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(35) JP 2010-523484 A 2010.7.15
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C,oHgBrNO; MW 237/239; H-NMR (CDCl3): & 8.76 (d, J = 2.2 Hz, 1H), 8.15 (d, J
2.2 Hz, 1H), 7.55 (d, J = 9.1 Hz, 1H), 7.32 (d, J = 2.5 Hz, 1H), 7.15 (dd, J = 2
.5 Hz, J = 8.8 Hz, 1H), 3.88 (s, 3H, OMe); 3C-NMR (CDCl3): & 159.9, 150.4, 147.
1, 135.9, 126.9, 123.4, 119.9, 113.6, 106.3, 54.6; IR: 2961, 1620, 1581, 1491, 1
462, 1417, 1261, 1027, 796 1/cm; MS (ESI1): 238-240 (M+H)™
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ugogobooooobboouobouoyooobobobbooobboooobboooobobooooonoan
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C,1HoF50,S: MW 294; 'H-NMR (CDClg): & 8.12 (d, J = 8.5 Hz, 1H), 7.20 - 7.17 (d,
J = 12.0 Hz, 2H); 3.01 (t, J = 6.0 Hz, 2H); 2.67 (t, J = 6.3 Hz, 2H); 2.19-2.14
(9, J = 7.3 Hz, 2H); 3C-NMR (CDCl5): & 196.4, 152.4, 147.1, 132.40, 130.0, 121.
4, 119.7, 38.8, 29.7, 22.9; IR: 2937, 2851, 1692, 1605, 1425, 1219, 897 1/cm
0Doo0Oooo

00000000000 000O0O00000000
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C,H,Br,NO; MW 279/281/283; H-NMR
s, 3H); *3C-NMR (CDCl3): & 151.1,
3, 1552, 1480 1/cm
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(CDCIZ): & 7.06 (s, 2H), 4.18 (bs, 1H), 3.71 (
135.2, 117.0, 108.1, 55.1; IR: 3402, 3294, 159
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C,HgBr,0; MW 264/266/268; H-NMR (CDCl3): & 7.23 - 7.22 (m, 1H), 6.97 (s, 1H), 6
.96 (s, 1H), 3.75 (s, 3H); 3C-NMR: & 160.8, 126.4, 123.1, 116.5, 55.7; IR: 2925

, 1599, 1569, 1464 1/cm
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CooHoBrs0; MW 256/258; *H-NMR (CD50D): & 7.61 (d, J = 16.1 Hz, 1H), 7.38 - 7.37
(m, 1H), 7.17 - 7.16 (m, 2H), 6.53 (d, J = 16.1 Hz, 1H), 3.87 (s, 3H); I3C-NMR (
CD50D): & 169.8, 162.3, 144.5, 138.9, 124.2, 121.4, 120.0, 113.4, 56.2
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CgHioBrNO; MW 215/217; *H-NMR (CDClz): & 6.83 - 6.82 (m, 1H), 6.77 (d, J = 1.9 H
z, 1H), 3.81 (s, 3H), 2.12 (s, 3H); 3C-NMR (CDCly): & 147.5, 133.4, 125.1, 123.
8, 111.5, 109.0, 55.8, 17.0; IR: 3463, 3373, 2973, 1594, 1486, 1409 1/cm; MS (ES
1): 216-218 (M+H)™
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CgHoBro; MW 200/202; H-NMR (CDClg): & 6.45 (s, 1H), 6.39 (s, 1H), 6.18 (s, 1H),
3.30 (s, 3H), 1.83 (s, 3H); 13C-NMR (CDCl;): & 160.2, 141.0, 124.5, 122.4, 114.

1, 113.9, 55.4, 21.2; IR: 2925, 1599, 1569, 1464 1/cm
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C,HgBrNO; MW 202; *H-NMR (CDCl3): & 6.89 (m, 2H), 6.58 (d, J = 7.9 Hz, 1H), 3.92

(bs, 1H), 3.82 (s, 3H); 3C-NMR (CDCl;): & 148.0, 134-9, 123.7, 115.9, 113.8, 1
09.9, 56.7; IR: 3470, 3375 (0 O O ), 1616, 1503, 1409 (0 O O O ) 1/cm
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C,oHoNO; MW 183; R0 (00O O /00 0 O O 8/2): 0.7; *H-NMR (CDCl3): & 7.97 (d, J
= 8.2 Hz, 1H), 7.85 (dd, J = 0.9 Hz, J = 6.9 Hz, 1H), 7.79 (d, J = 9.1 Hz, 1H),

7.45 (d, J = 2.2 Hz, 1H), 7.36 (dd, J = 8.2 Hz, J = 7.3 Hz, 1H), 7.24 (dd, J =
2.5 Hz, J = 8.8 Hz, 1H), 3.98 (s, 3H): IR: 3003, 2943, 2839, 2218, 1505, 1259, 1
243, 1025 1/cm
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C,oHgBrNO; MW: 261/263; R0 (0 00 O /00 0 O 0O 8/2): 0.8; *H-NMR (CDCl3): & 8.1
2 (@, J=1.9 Hz, 1H), 7.92 (d, J = 1.9 Hz, 1H), 7.71 (d, J = 8.8 Hz, 1H), 7.40
(d, J = 2.5 Hz, 1H), 7.26 (dd, J = 2.5 Hz, J = 9.1 Hz, 1H), 3.97 (s, 3H); IR: 33
55, 2835, 2221 1/cm
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C,oHoBrO,; MW 264/266; H-NMR (CDClg): & 10.80 (s, 1H), 9.16 (d, J = 9.1 Hz, 1H)
, 7.94 (d, J = 9.1 Hz, 1H), 7.90 (d, J = 9.1 Hz, 1H), 7.66 (dd, J = 2.2 Hz, J =
9.4 Hz, 1H), 7.30 (d, J = 9.1 Hz, 1H), 4.05 (s, 3H); “3C-NMR (CDClz): & 191.6, 1
63.8, 136.3, 132.8, 130.0, 129.7, 126.8, 118.5, 116.6, 113.7, 56.6; IR: 2973, 28
87, 2807, 1661 1/cm
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C,oHgBr,0; MW 300/302/304; “H-NMR (CDClz): & 7.90 (d, J = 1.8 Hz, 1H), 7.87 (d,

J = 8.8 Hz, 1H), 7.61 (d, J = 8.8 Hz, 1H), 7.59 (dd, J = 2.1 Hz, J = 9.1 Hz, 1H)
, 7-24 (d, J = 8.8 Hz, 1H); *3C-NMR (CDCl3): & 177.5, 151.0, 131.0, 130.6, 130.1
, 128.4, 128.3, 127.2, 118.0, 106.1; IR: 3443, 1688, 1617, 1586, 1382, 1209, 118
3, 1130 1/cm
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C,,HgBr,0; MW 314/316/318; 'H-NMR (CDCl3): & 7.98 (d, J = 8.8 Hz, 1H), 7.84 (d,

J=2.1Hz, 1H), 7.63 (d, J = 9.1 Hz, 1H), 7.50 (dd, J = 2.1 Hz, J = 9.1 Hz, 1H)
, 7.20 (d, J = 9.1 Hz, 1H), 3.93 (s, 3H); 3C-NMR (CDCl;): & 182.9, 157.9, 135.6
, 134.8, 134.5, 133.7, 132.0, 131.9, 118.4, 60.9; IR: 2964, 1708, 1587, 1490, 13
44, 1272, 1070 1/cm
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CoHogO4: MW 336; 'H- NMR (DMSO): & 8.16 (d, J = 1.6 Hz, 1H), 7.90 (d, J = 8.8 H
z, 1H), 7.88 (d, J = 8.5 Hz, 1H), 7.79 (dd, J = 1.9 Hz, J = 8.5 Hz, 1H), 7.35 (d
, J=2.5Hz, 1H), 7.23 (m, 1H), 7.19 (dd, J = 2.5 Hz, J = 8.8 Hz, 1H), 7.14 - 7
.13 (m, 1H), 6.82 (m, 1H), 3.89 (s, 3H), 3.83 (s, 3H), 2.90 - 2.87 (m, 2H), 2.63
- 2.60 (m, 2H); 3C- NMR (DMSO): & 163.1, 157.4, 150.3, 143.0, 135.1, 129.7, 12
8.7, 126.7, 119.2, 55.2, 55.1, 34.3, 30.4; IR: 2956, 1702, 1594, 1198, 1152 1/cm
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CioH16043 MW 308; TH-NMR (CD50D): & 8.08 (d, J = 1.6 Hz, 1H), 8.01 (m, 1H), 7.90
(d, J = 9.1, 1H), 7.88 (d, J = 9.1, 1H), 7.77 (dd, J = 1.9 Hz, J = 8.5 Hz, 1H),
7.58 (dd, J = 1.3 Hz, J = 2.5 Hz, 1H), 7.52 (dd, J = 1.6 Hz, J = 2.5 Hz, 1H), 7
.30 (d, J = 2.2 Hz, 1H), 7.20 (dd, J = 2.5 Hz, J = 9.1 Hz, 1H), 3.97 (s, 3H), 3.

70 (s, 3H): IR: 2936, 1690, 1591, 1489, 1459 1/cm
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CooHigNO4: MW 322; TH-NMR (CDClg): & 8.83 (s, 1H), 8.08 (s, 1H), 7.84 (m, 2H), 7
.39 (t, J = 7.9 Hz,, 1H), 7.32 (s, 1H), 7.24 (d, J = 7.6 Hz,, 1H), 7.20 (t, J =
2.2 Hz, 1H), 6.93 (dd, J = 2.5 Hz,, J = 8.2 Hz,, 1H), 4.18 (s, 3H), 3.88 (s, 3H)
; 13C-NMR (CDCl3): 165.2, 160.2, 154.4, 136.6, 135.8, 130.0, 129.3, 127.2, 127.1
, 119.7, 118.3, 113.1, 113.0, 107.0, 56.8, 55.4; IR: 3262, 2942, 2837, 1733, 160
0, 1490, 1200 1/cm
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CioH1604: MW 308; *H-NMR (CDCl3): & 8.54 (d, J = 9.1 Hz, 1H), 8.04 (d, J = 9.1 H
z, 1H), 7.98 (d, J = 1.9 Hz, 1H), 7.83 (dd, J = 1.9, Hz, J = 8.8 Hz, 1H), 7.40 (
t, J =7.9 Hz, 1H), 7.35 (d, J = 8.8 Hz, 1H), 7.29 (mn, 1H), 7.23 (m, 1H), 6.94 (
ddd, J = 0.9 Hz, J = 2.8 Hz, J = 8.2 Hz, 1H), 4.13 (s, 3H), 3.90 (s, 3H); IR: 30
61, 2993, 2938, 1729, 1672, 1597, 1576, 1493, 1282, 1256, 1210, 1073 1/cm
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(0000/000002/1): 0.5; *H-NMR (CDCl3): & 8.36 (d,

8.24 (d, J = 8.8 Hz, 1H), 7.97 (d, J = 1.8 Hz, 1H), 7.89 (d, J
77 (dd, J = 2.1 Hz, J = 8.8 Hz, 1H), 7.38 (t, J = 7.9 Hz, 1H),
Hz, 1H), 7.29 - 7.27 (m, 1H), 7.22 - 7.22 (m, 1H), 6.91 (ddd,

4 Hz, J = 8.2 Hz, 1H), 6.78 (d, J = 16.1 Hz, 1H), 4.31 (g, J =
7.0 Hz, 2H), 4.00 (s, 3H), 3.88 (s, 3H), 1.37 (t, J = 7.0 Hz, 3H); 3C-NMR (CDC
1;): 6 167.9, 160.1, 156.8, 142.1, 137.5, 136.3, 132.0, 131.8, 129.9, 129.2, 127
126.3, 123.9, 123.4, 119.7, 116.6, 113.1, 112.9, 112.7, 60.4, 56.2, 55.3, 14
IR:

2937, 2839, 1712, 1705, 1273, 1170 1/cm
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CoqHig04; MW 334; RO (DO OO0 /00000 1/1):
oD30 ): & 8.30 (d, J = 16.1 Hz, 1H), 8.26 (d, J

Hz, 1H), 8.06 (d, J
9.1 Hz, 1H), 7.39 (t, J = 7.9 Hz, 1H), 7.35 - 7.34 (m, 1H), 7.32 (t, J =
2.2 Hz, 1H), 6.95 - 6.92 (m, 1H), 6.74 (d, J =
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C,6H16NOo; MW 253; TH-NMR (CDClg): & 8.22 (bs, 1H), 7.33 (t, J = 7.9 Hz, 1H), 7.
25 (d, J = 8.8 Hz, 1H), 7.21 (d, J = 7.6 Hz, 1H), 7.16 (t, J = 2.5 Hz, 1H), 7.07
(d, J = 2.2 Hz, 1H), 6.84 (dt, J = 2.5 Hz, J = 8.8 Hz, 2H), 6.74 (d, J = 2.2 Hz
, 1H), 3.86 (s, 3H), 3.85 (s, 3H); 3C-NMR (CDClz): & 160.1, 154.5, 138.5, 133.9
, 132.0, 130.1, 129.6, 117.6, 113.0, 112.7, 110.9, 102.3, 100.1, 55.9, 55.4; IR:
3364 (NH), 2998, 2835, 1610, 1581, 1483 1/cm; MS (ES1): 254 (M+H)*
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Ci7H1sNOo. MW 265; H-NMR (CDCI): & 7.91 (d, J = 1.5 Hz, 1H), 7.89 (S, 1H), 7.6
2 (d, J=8.8Hz, 1H); 7.57 (t, J = 2.4 Hz, 1H), 7.50 (d, J = 7.9 Hz, 1H), 7.24
(t, J = 7.9 Hz, 1H), 7.20 (dd, J = 2.7 Hz, J = 9.1 Hz, 1H), 6.89 (d, J = 2.7 Hz,
1H), 6.82 (dd, J = 2.7 Hz, J = 8.2 Hz, 1H), 3.75 (s, 3H), 3.74 (s, 3H); 3C-NMR
(CDClZ): & 160.1, 157.7, 154.8, 144.3, 141.3, 135.5, 131.1, 129.8, 128.3, 122.4
119.8, 119.4, 115.0, 112.5, 105.0, 55.5, 55.4; IR: 2964, 2839, 1621, 1600, 158

