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1H NMR (300 MHz, CHLOROFORM-D) & ppm 2.21 (s, 3 H) 3.54 0 3.82 (m, 3 H) 3.98

O 4.23 (m, 4 H) 4.36 0 4.64 (m, 4 H) 4.75 0 5.06 (m, 5 H) 5.830 5.86 (O, 1
H) 6.71 and 6.73 (each s, 1 H) 6.89 0 7.44 (m, 29 H) 7.67 and 7.71 (each s, 1

H) .
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.75 (s, 1 H) 6.86 0 6.97 (m, 4 H) 7.10 O 7.35 (m, 24 H) 7.36 O 7.46 (m, 2 H).
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H) 4.99 (s, 2 H) 6.12 0 6.22 (m, 1 H) 6.42 (d, J=15.59 Hz, 1 H) 6.74 (s, 1 H) 6
.89 0 7.03 (m, 4 H) 7.11 O 7.47 (m, 26 H).
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1H NMR (300 MHz, CHLOROFORM-D) & ppm 2.12 - 2.22 (m, 3 H) 2.30 - 2.43 (m, 2 H)
2.65 - 2.76 (m, 2 H) 3.64 - 3.84 (m, 3 H) 3.99 - 4.22 (m, 4 H) 4.42 - 4.65 (m,
5H) 4.75 - 5.04 (m, 5 H) 5.83 - 5.91 (m, 1 H) 6.67 - 6.72 (m, 1 H) 6.88 - 7.43

(m, 44 H).
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8 Hz, 1 H) 4.37 - 4.67 (m, 5 H) 4.78 - 5.06 (m, 5 H) 6.73 (s, 1 H) 6.83 - 7.01 (
m, 5 H) 7.05 - 7.45 (m, 40 H).
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(t, J=6.84 Hz, 2 H) 3.52 - 3.95 (m, 8 H) 4.00 (d, J=10.72 Hz, 1 H) 4.38 - 4.67
(n, 5H) 4.81 - 5.04 (m, 5 H) 6.74 (s, 1 H) 6.88 - 7.45 (m, 30 H).
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ESI m/z = 614 (M+H).

oooooo

00000000000 00000000000000000000000000000
0000000000000 00000000O0D000000000000000000
0000000 O0000000

oooooo



(44) JP 2009-537509 A 2009.10.29

10

Oooooogogogoao
Ooooogogoao
Ooooooogogogoao
Ooooogogoao
Ooooooogoogooao
Ooooogogoao
Ooooooogoogoao
Oooooogogooao
Ooooooogoogogoao
Ooooogogoao
Oooo0oooogooao
Oooooogogogoao
Oooooooogooao
Oooooogogooao
Oooo0oooogogoao
Oooooogogooao
Oooo0oooogogoao
Oooooogogoao
OO0 ooogogoao
Ooooooogogoao
Oo0ooogogoao
OooooooQgdg
OOo0oooogoogdg
OooooooQgdg
OOooooogogg
OooooooQgdg
OOooooogogdg
OooooooQgdg
OOooooogogdg
Oooo0oooQgdg
OOooooogogdg
Oooo0oooQgdg
OOooooogoogdg
Oooo0oooQgdg

O
O
O

20

OO0 oo oooo0ooooogoQgoooo
OO0 o0ooDoogogoooDoog4gogooooogdg

OooooooQgg

OO0 oDoOooooo0ooooogoQgoooo
O 0OoO0Oooogs

Ooooooooooooooooogao

O Oo0ooooaog
O Ooo0ooooao
O O0Oo0ooooaog
O Ooo0ooooao
O Oo0ooooaog
O Oo0oo0oo0oooao
O O0Oo0ooooaog
O Ooo0ooooao
O O0oo0ooooaog
O Ooo0ooooao
O Ooo0ooooaog
O Ooo0ooooao
O Ooo0ooooog
O O0Oo0oo0oooao
O Oo0o0ooooaog
O 0O0o0ooooog
O Oo0o0ooooaog
O 0O0o0ooooog
O Ooo0ooooaoo
O O0Oo0ooooaog
O O0O0o0ooooao
O O0Oo0ooooaog
O O0Oo0oooo

O O0Oo0ooooaog
O Ooo0ooooao
O Oo0ooooaog
O O0Oo0ooOooo

O Oo0ooooaog
O Ooo0oo0oooao
O Ooo0ooooaog
O Ooo0oo0oooao

od
ad
g
oo
og
g
o0
g
ad
o0
gd
ad
g
0O
og
g
o0
od
g

OoooooooQgodg

a a gooano

1H NMR (300 MHz, CHLOROFORM-D) & ppm 2.17 (s, 3 H) 2.22 (s, 3 H) 3.49 - 3.59 (m

, 1 H) 3.63 - 3.84 (m, 6 H) 3.97 (d, J=11.04 Hz, 1 H) 4.31 - 4.50 (m, 3 H) 4.52

- 4.68 (m, 3 H) 4.79 - 4.92 (m, 4 H) 5.02 (s, 2 H) 6.37 (dd, J=8.32, 2.41 Hz, 1

H) 6.55 (d, J=2.49 Hz, 1 H) 6.66 (d, J=8.24 Hz, 1 H) 6.78 (s, 1 H) 6.88 - 6.97 (

m, J=5.21, 4.43 Hz, 2 H) 7.01 (s, 1 H) 7.10 - 7.50 (m, 23 H)O 30
ESI m/z = 858 (M+NH,),O 839 (M-H)O

t
0
g
g
U
0

oooooboobooOooooooooooboboooooooobobboboi1000O0
gooobooogooboboogooobooooobboooboboogoobDbogao
oogobooooobboooooboobooooobboooooboboooooboboooao
ugdgao

40

uggobobooooobobboooooobooooobbooooboobooogoobobooaao
ooooObOOO0OO0oDoooocoobOboooooooobOboboooooooboao
gooooogooboboogoooboooobboooboboooobobogoo
uoogoboboooobobboooooboooooobboooobobooooobboooao
ooooOoOobooOoooooooobbboooooooobb,,0O0o0oo0ooOooboao 50

