo
ugbobooooboobooboboobooobooboboobooao
ooobOooooobooocoobooobooooobooooooao

gboboobooboooooboboboboooooboo
uoboobooooboobooboboobooobooboboobooao
O00D0000D00O00™ NMR (400MHz, OO0 OO -d,y)

5 8.55 (d, J=8.3 Hz, 1H), 8.46 (d, J=2.0 Hz, 1H), 8.29 (d, J=9.0 Hz, 1H), 8.18
(dd, J=8.9, 2.1 Hz, 1HM), 7.97 (dd, J=6.8, 0.8 Hz, 1H), 7.67 (d, J=8.5 Hz, 1H),
7.42 - 7.35 (m, 2H), 4.75 (t, J=7.3 Hz, 1H), 2.02 - 1.84 (m, 2H), 1.69 (dquin, J
=13.5, 6.7 Hz, 1H), 1.04 (dd, J=10.5, 6.5 Hz, 6H); LCMS (ESI) m/e 307.0 [(M+H)*

, CioHosN,0 0000000 307.2].
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Hz, 1H), 8.47 - 8.40 (m, 2H), 8.33 (d, J=8.8 Hz, 1H), 8.23 - 8.12 (m, 2H), 8.07
(d, J=1.3 Hz, 1H), 7.86 (dd, J=6.0, 1.8 Hz, 1HM), 3.26 (d, J=6.8 Hz, 2H), 2.42 -
2.26 (m, 4H), 1.05 (d, J=6.8 Hz, 6H); LCMS (ESI) m/e 348.0 [(M+H)*, C,1H,oN50,

OOoo0oDoOoOO0oOgno 348.2].
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.48 - 1.62 (m, 4H), 1.30 - 1.40 (m, 2H); LCMS (ESI) m/e 341.2 [(M-H)~, CooHoy

ooDDOoO0O0, 341.2]; LesvsoonoO (MOE): tg = 2.250 ; HPLCO O OO (O

gboboooobobobobooooboobooboboboboooobonb

O

goo
goad
uod
goo
g 0O
goad
ogoo

OoooooOoogao
OO0 ooogogaog
Oooooogogaog
OoooooQgogo
OoooooOoogao
Ooooogogaog
Oooooogogao
OoooooOoogao
OOo0ooogogaog
Oooooogogao
OoooooQogogao
OoooooOoogoaono

0000000000000 O00000000000
000000000000 0O00O00O0000000000
LCMS (ESI) m/e 345.0 [(M+H)*, C,5HoBrFzN,00 00 0000

4)

0Oo0o0oooo
Oooooo

N
NZ | 1|l

S =
o
N
NH,

ooooo
Oooooo0oo
Oo00oo0Ooo
Oo0oooo
Ooo0oooo
Ooooo0oo
000000
ooooo
ooooo
ooooo
0000000000000 O0O000O0O0O0D0ODOOO0On
0000000000000 O0000O0O0O0D0D0O0O0n
00 0™ NMR (400 MHz, CD50D) & ppm 8.91 (d, J =
Hz,
0_
, 1
N,O
0C): tg = 9.990 ; HPLCO O O O (O OD): tg = 9.700 .
Oooooo0oo
ooooo
ooooooooao
0000000000000 0D0DD0DO0OO0O0OD0ODOOO0O
ooooo

O N/|

N X
F i H =
N
F NH,

ooooo
0000000000000 D00D0O0O0D0O0DD0OO0O0n
0000000000000 D00D00OO0D0O0DDOOO0Dn
0000000000000 000O0O0O0O0D0ODOOO0n
0000000000000 00D0O0O0D0O0D0D0OO0O0n
0000000000000 D00D0D0O0D0O0DDOOO0Dn
0000000000000 O0O00O0O0O0O0ODDOOOOn
0000, 00000000000000000000O0
0000, 00,00000000000000000O0
00000000 O0O0OoO0O0o0n
0000000 O0O00OOoO0aOo
000000000000
0, 345.0]; LC/MSO OO O (O OE): tg = 2.040 .