3, 1559, 1478, 1455, 1430 1/cm. MS (ESI): 266 (M+H)™*
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C,-H,sNO,; MW 265; TH-NMR (CDClg): & 8.98 (d, J = 2.2 Hz, 1H), 8.07 (d, J = 2.2
Hz, 1H), 7.63 (d, J = 9.1 Hz, 1H), 7.53 (d, J = 8.8 Hz, 2H), 7.35 (d, J = 2.5 Hz
, 1H), 7.13 (dd, J = 2.5 Hz, J = 9.1 Hz, 1H), 6.95 (d, J = 8.8 Hz, 2H), 3.88 (s,
3H), 3.78 (s, 3H); 3C-NMR (CDCl5): & 160.5, 159.6, 145.9, 148.7, 132.3, 131.6,
130.5, 128.9, 128.3, 123.3, 120.1, 114.6, 107.2, 55.5, 55.4; IR: 2928, 1613, 15
14, 1491, 1461.1237, 1025 1/cm; MS (ESI): 266 (M+H)*
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C,eH13NO; MW 235; *H-NMR (CDCI3): & 9.09 (d, J
z, 1H), 8.05 (d, J = 8.5 Hz, 1H), 7.80 (d, J =
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= 2.2 Hz, 1H), 8.18 (d, J

8.5 Hz, 1H), 7.60 (d, J

=2.2H
1.3 Hz,

3H), 7.50 (t, J = 8.2 Hz, 1H), 6.98 (d, J = 8.8 Hz, 2H), 3.82 (s, 3H); 3C-NMR
(CDCly): & 159.8, 149.9, 147.1, 132.4, 130.3, 129.2, 129.1, 128.5, 127.9, 127.0,
114.7, 55.4; IR: 3062; 2930; 2833; 1602; 1517; 1460; 1254 1/cm; MS (ESI): 236 (

M+H)™
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C,eH13NO; MW 235; *H-NMR (CDCI3): & 9.09 (d, J
Hz, 1H), 8.19 (d, J = 2.2 Hz, 1H), 7.78 (d, J
J = 8.5 Hz, 1H), 7.49 (dt, J = 1.3 Hz, J = 8.2
, 7.20 (d, J = 7.5 Hz, 1H), 7.14 (t, J = 2.5 H
8.2 Hz, 1H), 3.80 (s, 3H); 3C-NMR (CDCI3): &
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= 2.2 Hz, 1H), 8.05 (d, J 8.51
= 8.5 Hz, 1H), 7.62 (dt, J = 1.6,
Hz, 1H), 7-34 (t, J = 7.9 Hz, 1H)
z, 1H), 6.89 (dd, J = 2.5 Hz, J =
160.2, 149.9, 147.5, 139.4, 133.7,

133.3, 130.2, 129.4, 129.3, 128.0, 127.0, 119.9, 113.4, 113.3, 55.4; IR: 1600,
1581, 1492, 1465, 1276, 1260 1/cm; MS (ES1): 236 (M+H)™
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C,-H15NO5; MW 265; *H-NMR (CDClI3): & 9.02 (d,

Hz, 1H), 7.68 (d, J = 8.3 Hz, 1H), 7.39 (d, J
, 1H), 7.20 (d, J = 7.6 Hz, 1H), 7.18 (d, J =
d, J =2.5Hz, J = 8.2 Hz, 1H), 3.91 (s, 3H),
60.8, 160.2, 150.0, 149.15, 139.6, 133.1, 131.
.7, 113.1, 107.2, 55.6, 55.4; IR: 1621, 1600,
MS (ESI1): 266 (M+H)™
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J = 2.2 Hz, 1H), 8.15 (d, J = 2.2
2.5 Hz, 1H), 7.36 (t, J = 7.9 Hz
2.5 Hz, 1H), 7.16 (m, 1H), 6.89 (d
3.83 (s, 3H); *3C-NMR (CDCl3): & 1
8, 130.2, 129.0, 123.2, 120.3, 119
1581, 1497, 1456, 1435, 1260 1/cm;
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C,7H,sNOS; MW 265; *H-NMR (d-0 0 0O O ): & 8.58 (d, J = 1.9 Hz, 1H), 8.28 (d, J =

2.8 Hz, 1H), 8.18 (d, J = 1.3 Hz, 1H), 7.94 - 7.90 (m, 2H), 7.81 (dd, J = 1.9 H

z, J = 8.5 Hz, 1H), 7.67 (dd, J = 1.9 Hz, J = 2.5 Hz, 1H), 7.36 (d, J = 2.2 Hz,

1H), 7.21 (dd, J = 2.5 Hz, J = 8.8 Hz, 1H), 3.98 (s, 3H), 3.95 (s, 3H); 13C-NMR

(d-0 00 0): 159.2, 157.0, 141.1, 137.9, 137.2, 135.4, 133.6, 130.6, 130.1, 128 20
.5, 126.8, 126.4, 120.2, 118.9, 106.5, 56.0, 55.7; IR: 3359, 1586, 1444, 1268 1/

cm
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Ci1gH1605:; MW 264; TH-NMR: (CDCl3): & 7.85(d, J = 1.2 Hz, 1H), 7.7 (dd, J = 5.6, 40
J =8.5Hz, 2H), 7.62 (dd, J = 1.9 Hz, J = 8.5 Hz, 1H), 7.56 (dd, J = 1.9 Hz, J
= 8.8 Hz, 2H), 7.10 (m, 2H), 6.94 (d, J = 8.5 Hz, 2H), 3.87 (s, 3H), 3.80 (s, 3H
); 13C-NMR (CDCI3): & 159.1, 157.6, 136.1, 133.8, 133.4, 129.6, 129.3, 128.2, 12
7.2, 125.9, 124.9, 119.0, 114.3, 105.6, 55.4, 55.3; IR: 2924, 2854, 1628, 1598,
1500, 1244 1/cm; MS (APCI): 265 (M+H)™"
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C18H16023
2H), 7.69 (dd, J = 1.7 Hz, J = 8.3 Hz, 1H), 7.37 (t, J = 7.8 Hz, 1H), 7.26 (

Hz,
d, J
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MW 264; TH-NMR (CDClz): & 7.95 (s, 1H), 7.78 (dd, J = 4.4 Hz, J = 8.3

7.8 Hz, 1H), 7.21 (t, J = 2.2 Hz, 1H), 7.16 (d, J = 2.5 Hz, 1H), 7.15 (s,

1H), 6.89 (dd, J = 2.4 Hz, J = 8.1 Hz, 1H), 3.93 (s, 3H), 3.88 (s, 3H); 3C-NMR
(CDCI3): & 128.65, 127.50, 127.15, 121.20, 120.65, 114.40, 113.95, 56.80; IR: 2
963; 2838; 1594; 1493; 1455; 1389; 1254 1/cm; MS (ESI1): 265 (M+H)™
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C,gH1,NO5; MW 295; *H-NMR (CDCl3): & 8.54 (t, J = 1.9 Hz, 1H), 8.18 (ddd, J
9 Hz, J = 2.2 Hz, J = 8.2 Hz, 1H), 8.01 - 7.99 (m, 2H), 7.84 (d, J = 8.5 Hz, 1H)
, 7.80 (d, J = 8.8 Hz, 1H), 7.70 (dd, J = 1.9 Hz, J = 8.5 Hz, 1H), 7.63 - 7.59 (
m, 1H), 7.20 (dd, J = 2.8 Hz, J = 9.1 Hz, 1H), 7.16 (d, J = 2.5 Hz, 1H), 3.94 (s
, 3H); *3C-NMR (CDCl3): & 158.3, 148.8, 142.9, 134.4, 133.7, 133.0, 129.8, 129.7
, 129.0, 127.8, 126.1, 125.3, 121.9, 121.7, 119.7, 105.6, 55.4; IR: 1602, 1528,
1351 1/cm
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C,-H15NO; MW 249; *H-NMR (CD50D + CDCI1330 ): & 8.06 (d, J = 1.3 Hz, 1H), 7.89 (d
, J=8.8 Hz, 1H), 7.85 (d, J = 9.1 Hz, 1H), 7.75 (dd, J = 1.9 Hz, J = 8.5 Hz, 1
H), 7.59 (d, J = 7.9 Hz, 1H), 7.55 - 7.52 (m, 2H), 7.28 (d, J = 2.5 Hz, 1H), 7.2

0 (dd, J = 2.5 Hz, J = 8.8 Hz, 1H), 7.18 - 7.16 (m, 1H), 3.97 (s, 3H); 3C-NMR (

CD50D + CDCI530 ): & 159.9, 145.2, 136.0, 132.1, 131.9, 130.9, 130.8, 130.5, 128
.9, 127.0, 126.9, 126.2, 122.4, 122.0, 120.6, 106.6, 55.8; IR: 2923, 2854, 1461,
1377 1/cm

oooooo

000000000000 D0DDODDODDODDODODODODOODOOD

oooooo

O

gooooooobbooooobno gogooboooobobooogoobooooobbogo
a
O

10

20

30

40



(52) JP 2010-523484 A 2010.7.15

goooano

HO

oooooao
oooooDoODO0oDO0oO0oo0oo0ooooDoDDoDOoODO0OU0DoOoO0OooDoDoDoODoODOoDOoDOoOoOooOooDooDoDOao
ooooDoDoODOo0DO0o0o0o0ooooDDDoDo0DU00Do0o0o0oooDoDoDoDOoDo0Doo0oooDooDoDOaon
JoooooOO0oU0oO0oodUoooooDoDOoDU0U0UOUdO0oOoDoDoDoDoODOoDUDOoDUOoU0ooOooDooDoDOao
oooooDoDOoDU0O0oo0oo0UoooooDoDOoODUOUODOoUooOooDoDoDoDOooOoOo
C,eH150; MW 220; *H-NMR (CD;0D): & 8.00 (bs.1H), 7.82 (d, J = 8.7 Hz, 1H), 7.76
- 7.73 (m, 3H), 7.71 (dd, J = 1.7 Hz, J = 8.4 Hz, 1H), 7.50 - 7.47 (m, 2H), 7.37
- 7.34 (m, 1H), 7.17 (d, J = 2.3 Hz, 1H), 7.13 (dd, J = 2.3 Hz, J = 8.7 Hz, 1H)
; 3C-NMR (CD50D): & 155.3, 141.2, 135.5, 134.3, 129.4, 128.4, 126.5, 126.4, 125
.2, 125.0, 118.3, 108.3; IR: 3335 1/cm
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CieH120; MW 220; IH-NMR (CDz0D): & 8.06 (m, 1H); 7.92 (d, J 8.2Hz, 2H); 7.88 (
dd, J = 7.5 Hz, J = 1.5 Hz, 1H); 7.76 (dd, J = 8.5 Hz, J = 1.8 Hz, 1H); 7.52-7.4
9 (m, 2H); 7.34 (t, J = 7.5Hz, 1H); 7.25-7.23 (m, 1H); 7.20 (t, J = 1.8 Hz, 1H);
6.85 (m, 1H); 13C-NMR (CDz0D): & 159.0, 143.8, 139.9, 135.2, 134.2, 131.0, 129.
4, 129.2, 128.6, 127.3, 126.9, 126.5, 126.4, 119.6, 115.4, 115.1; IR: 3380, 3055
, 1599, 1184 1/cm; MS (ESI1): 221 (M+H)™
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Ci6H140-5 MW 238; TH-NMR (CD50D): & 8.04 - 8.02 (d, J = 8.8 Hz, 1H), 7.56 (m, J
= 6.0 Hz, 2H), 7.31 - 7.27 (t, J = 7.9 Hz, 1H), 7.16 (d, J = 6.6 Hz, 1H), 7.10 -
7.09 (t, J = 2.2 Hz, 1H), 6.85 - 6.84 (d, J = 7.9 Hz, 1H), 3.09 - 3.07 (t, J =
6.0 Hz, 2H), 2.71 - 2.68 (t, J = 6.3 Hz, 2H); 2.20 - 2.18 (m, J = 6.3 Hz, 2H);
3C-NMR (CD50D): & 200.7, 159.20, 147.9, 147.1, 142.7, 132.6, 131.2, 128.6, 128.4
, 126.5, 119.6, 116.5, 115.1, 40.2, 30.9, 24.7; IR: 3410, 3059, 2940, 2557, 1714

1600, 1259, 1209 1/cm; MS (ESI1): 239 (M+H)™*

Ooo0oooano
odoodoobooooboooD0obo0b0g0ooD0ooDU0o o0 oo o000 b0 oD oDUooDOoboDoobooao
00
ooooon
goooaod
o

MeO
oooooan
I R A A B A W e A W N N I N R N
0o0o0doOO0obOO0ooDOoboOO0ooODO0obOO0oboDO0oboDO0ooDOooDOooDOooODOoobODOooDOooDoOooDooooaoan
Jdo0oodoooooobo0oo0ooooDoboD0o o0 oo oo o000 OO oo oo boDooDoooao
0 T A A R A A B A W A W A W e A N N N R NN
goobobgobgobgobobobobob00o bbb bbb bUobUobobono
ooooao
Ci7H1605 5 MW 252; TH-NMR (CDz0D): & 8.04 (d, J = 8.8 Hz, 1H), 7.65 (d, J = 8.9
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Hz, 2H), 7.57 (d, J = 7.6 Hz, 2H), 7.04 (d, J = 8.8 Hz, 2H), 3.87 (s, 3H), 3.07
(t, J = 6.0 Hz, 2H), 2.68 (t, J = 6.0 Hz, 2H), 2.19 (m, 2H); 23C-NMR (CD50D): 19
8.1, 159.9, 145.6, 144.9, 132.7, 131.0, 128.4, 127.8, 126.6, 125.0, 114.4, 55.4,
39.2, 30.0, 23.3; IR: 2938, 1717, 1599, 1210 1/cm
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Ci6H12053 MW 236; TH-NMR (CD50D): & 7.84 (s, 1H), 7.80 (d, J = 8.5 Hz, 1H), 7.74
(d, J = 8.8 Hz, 1H), 7.50 (dd, J = 8.5 Hz, J = 1.8 Hz, 1H), 7.29 (t, J = 7.9 Hz
, 1H), 7.20 (m, 2H), 7.15 (t, J = 2.1 Hz, 1H), 7.07 (dd, J = 2.4 Hz, J = 8.8 Hz,
1H), 6.80 (m, 1H); IR: 3354, 2933, 1643, 1604, 1514, 1493, 1454, 1441, 1212 1/c

m; MS (ES1): 234 (M-2H)
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CoiH1504: MW 334; TH-NMR (DMSO): & 8.24 (d, J = 1.6 Hz, 1H), 7.91 (d, J = 8.8 Hz
, 1H), 7.90 (d, J = 8.5 Hz, 1H), 7.87 (dd, J = 1.6 Hz, J = 8.5 Hz, 1H), 7.67 - 7
.66 (m, 1H), 7.61 (d, J = 16.1 Hz, 1H), 7.57 (bs, 1H), 7.36 - 7.35 (m, 2H), 7.20
(dd, J = 2.5 Hz, J = 8.8 Hz, 1H), 6.17 (d, J = 16.1 Hz, 1H), 3.89 (s, 3H), 3.88
(s, 3H); 3C-NMR (DMSO): & 172.1, 168.0, 160.2, 159.9, 157.6, 142.2, 136.5, 134
.4, 129.8, 128.7, 127.3, 125.5, 125.4, 121.8, 119.2, 119.0, 114.7, 111.7, 105.7,
55.4, 55.2; IR: 3622, 2958, 2923, 2871, 1732, 1433, 1261, 1232 1/cm
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C,gH,oNO,, HCI; MW 315; TH-NMR (CD5OD): & 8.10 (s, 1H), 7.89 (m, 2H), 7.78 (dd, J
= 1.9 Hz, J = 8.5 Hz, 1H), 7.55 (s, 1H), 7.47 (m, 2H), 7.30 (d, J = 2.2 Hz, 1H)
, 7.20 (dd, J = 2.5 Hz, J = 8.8 Hz, 1H), 4.10 (s, 3H), 3.96 (s, 3H); 3C-NMR (CD
s0D): & 154.6, 136.0, 131.0, 128.9, 127.1, 126.7, 125.3, 120.9, 120.6, 119.6, 11
2.1, 106.7, 57.2, 56.0; IR: 2844, 1627, 1602, 1512, 1435 1/cm
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.94 (d, J = 1.6 Hz, 1H), 7.78 (s, 1H), 7.76
.5 Hz, 1H), 7.16 - 7.14 (m, 2H), 7.10 (s, 1