O o0Ooo0Oo0ooOoao
OoOoo0oo0ogao
O o0Ooo0Oo0ooano
OoOoo0oo0ogao



(45) JP 2009-537509 A 2009.10.29

0000000000000 00000000O0O0O00000000000000000
0000000000000 0000000O0C0O000000000000000000
0000000000000 000000000D000000000000000000
0000000000000 00000O00O00O0O0000000D0DooooooOO0On
000000000000 0000000000000000

1H NMR (300 MHz, CHLOROFORM-D) & ppm 2.17 (s, 3 H) 2.18 (s, 3 H) 3.49 - 3.60 (m
, 1 H) 3.63 - 3.85 (m, 6 H) 3.89 - 4.19 (m, 5 H) 4.34 - 4.52 (m, 3 H) 4.53 - 4.6
5 (m, 3H) 4.75 - 4.93 (m, 3 H) 5.01 (s, 2 H) 6.44 (dd, J=8.55, 2.64 Hz, 1 H) 6.
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e

No i NMR GBiE. A8/—)lL-d,). MS

1H NMR (600 MHz) & ppm 1.25 (s, 6 H) 1.81 -
1.89 (m, 2 H) 2.09 (s, 3 H) 2.12 - 2.18 (m, 2 H)
2.54 - 2.59 (m, 2 H) 3.38 - 3.50 (m, 3 H) 3.53 -
3.57 (m, 3 H) 3.70 (dd, J=12.15, 5.27 Hz, 1 H)
3.84 - 3.89 (m, 3 H) 4.51 (d, J=9.63 Hz, 1 H)
6.63 (s, 1 H) 6.99 - 7.08 (m, 4 H) 7.12 (s, 1 H).
ESI m/z = 518(M+H).

10

1H NMR (600 MHz) & ppm 1.2 (s, 3 H) 1.80 -
1.91 (m, 2 H) 2.09 (s, 3 H) 2.15 - 2.23 (m, 2 H)
2.58 (t, J=7.57 Hz, 2 H) 3.37 - 3.50 (m, 3 H) 3.51
- 373 (m, 6 H) 3.83 - 3.90 (m, 3 H) 451 (d,
J=9.63 Hz, 1 H) 6.63 (5, L H) 6.99 - 7.09 (m, 4|  ,,
H) 7.12 (s, 1 H). ESI m/z = 556(M+Na).

1H NMR (600 MHz) & ppm 1.84 - 1.93 (m, 2 H)
2.10 (s, 3 H) 2.21 - 2.27 (m, 2 H) 2.59 (t, J=7.57
Hz, 2 H) 3.37 - 3.44 (m, 2 H) 3.48 (1, J=8.48 Hz,
1 H)3.53 -3.59 (m, 1 H) 3.70 (s, 7 H) 3.83 - 3.90
(m, 3 H) 4.51 (d, J=9.63 Hz, 1 H) 6.63 (s, 1 H)
6.99 - 7.10 (m, 4 H) 7.11 (s, 1 H). ESI m/z =
572(M+Na).

30

1H NMR (600 MHz) & ppm 1.44 (s, 6 H) 1.82 -
1.90 (m, 2 H) 2.09 (s, 3 H) 2.19 (t, J=7.57 Hz, 2
H) 2.57 (t, J=7.57 Hz, 2 H) 3.37 - 3.52 (m, 2 H)
3.56 (1, J=9.17 Hz, 2 H) 3.70 (dd, J=11.92, 5.04
Hz, 1 H) 3.82 - 3.90 (m, 3 H) 4.51 (d, /=9.63 Hz,
1 H) 6.63 (s, 1 H) 6.98 - 7.08 (m, 4 H) 7.11 (s, 1
H). ESI m/z = 553(M+Na),

1H NMR (600 MHz) & ppm 1.82 - 1.91 (m, 2 H)
2.10 (s, 3 H) 2.61 - 2.67 (m, 2 H) 3.15 (t, J=7.11 40
Hz, 2 H) 3.37 - 3.44 (m, 2 H) 3.48 (1, J=8.71 Hz,
1 H) 3.55 (1, J=9.17 Hz, 1 H) 3.70 (dd, J=11.92,
5.04 Hz, 1 H) 3.83 - 391 (m, 3 H) 451 (d,
J=9.63 Hz, 1 H) 6.63 (s, 1 H) 7.01 - 7.13 (m, 5
H). ESI m/z = 460(M+H).

gooooao
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1H NMR (600 MHz) & ppm 1,74 - 1.82 (m, 2 H)
2.10 (s, 3 H) 2.29 (s, 3 H) 2.37 - 2.42 (m, 4 H)
2.54-2,60 (m, 2 H}3.15 (t,J=7.11 Hz, 2 H) 3.33
- 3.44 (m, 6H) 3.48 (1, /=8.94 Hz, 1 H) 3.53 -
3.58 (m, 1 H) 3.70 (dd, J=12.15, 5.27 Hz, 1 H)
3.83 - 3.89 (m, 3 H) 451 (d, J=9.63 Hz, 1 H)
6.63 (s, 1 H) 6.99 - 7.09 (m, 4 H) 7.12 (s, 1 H).
ESI m/z = 544(M+H).

10

1H NMR (600 MHz) & ppm 1.77 - 1.84 (m, 2 H)
1.85 - 1.93 (m, 2 H) 2.10 (s, 3 H) 2.17 - 2.23 (m,
2'H) 2.58 (t,J=7.57 Hz, 2 H) 2.87 - 2.91 (m, 2 H)
3.24 (t,.J=6.65 Hz, 2 H) 3.37 - 3.51 (m, 3 H) 3.53
- 3.58 (m, 1 H) 3.70 (dd, J=12.15, 5.27 Hz, 1 H)
3.84 - 3.88 (m, 3 H) 4.51 (d, J=9.63 Hz, 1 H)
6.63 (s, 1 H) 7.01 - 7.08 (m, 4 H) 7.11 (s, 1 H).
ESI m/z = 503(M+H).