10

20

30

40

50



O 0O oo
O Oooo
O Oooo

O
O
O
O
O
O
O
O
O
O
O
O

OO0 ooDoogogooooogd

O
0

OO0 ooooogogoooooggogo
Oo0ooooooo0oooooogoggoo
OoooooocooooooooQgoao
OO0 ooooog4Qogooooggogaog
Oo0oooooo4o0oooooggogoo
Ooo0oooooo0ooooogogQgoo

Ooooooooooooogoao

Oo0ooDooo4gogoooooggogao
oo oooooo0ooooogQgoo
Ooooocooooooogoooao

O
O

583.

N
W
bl

; LC/MsO O O

OoooooooooooooooooOod

Oo0o0ooDoodUoooDoodUoooDoooo4dooooogogogaog
Oo0oooooooooooooooDoDooo4ogooooogoggogao
Oooooooooooooo0ooooooooooDooogoao

OoOoo0oooodgdg
OOoooooggdg
OooooogQgdg
Oooo0oooQdgdg
OO 0oOo0oggdg
OooooogQgdg
OoooooogQg™g
OoOoo0oooodgadg
OoOoooooggdg
OoooooogQgdg
OoOoo0oooodgdg
OOoooooggdg

ooooboocooooodg 00
gbooboobooobooooood
oooooocoooooooonn
gbooooboboooooo
gboobooboobooooooag

e [ e e ey e [ [ [ |
[ R e ey [y [y |

(75) JP 6441947 B2 2018.12.19

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

goobOooooooOocooooboooooboog
gboboooooboboboboobobobao
ubobooooobooboboboooboobobao
gooboooooooocoooobooooobooo
gooboboooooboooooboodg,boOgd
ugbooboooooboobobobooobobobao
uybdooboooouobobobooboouoboboabada
goobooooooocoooobooogooboog
gbobooooobobobobooobobobao
uboobooooobooboboboooboboabada
goobOooooooOocoooobooog,boOgd
gboboooooboboboboobobobao

oooooboooooooboboooooooooonon
gooboooooooocoooobooooobooo
goobooooooocoooobooogooboog
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8.72 (s, 1H) 8.52 - 8.58 (m, 2H) 8.45 (d, J = 1.6 Hz, 1H) 8.21 - 8.31 (m, 4H) 7
.90 (d, J = 8.0 Hz, 2H) 7.64 - 7.69 (m, 2H) 4.75 (t, J = 7.2 Hz, 1H) 1.88 - 2.03

(m, 2H) 1.69 - 1.76 (m, 1H) 1.05

- 1.09 (m, 6H); LCMS (ESI) m/e 479.2 [(M+H)*,
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8.8 Hz, 1H), 7.96 (m, 1 H), 7.88 (dd, J = 4.4 , 1.6 Hz, 2H), 2.69 (s, 3H).
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0000000000000 0000000000000000000000000000
000000000000 0O000000000000000000000000000
0000000000000000000O0LCMS (ESI) m/e 313.0 [(M+H)™, CycH,oBIN,
o0000D0000, 313.0]; LC/MSO O DO (0 OB): tg = 1.180 . *H NMR (400 MHz,

DMSO-dg) & ppm 10.12 (s, 1 H), 8.78 (m, 2H), 8.53 (m, 1H), 8.43 (s, 2H), 8.34 (
s, 1H), 7.95 (m, 2H).
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75 (m, 1H) 1.00 - 1.12 (m, 6H); LCMS (ESI) m/e 350.2 [(M+H)*, C,oqHo,N50,0 O O O
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000,00, 00000000000000000000000000 000000
0000000000000 000000000000000000000’ 00000
0000000000000 000000000000000000000000000
000000000000 0000000000000000O00LCMS (ESI) m/e 503.2
[(M+H)*, CooHasN,0,S0 0000000, 503.24]; LC/MSO 0O O (O O E): tg = 2.08
0D.0000000000000000
Do0o0o00
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D000’ 0000000000000 00000000’ 0000000000000
0ooo
000000000000’ 0000000000000000000000000000
0000000000000’ 0000000000000 00000000000000
0000000000000 000000000000000000000000000
0000000000000 0000000000000000000000000 O
00000000’ 0000000000000000000000’ 00000000
0000000000000 0000000000000000000000000000
0000000000 NMR (400 MHz, CD50D) & ppm 8.50 - 8.55 (m, 1H), 8.30 - 8
.33 (m, 2H), 8.20 (d, J = 1.6 Hz, 1H), 8.00 (dd, J = 8.4,1.6 Hz, 2H), 7.85 (d, J

