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LC-MSO m/z0 205 [M+H*]O RTO 4.36 (LC-MS O O 2)

TH-NMRO & ,, (400 MHzO dg-DMSO) 7.74 (1HO dO J 5.52 Hz)O 8.70 (1HO dO J 5.52 Hz)
0Do0O0O00o

ooooo 3

DoO0O0Oooo0ooo
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0000 20000 (3.0g014.6 mmol)0 1,4-0 00 0 0 (200 mL)O O O O K,CO5 (4.0
gd29.3mmo)0C0 @O M0 000OCODODODCOODODOCOODODODOOODODOOOODDOOOQ
-0000000)-0000000 (5.0 m0 14.6 mmol)d O O PdCI,(PPhg), (500 mgd O.
731 mmol)J 0 0C0O0O0O0C0O0O001000000000000000100 00300000
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(Re0 0.590 DCM)D 0 0 0 0 210 31 ((ReD 0.140DCM)0 0 0 0 0 0 0 0 0 100 200 O O
00000000000 000009%0000000 000002-000-4-(1"-000
0-000)-000([3,2-d]000002.28 g (65000)0000

LC-MSO m/z0 241 [M+H*]O RTO 3.38 (LC-MS O O O)

TH-NMRO & ,, (400 MHzO dg-DMS0) 1.49 (3HO tO J 7.03 Hz)O 4.11 (2HO qO0 J 7.03 Hz)
0 4.88 (1HO dO J 2.51 Hz)O 5.76 (1HO dO J 2.51 Hz)O 7.59 (1HO dO J 5.52 Hz)O 8.6
2 (1HO dO J 6.02 Hz)
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00000-4-00000000 (325 mg054000)I 00000

LC-MSO m/z0 243 [M+H*]O RTO 2.92 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 1.41 (3HO tO J 7.03)0 4.50 (2HO qOd J 7.03 Hz)O 7.
72 (1HO dO J 5.52 Hz)O 8.76 (1HO dOJ J 6.02 Hz)
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0000 40000 (200 mgd 0.824 mmol)INMP (4 mL) OO O OORL OO0 (2.47 mmol
Y OODODODDODODODOOD130003000000000RL OO0 (2.47 mmo)O OO O
130 00000003 00000000000000000000DCM (20 mL)0 000
0000000000000 x 10 mL)I 00O O MP-TsOH (1g0 Argonautd O O O DCM

000O0O0D00)I00000000DCM (30 mL)d OO0 00 (7N NHgd MeOHO O (2 mL) +
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LC-MSO m/z0 301 [M+H*]O RTO 2.44 (LC-MS O O O)

TH-NMRO & ,, (400 MHzO dg-DMS0) 3.97 (3HO s)0 4.60 (2HO dO J 6.02 Hz)O 7.28 (1HO
dd J 5.52 Hz)O 7.31 (1HO m)O 7.77 (1HO m)O 8.14 (1HO br s)O 8.34 (1HO dO J 5.52
Hz)O 8.42 (1HO m)O 8.60 (1HO br s)

0Doo0ooo

ooooo 6
2-(1-0000-3-00-000000)-000([3,2d]00000-4-00000 0000
000

LC-MSO m/z0 315 [M+H*]O RTO 2.47 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 1.51 (3HO dO J 7.03 Hz)O 3.96 (3HO s)0 5.21 (1HO
m)0J 7.24 (1HO dO J 5.52 Hz)O 7.31 (1HO m)O 7.83 (1HO dtO J 7.530 2.01 Hz)O 8.19
(1HO br s)0 8.31 (1HO dO J 5.52 Hz)O 8.39 (1HO ddd J 5.020 1.51 Hz)O 8.66 (1HO d
0 J 2.01 Hz)
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LC-MSO m/z0 345 [M+H*]O0 RTO 2.52 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 1.52 (3HO dO J 7.03 Hz)O 1.81 (4HO m)O 3.52 (2HO
m)0J 3.82 (2HO m)O 5.17 (1HO m)O 7.19 (I1HO dO J 5.52 Hz)O 7.31 (1HO m)O 7.80 (1H
O dtd J 8.030 2.01 Hz)O 7.84 (1HO dO J 7.53 Hz)O 8.24 (1HO dO J 5.52 Hz)O 8.40 (
1HO ddO J 5.020 1.51 Hz)O 8.63 (1HO dO J 2.51 Hz)
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00
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LC-MSO m/z0O 314 [M+H"]O RTO 1.59 (LC-MS O O O)

TH-NMRO & ,, (400 MHzO dg-DMSO) 1.15 (3HO tO J 7.07 Hz)O 3.38 (2HO g0 J 7-07 Hz)

0 4.70 (2HO br s)0 7.22 (1HO dO J 5.56 Hz)O 7.34 (1HO ddO J 7.830 4.80 Hz)O 7.80
(2HO m)0O 8.32 (1HO dO J 5.56 Hz)O 8.43 (1HO dO J 4.55 Hz)O 8.64 (1HO s)O 8.81 (