20
1H NMR (600 MHz) & ppm 1.23 (s, 6 H) 1.68 -

1.76 (m, 2 H) 2.09 (s, 3 H) 2.54 - 2.60 (m, 2 H)
3.05 (1, J=6.88 Hz, 2 H) 3.37 - 3.4 (m, 2 H) 3.45
~3.58 (m, 4 H) 3.70 (dd, J=11.92, 5.04 Hz, 1 H)
3.83 - 3.90 (m, 3 H) 451 (d, J=9.63 Hz, 1 H)
6.63 (s, 1 H) 6.98 - 7.03 (m, 2 H) 7.03 - 7.08 (m,
2 H) 7.12 (s, 1 H). ESI m/z = 533 (M+H), 531
(M-H).

1H NMR (600 MHz) & ppm 1.70 - 1.77 (m, 2
H) 2.09 (s, 3 H) 2.54 - 2.62 (m, 2 H) 3.07 (t,| 30
J=6.88 Hz, 2 H) 3.36 - 3.60 (m, 5 H) 3.61 - 3.73
(m, 6 H) 3.82 - 3.91 (m, 3 H) 4.51 (d, J=9.63 Hz,
1H)6.63 (s, 1 H) 6,99 - 7.08 (m, 4 H) 7.08 - 7.15
(m, 1 H). ESI m/z=587(M+Na).

1H NMR (300 MHz) & ppm 1.25 (s, 6 H) 2.13 (s,
3 H) 2.72 {1, J=7.07 Hz, 2 H) 3.25 - 3.37 (m, 3 H)
3.38 - 3.80 (m, 6 H) 3.86 - 3.96 (m, 3 H) 4.56 (d,
J=9.33 Hz, 1 H) 6.68 (5,1 H) 7.03 - 719 (m, 5|
H). ESI m/z = 519 (M+H), 541 (M+Na)

10
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11

1H NMR (600 MHz) 8 ppm 2.09 (s, 3 H) 2.68 (1,
J=7.34 Hz, 2 H) 3.24 - 3.32 (m, 3 H) 3.36 - 3.66
(m, 9 H) 3.68 - 3.74 (m, 1 H) 3.81 - 3.90 (m, 3 H)
4.52 (d, J=9.63 Hz, 1 H) 6.64 (s, 1 H) 7.00 - 7.14
(m, 5 H). ESI m/z = 552 (M+H), 574 (M+Na)

12

1H NMR (600 MHz) & ppm 1.39 (s, 6 H) 2.10 (s,
3 H)2.23 (s, 3 H) 2.70 (1, J=7.11 Hz, 2 H) 3.26 -
3.91 (m, 18 H) 4.52 (d, J=9.63 Hz, 1 H) 6.63 (s,
1 H) 7.02 - 7.14 (m, 5 H). ESI m/z = 616 (M+H),
637 (M+Na).

13

HO
HO ™y “OH

1H NMR (300 MHz) & ppm 2.12 (s, 3 H) 2.25 (s,
3 H)3.34-3.57(m, 6 H) 3.66 (s, 6 H) 3.67 - 3.71
(m, 1 H) 3.77 (s, 2 H) 3.79 - 3.89 (m, 1 H) 3.96
{t, /=5.28 Hz, 2 H) 4.45 (d, J=9.48 Hz, 1 H) 6.58
- 6.65 (m, 1 H) 6.67 (s, 1 H) 6.69 - 6.81 {m, 2 H)
6.90 (s, 1 H). ESI mz = 581 (M+H), 603
{M+Na}.

14

1H NMR (600 MHz) & ppm 2.69 (t, J=7.11 Hz, 2
H) 3.24 - 3.28 (m, 2 H) 3.34 - 3.41 (m, 2 H) 3.42
- 3.50 (m, 2 H) 3.60 (s, 6 H) 3.67 (dd, J=12.15,
5.27 Hz, 1 H) 3.83 (dd, J=11.92, 1.83 Hz, 1 H)
3.89 - 4.01 (m, 2 H) 4.51 (d, J=9.17 Hz, 1 H)
6.81 (s, 1 H) 7.08 (s, 4 H) 7.24 (s, 1 H). ESI
m/z = 571 (M+H), 593 (M+Na).

15

1H NMR (600 MHz) & ppm 2.69 (1, J=7.11 Hz, 2
H) 3.24 - 3.28 (m, 2 H) 3.34 - 3.43 (m, 2 H) 3.46
(t, J=8.48 Hz, 1 H) 3.52 (1, /=9.17 Hz, 1 H) 3.60
(s, 6 H) 3.68 (dd, J=11.92, 5.04 Hz, 1 H) 3.77 -
3.89 (m, 3 H) 4.52 (d, J=9.63 Hz, 1 H) 6.70 (d,
J=8.25 Hz, 1 H) 6.92 (dd, J=8.25, 1.83 Hz, 1 H)
7.09 (s, 4 H) 7.18 (d, J=2.29 Hz, 1 H), ESI m/z
= 537 (M+H), 559 (M+Na).

16

1H NMR (300 MHz) & ppm 2.71 (t, J/=7.07 Hz, 2
H) 3.25 - 3.49 (m, 6 H) 3.62 (s, 6 H) 3.64 - 3.73
(m, 1 H) 3.84 - 3.95 (m, 3 H) 4.09 (d, J=9.17 Hz,
1 H) 7.08 - 7.17 (m, 5 H) 7.21 - 7.31 (m, 3 H).
ESI m/z = 521 (M+NH,).
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1H NMR (300 MHz) & ppm 2.71 (t, J=7.07 Hz,
2 H)3.21 - 3.48 (m, 6 H) 3.61 (s, 6 H) 3.64 - 3.73
(m, J=11.97, 5.13 Hz, 1 H) 3.83 - 3.91 (m, 1 H)
3.99 - 4.14 (m, 3 H) 7.12 (s, 4 H) 7.24 - 7.38 (m,
3 H). ESI m/z = 555 (M+H), 577 (M+Na).