= 8.4 Hz, 1H), 7.76 - 7.80 (m, 1H), 7.67 (d, J = 8.4 Hz, 1H), 7.49 - 7.53 (m, 1
H), 4.74 - 4.78 (m, 1H), 2.29 (s, 3H), 1.93 - 2.04 (m, 2H), 1.72 - 1.75 (m, 1H),
1.06 - 1.10 (m, 6H); LCMS (ESI) m/e 399.2 [(M+H)*, C,oeH, N, 0000 D000 OO, 3
99.2]; LC/MSO O OO (0D OE): tg = 1.700 ; HPLCO O OO (O OD): ty = 6.600 ; HP
LCOODODO (0OC): tg = 5.800 ; OO OHPLC (D0 OC1): ty =8.340 . 000000
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- 8.60 (m, 1H), 8.30 - 8.35 (m, 1H), 8.21 - 8.26 (m, 2H), 8.00 - 8.04 (m,

2H), 7.87 (d, J = 8.4 Hz, 1H), 7.78 - 7.83 (m, 1H), 7.68 (d, J = 8.8 Hz, 1H), 7.
51 - 7.55 (m, 1H), 4.76 - 4.79 (m, 1H), 2.31 (s, 3H), 1.92 - 2.04 (m, 2H), 1.72
- 1.76 (m, 1H), 1.06 - 1.10 (m, 6H); LCMS (ESI) m/e 399.2 [(M+H)™, C,gH,,N,00 O

ugonf

000, 399.2]; LC/MSO OO O (O OE): tg = 1.690 ; HPLCO 0 O O (O O D):

tg, = 6.660 ; HPLCO O OO (0 OC): tg = 5.600 ; 00 OHPLC (0 0 B2): tg = 6.710
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m, 1H), 8.35 (d, J = 8.8 Hz, 1H), 8.24 (d, J = 1.6 Hz, 1H), 7.98 (dd, J = 8.4, 2

.0 Hz, 1H), 7.80 - 7.89 (m, 1H), 7.75 - 7.78 (m, 2H), 7.69 - 7.72 (m, 1H), 7.50
- 7.54 (m, 1H), 7.13 (s, 1H), 4.78 (t, J = 7.2 Hz, 1H), 1.91 - 2.01 (m, 2H), 1.
70 - 1.74 (m, 1H), 1.05 - 1.09 (m, 6H); LCMS (ESI) m/e 357.2 [(M+H)™, CozHoeN,0

uod
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oooo, 357.20]; Le/vsO OO0 (OOE): tg = 1.660 ; HPLCODODODO (O OD
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(m, 1H) 8.36 (d, J = 8.8 Hz, 1H) 8.25 (d, J = 2.0 Hz, 1H) 7.99 (dd, J = 8.4, 2.
0 Hz, 1H) 7.85 - 7.90 (m, 1H) 7.70 - 7.80 (m, 3H) 7.51 - 7.55 (m, 1H) 7.13 (s,
1H) 4.77 - 4.81 (m, 1H) 1.90 - 2.03 (m, 2H) 1.69 - 1.76 (m, 1H) 1.05 - 1.10 (m,
6H); LCMS (ESI) m/e 357.2[(M+H)™, CogH,eN,0 0000000, 357.20]; LC/MSO O O
0 (OOH): t, = 1.640 ; HPLCO O OO (0D OA): tg = 9.610 ; HPLCO OO O (O O B)
T tg = 11.280 ; 00O OHPLC (0 O B1): t, = 8.260 .
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.85 (m, 1H) ,1.10 - 1.15 (m, 2H), 0.75 - 0.85 (m, 2H).
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Oo0oooooooooogoggog
OoooooooooooQgdg
OO0 0o oogoguooooogdg
OO0 ooooooooooggog
OoooooooooooQgg
Ooooooooogooooao
OOo0oooggoooao
OoooooogoQgoo
Oooo0oooQgoo
Oo0Doooogogogao
OOoooood
OoOoo0ooood
OO0Ooo0oo0oood
O O0Oo0oooogod