O N O O0O0Od o

92 (s, 3H), 3.86 (s, 3H), 2.41 (s, 3H); 13C-NMm
R (CDCl3): & 160.1, 157.7, 142.5, 139.8, 136.4, 133.9, 129.7, 129.1, 127.1, 126. 10
120.7, 119.1, 113.4, 110.0, 105.6, 55.3, 21.7; IR: 2994, 2939, 2834, 1
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TH-NMR (CDCI):
8.5 Hz, 1H), 7.62 - 7.64 (m, 2H), 7.50 (t, J = 1.5

Hz, 1H), 7.18 - 7.21 (m, 2H), 7.18 (d, J = 2.5 Hz, 1H), 7.12 (m, 1H), 7.01 - 7.0

3 (m, 2H), 3.95 (s, 3H), 3.94 (s, 3H), 3.87 (s, 3H); T3C-NMR (CDCI3): & 160.4, 1 40
57.9, 143.1, 142.8, 136.4, 134.0, 129.8, 128.4, 127.3, 126.1, 125.8, 119.2, 118.

7, 114.3, 111.3, 105.6, 55.5, 55.4;
oooooao
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8.04 (d, J = 1.5 Hz, 1H), 7.82 - 7.83 (m, 2H

IR: 2959, 1588, 1490, 1243 1/cm
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CooHosOg: MW 420; TH-NMR (DMSO): & 7.45 (s, 2H), 7.10 (m, 6H), 6.89 (s, 1H), 6.5

2 (d, J = 2.5 Hz, 2H); 6.47 (d, J = 1.6 Hz, 2H), 6.36 (d, J = 2.5 Hz, 1H), 6.35
(d, J = 2.5 Hz, 1H), 3.10 (s, 3H), 3.00 (s, 6H); 3C-NMR (DMSO): & 161.8, 159.0,
143.9, 136.9, 135.2, 130.7, 130.2, 128.3, 126.8, 126.6, 120.0, 119.2, 112.3, 10

6.5, 55.9, 55.7; IR: 2930, 1588, 1268, 1199 1/cm; MS (ESI1): 421 (M+H)*
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CooHy1sNO4: MW 322; TH-NMR (CDClg): & 8.34 (s, 1H), 7.99 (s, 1H), 7.79 - 7.74 (m,

2H), 7.38 (t, J = 8.2 Hz, 1H), 7.25 (d, J = 7.9 Hz, 1H), 7.20 (m, 2H), 6.91 (dd
,J=2.5Hz, J =8.2 Hz, 1H), 4.00 (s, 3H), 3.95 (s, 3H), 3.87 (s, 3H); 13C-NMR
(CDCl3): & 166.7, 160.1, 155.9, 142.2, 137.1, 135.4, 133.1, 129.9, 128.1, 127.7
, 127.0, 126.5, 122.2, 119.7, 113.0, 112.8, 106.6, 56.0, 55.4, 52.3; IR: 2950, 2
836, 1729, 1599, 1490, 1463 1/cm
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TH-NMR (CDCl3): & 8.10 (d,
9.1 Hz, 1H), 7.41 (m, 1
8.8 Hz, 1H), 7.18 - 7.16
2.5 Hz, J = 8.2 Hz, 1H
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TH-NMR (CD50D): & 8.24 (m,
J = 8.5 Hz, 1H), 7.52 (d,

= 2.2 Hz, 1H), 7.24 (m, 1H
3H); IR: 2362, 2225 1/cm
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CioH1605: MW 292; TH-NMR (CDCl3):

0 (d, J =9.1Hz, 1H), 7.94 (d, J =

z, 1H), 7.38 (t, J =

7.22 - 7.21(m, 1H), 6.91 (ddd, J =

7.9 Hz, 1H), 7.
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8.2 Hz, 1H), 3.98 (s, 3H), 3.84 (

s, 3H); *3C-NMR (CD;0D): & 160.1, 153.9, 142.0, 136.9, 132.5, 130.0, 129.9, 129.

2, 127.4, 126.7, 125.8, 119.8, 114.0, 113.1, 112.8, 57.1, 55.4;

1493, 1268, 1221, 1063, 1034 1/cm
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CooHig0o: MW 312; TH-NMR (CD50D): & 8.01 (d, J = 1.9 Hz, 1H), 7.84 (d, J = 8.8 H
z, 1H), 7.58 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.56 - 7.53 (m, 2H), 7.48 - 7.45
(m, 2H), 7.42 - 7.40 (m, 2H), 7.30 - 7.27 (m, 1H), 7.26 (d, J = 8.8 Hz, 1H), 7.2
1 -7.19 (m, 1H), 7.17 (t, J = 1.9 Hz, 1H), 6.80 (ddd, J = 0.9 Hz, J = 2.2 Hz, J
= 7.9 Hz, 1H); 3C-NMR (CD50D): & 161.4, 155.2, 146.3, 140.3, 139.2, 137.1, 134
.8, 133.4, 132.8, 131.9, 130.7, 129.1, 129.0, 128.7, 125.7, 122.0, 121.9, 117.5,
117.3; IR: 3421, 1597, 1494, 1271, 1170 1/cm
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CooHie0z; MW 328; RO (00D D OO DO /000D DO 98/2): 0.2; *H-NMR (CDCl5 + CD50

22''1 3
D30 ): & 7.92 (d, J = 1.6 Hz, 1H), 7.76 (d, J = 8.8 Hz, 1H), 7.53 (dd, J = 1.9 H
z, J =8.8 Hz, 1H), 7.48 (d, J = 8.8 Hz, 1H), 7.39 - 7.36 (m, 1H), 7.26 - 7.23 (
m, 1H), 7.20 (d, J = 8.8 Hz, 1H), 7.16 - 7.14 (m, 1H), 7.11 - 7.10 (m, 1H), 6.92
(ddd, J = 0.9, Hz, J = 2.5 Hz, J = 8.2 Hz, 1H), 6.89 - 6.87 (m, 1H), 6.85 - 6.8
4 (m, 1H), 6.78 (ddd, J = 0.9, Hz, J = 2.5 Hz, J = 7.9 Hz, 1H), 3C-NMR (CDCl; +
CDL0D30 ): 157.5, 156.9, 150.3, 142.6, 135.9, 135.8, 132.5, 130.5, 129.8, 129.5
, 125.7, 125.2, 122.4, 121.0, 118.9, 117.9, 117.8, 115.3, 114.0; IR: 3355, 1702,
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1581, 1494, 1447, 1203, 1154 1/cm; MS (ESI): 327 (M-H)~
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CooHi4053 MW 302; RLO (D ODDODDDODOO/00 00O 95/5): 0.8; *H-NMR (CD0D + CDCI
530 ): 8 7.98 (d, J = 1.9 Hz, 1H), 7.86 (d, J = 8.8 Hz, 1H), 7.79 (d, J = 8.8 Hz

, 1H), 7.70 (m, 1H), 7.68 (m, 1H), 7.64 (dd, J = 2.2 Hz, J = 8.8 Hz, 1H), 7.31 -
7.28 (m, 1H), 7.23 (d, J = 8.8 Hz, 1H), 7.20 (m, 1H), 7.18 - 7.17 (m, 1H), 6.81
(ddd, J = 0.9 Hz, J = 2.5 Hz, J = 7.9 Hz, 1H), 6.65 (dd, J = 0.9 Hz, J = 1.9 Hz
, 1H); 3C-NMR (CD5OD + CDCIZ30 ): & 161.3, 156.1, 146.6, 146.3, 145.8, 139.4, 1

37.2, 133.5, 133.0, 132.8, 129.4, 128.7, 122.5, 122.1, 121.9, 117.7, 117.5, 116.

9, 116.1; IR: 3340, 1601, 1493 1/cm; MS (ESI): 301 (M-H)~
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Co,H,sNOo; MW 313; RO(OD OO OO OO /00000 90/10): 0.5; *H-NMR (CD50D):
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= 5.7 Hz, 1H), 8.81 - 8.79 (m, 1H), 8.30 (dd, J = 5.7 H
1.9 Hz, 1H), 8.04 (d, J = 8.8 Hz, 1H), 7.75 (dd
= 1.9 Hz, J = 8.8 Hz, 1H), 7.55 (d, J = 8.5 Hz, 1H), 7.35 (d, J = 9.1 Hz, 1H
7.9 Hz, 1H), 7.23 - 7.21 (m, 1H), 7.18 - 7.17 (m, 1H), 6.83 (ddd
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8 Hz, 1H), 7.34 (d, J =
.18 - 7.17 (m, 1H), 6.84 (ddd, J
(CDZ0D): & 159.0, 153.0, 149.9, 148.1, 143.5, 137.1, 133.8,, 133.1, 133.0, 131.6
130.9, 130.0, 129.9, 128.4, 127.2, 126.8, 125.2, 119.4, 119.3, 115.2, 114.8; |
R: 3080, 1631, 1596, 1580, 1359, 1276, 1201, 1179 1/cm, MS (ESI1): 314 (M+H)*
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0000000000000 0000000O0O0O000000000000000000
0000000000
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7.9 Hz, 1H); 3C-NMR (CD50D): & 159.1, 154.1, 151.

g
oad
g
o
ud
gad

O Ooooo

O

2, 140.8, 133.3, 133.1, 131.0, 130.3, 128.4, 128.2, 127.2, 124.1,
IR: 3091, 1581, 1493, 1276, 1209, 1180 1/cm; MS (ESI

goobooooobooooobbooooboboobooobboogoboboooboboDboo
gooooad

udd
oo

AL

gogoboooobbooooobooooobooboad
ooobODbOOO0oO0oooooooobobooboooo
gooboooobbooooboooooboboboo
gooboooobboooobooooobooboao
u
O

0/0000095/5): 0.1; H-NMR (CD0D):

26 (d, J = 2.6 Hz, 2H), 8.13 (d, J = 1.9 Hz, 1H),
8.8 Hz, 1H), 7.77 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.65 (d, J = 8.
8.8 Hz, 1H), 7.34 - 7.31 (m, 1H), 7.24 - 7.22 (m, 1H), 7

0.9 Hz, J = 2.2 Hz, J = 7.9 Hz, 1H); 13C-NMR
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Do0o0OoOo
0000000000000 D0D000D000O0O000000
0000000000000 00000000000000
0000000000000 D0000D0000000000
0000000000000 D0D00O0O000O0O000000
0000000000000 D0000O0000000000
CooHiaN20o3 MW 314; RO (D DD O0OO0D0O0/00000
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ooooboDbOO0ooooooao
ooooObObOO0ooooooao
ooocoDDbDboOooooooao
ooooboDboO0ooooooao

95/5): 0.4; *H-NMR (CD50D): &

9.29 (s, 1H), 9.22 (s, 2H), 8.09 (d, J = 1.9 Hz, 1H), 7.99 (d, J = 8.8 Hz, 1H),
7.51 (dd, J = 2.2 Hz, J = 8.8 Hz, 1H), 7.37 (d, J = 8.8 Hz, 1H), 7.28 (t, J = 7.