17

1H NMR (600 MHz) & ppm 1.85 - 1.95 (m, 2 H)
2.10 (s, 3 H) 2.38 (t, J=7.34 Hz, 2 H) 2.60 (1, 10
J=7.34 Hz, 2 H) 3.56 - 3.61 (m, 6 H) 3.61 - 3.68
(m, 1 H) 3.68 - 3.74 (m, 1 H) 3.74 - 3.80 (m, 1 H)
3.85 - 3.91 (m, 2 H) 3.96 (d, J=3.21 Hz, 1 H)
4.14 (s, 2 H) 4.42 (d, J=9.63 Hz, 1 H) 6.63 (s, 1
H) 7.00 - 7.09 (m, 4 H) 7.13 - 7.20 (m, 1 H). ESI
m/z = 550 (M+H), 548 (M-H) .

18

1H NMR (300 MHz) 8 ppm 2.09 (s, 3 H) 3.37 -
3.51 (m, 6 H) 3.52 - 3.60 (m, 1 H) 3.65 (s, 6 H)
3.68 - 3.76 (m, 1 H) 3.80 - 3.91 (m, 3 H) 3.95 (1,
J=5.13Hz, 2H) 451 (d,J=933 Hz, 1H) 663 (5,|  ,,
1 H) 6.80 (d, J=8.24 Hz, 2 H) 7.01 (d, J=8.24 Hz,

2 H)7.10 (s, 1 H)

19

1H NMR (300 MHz)  ppm 2.08 (s, 3 H) 3.38 -
3.61 (m, 4 H) 3.65 (s, 6 H) 3.67 - 3.73 (m, 1 H)
3.81 - 3.94 (m, 3 H) 4.22 (s, 2 H) 4.51 (d, J=9.48
Hz, 1 H) 6.63 (s, 1 H) 7.03 - 7.09 (m, 2 H) 7.11 -
7.19 (m, 3 H). ESI m/z = 537 (M+H).

20

1H NMR (300 MHz) § ppm 2.10 (s, 3H) 272 (1,| 50
J=7.07 Hz, 2 H) 3.29 - 3.37 (m, 2 H) 3.38 - 3.46
(m, 3 H) 3.49 (t, 1 H) 356 (t, J=8.32 Hz, 1 H)
3.70 (s, 3 H) 3.81 - 3.91 (m, 5 H) 4.51 (d, J=9.64
Hz, 1 H) 6.63 (s, 1 H) 7.00 - 7.15 (m, 5 H). ESI
m/z = 541 (M+Na).

21

1H NMR (300 MHz) & ppm 2.09 (s, 3 H) 2.66 (t,
J=731 Hz, 2 H) 2.93 (dd, 1 H) 3.06 (dd, 1 H)
3.21 - 3.28 (m, 2 H) 3.39 - 3.45 (m, 2 H) 3.47 (t,
1 H) 3.57 (t, /=8.86 Hz, 1 H) 3.62 - 3.75 (m, 4 H)
3.87 (t, J=5.44 Hz, 3 H) 4.47 - 4.59 (m, 2 H) 6.63
(s, 1 H) 6.98 - 7.08 (m, 4 H) 7.10 - 7.19 (m, 3 H) 40
7.18 -7.30 (m, 3 H). ESIm/z = 631 (M+Na).

22
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1H NMR (600 MHz) § ppm 1.54 - 1.77 (m, 8 H)
2.07 (s, 3 H) 2.67 (t, J=7.11 Hz, 2 H) 3.24 - 3.27
(m, 2 H) 3.36 - 3.42 (m, 2 H) 3.46 (1, J=8.71 Hz,
1 H) 3.53 (d, J=9.63 Hz, 1 H) 3.56 (s, 2 H) 3.68
(dd, J7=11.92, 5.50 Hz, 1 H) 3.81 - 3.87 (m, 3 H)
4.50 (d, J=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.02 (d, 2
H) 7.06 (d, 2 H) 7.10 (s, 1 H). ESI m/z = 567
(M+Na). 543 (M-H). 10

23

1H NMR (600 MHz, METHANOL-4,) & ppm
0.87 - 0.96 (m, 6 H) 1.40 - 1.55 (m, 2 H) 1.61 -
1.70 (m, 1 H) 2.08 (s, 3 H) 2.69 (1, J=7.11 Hz, 2
H) 3.30 - 3.34 (m, 2 H) 3.35 - 3.42 (m, 2 H) 3.46
(t, J=8.25 Hz, 1 H) 3.54 (t, J=9.17 Hz, 1 H) 3.68
(dd, J=11.92, 5.04 Hz, 1 H) 3.80 - 3.87 (m, 3 H)
4.18 (dd, J=10.32, 4.81 Hz, 1 H) 4.50 (d, J=9.63
Hz, 1 H) 6.61 (s, 1 H) 6.97 - 7.11 (m, 5 H). ESI
m/z = 582 (M+Na). 558(M-H).

24

20

1H NMR (600 MHz, METHANOL-4;) 8 ppm
0.16 (q, 2 H) 0.44 (g, J=5.96 Hz, 2 H) 0.83 (1,
J=7.34 Hz, 3 H) 0.86 - 0.96 (m, 1 H) 1.45 - 1.54
(m, 2 H) 2.06 (s, 3 H) 2.72 (t, /=7.34 Hz, 2 H)
3.08 (d, J=6.42 Hz, 2 H) 3.17 (t, 2 H) 3.32 (m, 2
H) 3.36 - 3.43 (m, 2 H) 3.46 (1, J=8.71 Hz, 1 H)
3.54 (1, 1 H) 3.69 (dd, J=11.92, 5.04 Hz, 1 H)
3.81 - 3.87 (m, 3 H) 4.50 (d, J=9.63 Hz, 1 H)
6.60 (s, 1 H) 7.01 (d, J=8.25 Hz, 2 H) 7.06 (d, 2
H) 7.11 (5, 1 H). ESI m/z = 565 (M+Na). 541
(M-H) .