OO0C): tg =4.740 ; HPLCO O OO (O OD): tg = 5.840 .

gbooooao

g

goobooooobood
gbobooooobooboboboboooooboboboboooooboobobonOp
ugbooooooboobobobooooobobob oboboobooobooo ooboog
oooooo oooboooooobobooobobo oooboooopwDbOOoOoOoDbDODOO
gbooboooooogoobgoboboboooobobobobobooooobuobobao
oo, o00d00o0b0o0oooooocooooocooobooooooocooobood
ooooooooobooooobooooooboobooboooobooboooobooooobooo
gooboooooobooocooboobooboooobooopb0OO0OO0OO0ODb0 ODCOOODbDOObOOO
gboobooooooobgobobobooooboobobobobooooobobobao
ugbooooooboobobooouobobobo boboboboooboobobonob
oooboooooobooooobooooooboobooooobobooooboboooobooo



s e s [ Y Iy

Oooooooo0ooooo o0 oDoDooo0o oo onDoDoDoo0ooooDoDo*®4o0o0oDooooooooofdg

OOoo0ooooo

Y o

O 0o o

e e o

Oooooogogoo

O Ooooooaog
OOoo0ooooao
OOoo0ooooao

Oooooooooooo0UooDoDooUooUoooDoDoDooooDooogogoaog

Oooooooo0oooooo0o oo oDooo0 oD oDoDooo0 oo oDoooooooDoDoooooooogodg

O0Ooo0ooodo
O Ooooo
O oOoooo
OoOoo0ooo
O 0OoOooo
O oOoooo
O oOoooo
O 0Ooo0oo0oao
O oOoooo
O oOoooo
O 0Ooo0ooao
O 0Ooooo
O oOoooo
O oOoooo
O 0Ooo0oo0oao
O oOoooo
O oOoooo
O 0Ooo0ooao
O 0Ooooo
T OoOoodg
OoOoo0ooo
O 0Oooo
O oOoooo
O oOoooo
O 0Ooo0ooao

OoooooooooooogoogoooOoao

(87)

JP 6441947 B2 2018.12.19

gbobooooooooobobobooboooboobooboboboobooao
goooocoooooooooobooboooobooooboboooobooo
pyoOoooooobOoooobooooooboobooooboooooooooao
upobobooboooogobobobotboooobooobooboboboboo
gbobdoobooooooobobobdoboooooboboboboobooo
g p0O0oooOCOcOoOoo0obOoooobobobooooboooooboooooan
gooobooooooooooobbo,pgp0bOO0O0O0bODbOOO0OO0OO0ODbDOnOd
gbobooobooobood

gbobobooooboobooboboooobooboobobooooboono oo
ubouoouobouobobooboouobouoboboboboodg ooooobooaao
goooOocooooooooooboboooobooooboboooobooo
gbobooooooogobobobobooooooboobobobobooo
gbobdoobooooooobobobdooooobooboboboboooo
goooocooooooooooboooopbOOCO0OO0OODOO0OOOpDOOO
gobobob0 oboobooooobobobobooboooboobobobooo
gboobooooooooboobopdobooboboobobobobooo
ooooocooooooooooboboooobopoOoboDbDOO0OOoOoDbDDOOO
goooOocooooooooooboboooobooooboboooobooo
gboboobooobooooooboobobooooboobobo bobooboooao
ugboobooboooboob ooobobobooooboobobooboooad
goooboocoooobooooooobobooooboocooboboboooobooo
gbobooooooogobobobobooooooboobobobobooo
gbobooobooooobobobdoboooboobooboboboobooao

oooobooooooobooooboboooooobobooooobDo ooobooo
gboo0 boooobobobobooooboboboboooooboo
ooooboo,0b0oo0o0oooooogooao