9 Hz, 1H), 7.20 (ddd, J = 1.3 Hz, J = 1.9 Hz, J = 7.9
H), 6.87 (ddd, J = 0.9 Hz, J = 2.5 Hz, J = 7.9 Hz, 1H)
156.5, 154.5, 144.0, 142.1 130.3, 126.7, 126.6, 126.4

Hz, 1H), 7.18 - 7.15 (m, 2
;13C-NMR (CD;0D): & 159.4,
, 119.7, 119.4, 119.3, 116

-1, 114.9, 114.8; IR: 3202, 2922, 1728, 1596, 1580, 1274 1/cm; MS (ESI): 313 (M-

H)~
gooognoaod
o000 0oooooU0oooooououooboooooooao
Oo0ooooooDooooood
Ooodoognoaodg
ooo0oaod

Oy

HO
7
N
0\

OoooO00Ooaod
Oodoo0ooodoDogooDooioDooDoooDooboooodano
oot oo bouooogno
o000 0ooooooouooooououoobooooooooao
Oo0doo0ooDo0oDoooDooioDooDoooDooooooddao
godoodooooDoooDoo oo ouooDoobooooddano
CooHyoNOg; MW 343; R,O(I OO0 O /00000 1/1): 0.6;

J =2.5Hz, 1H), 8.01 (d, J = 1.9 Hz, 1H), 7.84 (d, J
J=2.5Hz, J =8.5Hz, 1H), 7.61 (dd, J = 1.9 Hz, J =
8.8 Hz, 1H), 7.29 - 7.26 (m, 1H), 7.26 (d, J = 8.8 Hz
- 7.17 (m, 1H), 6.98 (dd, J = 0.6 Hz, J = 8.5 Hz, 1H),

ooooObODOO0ooooooao

0o0o00O0O00O0O0O0O0oOaO
0o0o0o0O0O0O0O0OoOoooao

0o0o0O0O0O0O0O0OoOoOoOoaO

0o0o0oO0O0O0O0O0O0OO0O0OOO

000

1H-NMR (CD50D): & 8.15 (d,
= 8.8 Hz, 1H), 7.72 (dd,

8.8 Hz, 1H), 7.49 (d, J =
, 1H), 7.20 (m, 1H), 7.18

6.81 (ddd, J = 0.9 Hz, J

= 2.5 Hz, J = 8.2 Hz, 1H), 4.02 (s, 3H); *3C-NMR (CD50D): & 164.8, 158.9, 153.6,

149.5, 143.7, 143.5, 136.8, 134.7, 130.9, 130.3, 126.
8.9, 115.1, 114.8, 111.2, 54.2; IR: 3357, 2917, 2849,
344 (M+H)™*

000000

0000000000000 00000000000000
0oo0O0o0o0oooo

000000

9, 126.8, 125.5, 119.4, 11
1586, 1493 1/cm; MS (ESI):

ooooboDbOO0ooooooao
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goooano

LI

S

COOH

Do0o0O00o

0000000000000 D0D000D000000000000000000000000
0000000000000 0000000000000000000000000000
0000000000000 D0000D000000000000000000000000
0000000000000 D0D000D00000000000D0000000000000
0000000000000 0000000000000

CosHi043 MW 356; RO (D DD DO OO /0000 0O 90/10): 0.2; *H-NMR (CD50D): & 8

.14 - 8.12 (m, 1H), 8.08 (m, 1H), 8.04 (d, J = 1.9 Hz, 1H), 7.89 (d, J = 8.5 Hz,
1H), 7.66 - 7.65 (m, 2H), 7.62 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.45 (d, J = 8
.8 Hz, 1H), 7.33 - 7.28 (m, 1H), 7.28 (d, J = 8.8 Hz, 1H), 7.23 - 7.21 (m, 1H),
7.18 - 7.17 (m, 1H), 6.80 (ddd, J = 0.9 Hz, J = 2.5 Hz, J = 7.9 Hz, 1H); 13C-NMR
(CD,0D): 158.9, 143.7, 138.3, 137.0, 136.8, 134.3, 133.6, 130.8, 130.7, 129.5,
126.8, 126.7, 125.8, 119.5, 119.3, 115.0, 114.8; IR: 2967, 1676, 1595, 1282 1/cm
MS (ES1): 355 (M-H)~

Ooooognoaod
godoooo0oooogoggoooggooogo0goooooopoDoDooo oo oo ooDooOoogoaoao
gooo0ooooDoooDoooooDooooooogoaoo
Ooodoognoaod
Ogdogdao
O o
HO
O QP
N'\
H
gooognoaod
godooo0ooooogog0gooooggooog0goboUog oD ooy oo oo oDoooOoDoao
godooooDo0oDoooDoooDo0ooDooooo oo oooDoooDooDoooDoooogano
gD oot oo o oD oo by oD oD oo oo oogao
gfdooooooooggoDoo0oggooooo0obooo oo oo oo oo ooDooogoaoao
o000 oo oo oDooooDoooogao
godoodooooogopoDuoo oo oo b uooouooooodog
CosHioNOLS; MW 405; Re0 (00 D00 /0 000 O 1/1): 0.3; H-NMR (CD50D + CDCI430 )

: 8 8.01 (d, J = 1.6 Hz, 1H), 7.85 (d, J = 9.1 Hz, 1H), 7.60 (dd, J = 1.9 Hz, J
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= 8.8 Hz, 1H), 7.53 - 7.50 (m, 2H), 7.39 - 7.37 (m, 1H), 7.32 (m, 1H), 7.29 (t,

J=7.9 Hz, 1H), 7.26 (d, J = 8.8 Hz, 1H), 7.23 - 7.20 (m, 2H), 7.17 - 7.16 (m,
1H), 6.82 - 6.80 (m, 1H), 3.07 (s, 3H);'3C-NMR (CD5OD + CDCI530 ): 161.4, 155.3,
146.3, 142.1, 141.7, 139.3, 136.8, 133.4, 133.1, 133.0, 132.8, 131.2, 129.3, 12

9.2, 128.6, 127.0, 124.9, 123.0, 122.0, 121.9, 117.6, 117.4, 64.1; IR: 3406, 170

4, 1600, 1585, 1323, 1268 1/cm; MS (ESI): 404 (M-H)~
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00000000000
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0000000000000 D000000000000000000

CogHisNOg; MW 397; RO (00D D0O0OD /00000 95/5): 0.4; *H-NMR (CD50D): & 8
.01 (d, J = 1.9 Hz, 1H), 7.82 (d, J = 8.8 Hz, 1H), 7.59 (dd, J = 1.9 Hz, J = 8.8

Hz, 1H), 7.53 (d, J = 8.8 Hz, 1H), 7.33 - 7.31 (m, 2H), 7.28 (d, J = 8.2 Hz, 1H
), 7.24 (d, J = 8.8 Hz, 1H), 7.22 - 7.20 (m, 1H), 7.18 - 7.16 (m, 3H), 6.80 (ddd
,J=0.9Hz, J=2.5Hz, J=7.9 Hz, 1H), 3.94 - 3.92 (m, 4H), 3.29 - 3.27 (m,
4H); IR: 3367, 2924, 1731, 1598, 1448, 1237 1/cm, MS (ESI): 398 (M+H)*
0Doo0Oooo
000000000000 0000000O00000000O0000O000000000
000000000000 000O000O00
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0000000000000 D0000O000000000000000000000000
0000000000000 D0000000000000000000000000000
0000000000000 D0000000000000000000000000000
0000000000000 O0000000000000000000000000000
0000000000000 0000000000000

CosHioNOg; MW 369; R0 (00 D0 D0O0O D /00000 95/5): 0.2; *H-NMR (CD50D): & 8
.02 (d, J = 1.9 Hz, 1H), 7.85 (d, J = 8.8 Hz, 1H), 7.72 (ddd, J = 0.9 Hz, J = 2.

2 Hz, J = 8.2 Hz, 1H), 7.59 (dd, J = 2.2 Hz, J = 9.1 Hz, 1H), 7.56 - 7.55 (m, 1H
), 7.51 (d, J = 8.8 Hz, 1H), 7.49 (t, J = 7.9 Hz, 1H), 7.29 (t, J = 7.9 Hz, 1H),
7.27 (d, J = 8.8 Hz, 1H), 7.21 - 7.19 (m, 1H), 7.17 - 7.15 (m, 2H), 6.80 (ddd,
J=0.9 Hz, J = 2.5 Hz, J = 8.2 Hz, 1H), 2.18 (s, 3H); *3C-NMR (CD50D): & 175.5,
174.3, 161.4, 155.2, 146.3, 142.5, 141.0, 139.2, 137.0, 133.4, 132.9, 132.8, 13
2.3, 130.7, 129.1, 128.7, 126.7, 125.2, 122.8,, 122.0, 121.9, 117.5, 117.3, 17.0

IR: 3329, 1706, 1665, 1600, 1585, 1489, 1241 1/cm; MS (ESI): 370 (M+H)™

0oo0ooaon
0000000000000 D0000000000000000000000000000
0000000000000 00000000000000
0oo0ooao
ooooao

o ™

HO
HN\ﬁf:
COQH

Do0oooaon
0000000000000 D0000O000000000000000000000000
0000000000000 D0000O000000000000000000000000
0000000000000 D0000000000000000000000000000
0000000000000 000000000000000000000000000
0000000000000 O0000O000000000000000000000000
0000000000000 D0000000000000000000000000
CogHoaNOg; MW 427; R0 (00D O0O0O D /00000 95/5): 0.5; *H-NMR (CD50D): & 8
.02 (d, J = 1.8 Hz, 1H), 7.84 (d, J = 8.8 Hz, 1H), 7.74 - 7.72 (m, 2H), 7.60 (dd

,J=1.8Hz, J = 8.8 Hz, 1H), 7.52 (d, J = 8.8 Hz, 1H), 7.38 - 7.36 (m, 2H), 7.
30 (t, J = 7.9 Hz, 1H), 7.25 (d, J = 8.8 Hz, 1H), 7.22 - 7.20 (m, 1H), 7.17 - 7.
16 (m, 1H), 6.80 (ddd, J = 0.9 Hz, J = 2.4 Hz, J = 7.9 Hz, 1H), 2.81 - 2.75 (m,
4H); 3C-NMR (CD50D): & 171.3, 142.4, 132.0, 131.3, 129.4, 128.9, 125.1, 124.7,
121.2, 119.8, 118.1, 117.9, 113.3, 30.8, 28.5; IR: 3322, 2923, 1711, 1665, 1595,
1521, 1260 1/cm; MS (ES1): 445 (M+H,0)*
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0000 95/5): 0.6;
1.9 Hz, 1H), 7.96 - 7.95 (m, 1H), 7.94 - 7.93 (m, 1H), 7.92 (d, J

= 8.8 Hz, 1H), 7.56 - 7.52 (m, 3H), 7.36 (d, J

4 - 7.22 (n, 1H), 7.18 - 7.17 (m, 1H), 6.97 (d, J =
4.4 Hz, 1H), 3.85 (s, 3H), 3.76 (s, 3H);

O oogooo-s

1H), 6.43 (d, J

1148, 1130 1/cm
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TH-NMR (CD50D):

= 8.8 Hz, 1H), 7.33 (m, 2H), 7.2
4.7 Hz, 1H), 6.98 - 6.87 (m,
IR: 3054, 1535, 1255
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goooogag
goooano

OMe

!illl ~
0
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0o0o0o0o0ao0
0000000000000 D0D000000000O0D0000000000000000
0000000000000 D0D000000O0O0O0O0D0000000O0D0O0000000
000, 000000000000000000000000000000000000
0000000000000 D0D00000000000000000000000000
0000000000000 D0D00000000O0000000000O

CooHosNO5; MW 349; TH-NMR (DMSO): & 8.12 (d, J = 1.6 Hz, 1H), 7.90 (d, J = 8.8 H
z, 1H), 7.89 (d, J = 8.2 Hz, 1H), 7.78 (dd, J = 1.9 Hz, J = 8.5 Hz, 1H), 7.34 (d

,J=2.5Hz, 1H), 7.20 - 7.18 (m, 2H), 7.13 - 7.12 (m, 1H), 6.78 (m, 1H), 3.89
(s, 3H), 3.83 (s, 3H), 2.89 - 2.86 (m, 2H), 2.57 (s, 3H), 2.44 - 2.41 (m, 2H); 1

3C-NMR (CD50D): & 160.4, 157.9, 142.8, 142.6, 129.3, 128.4, 126.9, 125.4, 125.0,
124.7, 119.3, 118.7, 112.3, 110.2, 106.6, 105.2, 54.4, 38.8, 37.4, 29.5; IR: 33

26, 2935, 1561 1/cm
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0Doo0Oooo

000000000000 0000000O00000000O0000O000000000
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000, 000000000000000000000000000000000000
000000000000 0000000000000000000000000000
0000000000000 0O0O000O0O0O00OO0O0O0O0DO0ODONOoDOoODOoOoOooaO
Co,HooNO5: MW 411; 'H-NMR (CDClg): & 7.90 (d, J = 1.6 Hz, 1H), 7.76 (d, J = 8.8

Hz, 1H), 7.73 (d, J = 8.8 Hz, 1H), 7.65 (dd, J = 1.9 Hz, J = 8.5 Hz, 1H), 7.44 -
7.42 (m, 2H), 7.29 - 7.26 (m, 2H), 7.16 - 7.14 (m, 3H), 7.09 - 7.06 (m, 2H), 6.
78 (m, 1H), 3.92 (s, 3H), 3.84 (s, 3H), 3.12 - 3.09 (m, 2H), 2.72 - 2.69 (m, 2H)
; 13C-NMR (CDCl3): & 136.1, 129.0, 126.0, 125.7, 125.6, 119.9, 119.2, 105.6, 55.

4, 55.3, 38.9, 37.5; IR: 3313, 2958, 1593 1/cm
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CooH1oNO5; MW 3215 TH-NMR

8 (dd, J
(dd, J

5.4, 24.9;

O

O o0Oooo

O 0Ooooo

3.1 Hz, J
1.9 Hz,

ooooaon
gooobooooooobooooobooooboooobobooooboboooobbooao

O

O

ooooao
oooDao
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OOoooooggdg

(CDCIL):

Oooo0ooogoQg™g

Oooooogogdg
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Ooooooggdg
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OooooogQgdg
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OoooooogQgdg

5 8.45 (d, J

8.5 Hz, 3H), 7.67 (dd, J
8.2 Hz, 1H), 7.19-7.15 (m,
2.23 (s, 3H); *3C-NMR (CDCl;): & 168.1, 157.7,
6, 129.2, 127.3, 126.9, 125.9, 125.2, 120.0, 119.9, 119.2, 108.8, 106.0, 55.8, 5

MeO I I

OMe

H
N
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goooand
ooobObOO0OO0oDO0oooooooObobbooooooocoobbbobooooooooobooao
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JP 2010-523484 A 2010.7.15
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OoooooogQgdg
Ooooooggdg
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OooooogQg™g
OOoooooggdg
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Oooooog=® »
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= 8.5 Hz, 1H), 7.92 (s, 1H), 7.7
= 1.9 Hz, J = 8.5 Hz, 1H), 7.29
3H), 3.98 (s, 3H), 3.94 (s, 3H),
148.0, 136.8, 136.1, 133.7, 129.