1HO br s)

ooDoooo

ooo 9

[2-[ (000 -83-00000)-000]-0cO00[8,2d]O0O00D0O-4-007]-0D0O00CDO-=-2

-00-0000

Oooo

NH
x

P

N

10

20

30

40

50



(16) JP 2010-540424 A 2010.12.24

LC-MSO m/z0 340 [M+H*]0 RTO 2.42 (LC-MS 0O 0O O)

TH-NMRO & ,, (400 MHzO dg-DMSO) 1.81 (4HO m)0 3.54 (2HO tO J 6.53 Hz)O 3.78 (2HO
br s)0 4.60 (2HO dO J 6.02 Hz)O 7.23 (1HO dO J 5.52 Hz)O 7.32 (1HO m)O 7.74 (1H
0 dOd J 7.53 Hz)O 7.88 (1HO tO J 6.02 Hz)O 8.27 (1HO dO J 6.02 Hz)O 8.43 (1HO dd
0 J 4.520 1.51 Hz)O 8.57 (1HO s)

000000

000 10
2-[(0000-3-00000)-000]-000([3,2-d]00000-4-00000 0000
000000

0oQ0O0

LC-MSO m/z0 326 [M+H*]O0 RTO 2.39 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 0.68 (2HO m)0 0.77 (2HO m)0 2.90 (1HO m)O 4.67 (2
HO dO J 6.02 Hz)O 7.22 (1HO dO J 5.52 Hz)O 7.31 (1HO m)O 7.76 (2HO m)O 8.32 (1H
0 dO0 J 5.52 Hz)O 8.42 (1HO br dO J 4.52 Hz)O 8.61 (2HO m)

OooooQ0O

ooo 11
2-[(0000-3-00000)-000]-000([3,2.d]00000-4-00000 0000
oooooOo

0000

LC-MSO m/z0 328 [M+H*]O RTO 1.74 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMS0) 1.22 (6HO dO J 6.57 Hz)O 4.10 (1HO m)O 4.65 (2HO
br d0 J 5.56 Hz)O 7.23 (1HO d J 5.31 Hz)O 7.34 (1HO m)O 7.80 (1HO dmO J 7.83 Hz)
0 7.89 (1HO m)O 8.32 (1HO dO J 8.34 Hz)O 8.33 (1HO dO J 5.56 Hz)O 8.43 (1HO ddO
J 4.550 1.26 Hz)O 8.64 (1HO s)

Dooo00oo

ooo 12
2-[(0000-3-00000)-000]-000([3,.2-d]00000-4-00000 0000
0Doo0o00oo

0o00

LC-MSO m/z0 354 [M+H*]O RTO 1.95 (LC-MS O O O)
TH-NMRO & ,, (400 MHzO dg-DMSO) 1.58 (4HO m)O 1.71 (2HO m)O 1.93 (2HO m)O 4.23 (1
HO m)O 4.64 (2HO dO J 5.56 Hz)O 7.23 (1HO dO J 5.56 Hz)O 7.32 (1HO ddd J 7.830 4
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.80 Hz)O 7.77 (1HO dtO J 7.830 1.90 Hz)O 7.89 (1HO br s)O 8.33 (1HO dO J 5.56 Hz
)0 8.35 (1HO m)O 8.42 (1HO ddd J 4.550 1.52 Hz)O 8.62 (1HO s)
O0oo0O0O0O

god 13
2-[(0000-3-00000)-0007-0001[3,2-d]00000-4-00000 0000
od
ogoon
o,

Oy NH

SJ\N

\.N//]\NH

LC-MSO m/z0 300 [M+H*]O0 RTO 1.46 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 2.88 (3HO dO J 5.05 Hz)O 4.72 (2HO m)0 7.21 (1HO
dd J 5.56 Hz)O 7.34 (1HO ddOd J 7.830 4.80 Hz)O 7.79 (2HO dmd J 7.83 Hz)O 832 (IH
0 dOd J 5.56 Hz)O 8.43 (1HO ddd J 4.550 1.01 Hz)O 8.63 (1HO s)O 8.84 (1HO br s)
0Ooo0o0oo

ooo 14
2-[(0000-3-00000)-000]-000([3,2-d]00000-4-00000 0000
0-000
ooooo
o N
\ IN/)\NH

X

Z

N

LC-MSO m/z0 390 [M+H*]O RTO 2.07 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 2.88 (2HO tO J 7.33)0 3.58 (2HO m)0 4.69 (2HO m)
0 7.17-7.34 (7HO m)O 7.75 (1HO dmO J 7.83 Hz)O 7.82 (1HO br s)0 8.33 (AHO dO J 5
.56 Hz)O 8.43 (1HO ddO J 4.800 1.26 Hz)O 8.61 (1HO m)O 8.85 (1HO br s)
000000

00O 15

2-[(0000-3-00000)-000]-000([3,2-d]00000-4-00000 0000
000000

ooooo

H
o N
0
\
NA\NH

N

P

N

LC-MSO m/z0 368 [M+H*]0 RTO 2.10 (LC-MS 0O 0O O)