O

OooooooooooOgoogoao
OoDoDooogooooooggogao
OoooooooooogoQgogoao
OooooooooooQgoogoao
Oo0DoDooooooooggogao
OoooooooDooogog<=® goo

g
u
O

OooooooooooQgoao
OoooooooooooOgoogoao
OooDooooooooggogao
OoooooooooogoQgogoao
OooooT®T 0o0oogoogo

OoDoDoocooooo<*® »googo
OoooooooooogoQgogoao

O 0Oooo

g
u
O

g
u
O

ogdd

g
u
O

g
U
O

g
u
O

ogdod

a
u
O

g
O
O

g
u
O

Oooooooogdg
Ooooooogodg
OOooooogdg
Oooooooogg
OooooooQgodg
OO0 oooogdg
Oooooogg
OooooooQgdg
OoOoooooOgodg
Ooooooogdg

O
O
O
O

O
O
O
O

O
g
U

ooooo0O0oO0 oooboooobooooooaon
oboooooooboao
uboooooobod
goooooooao
oboooooooao
uoboooooboooad
oooooooooaon
gboboooogao
oboooooooao
gbobooooobobooboboop0OOO
oogd

Ooooooogdg
OooooooQgodg

ooooooooao
ooooooooao
ooooooooao
ooooooooano

oo ooboooao
gooooooooao
oooobooogo
ooooooooao
oooon0O ooaod

10

20

30

40

50



(88) JP 6441947 B2 2018.12.19

oo obobobooboo booooobobob oboobobobooooboobobonob
ooooooooobooooooooooobooooobooooobooooobooo
ooooboooooobopb0bOOOO0OO0O0 OCOOODODODOOO0 ODDODOOOODODOO
gboobooooooobgobobobooooboboboboobooooobobobao
ugbooooooboobobooouobobpbO0obOob0oob ODOoOoOOobobob
ooobOoooobooo0 booooobooOooooOobOoOoOooobOooOooboobooOoo
goboobooooooooboboboooooobobobobooboobooboboboon
ugbooboooooboobooboboobooooboboboboobooooobobobaa
ooooooooobooocooobooboooooboooobooOooooboboOboooooboooo
goboboooooooobgoboboboooobobobobobooooobobobao
ugboooooooboobobobooo ocbooooobooboboboooobobonob
ubdood bobdoobdob obooboooobuoboboboboobouobuobobada
gooobooooooboooooboooooooboooooboocooobooooboOooo
ogbooo bobooooobobobobooooobobobobooooobobonb
ooo0o0OD0ODOOO0O0O0O0O0oOooooOOoOODODDDOO0OO0OOYrocker b DO0OOODOOOOOO
oooooao

gpboooog
gboobooooooobooboboboooobooboobobooboooooboobobaa

ooooOoocooooboooobooooooboooooobooooobooOoobobooOoo

gooobooooooboooooboooooooboooooboocooobooooboOooo
gboooooooboobgobobobooooboboboboobooooobobobao
ugboooooobdo ocobooboboboooooboboboboooboobobonon
ooooboooooobooooobooooooobobooooboboooobobboooobooo
gboobooooooobgobobobooooboboboboobooooboobobobao
ugbooboooooboobooboboobooooboboboboobooooobobobaa
oooobooooooboooooboooooobooboooooboboooobobooooobooo
ooooooooobooooooooobob g, pp0O0bOO0O0O0ODODOOOO0ODbDOOO
gooooodoooboooooooooooboooooboooobo,, p0oobood
ooooooooobooooooooooobooooobooooobooooobooo
oooooao

