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TH NMR (CDClg) & 1.42, 1.47 (9H, sx2), 3.51 (2H, m), 3.59-3.65 (2H, m), 3.73-3.7
(2H, m), 3.88-3.96 (2H, m).
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mL, 35.8 mmol0 0 0 0000030000000 000000000000000O0 10%
000000000000 00O00000000000000000000000000
000000000000 000000000000000O0000000000000
000012.7 g0 0083%I 0000
TH NMR (DMSO-dg) & 1.42 (3H, t, J = 7.2 Hz), 2.34 (3H, s), 4.43 (2H, q, J = 7.2
Hz), 5.08 (2H, s), 5.21 (2H, s), 6.88 (I1H, d, J = 8.1 Hz), 7.33-7.38 (6H, m), 7.
85 (1H, d, J = 8.1 Hz), 11.38 (1H, s).
0Dooooo
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00000000000 01.95g, 14.6mmol0 000010000000 0000000O0
O000DO00O00D0DO00THFOODOODOODOODOOODO10%0 0000000000000

ooo0odoooooobooo0oooooD b0 oDooooDob oo ooOooobO
0000000000000 bu0obobDO0obO0oDbOoDbes82 mgh OO 51%0 OO OO

TH NMR (DMSO-dg) & 1.44 (3H, t, J = 7.2 Hz), 2.39 (3H, s), 4.47 (2H, q, J = 7.2
Hz), 4.97 (2H, s), 7.61 (1H, d, J = 8.5 Hz), 8.00 (1H, d, J = 8.5 Hz), 11.54 (1H
, S).
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00O
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TH NMR (DMSO-dg) & 3.21 (2H, m), 4.62 (2H, m ), 7.10 (1H, d, J = 8.1 Hz), 7.51 (
1H, d, J = 8.1 Hz), 7.89 (2H, br), 12.27 (1H, br).
Oooooao
gooong
000 3-000-6-000000[2,3-b]0000-2-00000000
Oooo0oao
ooooo
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mol0D0OO0ODOO0OO0OD30000000000000000D00D0DO00D0DO0OO0OoDO0Oo0DoGoOan
0000000000664 9g00097%0 00000000000
1H NMR (CDCl3) & 1.39 (3H, t, J = 7.2 Hz), 2.68 (3H, s), 4.36 (2H, q, J = 7.2 Hz
), 5.89 (2H, br), 7.16 (1H, d, J = 8.3 Hz), 7.81 (1H, d, J = 8.3 Hz).
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TH NMR (DMSO-dg) & 1.51 (9H, s), 2.58 (3H, s), 7.32 (1H, d, J = 8.4 Hz), 7.78 (1
H, d, J = 8.4 Hz), 10.12 (1H, s).

0Dooooo

Doooo

2-[(tert-0 0 0000000)IO00]-6-000000([2,3-b]0000-3-00000 10
0Doo0o00oo

goooao
HoOC ©

Me NS H Me' e

ooooon

0o0oooo0ooDoDoDdtert-0 00 (@B-0O00O-6-000000[2,3-b]JO00O0O0O-2-00
YO oOoGOoononoo9.07 g, 264mmol0000THFO 8 mLO OO0 OdO1.6e M n-O00 00000

oobooooo38mL, 60.7mol0 00000000 -78000000000D00O00CGDA1O
goooooooboogooboogoboboboooboboo-10boOoobboooban 20
goooboooooboooooboilboooooboooobboooobooooobobooan
cooocoooooobooogov/svwO0oOoDbOoO0O0DO0OlIxD00DO0OODODODODOODODOO
goobooogoobobboogoobbOeb1tghbo8OD 000D OOOODDOO

00 162-1630
El1(pos) 309 [M+]"
IH NMR (DMSO-dg) & 1.53 (9H, s), 2.50 (3H, s), 7.29 (1H, d, J = 8.3 Hz), 8.37 (1

H, d, J = 8.3 Hz), 11.26 (1H, br s).
000000
ooooQo
2-000-6-000000([2,3-b]J0000-3-00000 000000000 30
000000
ooooo
Hooc
Me” "N~ S
000000

00000000000 2-[(tert-000000000)I0O0]-6-000000[2,3-b]
00O00-3-00000010.29g, 33.1mmol00000000000000100000
0000000000000 0O00O00O0O0O00O0O0O0DO0DO0ODONODOODONOoOOoOoOoooaO

06.76 g0 00 63%0 0000 40
1H NMR (DMSO-dg) & 2.46 (3H, s), 7.14 (1H, d, J = 8.1 Hz), 8.07 (1H, d, J = 8.1

Hz).