25

30

1H NMR (600 MHz) & ppm 2.07 (s, 3 H) 2.69 (1,
J=7.11 Hz, 2 H) 3.29 - 3.33 (m, 2 H) 3.36 - 3.42
(m, 2 H) 3.46 (t, J=8.71 Hz, 1 H) 3.54 (1, J=9.40
Hz, 1 H) 3.68 (dd, J=11.92, 5.50 Hz, 1 H) 3.81 -
3.87 (m, 3 H) 4.42 (s, 2 H) 4.49 (d, J=9.63 Hz, 1
H) 6.61 (s, 1 H) 6.87 - 6.91 (m, 2 H) 7.01 (d, 2
H) 7.05 (d, 2 H) 7.10 (s, 1 H) 7.22 (dd, J=4.36,
2.06 Hz, 1 H). ESI m/z = 565 (M+Na). 541
(M-H). 40

26
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1H NMR (600 MHz) & ppm 2.07 (s, 3 H) 2.70 (t,
J=6.88 Hz, 2 H) 3.30 - 3.34 (m, 2 H) 3.36 - 3.42
(m, 2 H) 3.46 (t, J=8.71 Hz, 1 H) 3.53 (t, 1 H)
3.68 (dd, J=11.92, 5.04 Hz, 1 H) 3.81 - 3.88 (m,
3 H) 4.23 (s, 2 H) 449 (d, J=9.63 Hz, 1 H) 6.61
(s, 1 H)7.02 (d, 2H) 7.06 (d, 2 H) 7.10 (s, 1 H)
7.21 (d, 2 H) 7.27 (d, 1 H). ESI m/z = 605
(M+H). 603 (M-H).

27

10

1H NMR {600 MHz) & ppm 0.82 - 0.96 (m, 2 H)
1.13 - 1.30 (m, 3 H) 1.31 - 1.42 (m, 1 H) 1.60 -
1.77 (m, 5 H) 2.07 (s, 3 H) 2.68 (t, J=7.11 Hz, 2
H) 2.89 (d, J=6.88 Hz, 2 H) 3.23 - 3.32 (m, 2 H)
3.35 - 3.41 (m, 2 H) 3.46 (t, J=8.71 Hz, 1 H) 3.54
(t, J=9.17 Hz, 1 H) 3.68 (dd, /=11.92, 5.04 Hz, 1
H) 3.80 - 3.87 (m, 3 H) 4.49 (d, /=9.63 Hz, 1 H)
6.61 (s, 1 H) 7.01 (d, 2 H) 7.06 (d, 2 H) 7.10 (s, 1
H). ESI m/z = 543 (M+H). 541(M-H).

28

20
1H NMR (600 MHz) § ppm 2.03 - 2.11 (m, 6 H)

2.52 (1, J=6.88 Hz, 2 H) 2.69 (1, J=7.11 Hz, 2 H)
324-327 (m,2H)3.28 -3.31 (m, 2 H)3.35 -
3.42 (m, 2 H) 3.47 (1, 1 H) 3.53 (¢, 1 H) 3.68 (dd,
J=11.92, 5.04 Hz, 1 H) 3.81 - 3.87 (m, 3 H) 4.50
(d, J=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.01 (d, 2 H)
706 (d, 2 H) 7.10 (s, 1 H). ESI m/z = 543
(M+Na). 519(M-H).

29

1H NMR (600 MHz) & ppm 1.77 (ddd, J=6.76,
3.32,3.21 Hz, 4 H) 2.08 (s, 3 H) 2.51 - 2.57 (m,
6 H) 2.69 (t, J=7.11 Hz, 2 H) 3.22 (t, J=6.65 Hz,
2 H) 3.29 - 3.33 (m, 2 H) 3.35 - 3.42 (m, 2 H)
3.46 (1, J=8.71 Hz, 1 H) 3.53 (1, J=9.17 Hz, 1 H)
3.68 (dd, J=12.15, 5.27 Hz, 1 H) 3.82 - 3.87 (m,
3 H) 4.49 (d, J=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.02
(d, 2 H) 7.06 (d, 2 H) 7.09 (s, 1 H). ESI m/z =
544 (M+H). 542(M-H).

30

30

1H NMR (600 MHz, & ppm 2.08 (s, 3 H) 2.68 (t,
J=7.11 Hz, 2 H) 3.23 (t, J=5.50 Hz, 2 H) 3.24 -
3.33 (m, 5 H) 3.35 - 3.43 (m, 4 H) 3.46 (1, J=8.71 40
Hz, 1 H) 3.54 (t, J=9.17 Hz, 1 H) 3.68 (dd, 1 H)
3.80 - 3.88 (m, 3 H) 4.49 (d, J=9.63 Hz, 1 H)
6.61 (s, 1 H) 7.02 (d, 2 H) 7.06 (d, 2 H) 7.10 (s, 1
H). ESI m/z = 527 (M+Na). 503(M-H).

31
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32

TH NMR (600 MHz) 3 ppm 2.07 (s, 3 H) 2.45 (1,
J=6.42 Hz, 2 H) 2.67 (1, J=7.11 Hz, 2 H) 3.21
J=6.88 Hz, 2 H) 3.30 - 3.35 (m, 2 H) 3.35 - 3.42
(m, 2 H) 3.46 (t, 1 H) 3.54 (dd, 1 H) 3.64 (s, 3 H)
3.68 (dd, J=11.92, 5.04 Hz, 1 H) 3.80 - 3.90 (m,
3 H) 4.49 (d, J=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.01
(d, 2 H) 7.05 (d, 2 H) 7.10 (s, 1 H). ESI m/z =
555 (M+Na). 531 (M-H).

33

1H NMR (600 MHz) & ppm 1.37 - 1.50 (m, 2 H)
1.80 - 1.89 (m, 2 H) 2.08 (s, 3 H) 2.31 (br. 5., 2
H) 2.67 (1, J=6.88 Hz, 2 H) 2.88 (br. 5., 2 H) 3.25
-3.34 (m, 2 H) 3.35 - 3.43 (m, 2 H) 3.43 - 3.52
(m, 2 H) 3.54 (1, 1 H) 3.59 - 3.71 (m, 3 H) 3.79 -
3.87 (m, 3 H) 4.49 (d, /=9.63 Hz, 1 H) 6.61 (s, 1
H) 7.01 (d, 2 H) 7.05 (d, 2 H) 7.10 (s, L H) 7.25 -
7.37 (m, 5 H). ESI m/z = 620 (M+H). 618
(M-H).