IR: 3419, 2936, 2840, 1682, 1605, 1528, 1501 1/cm
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CosHo,NO5; MW 383; *H-NMR (CDCIZ): & 8.63 (d, J
6-7.91 (m, 3H), 7.81 - 7.78 (m, 2H), 7.71 (dd, J =
8.2 Hz, 1H), 7.24 (d, J =

- 7.50 (m, 3H), 7.36 (dd, J = 1.9Hz,

J

8.5 Hz, 1H), 8.60 (s, 1H), 7.9
1.9 Hz, J = 8.5 Hz, 1H), 7.56
1.9 Hz, 1H),

7.17 (m, 2H), 4.03 (s, 3H), 3.94 (s, 3H); 3C-NMR (CDCl;): & 165.2, 157.8, 148.
5, 137.1, 136.1, 135.3, 133.8, 131.8, 129.7, 129.2, 128.8, 127.3, 127.1, 127.0,

125.9, 125.3, 120.1, 120.0, 119.2, 108.9, 105.6, 56.0, 55.4;

9, 1672, 1605, 1528, 1502 1/cm
ooocooao

IR: 3430, 2939, 283
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CooHagNO4s MW 321; *H-NMR (CDClz):
7.79 - 7.74 (m, 2H), 7.38 (t, J =
, 2H), 6.92 - 6.90 (dd, J = 2.7 Hz, J

Oooooogogogoao
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5 8.80 (s, 1H), 8.07
7.6 Hz, 1H), 7.26 (d,
8.2 Hz, 1H), 4.05 (s, 3H), 3.87 (s, 3H),

(s, 1H), 7.93 (bs, 1H),
J = 7.6 Hz, 1H), 7.20 (m

3.06 (s, 1.5H), 3.05 (s, 1.5H); *3C-NMR (CDCl3): & 165.8, 160.1, 155.0, 142.2,
137.2, 134.9, 134.1, 129.9, 128.5, 127.9, 127.0, 126.7, 122.8, 119.8, 112.9, 112

.8, 106.3, 56.0, 55.4, 26.8;
1/cm; MS (ESI): 322 (M+H)™
Ooooooao

IRz 3402, 2944, 2837, 1652, 1599, 1542, 1488, 1203
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CosHoyNO5; MW 383; 'H-NMR (CDClg): & 9.89 (bs, 1H), 8.89 (s, 1H), 8.10 (s, 1H),
7.83 - 7.78 (m, 2H), 7.71 (d, J = 7.6 Hz, 2H), 7.41 - 7.36 (m, 3H), 7.28 (m, 2H)
, 7.21 (m, 1H), 7.14 (t, J = 7.2 Hz, 1H), 6.92 (dd, J = 1.9 Hz, J = 7.6 Hz, 1H);:
13C_NMR (CDClz): & 163.0, 160.1, 154.6, 142.2, 138.4, 137.5, 135.1, 134.7, 130.
7, 130.0, 129.1, 128.7, 128.3, 127.1, 126.8, 124.3, 123.1, 120.6, 119.8, 113.0,
112.9, 106.7, 56.3, 55.4; IR: 3352, 2940, 2836, 1670, 1597, 1544, 1290, 1199 1/c
m; MS (ESI): 384 (M+H)™
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CooHaoNO5; MW 321; TH-NMR (CDCH3): & 7.96 (d, J = 1.3 Hz, 1H), 7.79 (d, J = 9.1

Hz,, 1H), 7.78 (d, J = 9.1 Hz, 1H), 7.67 (dd, J = 1.9 Hz, J = 8.2 Hz,, 1H), 7.58
(t, J = 1.6 Hz, 1H), 7.32 (dd, J = 1.6 Hz,, J = 2.2 Hz,, 1H), 7.30 (dd, J = 1.6
Hz, 3 = 2.5 Hz,, 1H), 7.17 (dd, J = 2.5 Hz, J = 8.5 Hz, 1H), 7.15 (d, J = 2.5 H

z, 1H), 3.93 (s, 3H), 3.91 (s, 3H), 3.03 (s, 3H); T3C-NMR (CDCI3): & 158.0, 143.
1, 136.7, 135.3, 129.0, 127.4, 125.8, 119.4, 117.8, 116.3, 110.7, 105.6, 55.6, 2

6.9; IR: 3296, 2996, 2934, 1641, 1595, 1551, 1261 1/cm
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CosHo,NO5; MW 383; *H-NMR (CDCHg): & 7.97 (s, 1H), 7.93 (bs, 1H), 7.80 (d, J = 8
.5 Hz, 1H), 7.77 (d, J = 9.1 Hz, 1H), 7.69 - 7.65 (m, 4H), 7.38 - 7.35 (m, 4H),
7.18 - 7.13 (m, 3H), 3.93 (s, 3H), 3.91 (s, 3H); *3C-NMR (CDCl3): & 160.4, 158.0
, 137.9, 137.0, 134.1, 129.8, 129.1, 127.5, 125.9, 125.7, 124.6, 120.2, 119.4, 1
17.9, 116.7, 110.9, 105.6, 55.7; IR: 3276, 2996, 2934, 1643, 1593, 1536, 1440, 1
256 1/cm
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CooHogNOg; MW 347; 'H-NMR (DMSO): & 8.21 (d, J = 1.6 Hz, 1H), 7.91 (d, J = 8.8 H
z, 2H), 7.84 (dd, J = 1.9 Hz, J = 8.5 Hz, 1H), 7.56 (t, J = 1.3 Hz, 1H), 7.48 (d

, J =15.8 Hz, 1H), 7.36 (m, 1H), 7.33 (dd, J = 1.9 Hz, J = 2.5 Hz, 1H), 7.21 (d
d, J =2.5Hz, J =8.8 Hz, 1H), 7.13 (dd, J = 1.6 Hz, J = 1.9 Hz, 1H), 6.73 (d,
J = 15.8 Hz, 1H), 3.90 (s, 3H), 3.89(s, 3H), 2.72 (s, 3H); IR: 3279 , 2931, 1734
1656, 1579, 1260, 1219, 1199 1/cm
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CoyHosNO5; MW 409; TH-NMR (CDClg): & 7.90 (d, J = 1.6 Hz, 1H), 7.78 (d, J = 15.4
Hz, 1H), 7.76 (d, J = 8.5 Hz, 1H), 7.75 (d, J = 8.8 Hz, 1H), 7.71 - 7.69 (m, 1H
), 7.62 (dd, J = 1.9 Hz, J = 8.5 Hz, 2H), 7.39 (m, 1H), 7.33 - 7.30 (m, 2H), 7.1
9 (dd, J =1.6 Hz, J = 2.2 Hz, 1H), 7.16 (dd, J = 2.5 Hz, J = 8.8 Hz, 1H), 7.13
(d, J = 2.5 Hz, 1H), 7.12 - 7.09 (m, 1H), 6.99 (m, 1H), 6.64 (d, J = 15.4 Hz, 1H
). 3.92 (s, 3H), 3.85 (s, 3H); 13C-NMR (CDCl): & 171.2, 167.7, 160.3, 157.9, 14
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3.2, 142.3, 136.4, 135.5, 134.0, 130.9, 129.7, 129.1, 127.3, 125.8, 125.7, 119.6
119.3, 114.7, 111.6, 105.6, 55.4; IR: 3257, 2934, 1725, 1659, 1588 1/cm
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Co1HooNOS: MW 347; RO (D OO OO ): 0.6; *H-NMR (CDCIZ): & 8.25 (d, J = 15.6 Hz
, 1H), 8.25 (d, J = 9.1 Hz, 1H), 7.96 (d, J = 1.9 Hz, 1H), 7.87 (d, J = 9.1 Hz,

1H), 7.74 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.37 (t, J = 7.9 Hz, 1H), 7.30 (d, J
= 9.1 Hz, 1H), 7.29 - 7.27 (m, 1H), 7.22 (m, 1H), 6.90 (ddd, J = 0.9 Hz, J = 2.
5 Hz, J = 8.2 Hz, 1H), 6.69 (d, J = 15.8 Hz, 1H), 4.00 (s, 3H), 3.88 (s, 3H), 2.
93 (s, 3H); 13C-NMR (CDCly): & 163.7, 160.1, 142.2, 136.3, 133.8, 131.1, 130.0,

129.3, 126.7, 126.2, 126.0, 124.2, 119.7, 117.4, 113.4, 112.9, 112.7, 56.3, 55.4
26.5; IR: 3278, 2927, 2853, 1643, 1577 1/cm
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CooHioNOg; MW 321; Re0 (0O 0 O O ): 0.6; TH-NMR (CDCI3): & 8.00 (d, J = 1.9 Hz,
1H), 7.96 (d, J = 1.8 Hz, 1H), 7.92 (d, J = 8.8 Hz, 1H), 7.75 (dd, J = 1.8 Hz,

J =8.8 Hz, 1H), 7.39 (t, J = 7.7 Hz, 1H), 7.29 (d, J = 8.8 Hz, 1H), 7.28 (m, 1H

), 7.22 (m, 1H), 6.94 (ddd, J = 0.6 Hz, J = 2.7 Hz, J = 5.5 Hz, 1H), 3.97 (s, 3H

). 3.89 (s, 3H), 3.14 (s, 3H); IR: 2992, 2939, 1637, 1595, 1528 1/cm
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CosHogNO5, MW 383, R0 (0O O OO ):0.9; *H-NMR (CDClg): 8.15 (d, J = 8.8 Hz, 1H
), 8.00 (d, J = 1.5 Hz, 1H), 7.98 (d, J = 9.1 Hz, 1H), 7.77 (dd, J = 1.8, J = 8.
8 Hz, 1H), 7.73 (d, J = 7.9 Hz, 2H), 7.40 (g, J = 8.2 Hz, 3H), 7.35 (t, J = 9.1
Hz, 1H), 7.29 (m, 1H), 7.19 (t, J = 2.1 Hz, 1H), 7.16 (m, 1H), 6.93 (dd, J = 2.1
Hz, J = 8.2 Hz, 1H), 4.02 (s, 3H), 3.89 (s, 3H):; IR: 3324, 2944, 2844, 1650, 15
97, 1532, 1491, 1438, 1250 1/cm
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CogHosNO,, MW 413, RO (DO OO /00000 1/1): 0.5; *H-NMR (CDCl5): & 8.14 (d,
J = 8.8 Hz, 1H), 8.00 (d, J = 1.5 Hz, 1H), 7.98 (d, J = 9.1 Hz, 1H), 7.77 (dd,

J=1.8,J=8.8Hz, 1H), 7.75 (s, 1H), 7.56 (t, J = 2.1 Hz, 1H), 7.40 (t, J = 7
.9 Hz, 1H), 7.34 (d, J = 8.8 Hz, 1H), 7.30 (m, 1H), 7.23 (m, 1H), 7.15 (dd, J =

0.9, J = 7.9 Hz, 1H), 6.93 (ddd, J = 0.6, J = 2.4, J = 8.2 Hz, 1H), 6.73 (dd, J

= 2.1, J = 8.2 Hz, 1H), 4.01 (s, 3H), 3.89 (s, 3H), 3.87 (s, 3H); IR: 2941, 2842
, 1651, 1595, 1537, 1490 1/cm

OoooQoO

0000000000000 0000000O0O0O000000000000000000

0000000000000 00000000O0
O

O

00000
O -~
0O

gaogao

ee

o@\l\

Boc
oooooao
godooboboooobobooooboboboooboboo oo oDboboo o boDboboooooooao
oooooooooo0ooootbootboooo0oooboobooboooooooooooOooanooao
goooooooobooootootbooboo0oboo0obo0obo0obo0ooooDooooooOoonOooao
dodooboboooobobboboooooooaao
oooooao
Oo0oooooOoooOooan
pgooooooooooooootoobooboobobobobooboooooooOooOooao



oo ooooooooog

Oooooooogoooao
OO0 oo oDooogog4gogoooao
OooooDoooQgoooao
OO0 oo oooogogogoooao
O oo oooooQgoooao

OoOooooogooogoo

oo ooooooooog

Oooooooogoo

oo oogoooooog

OO0 oooooggog

Oo0Ooo0oooo
OO0Oo0oooog
I B
OOooooaog
O0Ooo0oooao
OOoo0oooog
O0Ooo0oooao
OoOooooaog
O0Ooo0oooao
OOoo0oooaog
I B
OoOooooaog
O0Ooo0oooao
OoOooooaog
I B
OoOoo0oooog
O0Oo0oo0ooao
OoOoo0oooaog
OO0Oo0oooog
OoOoo0oooogo
OO0Oo0oooog
OoOoo0oooao
OO0Oo0oooog
OoOoo0oooao
O0Oo0oooog
O0Ooo0oooo

O
O
O

OO0 ooDoooggoooao

OOoo0oooooo
O 0Ooooooaog
O Ooo0ooooo
O Ooooooaog
OOoooooao
O Ooo0ooooaog
OOoo0ooooao
O Oo0ooooaog
OOoo0ooooao
O Ooo0ooooaog
OoOoo0ooooao
OOoo0ooooaog
O Ooo0ooooao
O Ooooooaog
OOo0oo0ooooao
O Ooooooaog
O Ooo0ooooao
OOoooooaogo
O 0O0o0ooooog
OOoo0ooooaog
O 0O0o0ooooaog
OOoo0ooooaoo
O 0O0o0ooooaog
OOoooooaog

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

OooooogQg-g

Oooo0oo0oogoood

OooooogQg-g

Ooooo0oogoood

OooooogooQg-g

OOooooogogdg
OOoo0oood
OO0Oo0oooogod
OOoo0oood
O0Ooo0oooogod
OOoo0oood
OOoo0oooogod
OoOoo0oood
O0Ooo0oooogod
OoOoo0oood
OOoo0oooogod
OoOoo0oood
OOoo0oooogod
Oo0Ooo0oood
OOoooood
Oo0Ooo0oood
OoOoo0ooood
O0Ooo0oo0oood
Oooooo<x ™o
O0O0o0oooogod
OOoo0ooood
OO0Oo0oooogod
OOoooood
O0O0oo0oooogod
OoOoo0oood
O0Oooooogod
OOoo0ooood
O0Ooo0oooogod
OoOoo0oood
OOoo0oooogod
OoOoo0oood
O0Ooo0oooogod
OOoo0oood
OOoo0oooogod
OoOoo0oood

(78)

JP 2010-523484

O OooOooog
O Ooooo
O OooOooo
O Ooo0ooo
O OooOooo
O 0Ooo0ooo.o
O Ooooo
O 0Ooo0ooo

O0Oo0oooog
I B B
OOoo0oooog
I B
OoOoo0oooog
O0Ooo0oooao
OOoo0oooaog
O0Ooo0oooao
OoOoo0oooaog
I o B

A

2010.7.15

10

20

30

40

50



(79) JP 2010-523484 A 2010.7.15

000

CooHogNO5, MW 347; R0 (00D D000 DO /00000 93/7): 0.4; *H-NMR (CD50D): 8.0

4 (d, J =1.9 Hz, 1H), 7.90 (d, J = 8.8 Hz, 1H), 7.77 (dd, J = 1.9 Hz, J = 8.8 H

z, 1H), 7.66 (d, J = 8.8 Hz, 1H), 7.30 (t, J = 7.9 Hz, 1H), 7.23 - 7.21 (m, 1H),
7.20 (d, J = 8.8 Hz, 1H), 7.17 (m, 1H), 6.82 (ddd, J = 0.9 Hz, J = 2.5 Hz, J =