0OO00OD0OC; 41.00, H; 2.81, N; 8.69

OO000C; 41.29, H; 2.82, N; 8.75.

oooooao

0oooaog

2-000-83-000-5,6-000000D0C

oooooo



goooogao

(56) JP 2009-196966 A 2009.9.3

ozl dooocooDbboO0oooooooosomlO000OD0O0OO0O0O0O0OO0OS380mlOOO
OoDOob02-0000020.9¢g, 2920 mmolD 00 O000O0ODO023.09, 310 mmol0 O D0 O0OO
go4-500 00000400000 000000O000DDO6ODDOD0O0OODODOO0OO0OGDO

oooobDDbOO0O000z2-0

oooooao

00014.1 g, 168 mmolD 0 OO0 OO0 DO O 12.3 m

L, 124 mmol0 O D0 OO0 7.50 g, 124 mmol0 000336 MO0 0017000000000

oooobDbOes0Oonoan
gooboooobboboag
gogoboooogbobobodod
gloo0de0 000000
goobobooobobbooag
goobooooboboobood

0000000oi16.1 go
H NMR (DMSO-dg) & 2.28
oooooao

ooooag

0ooQg 3-000-5,6-00
oooooad

ooooao
NH,
Me OEt

B
Me” N° S O
OooD0Ooo
Oo0O00DOoO0o0O0oD0Oooao
ODO0O0D0DO00DO0O0DO0O0aO
'H NMR (DMSO-dg) & 1.29
H, q, J = 7.2 Hz), 7.17
Do0o0O0o
Doooano
O0Q0 3-000-5,6-00
Oooo0oo
Oooooao

Br

Me:]jqilj§>—<?Et
Me” "N° S O
ODo0oDOo

gogobobooooobobodd

OD0DO00[2,3-b]J000D0O-2-0000

TH NMR (DMSO-dg) & 1.35
H, q, J 7.0 Hz), 8.03
0ooo0ooo

0ooooo

ooooOao

ooobooo
gogobooaad
oooooOao
gooooo
gooobooad
oos33m0On0

zembOOOODODOGOOoOOODODOODO0OO0OOO0OOGOno

g goooooobobboooooboooooan
ooocooboboosom0OO0O000OO
goocoobobooooooooooobooao
goooooooboooobooooobno

gooooooobobooooooooooan

O0Ooo0oo0ooao
O Ooo0ooao

u
O
g
a
O

O

(3H, s), 2.50 (3H, s), 8.22 (1H, s).

cooo0[R2.3-pjoood-2-00000000

0oooooo
Ooooooo
(3H, t, J =

(2H, br), 8.

00000000 02-000-3-000-5,6-00
0 83%0

7.2 Hz), 2.34 (3H, s), 2.53 (3H, s), 4.25 (2
24 (1H, s).

cooo00ER.3-phjoood-2-00000000

gogooano

O O

(3H, t, J
(1H, s).

3-000-5,6-0000000[2,3-b]0

ooocooao

000000000000 3-000-5,6-000
00000000000 O0000048%0
7.0 Hz), 2.44 (3H, s), 2.61 (3H, s), 4.38 (2

ooo-2-00000

10

20

30

40



(57) JP 2009-196966 A 2009.9.3

Oooooao
Br
Me OH
B
Me” "N~ S O
0OOoo0O00o

000000000000 00O0O0O00O0O000O0O000O0O00O0 3-000-5,6-000
00O00[2,3-b]J0000-2-0000000000000000000O000 99%0
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(1H, m), 7.65 (1H, dd, J = 9.2, 2.5 Hz), 7.75 (1H, dd, J = 8.9, 4.5 Hz).
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0, 2.5 Hz), 7.18 (1H, d, J = 2.5 Hz), 8.10 (1H, dd, J = 9.0 Hz), 10.65 (1H, br).
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TH NMR (CDClZ) & 1.53 (9H, s), 3.80 (3H, s), 7.02 (d1H, dd, J = 9.0, 2.5 Hz), 7.
50 (1H, d, J = 2.5 Hz), 8.11 (1H, d, J = 9.0 Hz), 10.82 (1H, br).
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TH NMR (CDClg) & 7.37 (1H, dd, J = 8.7, 2.1 Hz), 7.86 (1H, d, J = 1.9 Hz), 7.89
(1H, d, J = 8.9 Hz), 7.99 (2H, br), 12.37 (1H, br).
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TH NMR (CDCl3) & 1.46 (3H, t, J = 7.2 Hz), 4.49 (2H, q, J = 6.91 Hz), 7.81 (1H,
d, J = 8.3 Hz), 8.40 (1H, d, J = 8.3 Hz).
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E1(pos) 612 [M+H]™

oooooao

goooaod

1-(3-{[4-(1",3"-0 000000000000 [0D0000-3,2-0000 [1,2-a]0 00O
0ooj]-1-00)H)ooooD-1-00jooDo0o0o0-6-0000-1-00000000-2-00)
-3-0 0000

ooooon

o

O Ooo0ooo

10

20

30

40



JP 2009-196966 A 2009.9.3

(75)
ooooOooao
Me
0
0
v © NL:>
OGNH 0
NH
f’
Me
Ooo0o00o0oaoao
0dodoooooooDodtert-0 00 GBH{[4-(1",3"-0D00O0D0DDODOOO0ODODOOO[OO
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3.80mmol0 00000000 C0OCO0O0O0D000000ODDOOOOOOO0O0O0O000O
0000000000000 0180 mgd O 0O 82%0 0 0 O O

El(pos) 582.2 [M+H]*

Ooo00Q0O0

Doooo
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allONotlO OO OOOOOOODNAD OO DOODOOQOSsSalld NotlD OO 0O O pFAST-BacHTc
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