34

1H NMR (600 MHz) & ppm 1.40 - 1.80 (m, 4 H)
2.08 (s, 3 H) 2.35 - 2.42 (m, 1 H) 2.66 - 2.82 (m,
5 H) 3.14 - 3.21 (m, 1 H) 3.29 - 3.35 (m, 4 H)
3.35-3.43 (m, 2 H) 3.46 (1, J=8.94 Hz, 1 H) 3.53
(t, 1 H) 3.66 - 3.71 (m, 2 H) 3.81 - 3.88 (m, 3 H)
4.49 (d, J=9.63 Hz, 1 H) 6.61 (s, 1 H) 7.02 (d, 2
H) 7.06 (d, 2 H) 7.11 (s, 1 H). ESI m/z = 556
(M+H). 554(M-H) .

35

1H NMR (600 MHz) & ppm 1.72 (m, 1 H) 1.73 -
1.80 (m, 1 H) 1.80 - 1.88 (m, 1 H) 1.90 - 1.97
(m, 1 H) 2.07 (s, 3 H) 2.65 - 2.81 (m, 4 H) 3.24 -
3.27 (m, 2 H) 3.31 - 3.42 (m, 3 H) 3.46 (, J=8.71
Hz, 1 H) 3.54 (t, J=9.17 Hz, 1 H) 3.68 (dd,
J=11.92, 5.04 Hz, 1 H) 3.80 - 3.87 (m, 3 H) 4.49
(d,7=9.63 Hz, 1 H) 6.60 (s, 1 H) 7.02 (d, J=8.25
Hz, 3 H) 7.05 - 7.12 (m, 6 H). ESI m/z = 599
(M+Na). 575{(M-H).

36

1H NMR (600 MHz) 3 ppm 0.91 (d, J=6.42 Hz,
3 H) 0.96 - 1.05 (m, 2 H) 1.47 - 1.56 (m, 1 H)
1.58 (d, J=15.13 Hz, 2 H) 2.06 (s, 3 H) 2.65 -
2.73 (m, 4 H) 3.27 - 331 (m, 2 H) 3.35 - 3.43
(m, 2 H) 3.46 (t, J=8.71 Hz, 1 H) 3.54 (1, /=9.40
Hz, 1 H) 3.68 (dd, J=11.92, 5.50 Hz, 1 H) 3.81 -
3.86 (m, 3 H) 3.89 (d, J=12.84 Hz, 2 H) 4.50 (d,

J=9.63 Hz, 1 H) 6.60 (s, 1 H) 7.00 (d, 2 H) 7.05 |

(d, 2 H) 7.10 (s, 1 H). ESI m/z = 551 (M+Na).
527(M-H).
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MS
Exact | (M+H) .
= MS i MS (M-H) | 441t
(M+Na)
37 X—NH, C23H30N207 | 446.21 | 484 460 sl
OH
38 X—NH C28H40N209 | 54827 | 571 547 ESI
OH
39 C27H38N207 | 502.27 | 525 501 ESI
40 C32H39N308 | 59327 | 616 592 ESI
41 C37H42N208 | 642.28 | 665 641 ESI
42 C28H34N208 | 526.23 | 527 525 ESI
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oooooo
OH
43 X\N C28H40N208 | 53228 | 555 531 ESI
H
N
R
44 x~ T/ C29H43N307 | 54531 | 546 544 ESI
OH
45 X C27H3BN209 | 534.26 | 557 533 ESI
H
OH
OH
48 X\N/(/k G29H42N208 | 546.23 | 569 545 ESI
H
OH
47 X\N & C28H40N208S | 564.25 | 587 563 ESI
H
_N
X
48 C32H40N208 | 580.28 | 603 579 ESI
HO
S
HO
49 C33H42N209S | 642.26 | 665 641 Esl
X—NH
OH
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OH
50 HN{ C27H38N208 | 518.26 | 541 517 ESI
/
X
51 X\N/\/Q\o C32H40N208 | 580.28 | 603 579 Esl
H |
52 X\N/\/©/ C31H37FN207 | 568.26 | 591 567 ESI
H
53 C37H42N207 | 626.3 | 649 625 ESI
54 C30H42N209 | 574.29 | 597 573 ESI
H |
N 0
55 C33H42N209 | 61029 | 633 609 ESI
o
H
56 X/N\/\ C26H36N207 | 488.25 | 511 487 ESI
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000000
N 0
57 C34H44N209 | 624.3 | 625 623 ESI
0/
N
58 x> C27H39N307 |517.28| 518 516 ESI
59 C31H46N207 | 558.33 | 581 557 ESI
v
X/
H,N__ O
60 X G32H39N308 | 593.27 | 616 ND ESI
H
X—NH
61 C32H36N207S | 592.22 | 615 591 ESI
S
62 X\N/\/\/Q C33H42N207 | 5783 | 601 577 ESI
H
OH
63 X /\/Q/ C31H38N208 | 566.26 | 589 565 ESI
N
H
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0
64 X\NA( / C27H36N209 | 532.24 855 531 ESI
H 0
0
65 X\” C28H38N208 | 530.26 553 529 ESI
66 X\N 0 C32H40N209 596.27 619 595 ESI
H
OH
N
v
67 X \/\'O C30H43N307 | 557.31 558 556 ESI
X—NH
68 C30H36N207 | 536.25 559 535 ESI
69 C31H3I8N208 | 566.26 589 565 ESI
X—NH
OH
70 C32H40N2089 596.27 619 585 ESI
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71 X\N C31H38N207 | 55027 | 551 549 ESI
H
N
72 X \/\/\OH C27H38N208 |518.26 | 541 517 ESI
§
73 K C29H43N307 | 54531 | 546 544 ESI
74 C29H42N208 | 546.29 | 569 545 ESI
N
X~ """ 0H
H
X~ N
75 C3TH42N208S | 674.27 | 676 673 APCI
S
CH
H
N
76 X Y\OH C26H36N208 | 50425 | 527 503 ESI
H
77 X/N OH C28H40N208 | 53228 | 555 531 ESt
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000000
H OH
78 XN NN C27M38N208S | 550.23 | 573 549 ESI
OH
79 H C26H36N208 | 504.25 | 527 503 Esl
e
X
H -
80 X/N | C30H45N307 | 559.33 | 560 558 ESI
OH
81 H/N{ C26H36N209 | 52024 | 543 519 ESI
X OH
¥ OH
82 NN C26HI6N208 | 504.25 | 527 503 ESI
83 C33H50N207 | 586.36 | 609 585 ESI
N\/\/\
X/
84 X—NH \ C34H38N207S | 61824 | 641 617 ESI
Q
OH (\N)LOX
85 H C35H52N4010 | 688.37 | 689 687 ESI
royS