8.2 Hz, 1H), 3.98 (m, 1H), 3.87 - 3.83 (m, 1H), 3.69 - 3.67 (m, 1H), 3.31 - 3.29
(m, 1H), 1.81 - 1.79 (m, 3H), 1.75 - 1.36 (m, 3H)
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CooHyg0sNoS, MW 390
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CosHos04N,, MW 402, O O : 124.50 , *H-NMR (DMSO-dg): & 10.90 (s, 1H), 8.30 (s, 1
H), 8.18 (d, J = 9.1 Hz, 1H), 7.95 (d, J = 8.5 Hz, 1H), 7.79 (d, J = 8.8 Hz, 1H)
, 7.60 (d, J = 9.1 Hz, 1H), 7.41 (t, J = 7.9 Hz, 1H), 7.32 (m, 2H), 6.98 (dd, J

= 2.1 Hz, J = 7.6 Hz, 1H), 3.99 (s, 3H), 3.81 (s, 3H), 2.20 (s, 3H), 2.04 (s, 3H
): MS (ESI): 403 (M+H)™*
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CooHi 03NS, MW 405
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CosHooOsNo, MW 384, O O 1 154.50 ; *H NMR (0 0 OO -dg) - & 8.55 (d, J = 8.1 Hz,
1H), 8.14 (d, J = 8.8 Hz, 1H), 7.99 (m, 3H), 7.76 (m, 2H), 7.39 (t, J = 7.8 Hz,
1H), 7.29 (m, 2H), 7.22 (m, 1H), 6.99 (m, 1H), 6.93 (dd, J = 2.5 Hz, J = 8.1 Hz
1H), 4.72 (bs, 1H), 3.96 (s, 3H), 3.89 (s, 3H); MS (ESI): 385 (M+H)™"
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CosH1603N5, MW 385
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0000000000000 0000000000000000000
TH-NMR (CD50D + CDCI530 ): & 8.05 (m, 1H), 8.02 - 7.98 (m, 2H), 7.96 (bs, 1H), 7
.63 - 7.60 (m, 3H), 7.46 - 7.43 (m, 2H), 7.40 - 7.36 (m, 1H), 7.29 - 7.28 (m, 1H
), 7.23 - 7.22 (m, 1H), 6.93 - 6.91 (m, 1H), 3.89 (s, 3H), 3.85 (s, 3H), 3.05 (s
, 3H); 3C-NMR (CD5OD + CDCIZ30 ): & 160.4, 154.2, 142.7, 136.5, 131.3, 130.4, 1
30.2, 129.6, 126.5, 126.1, 125.6, 120.0, 114.3, 113.2, 112.9, 56.8, 55.5, 41.4;

IR (0 OO ): 3328, 3254, 2935, 1693 1/cm
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Co4H71NOL; MW 225; TH-NMR (CD5OD): & 7.24-7.19 (m, 4H), 6.92 (d, J = 2.3 Hz, 1H)
, 6.72 (dt, J = 2.4 Hz, J = 6.5 Hz, 1H), 6.68 (dd, J = 2.4 Hz, J = 8.7 Hz, 1H), 40

6.60 (s, 1H);
117.8, 115.5, 113.2, 113.0, 112.8, 105.5, 99.4; IR: 3432 (00 O 0O O ), 3289 (O
H), 1596, 1486, 1453, 1198 1/cm; MS (ESI): 226 (M+H)™

OooooQ0O
0000000000000 0000000O00000000000000
000000

13C-NMR (CD50D): 6 159.2, 152.0, 140.4, 136.0, 134.1, 131.5, 131.1
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C,sH1,NO5, MW 237; *H-NMR (CD;0D): & 7.20 (ddd, 1.3 Hz, 2.5 Hz, J = 8.2

Hz, 1H); 7.46 (t, J = 2.2 Hz, 1H); 7.52 (ddd, J = 1.3 Hz, J = 1.9 Hz, J = 7.9 Hz
, 1H); 7.54 (d, J = 2.5 Hz, 1H); 7.57 (t, J = 7.9 Hz, 1H); 7.75 (dd, J = 2.5 Hz,
J =9.1Hz, 1H); 8.22 (d, J = 8.8 Hz, 1H); 8.27 (d, J = 9.5 Hz, 1H); 8.95 (d, J
= 8.8 Hz, 1H); *3C-NMR (CD50D): & 155.3, 154.9, 153.0, 141.3, 138.2, 133.6, 127
.6, 127.5, 125.9, 120.2, 117.5, 116.5, 114.1, 111.7, 102.7; IR: 3182, 1625, 1589
1487 1/cm; MS (ESI1): 238 (M+H)™
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C,sHyNO; MW 221; TH-NMR (CDCl5 + CDZ0D30 ): & 9.06 (d, J = 2.1 Hz, 1H), 8.22 (d
,J=1.8Hz, 1H), 8.03 (d, J = 8.5 Hz, 1H), 7.78 (d, J = 7.9 Hz, 1H), 7.64 (t,

J = 8.5 Hz, 1H), 7.50 (t, J = 7.0 Hz, 1H), 7.27 (t, J = 7.9 Hz, 1H), 7.15 (m, 1H
), 7.12 (d, J = 7.6 Hz, 1H), 6.87 (dd, J = 2.4 Hz, J = 8.2 Hz, 1H), 2.49 (bs, 1H
); SC-NMR (CDCl; + CD50D30 ): & 157.7, 149.4, 146.6, 138.8, 134.0, 133.8, 130.4
, 129.7, 128.3, 128.2, 128.1, 127.2, 118.7, 115.5, 114.3; IR: 3057, 1590, 1494,
1447, 1303, 1250 1/cm; MS (ES1): 222 (M+H)*
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C,sH,,NO; MW 221; TH-NMR (CDCI3): & 9.04 (d, J = 2.5 Hz, 1H), 8.19 (d, J = 2.2 H

z, 1H), 8.03 (d, J = 8.5 Hz, 1H), 7.81 (d, J = 7.9 Hz, 1H), 7.52 (d, J = 8.8 Hz,
3H); 7.63 (t, 1H), 6.92 (d, J = 8.5 Hz, 2H); 3C-NMR (CDCl;): & 149.6, 133.8, 1
33.7, 132.5, 132.4, 129.2, 128.7, 128.6, 127.9, 116.1; IR: 2946, 1608, 1518, 149

4, 1449, 1271 1/cm; MS (ESI): 222 (M+H)*
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C,sH,NO; MW 237; TH-NMR (CDClg): & 8.91 (d, J = 2.2 Hz, 1H), 8.30 (d, J = 1.9

Hz, 1H), 7.80 (d, J = 8.3 Hz, 1H), 7.56 (d, J = 8.3 Hz, 2H), 7.29 (d, J = 1.9 Hz
, 1H), 7.19 (dd, J = 2.5 Hz, J = 9.1 Hz, 1H), 6.93 (d, J = 8.3 Hz, 2H); *3C-NMR
(cbcly): 158.8, 157.3, 148.6, 147.5, 132.8, 131.3, 129.1, 128.7, 127.8, 122.9, 1
19.7, 115.7, 108.3; IR: 3277, 1613, 1580, 1518, 1260 1/cm; MS (ESI): 238 (M+H)™
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C,sH14NO5; MW 237; *H-NMR (CD,0D): & 8.82 (d, J = 2.5 Hz, 1H), 8.24 (d, J = 2.2
Hz, 1H), 7.73 (d, J = 8.8 Hz, 1H), 7.20 (m, 2H), 7.10 (dd, J = 2.2 Hz, J = 8.8 H
z, 1H), 7.07 (d, J = 8.8 Hz, 1H), 7.03 (t, J = 1.9 Hz, 1H), 6.74 (d, J = 8.2 Hz,
1H); *3C-NMR (CD50D): & 160.7, 159.3, 150.1, 149.6, 140.3, 135.1, 132.7, 131.3,
130.8, 124.2, 121.2, 119.3, 116.0, 114.8, 109.8; IR: 3057, 1599, 1586, 1499, 14 20
54, 1266 1/cm; MS (ESI): 238 (M+H)™
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CisH aNOL; MW 237; H-NMR (d-0 O O O ): & 8.50 (d, J = 1.9 Hz, 1H), 8.21 (d, J = 40
2.5 Hz, 1H), 8.10 (d, J = 2.5 Hz, 1H), 7.90 (d, J = 9.1 Hz, 1H), 7.82 (d, J = 8

.5 Hz, 1H), 7.72 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.55 - 7.54 (m, 1H), 7.26 (d,
J=2.2 Hz, 1H), 7.21 (dd, J = 2.5 Hz, J = 8.8 Hz, 1H); IR: 3359, 1586, 1444, 1

268 1/cm; MS (ESI): 238 (M+H)™
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CieH1205; MW 236; *H-NMR (CD50D): & 7.
- 7.65 (m, 2H), 7.38 - 7.36 (m, 1H),
= 8.8 Hz, 1H), 6.96 (dd, J = 0.9 Hz,
7.9 Hz, 1H); *3C-NMR (CD50D): & 156.
1, 129.3, 128.7, 126.6, 121.0, 119.3,
1446 1/cm; MS (ES1): 237 (M+H)™
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MW 236; *H-NMR (CDCl4
,J=9.1Hz, 1H), 7.66 (d, J
1H), 7.27 (d, J
), 7-11 (m, 2H), 7.08 (dd, J
= 2.5 Hz, J
26.7, 125.9, 125.6, 118.9;
149, 1083 1/cm; MS (ES1): 237 (M+H)™
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C16H12053

2.2 Hz,

+ CD50D30 ): & 7.88 (d,
9.1 Hz, 1H), 7.60 (dd,
7.8 Hz, 1H), 7.16 (ddd, J
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93 (s, 1H), 7.77 (d, J = 8.8 Hz, 1H), 7.70
7.21 - 7.16 (m, 2H), 7.11 (dd, J =2.5 Hz,
J=7.0 Hz, 1H), 6.95 (dd, J = 0.9 Hz, J
3, 155.5, 135.3, 134.9, 131.3, 130.7, 130.
117.0, 109.7; IR: 3490, 3368, 1611, 1496,
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1.5 Hz, 1H), 7.71 (d
= 1.6 Hz, J = 8.5 Hz,