TH-NMRO & ,, (400 MHzO dg-DMSO) 1.13-1.45 (5HO m)O 1.60 (1HO m)O 1.72 (2HO m)O 1.
82 (2HO m)O 3.78 (1HO m)O 4.64 (2HO m)O 7.23 (IHO dOd J 5.05 Hz)O 7.32 (IHO m)d 7
.78 (1HO dO J 7.33 Hz)O 7.90 (1HO br s)O 8.32 (2HO m)O 8.42 (1HO br dO J 4.04 Hz
)O 8.62 (1HO s)
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2-[(0000-3-00000)000]-000[3,2d]00000-4-00000 0000
000
Doooo
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N

LC-MSO m/z0 376 [M+H*]0 RTO 1.99 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 4.56 (2HO dO J 6.32 Hz)O 4.71 (2HO br s)0 7.21-7.
31 (3HO m)O 7.32-7.35 (4HO m)O 7.78 (IHO dmO J 7.83 Hz)O 7.84 (1HO br s)O 8.33 (
1HO dO J 5.56 Hz)O 8.41 (1HO m)O 8.63 (1HO s)O 9.37 (1HO br s)

Oooo0QoO0

ooo 17
2-[(0000-3-00000)-000]-000([3,2-d]00000-4-00000 (2-00
00-000)-000

ooooo

LC-MSO m/z0 344 [M+H*]O RTO 2.35 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 3.30 (2HO mO under DMSOO H,0)0 3.51 (5HO m)0 4.67
(2HO br dO0 J 6.02 Hz)O 7.23 (1HO dO J 5.52 Hz)O 7.32 (IHO m)O 7.78 (IHO dtO J 7
.530 2.01Hz)O 7.85 (1HO tO J 6.53 Hz)O 8.33 (1HO dOJ J 5.52 Hz)O 8.42 (1HO ddd J

5.020 1.51 Hz)O 8.63 (2HO br m)

OoooQoO

Ooo 18

2-[(0000-3-00000)-000]-000([3,2d]00000-4-00000 (OO

0-3-00000)-000

ooooo

LC-MSO m/z0 377 [M+H*]0 RTO 2.46 (LC-MS 0O 0O O)

TH-NMRO & ,, (400 MHzO dg-DMSO) 4.58 (2HO dOd J 6.02 Hz)O 4.71 (2HO dO J 5.52 Hz)
0 7.22 (IHO d J 5.52 Hz)O 7.29 (1HO m)O 7.37 (1HO m)O 7.76 (3HO m)O 8.33 (1HO d
0 J 5.52 Hz)O 8.42 (1HO ddO J 5.020 1.51 Hz)O 8.48 (1HO ddO J 5.020 1.51 Hz)O 8.
58 (1HO m)O 8.63 (1HO m)O 9.41 (1HO br s)
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goooano

LC-MSO m/z0 354 [M+H*]0 RTO 1.66 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 1.31-1.48 (2HO m)O 1.58 (4HO m)O 3.41 (2HO m)O 3.

61 (2HO m)O 4.57 (2HO dO J 6.06 Hz)O 7.25 (1HO dO J 5.56 Hz)O 7.32 (1HO m)O 7.73
(1HO br dO J 7.33 Hz)O 7.96 (1HO m)O 8.28 (1HO dO J 5.56 Hz)O 8.42 (1HO m)O 8.5

6 (1HO s)
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00000000 O0002-NH, 000000000000
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LC-MSO m/z0 340 [M+H*]O RTO 2.46 (LC-MS O O O )

TH-NMRO & ,, (400 MHzO dg-DMSO) 0.67 (2HO m)0d 0.78 (2HO m)0 1.51 (3HO dOJ J 7.03 H
z)0 2.90 (1HO m)O 5.33 (1HO br m)O 7.19 (1HO dO J 5.52 Hz)O 7.31 (1HO m)O 7.78 (
1HO br m)O 7.84 (1HO dtOd J 8.030 2.01 Hz)O 8.30 (1HO dO J 5.52 Hz)O 8.39 (1HO dd
0 J 4.520 1.51 Hz)O 8.49 (1HO br dO J 4.52 Hz)O 8.69 (1HO br dO J 2.01 Hz)
Oooo0QoO0

ooo 21

2-000-000[3,2-d]0000C0-4-00000 000000000OO
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H
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S | XN
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LC-MSO m/z0 235 [M+H*]0 RTO 2.34 (LC-MS 0O 0O O)

TH-NMRO & ,, (400 MHzO dg-DMSO) 0.69 (2HO m)0 0.76 (2HO m)0 2.91 (1HO m)D 6.61 (2
HO s)0 7.19 (1HO dO J 5.52 Hz)O 8.31 (1HO dOJ J 5.52 Hz)O 8.59 (1HO dO J 4.52 Hz)
OoooQoO

ooo 22.
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