gooooao

10

20

30

40



(81) JP 2009-537509 A 2009.10.29
oooooao
86 \[/ C33H42N207 | 578.3 601 577 ESI
_N
X
X\N
87 HH o C32H46N208 | 586.33 | 587 585 ESI
X—NH
88 0 C32H38N208 | 578.26 | 579 577 ESI
OH
89 C36H47N308 | 64934 | 672 648 ESI
X
H
N
X/ 2
90 | C30H37TN307 | 551.26 | 574 550 ESI
N =
91 H\/\/@ C32H40N207 | 564.28 | 565 563 ESI
X/
X 0
92 \T/\@ C29H3EN208 | 540.25 | 563 539 ESI

gooooao

10

20

30

40



(82) JP 2009-537509 A 2009.10.29
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93 N/ C2QH35N307 | 537.25 | 560 536 ESI
X—NH N
94 N( C27H38N207 |502.27 | 503 501 ESI
X~ ~_"" 10
N
~ 7
95 X \/\T C2BH41N307 | 531.29 | 532 530 ESI
N
9 ~ ) I
6 N NY C25H34N208 | 480.23 | 513 489 ES 20
H
97 4 NH C28H3BN40OB | 558.27 | 559 557 ESI
0
X\
N 30
98 / —\_@ C32H40N207 | 564.28 | 587 563 ESI
H FF
99 /N\X C25H31F3N207 | 528.21 | 551 527 ESI
X F
o
40
100 C29H42N209 | 562.29 | 563 561 ESI
N
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101 /N\/O C31H38N207 | 550.27 | 551 549 ESI
X
X o0—
N
HN
102 C33H42N209 | 610.29 | 633 609 ESI
—0
O
H )_k
103 C27H37N308 | 531.26 | 554 530 ESI
xSy
H
104 \NK C29H42N208 | 546.29 | 569 545 ESI
X~ \/\0/
0
105 \) C29H41N308 | 559.29 | 582 558 ESI
X\N/\/N
H
H
106 X/N\/\O/\/OH C27H38N209 | 534.26 | 557 533 ESI
»
107 H C31H46N209 | 590.32 | 613 589 ESI
X/N\/\o/\
0
108 H\)kN C25H33N308 | 503.23 | 504 502 ES!
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109 C30H41IN308 | 571.20 | 594 570 ESI
X\N/\/\N
H
N/§
110 X \ C29H38N407 | 55427 | 577 553 ESI
111 N - C27HIBN208 | 518.26 | 541 517 ESI
x>0
112 ( C27H38N208 | 51826 | 541 517 Est
X/N\/\OH
113 Y C27H38N207 | 50227 | 525 501 ESI
N
X7
114 X/NY C20H42N207 | 5303 | 531 529 ESI
\ \ /
115 N N C31H39N307 | 56528 | 588 564 ESI
X
X\ OH
HN
116 oH C31H38NZO9 | 58226 | ND 581 EsI
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X OH
118 H O C31H46N407 | 586.34 | 587 ND ESI
N
118 ,L rL C29H43N307 | 54531 | 547 544 ESI
P \/\/ ~
X
| 0
120 C26H34N209 | 51823 | ND 517 ESI
/N
X OH
N
121 hIl | G30HI7N307 | 551.26 | 574 550 ESI
/
%
E
N
122 C33H52N407 | 61638 | 617 615 ESI
|
X/N\/\/N\
123 « /@ C33H44N207 | 58031 | 581 579 ESI
H q H
124 H H C30H40N207 | 54028 | 563 539 ESI
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126 HN e C29H40N208 | 544.28 | 567 543 ESI
HO
127 X\N . C29H4ONZO8 | 544.28 | 567 543 ESI
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H
128 C31H44N207 | 556.31| 579 555 ESI
_N
XN
129 X\N C30H42N207 | 542.3 | 565 541 ESI
130 G31H44N208 | 572.31 | 595 51 ESI
N
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131 X/N. : C35H50N207 | 61036 | 633 609 ESI
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X
X 0
\
133 0 C31H43N309 601.3 624 600 ESI
134 /N"""@ C35H45N307 | 619.33 620 618 ESI
X
X\N 0
135 H C27H34N209 | 53023 | 553 529 ESI
0
\ 0
136 X/N i_._ C28H38N20C9S | 578.23 601 577 ESI
=0
137 HO O C36H40N208 | 628.28 651 627 ESI
X
N
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X\
138 HN C32H38N207 | 562.27 563 561 ESI
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140 C31H38N208 | 566.26 | 589 565 ESI
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//O
141 X—NH C31H38N2010S | 630.22 | 653 629 ESI
//S\/\OH
0
20
142 G32H38N208 | 578.26 | 601 577 ESI
X
H OH
143 'CO C32H44N207 | 568.31 | 591 567 ESI
o
X
VAN 30
144 XN S C27H36N207S | 532.22 | 555 531 ESI
145 X_N: > C28H38N207 | 51427 | 537 513 ESI
N
146 y NDI C34H49N307 | 61136 | 613 610 ESI 40
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N
X/
HO
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154 XN /N‘\_Q C35H45N307 | 619.33 | 642 618 ESI
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157 X “Df OH C28H38N208 | 530.26 | 553 | 529 ESI
OH
158 X—N C30H42N208 | 65829 | 581 557 ESI
159 C35H38N207 | 598.27 | 621 597 ESI
N
X/
160 X—N N 0 C32HA5N308 | 599.32 | 622 598 ESI
161 X—N N— G28H3ON307 | 52928 | 552 528 ESI
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162 N C35H44N207 | 60431 | 627 603 ESI
163 X—N C31H36N207 | 548.25 | 571 547 ESI
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165 C27H36N207 | 50025 | 523 499 ESI
166 X—N 0o C27H36N208 | 51625 | 539 515 ESI
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8 / \ o 5727 | 580 556
16 C20H39N308 | 557. ESI
X—N N
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X N
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179 X_NC>_\< C30H40N209 | 572.27 | 595 571 ESI
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0
X\
185 NO C33H45N308 | 611.32 | 634 610 ESI
0
OH
x—N
186 C34H42N208 | 606.29 | 629 605 ESI
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188 C35H44N207 | 604.31 | 627 603 ESI