10

20

30



gooao

EimpliS5

IC5(nM)

oo (T o |T

[
[\~]

L0 =1 |G| | WD =

[
o=

[a—
[—

o
[\]

[
%)

(S
[1-N

[
52

[
=7

[
=]

[
o]

[
Lo

[\
[

[\
J—

[\
[\

[\l
¥

DS
1=

C |0 |0 |T T |0 |0 |0 |T0 (0 (kT T T T e

(89)

JP 6441947 B2 2018.12.19

10

20

30



25

26

27

Z8

29

30

31

32

33

34

35

36

37

38

TR R TR e O |Te T 0 TR

39

[
TN

40

41

42

43

45

46

o |T T | T|T|e |0

47

1200

48

49

50

(90)

JP 6441947 B2 2018.12.19

10

20



(91) JP 6441947 B2 2018.12.19

gboooooooan

(51)Int.CI. oo
OoOooo 31/506  (2006.01) Oooo 3506 O0OO0 ooooo
OoOoOO 43/00 (2006.01) Oooo  43/00 0000 ooooo
oOooo 25/28  (2006.01) 0000 25/28 0000 ooooo
oOooo 25/18  (2006.01) oooo 25/18 0000 ooooo
oOooo 25/24  (2006.01) Oooo  25/24 0000 ooooo
oooo 29/02  (2006.01) oooo  20/02 0000 ooooo
oooo 25/04  (2006.01) oooo 25/04 0000 ooooo
oOooo 25/16 (2006.01) oooo 25/16 0000 ooooo
OO00 413/04  (2006.01) 0000 413/04 0000 ooooo

(72000 ODoooooogoooo
ubobdobobooboboboboobobobobooboboboooobobooa

(72000 ODOOOOOOoOooooo
gbobobobobobobobobobobobobOoboboboboboboboboon
gbobobobobobobobooboboboboobobooao

(72000 0ODOOOOoOoOooo
ooboooobooobbooooooboobooooboobooooboooboooooobooao
gboboboboboboboboobobobobobobooo

(72) 000 OOOC0OOoOoooooooo
oobooooooobbooooooboobooooboooboooobooobooooooobooaon
gboboboobooboboooooboooo

(72000 ODooooooooooo
goboooooooboboooooobooboooobooboooobooobooooooooan
gboboboobobobooobooboooo

(72) 000 0ODODOOoooooooooooo
vbubdbdobobobobobobabuobobobobobobobobobobaban
oobooooooobooboooobooobod

(72) 000 ODoOoocoooooooooo
vbobdobobobobobobobabobobobobobobobobobobaban
oobooooooobbooooooboobooooboooboooobooobooooooobooaon
goobobobobo

(72000 ODOOOoOooOoooooooooogo
oobooooooobbooooooboobooooboobooooboooboooooooobooaon
gboboboboboboboboboboboboboboboboboboboboboon
gboboboboboboboboboboboboboboboboobao

goo ooooo

(G6) 0000 DODOOooooOoOoooooooooooooon
O0000oooooooooooooooooooo
O0000oooooooooooooooooood
Oo0000ooooooooooooooooooooooooo
SCOTT H WATTERSONCINOVEL INHIBITORS OF IMPDH :A HIGHLY POTENT AND SELECTIVE QUINOLONE-
BASED SERIESCIBIOORGANIC & MEDICINAL CHEMISTRY LETTERSOPERGAMOND DO OO OCCOOOO
O OVOL:13, NR:3,[0PAGE(S):543 - 546010100 0 Ohttp://dx.doi.org/10.1016/S0960-894X(02)
00944-7
DATABASE PubChem Compound[online] NCBI; 20 August 2012, Database accession no.CID60028



(92)
612

(58)000000(Int.cl.0000)
0ooQ
0ooo
00000000000000000000

JP 6441947 B2 2018.12.19



	biblio-graphic-data
	claims
	description
	overflow