1.6 Hz, J = 7.6 Hz, 1H
6.78 (ddd, J = 0.9 Hz, J

[

0.9 Hz, J
8.5 Hz, 1H),

J = =

7.8 Hz, 1H); 3C-NMR (CDCl; + CDL0D30 ): & 142.8, 135.7, 129.9, 1
IR: 3198, 1606, 1592, 1573, 1498, 1449, 1366, 1284, 1
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Ci6H1205: MW 236; 'H-NMR: (CD50D): & 7.91 (d, J = 1.3 Hz, 1H), 7.85 (d, J = 8.8
Hz, 1H); 7.75 (m, 2H), 7.65 (m, 2H), 7.21 (d, J = 2.5 Hz, 1H), 7.17 (dd, J = 8.8
Hz, J = 2.5 Hz, 1H), 6.98 (m, 2H); 3C-NMR: (CD50D): & 130.6, 130.0, 129.1, 129
.0, 127.7, 127.6, 126.9, 126.5, 125.8, 125.4, 119.5, 119.4, 116.7, 116.6, 109.7;
IR: 3358, 2930, 1604, 1512, 1248, 1178, 836 1/cm; MS (ES1):235 (M-H)~
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C,6H12057 MW 236; TH-NMR (CD50D): & 8.22 (d, J = 8.8 Hz, 1H), 7.91 (d, J = 1.9 H
z, 1H), 7.66 (dd, J = 1.8 Hz, J = 8.5 Hz, 1H), 7.62 - 7.57 (m, 2H), 7.37 (d, J
8.5 Hz, 1H),; 7.28 (t, J = 7.5 Hz, 1H), 6.91 (m, 2H), 6.80 (dd, J = 0.9 Hz, J =
7.2 Hz, 1H), *3C-NMR (CD50D): & 156.8, 153.1, 138.5, 135.3, 132.4, 128.1, 127.9
, 126.2, 123.8, 123.7, 123.4, 122.3, 118.9, 118.2, 115.5, 115.3, 107.3; IR: 3354
, 2925, 1598, 1519, 1234 1/cm; MS (ESI): 237 (M+H)™*
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C,eH14NO5; MW 265; *H-NMR (CD;0D): & 8.55 - 8.54 (m, 1H), 8.20 (ddd, J = 1.3 Hz,
J=2.5Hz, J =8.2 Hz, 1H), 8.11 (ddd, J = 1.3 Hz, J = 1.9 Hz, J = 7.9 Hz, 1H)
, 8.07 (d, J = 1.6 Hz, 1H), 7.84 (d, J = 8.5 Hz, 1H), 7.78 (d, J = 8.5 Hz, 1H),
7.73 - 7.68 (m, 2H), 7.18 - 7.14 (m, 2H); *3C-NMR (CD;0D): & 157.1, 150.0, 144.1
, 136.0, 134.0, 133.8, 130.9, 129.7, 128.1, 126.8, 125.8, 122.3, 122.1, 119.9, 1
09.5; IR: 3466, 1526, 1362 1/cm; MS (ESI): 264 (M-H)~
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C,eH13NO; MW 235; *H-NMR (CD50D): & 7.96 (d, J = 1.3 Hz, 1H), 7.80 (d, J = 8.8 H
z, 1H), 7.72 (d, J = 8.8 Hz, 1H), 7.68 - 7.66 (m, 1H), 7.23 (t, J = 7.9 Hz, 1H),
7.15 (d, J = 2.5 Hz, 1H), 7.13 - 7.11 (m, 2H), 7.08 (ddd, J = 0.9 Hz, J = 1.6 H
z, J =7.6 Hz, 1H), 6.75 (ddd, J = 0.9 Hz, J = 2.2 Hz, J = 7.9 Hz, 1H); 13C-NMR
(CD;0D): & 156.5, 143.5, 130.7, 130.5, 127.6, 126.7, 126.2, 119.6, 118.1, 115.4,
115.2, 109.7; IR: 3369, 2926 1/cm; MS (ES1): 236 (M+H)™
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Ci6H12053 MW 236; TH-NMR (CD50D): & 8.26 (d, J = 8.8 Hz, 1H); 7.96 (s, 1H); 7.67
(dd, J = 1.8 Hz, J = 8.8 Hz, 1H); 7.39 (d, J = 8.2 Hz, 1H); 7.29 (t, J = 8.2 Hz
, 2H); 7.21 (m, 2H); 6.84 - 6.81 (m, 2H); 3C-NMR (CD50D): & 159.0.154.5, 144.0,
140.0, 136.6, 130.9, 127.7, 126.2, 125.6, 125.0.123.8, 120.4, 119.6, 115.3, 115
.1, 109.1; IR: 3365, 2953, 2921, 2853, 1599, 1577, 1458, 1277 1/cm; MS (ESI): 23
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C,7H1405; MW 250; *H-NMR (CD50D): & 8.24 (d, J = 8.8 Hz, 1H); 7.95 (d, J = 1.6 H
z, 1H); 7.72 - 7.69 (m, 3H); 7.38 (d, J = 8.5 Hz, 1H); 7.29 (t, J = 7.6 Hz, 1H);
7.05 (m, 2H); 6.80 (dd, J = 7.6 Hz, J = 0.95 Hz, 1H); 3.87 (s, 3H), 13C-NMR (O
0oo0Q0-dée): 6 160.4, 139.1, 136.4, 134.1, 129.1, 127.6, 125.2, 124_.7, 123.7, 120
.3, 115.2, 108.8, 55.6; IR: 3388, 3034, 2959, 2931, 2837, 1581, 1510, 1282, 1236
1183, 1030 1/cm, MS (ESI1): 251 (M+H)™
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C47H14055 MW 250; *H-NMR (CDCl; + CD,0D30 ): & 7.84 (d, J = 1.6 Hz, 1H), 7.67 (d
, J=8.8Hz, 1H), 7.61 (d, J = 8.5 Hz, 1H), 7.56 (dd, J = 1.9 Hz, J = 8.5 Hz, 1
H), 7.07 (d, J = 2.2 Hz, 1H), 7.04 (dd, J = 2.5 Hz, J = 8.8 Hz, 1H), 6.95-6.94 (
m, 1H), 6.89 - 6.88 (m, 1H), 6.58 - 6.57 (m, 1H), 2.29 (s, 3H); *3C-NMR (CDCl; +
Cb;0D30 ): o 156.8, 154.6, 142.5, 139.7, 135.7, 129.7, 128.5, 126.5, 125.8, 125
-4, 119.6, 118.4, 114.6, 111.1, 108.8, 61.2; IR: 3253, 2959, 1594, 1493, 1214, 1
154 1/cm; MS (ESI1): 249 (M-H)~
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CooHyig0s: MW 328; TH-NMR (CD50D): & 8.02 (s, 1H), 7.82 (d, J = 8.8 Hz, 1H), 7.72
- 7.73 (m, 2H), 7.53 - 7.55 (m, 2H), 7.38 (t, J = 1.5 Hz, 1H), 7.17 (d, J = 1.5
Hz, 1H), 7.13 (dd; J = 1.5 Hz, J = 8.8 Hz, 1H), 7.10 (d, J = 1.5 Hz, 1H), 6.90
- 6.92 (m, 2H), 7, 00 (m, 1H); *3C-NMR (CD50D): & 159.2, 158.3, 156.7, 144.4, 13
7.1; 135.8, 134.0, 130.9, 130.1, 129.2, 127.8, 126.8, 126.5, 119.7, 117.9, 116.6
113.2, 113.1, 109.8; IR: 3313, 2975, 1599, 1178, 830 1/cm; MS (APCI): 329 (M+H
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CogH1g05: MW: 378; 'H-NMR (CD;0D): & 8.06 (s, 2H), 7.84 (d, J = 8.5 Hz, 2H), 7.1
5 - 7.18 (m, 6H), 7.55 (s, 1H), 7.77 (s, 4H), *3C-NMR (CD,0D): & 159.4, 156.7, 1
44.6, 136.7, 135.8, 130.9, 130.1, 127.8, 126.8, 126.5, 119.8, 118.4, 113.6, 109.
8; IR: 3390, 1596, 1180 1/cm; MS (ES): 379 (M+H)™
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C1gH1sNO5; MW 293; H-NMR (CDs0D): & 8.03 (bs, 1H), 7.82 (d, J = 8.8 Hz, 1H), 7.
76 (d, J = 8.8 Hz, 1H), 7.71 (dd, J = 1.6 Hz, J = 8.5 Hz, 1H), 7.66 - 7.65 (m, 1
H), 7.33 - 7.32 (m, 1H), 7.26 - 7.24 (m, 1H), 7.17 (d, J = 2.2 Hz, 1H), 7.14 (dd
, J=2.5Hz, J =8.8 Hz, 1H), 2.98 (s, 3H); *SC-NMR (CD50D): & 173.0, 170.9, 15
9.3, 156.9, 144.4, 137.5, 136.0, 130.9, 130.0, 127.9, 126.6, 126.4, 119.8, 117.9
, 117.8, 113.8, 109.7, 26.9; IR: 3392, 3156, 2927, 1632, 1587, 1551, 1292, 1192
1/cm; MS(ESI): 292 (M-H)~
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CogHyoNOg: MW 355; TH-NMR (0 O O O -dg): & 8.10 (bs, 1H), 7.89 - 7.87 (s, 1H), 9
.48 (m, 3H), 7.82 (bs, 1H), 7.79 (d, J = 8.5 Hz, 1H), 7.75 (dd, J = 1.9 Hz, J =
8.5 Hz, 1H), 7.46 (bs, 1H), 7.42 (bs.1H), 7.38 - 7.34 (m, 2H), 7.25 (d, J = 2.2
Hz, 1H), 7.20 (dd, J = 2.2 Hz, J = 8.8 Hz, 1H), 7.13 - 7.10 (m, 1H); 3C-NMR (O
000 -dg): & 170.9, 159.0, 156.6, 143.6, 135.5, 135.4, 130.8, 129.5, 127.7, 126
.5, 126.3, 124.5, 120.9, 119.8, 117.9, 117.6, 114.1, 109.6; IR: 3275, 1653, 1591
1530, 1497, 1441, 1331 1/cm; MS(ES1): 356 (M+H)*
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CooHaoNO5: MW 319; 'H-NMR (CD50D): & 8.00 (m, 1H), 7.83 (d, J = 8.5 Hz, 1H), 7.7

6 (d, J = 8.2 Hz, 1H), 7.69 (dd, J = 1.6 Hz, J = 8.5 Hz, 1H), 7.58 (d, J = 15.8

Hz, 1H), 7.41 (m, 1H), 7.19 (m, 1H), 7.17 (m, 1H), 7.14 (dd, J = 2.2 Hz, J = 8.5 10
Hz, 1H), 7.01 (m, 1H), 6.66 (d, J = 15.8 Hz, 1H), 2.90 (s, 3H); 3C-NMR (CD0D)

: 5 169.3, 159.9, 141.7, 136.3, 135.9, 133.6, 132.4, 130.9, 130.0, 129.9, 127.8,
126.5, 121.9, 119.8, 119.3, 116.5, 113.7, 109.7, 24.0; IR: 3296, 1580, 1289, 12

12, 1184 1/cm; MS(ESI): 320 (M+H)™*
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CosHioNOg; MW 381; TH-NMR (CD50D): & 8.03 (d, J = 1.3 Hz, 1H), 7.84 (d, J = 8.5

Hz, 1H), 7.81 (d, J = 8.5 Hz, 1H), 7.74 - 7.71 (m, 4H), 7.47 (m, 1H), 7.40 - 7.3

7 (m, 2H), 7.23 - 7.22 (m, 1H), 7.18 - 7.14 (m, 3H), 7.07 (m, 1H), 6.89 (d, J =

15.4 Hz, 1H); *3C-NMR (CD50D): & 183.1, 135.9, 130.9, 129.9, 127.9, 126.5, 121.2

, 119.8, 119.5, 116.7, 109.7; IR: 3478, 1594, 1440 1/cm; MS (ESI1): 382 (M+H)*
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CooHioNO5: MW 321; 'H-NMR (CD50D): & 7.96 (bs, 1H), 7.80 (d, J = 8.8 Hz, 1H), 7.
72 (d, J = 8.5 Hz,, 1H), 7.66 (dd, J = 1.5 Hz,, J = 8.5 Hz, 1H), 7.16 (d, J = 2.
1 Hz,, 1H), 7.13 (dd, J = 2.4 Hz,, J = 8.8 Hz,, 1H), 7.09 (m, 1H), 7.00 (t, J =
1.8 Hz,, 1H), 6.68 (m, 1H), 2.97 - 2.94 (m, 2H), 2.74 (s, 3H), 2.66 - 2.53 (m, 2
H); 13C-NMR (CD50D): & 175.9, 159.0, 156.6, 144.2, 144.1, 136.9, 130.8, 127.7, 1
26.7, 126.3, 119.7, 119.5, 115.0, 112.8, 109.7, 99.9, 38.9, 33.1, 26.3; IR: 3416
1721, 1618, 1593 1/cm; MS (ESI): 322 (M+H)™*
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CosHo,NO5; MW 383; TH-NMR (CD50D): & 7.91 (m, 1H), 7.74 (d, J = 8.5 Hz, 1H), 7.7
0 (d, J = 8.5 Hz, 1H), 7.64 (dd, J = 1.8 Hz, J = 8.5 Hz, 1H), 7.57 - 7.56 (m, 2H
), 7.34 - 7.31 (m, 2H), 7.14 - 7.10 (m, 4H), 7.01 - 7.00 (m, 1H), 6.74 (m, 1H),

3.08 - 3.05 (m, 2H), 2.76 - 2.73 (m, 2H); IR: 3351, 1728, 1596, 1444, 1244 1/cm
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CigH1sNO5; MW 293; TH-NMR (CD50D): & 7.93 (s, 1H), 7.77 (d, J = 8.8 Hz, 1H), 7.7
1 (m, 2H), 7.64 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.24 (d, J = 1.9 Hz, 1H), 7.19
(dd, J = 1.9 Hz, J = 8.2 Hz, 1H), 7.13 (m, 1H), 7.10 (dd, J = 2.5 Hz, J = 8.3 H
, 1 H), 2.22 (s, 3H); IR: 3267 (0 0O O0O), 1630.1604, 1524, 1505 1/cm; MS (ES

VA
1): 294 (M+H)*
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CooHyNO5: MW 355; TH-NMR (CD50D): & 8.00 - 7.96 (m, 4H), 7.79 (d, J = 8.8 Hz, 1
H), 7.72 (d, J = 8.8 Hz, 1H), 7.68 (dd, J = 1.6 Hz, J = 8.5 Hz, 1H), 7.64-7.61 (
m, 1H), 7.58-7.55 (m, 2H), 7.31 (d, J = 1.9 Hz, 1H), 7.27 (dd, J = 1.9 Hz, J = 8
.2 Hz, 1H), 7.14 (d, J = 2.5 Hz, 1 H), 7.11 (dd, J = 2.5 Hz, J = 8.8 Hz, 1 H); *
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3C-NMR (CD50D): & 168.7, 157.0, 150.5, 140.7, 136.6, 136.1, 136.0, 133.4, 131.1,
130.4, 130.1, 128.8, 128.1, 126.7, 126.6, 126.4, 124.5, 120.1, 119.7, 115.6, 11

0.1; IR: 3384, 3076, 1675, 1599, 1524, 1495 1/cm; MS (ESI1): 356 (M+H)™*

ooooo

000000000000 000O0000O000D0O00D0OO0O0D0OO0ONDOoOoooao

Ooo0O0o0Ooo

oooon

ooooo

O Ooooo

OH
g i
ooy
H
OH

ooooao
0000000000000 D000000000O0D00D0DO0O0D0o0Do0O0O0oooOooan

0000000000000 D000DO0O0O0D0O0DO0O0DO0DO0DO0O0D0O0DOoDOoOO0ooooOOan

0000000000000 0000000000000000000000000a0

0000000000000 000O0O000ooOao

C,gH15NO5; MW 293; TH-NMR (CD;0D): & 8.43 (s, 1H), 8.03 (s, 1H), 7.75 (s, 2H), 7
.29 (t, J = 7.9 Hz, 1H), 7.26 (s, 1H), 7.19 (d, J = 7.6 Hz, 1 H), 7.15 (s, 1H),

6.80 (dd, J = 2.2 Hz, J = 7.9, 1H), 3.02 (s, 3H); *3C-NMR (CD;0D): & 159.2, 156.
9, 137.4, 131.2, 131.1, 129.1, 127.6, 127.5, 120.4, 119.4, 115.4, 114.9, 112.0;

IR: 3327, 2927, 1647, 1599, 1578, 1465 1/cm; MS (ES1): 294 (M+H)™
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CosH,-NO5; MW 355; TH-NMR (DMSO): & 11.54 (bs, 1H), 10.14 (bs, 1H), 8.73 (s, 1H)
, 8.47 (bs, 1H), 8.08 (s, 1H), 7.84 - 7.81 (m, 4H), 7.42 (dd, J = 0.9 Hz, J = 8.
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5 Hz, 2H), 7.36 (s, 1H), 7.31 (t, J = 8.2 Hz, 1 H), 7.23-7.18 (m, 3H), 6.88 - 6.
86 (m, 1H); 3C-NMR (DMSO): & 168.3, 158.4, 156.9, 142.4, 138.5, 136.8, 136.6, 1
30.4, 130.3, 129.2, 128.5, 127.7, 127.0, 126.6, 125.1, 121.6, 119.2, 118.5, 114.
8, 114.1, 111.7; IR: 3371, 3136, 2957, 1694, 1623, 1567, 1499, 1445 1/cm; MS (ES
1): 355 (M+H)™
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CooHioNOg: MW 319; RO (DO OO OO O /00000 9/10): 0.5; *H-NMR (CD50D): 3

8.29 (d, J = 15.8 Hz, 1H), 8.27 (d, J = 9.1 Hz, 1H), 7.99 (d, J = 1.9 Hz, 1H), 7
.81 (d, J = 9.1 Hz, 1H), 7.79 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.31 (t, J = 7.9
1 Hz, 1H), 7.24 - 7.21 (m, 1H), 7.21 (d, J = 8.8 Hz, 1H), 7.20 - 7.19 (m, 1H), 7
.11 (d, J = 15.8 Hz, 1H), 6.82 (ddd, J = 0.9 Hz, J = 2.5 Hz, J = 7.9 Hz, 1H), 2.
93 (s, 3H); 3C-NMR (CD50OD): & 170.8, 158.9, 156.7, 143.5, 137.0, 134.6, 134.0,

132.4, 131.0, 130.3, 127.4, 127.3, 126.0, 124.3, 119.5, 119.4, 115.3, 114.9, 26.
7; IR: 3064, 1730, 1643, 1581, 1465 1/cm; MS (ESI): 320 (M+H)™
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CosHioNOS: MW 381; RO (D OO DO OO /00000 90/10): 0.6; *H-NMR (CD50D): 3

8.47 (d, J = 15.8 Hz, 1H), 8.34 (d, J = 8.8 Hz, 1H), 8.03 (d, J = 1.9 Hz, 1H), 7
.86 (d, J = 9.1 Hz, 1H), 7.83 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.76 (d, J = 7.6
Hz, 1H), 7.40 - 7.36 (m, 3H), 7.34 - 7.31 (m, 1H), 7.26 - 7.24 (m, 1H), 7.24 (d
,J =9.1Hz, 1H), 7.21 - 7.20 (m, 1H), 7.17 - 7.14 (m, 1H), 6.83 (ddd, J = 0.9

Hz, J = 2.5 Hz, J = 7.9 Hz, 1H); IR: 3353, 1710, 1646, 1575, 1498, 1441 1/cm; MS
(ES1): 382 (M+H)*
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C,gH1sNO5; MW 293; R0 (00D OO OO /0000 O 95/5):0.4; *H-NMR (CDZ0D): & 8.