N
X

goooooaon
gooooooooboooooobooooboboboooobbooooobbooooboboooooan
000000000000 O0o0oDOoOOoONIoOo0ooDo0o0o”o00o0o0o0Do0o0ooooa
ooocooObOO0OO0ooooooooboooooao

goooogao

gooooaad
coooooooooooooboooboobOoboooo0ooDbDUobDDOoboE@oDO
ooooobo)YOoDoODobooooooooDbbooooooooobobbobooooooao
goobooooobooooobooobobobooooboboooonb

gooodad

gogooano

HO
HO™

Oooooo
0oo0oo0oo0ooDOooo0Do0ooO0ooDoooDO0oDOo0DooDU0ooDDOooDOoDOooODOoDoDOooOaO
Oo00oo0ooo0ooDoDOooo0oDoo0DooDoooDO0oDo0DooDUooODOoDOoDOooDoDoOooDoOoOao
Oo0DO0o00ooDoooDOooDoooDoooog
1H NMR (600 MHz, METHANOL-D,) 6 ppm 0.81 - 1.00 (m, 2 H) 1.31 (br. s., 3 H) 1.3
8 - 1.47 (m, 1 H) 1.48 - 1.55 (m, 1 H) 1.56 - 1.78 (m, 4 H) 2.05 (s, 3 H) 2.83 (
t, J=7.34 Hz, 2 H) 3.28 - 3.33 (m, 2 H) 3.35 - 3.43 (m, 2 H) 3.46 (t, J=8.71 Hz,
1 H) 3.54 (t, J=9.17 Hz, 1 H) 3.57 - 3.71 (m, 3 H) 3.81 - 3.88 (m, 3 H) 3.96 (d
d, J=9.40, 4.36 Hz, 1 H) 4.50 (d, J=10.09 Hz, 1 H) 6.60 (s, 1 H) 7.00 (d, 2 H) 7
.04 (d, 2 H) 7.08 (d, J=5.96 Hz, 1 H).
ESI m/z=605(M+Na). 581(M-H).
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MS
L& Exact | (M+H) .
No. = MS 2t MS (M-H) | 771k
(M+Na)
189 ?J/\NH C32H42N208 | 582.29 605 581 ESI
Y
0
0 @
190 XI\‘({H C32H36N208 | 576.25 | 599 575 ESI
o}
o,
191 %NH C28H36N208 | 528253 | 551 527 ESI
X/N\W
0
192 X/QH C28H36N208 | 528.25 | 551 527 ESI
0
Pes
N
193 \[/\NH C32H36N209 | 59224 | 615 | 591 ESI
X/N\\-\/
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194 N C31H34N207 |546.24 | 569 545 ESI
X~ Nj/
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0 "Q
195 }/\NH C31H35N308 | 577.24 | 600 576 ESI
x~ N\\(
0
oﬁ/\
196 ) /N\{NH C25H30N208 | 4862 | 509 485 ESI
0
197 C27H34N209 | 530.23 | 553 529 ESI
198 N NH C26H32N208 | 500.22 | 523 499 ESI
Y
0
0 /
)"O
199 Oﬁ/{ C29H36N2010 | 572.24 | 595 571 ESI
NH
/N\\(
X
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(@H
0
200 %NH C20H34N408 | 566.24 | 580 565 ESI
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X \ﬁ(
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EMrari 100mg #EFIOAS:
1 e E:
2 108.35 mg
kA 38.65 meg
EEEIn-—2 22.00 mg
ANBEL AFIINENO—A RN TN 20.00 mg
ERaFi-Foiltiln—23 10.00 mg
AFFTI BT T0 1.00 mg
200.00 mg
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slslslls
L& No SGLT1 (nM) SGLT2 (nM)
1 11 17
2 32 18
3 35 65
4 51 31
8 65 29
9 175 29
10 51 23
11 59 34
12 113 48
14 49 21
17 79 2b
19 302 101
20 382 164
21 75 34
22 37 12
23 19 19
24 37 25
25 64 20
26 52 15
27 54 15
28 64 18
29 75 17
30 111 13
31 148 39
32 245 44
33 12 11
34 49 10
35 83 34
36 94 34
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SGITI SGLT2
L& No. 100nM 17 35 13 % 2% 100nM 12 B1F 5 FHE%
38 89 83
39 80 83
40 79 89
41 78 86
42 78 87
43 7 86
45 75 80
46 74 91
47 73 89
48 73 87
49 73 81
50 71 77
51 71 84
52 1 84
53 70 74
54 79 73
55 69 69
56 68 77
57 68 51
59 67 86
60 66 91
61 65 95
62 65 79
63 63 81
64 62 76
65 62 76
66 62 83
67 61 82
68 60 83
69 60 83
70 59 83
1 59 86
123 78 87
124 71 79
125 68 90
132 90 90
137 71 79
138 65 84
143 66 80
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