01 (d, J =1.9 Hz, 1H), 7.90 (g, J = 2.5 Hz, J = 8.8 Hz, 2H), 7.76 (dd, J = 1.9
Hz, J = 8.8 Hz, 1H), 7.31 (t, J = 7.9 Hz, 1H), 7.22 (m, 1H), 7.19 (d, J = 8.8 Hz
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, 1H), 7.17 (m, 1H), 6.82 (ddd, J = 0.6 Hz, J = 2.2 Hz, J = 7.9 Hz, 1H), 3.06 (s
3H); IR: 3281, 1608, 1580, 1492 1/cm; MS (ESI): 292 (M-H)"~
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CosHyNOg; MW 355; R0 (00D D000 /00 00 0 95/5):0.4; 'H-NMR (CDZ0D): & 7.

99 (d, J = 1.2 Hz, 1H), 7.93 (d, J = 8.8 Hz, 1H), 7.88 (d, J = 8.8 Hz, 1H), 7.77
(d, J = 7.6 Hz, 2H), 7.74 (dd, J = 1.8 Hz, J = 8.8 Hz, 1H), 7.38 (t, J = 7.9 Hz
, 2H), 7.27 (m, 1H), 7.21 (d, J = 8.8 Hz, 1H), 7.16 (m, 1H), 7.15 (m, 2H), 6.78
(ddd, J = 0.9 Hz, J = 2.4 Hz, J = 7.9 Hz, 1H); IR: 3271, 1628, 1596, 1494 1/cm;
MS (ES1): 356 (M+H)™
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CogHyoNOL; MW 371; RO (DD D ODO0OD /00000 93/7): 0.4; H-NMR (CD0D): & 8

.00 (d, J = 1.6 Hz, 1H), 7.92 (d, J = 8.5 Hz, 1H), 7.88 (d, J = 9.1 Hz, 1H), 7.7
5(dd, J=1.9 Hz, J = 8.8 Hz, 1H), 7.44 (t, J = 1.9 Hz, 1H), 7.27 (t, J = 7.9 H

z, 1H), 7.18 (m, 5H), 6.78 (m, 1H), 6.61 (m, 1H):; IR: 3278, 1602, 1493 1/cm; MS
(ES1): 372 (M+H)™
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CoqH1oNO,; MW 349; TH-NMR (CD50D): & 8.04 (d, J = 1.6 Hz, 1H), 7.92 (d, J = 8.8

Hz, 1H), 7.79 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.70 (d, J = 8.8 Hz, 1H), 7.33 -
7.30 (m, 1H), 7.23 - 7.21 (m, 1H), 7.21 (d, J = 8.8 Hz, 1H), 7.18 - 7.17 (m, 1H

), 6.83 - 6.81 (m, 1H), 3.97 (m, 2H), 3.88 - 3.87 (m, 2H), 3.71 - 3.70 (m, 1H),

3.59 - 3.57 (m, 1H), 3.41 - 3.36 (m, 1H), 3.31 (m, 1H); IR: 3216, 2923, 1595, 15 30
75, 1273 1/cm; MS (ES1): 348 (M-H)~
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O
CoqHooNoO5, MW 348; RO (D OO0 OO OO /00000 85/15): 0.04; H-NMR (CD50D):
5 8.05 (d, J = 1.3 Hz, 1H), 7.93 (d, J = 9.1 Hz, 1H), 7.79 (dd, J = 1.6, J = 8.5

Hz, 1H), 7.69 (d, J = 8.8 Hz, 1H), 7.31 (t, J = 7.9 Hz, 1H), 7.23 (d, J = 8.8 H
z, 1H), 7.21 - 7.20 (m, 1H), 7.17 (m, 1H), 6.84 - 6.82 (m, 1H), 4.38 - 4.35 (m,

1H), 4.08 - 4.05 (m, 1H), 3.68 (m, 1H), 3.59 - 3.58 (m, 1H), 3.48 - 3.47 (m, 1H)

, 3.42 - 3.41 (m, 1H), 3.40 - 3.31 (m, 1H), 3.20 - 3.19 (m 1H); *3C-NMR (CDLOD):

& 187.0, 175.3, 170.0, 152.8, 148.8, 137.9, 132.8, 131.0, 128.2, 124.7, 119.4,

119.0, 114.9; IR: 3219, 1712, 1600, 1492, 1440 1/cm; MS (ESI): 349 (M+H)™* 10
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CooH140sNoS, MW 362, *H-NMR (0 0 O O -dg): & 10.79 (bs, 1H), 8.45 (d, J = 8.5Hz,

1H), 7.92 (s, 1H), 7.89 (d, J = 9.1 Hz, 1H), 7.73 (d, J = 7.8 Hz, 1H), 7.35 (s,

1H), 7.27 (t, J = 7.5 Hz, 1H), 7.17 (m, 2H), 7.09 (m, 1H), 6.98 (bs, 1H), 6.80

(dd, J = 2.5 Hz, J = 7.8 Hz, 1H); IR: 3420, 3310, 3024, 2849, 1558, 1471 1/cm; M
S (ESI): 361 (M-H)"~
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CooHig04No, MW 374, 0 O : 1080 ; *H-NMR (0 0 0 O -dg): & 9.90 (bs, 1H), 9.81 (s,
1H), 8.48 (s, 1H), 8.20 (d, J = 9.1 Hz, 1H), 8.10 (s, 1H), 8.02 ( d, J = 8.8 Hz
.1H), 7.85 (m, 1H), 7.30 (m, 4H), 6.89 (dd, J = 2.1 Hz , J = 7.6 Hz, 1H), 2.19 (

s, 3H), 2.10 (s, 3H); IR: 3410 (OH), 3244 (NH), 1668, 1581 (C=0), 1494 (0 0 O O
) cm™1; MS (ES1): 373 (M-H)~
oooooad
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CooHys50sN5S, MW 377, O 0O, 265.60 ; *H-NMR (O O 0O O -dg): & 12.30 (bs, 1H), 10.0
3 (s, 1H), 9.07 (s, 1H), 7.66 (s, 1H), 7.55 (d, J = 9.1 Hz, 1H), 7.31 (d, J = 8.
8 Hz, 1H), 7.23 (d, J = 7.8 Hz, 1H), 6.84 (t, J = 7.8 Hz, 2H), 6.74 (d, J = 8.1
Hz, 1H), 6.68 (m, 1H), 6.33 (m, 1H), 2.22 (s, 3H); IR: 3430, 3210, 2910, 2800, 1
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652, 1545, 1491 cm~1; MS (ES1): 378 (M+H)™
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CooHyg0sNs>, MW 356, O O : 1400 ; H-NMR (0 O O O -dg): & 9.79 (bs, 1H), 8.48 (d,
J = 6.3 Hz, 1H), 8.29 (m, 1H), 8.25 (d, J = 5.0 Hz, 1H), 8.09 (m, 1H), 8.00 (d,
J = 8.8 Hz, 1H), 7.89 (m, 1H), 7.82 (dd, J = 1.8 Hz, 6.9 Hz, 1H), 7.33 (m, 4H),
7.14 (m, 1H), 6.86 (m, 1H); IR: 3400, 3260, 2925, 2364, 1647, 1576, 1465, 1434
cm™1; MS (ESI1): 357(M+H)™
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Co,H 505N5, MW 357, 00 : 1560 ; *H-NMR (0 0 0O O -dg): & 9.90 (bs, 1H), 9.60 (s,
1H), 8.59 (d, J = 5.8 Hz, 2H), 8.40 (s, 1H), 8.13 (d, J = 5.2 Hz, 1H), 8.05 (m,
1H), 7.95 (d, J = 9.1 Hz, 1H), 7.75 (dd, J = 1.8 Hz, J = 6.9 Hz, 1H), 7.28 (t,
J = 8.1 Hz, 1H), 7.20 (m, 3H), 7.11 (t, J = 5.0 Hz, 1H), 6.80 (m, 1H); IR: 3415,
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3200, 1696, 1578, 1495, 1435 cm~%; MS (ESI): 358 (M+H)™*
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C,eH11Bro,; MW 314/316; H- NMR (CD5OD): & 8.19 (d, J = 8.8 Hz, 1H), 8.02 (d, J
= 1.9 Hz, 1H), 7.83 (dd, J = 0.9 Hz, J = 8.5 Hz, 1H), 7.83 (d, J = 8.8 Hz, 1H),
7.32 (t, J = 7.9 Hz, 1H), 7.24 (d, J = 8.8 Hz, 1H), 7.25 - 7.23 (m, 1H), 7.19 (m
, 1H), 6.83 (ddd, J = 1.3 Hz, J = 2.5 Hz, J = 8.2 Hz, 1H); 13C- NMR (CDLOD): 156
.1, 145.8, 140.2, 136.3, 133.5, 132.8, 130.4, 129.5, 129.2, 121.9, 117.8, 117.4,
112.4; IR: 3222, 1595, 1583, 1448, 1207, 1187 1/cm; MS (ESI): 313/315 (M-H)~
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C,yH1,NOo; MW 261; R0 (0O OO0 /0 0000 7/3): 0.31; H-NMR (CD50D): & 8.30 (b

s, 1H), 8.18 (d, J = 1.9 Hz, 1H), 7.98 (d, J = 8.8 Hz, 1H), 7.47 - 7.46 (m, 1H),
7.36 - 7.33 (m, 1H), 7.28 (dd, J = 2.2 Hz, J = 8.8 Hz, 1H), 7.24 - 7.22 (m, 1H)
, 7.17 - 7.16 (m, 1H), 6.87 - 6.85 (m, 1H); IR: 3274, 2239, 1599, 1588 1/cm; MS
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(ESI): 260 (M-H)~
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C,-H,aNOL; MW 261; RO (DO OO /00000 7/3): 0.21; H-NMR (CD50D): & 8.20 (s
, 1H), 7.89 (d, J = 8.5 Hz, 1H), 7.85 (dd, J = 1.9 Hz, J = 6.9 Hz, 1H), 7.61 (d,
J=2.2 Hz, 1H), 7.50 (d, J = 2.5 Hz, 1H), 7.35 (dd, J = 2.2 Hz, J = 7.6 Hz, 1H
), 7.24 (m, 1H), 7.20 (dd, J = 2.2 Hz, J = 1.9 Hz, 1H), 6.87 (m, 1H); IR: 3413,
3293, 3204, 2362.2240, 791, 781, 702 1/cm; MS (ESI): 260 (M-H)~
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CooHioNOg: MW 321; RO (D OO DO OO /00000 90/10): 0.6; *H-NMR (CD50D): 3

8.04 (d, J = 8.8 Hz, 1H), 7.98 (d, J = 2.2 Hz, 1H), 7.76 (dd, J = 1.9 Hz, J = 8.
8 Hz, 1H), 7.72 (d, J = 8.8 Hz, 1H), 7.31 (t, J = 7.91 Hz, 1H), 7.23 - 7.22 (m,

1H), 7.18 (m, 1H), 7.16 (d, J = 8.8 Hz, 1H), 6.80 (ddd, J = 0.9 Hz, J = 2.5 Hz,

J = 7.9 Hz, 1H), 3.41 - 3.38 (m, 2H), 2.74 (s, 3H), 2.60 - 2.57 (m, 2H); IR: 327
2, 2951, 1611, 1494, 1278 1/cm; MS (ESI): 322 (M+H)™*
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CooH o NOL; MW 327; R,LO(IOODODODODO/0000095/5): 0.5; *H-NMR (CD50D): & 8
.00 (d, J = 1.6 Hz, 1H), 7.82 (d, J = 8.8 Hz, 1H), 7.58 (dd, J = 1.9 Hz, J = 8.8
Hz, 1H), 7.54 (d, J = 8.8 Hz, 1H), 7.32 - 7.29 (m, 1H), 7.29 (t, J = 7.9 Hz, 1H
), 7.23 (d, J = 9.1 Hz, 1H), 7.22 - 7.20 (m, 1H), 7.17 - 7.16 (m, 1H), 6.87 - 6.
85 (m, 1H), 6.81 - 6.79 (m, 2H), 6.75 - 6.73 (m, 1H); 3C-NMR (CD0D): 158.9, 15
2.4, 148.9, 143.9, 136.6, 134.6, 130.8, 130.2, 130.0, 126.5, 126.4, 126.3, 123.5
122.1, 119.5, 119.4, 119.3, 115.7, 115.0, 114.8; IR: 3387, 3282 1/cm; MS (ESI)
326 (M-H)~
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CosHigN204S53 MW 474; YH-NMR (CD50D): & 7.90 (d, J = 1.6 Hz, 1H), 7.86 - 7.84 (m

, 1H), 7.82 (m, 1H), 7.75 (d, J = 8.8 Hz, 1H), 7.55 (t, J = 7.6, 1H), 7.51 - 7.5
0 (m, 1H), 7.45 (dd, J = 1.9 Hz, J = 8.8 Hz), 7.25 (d, J = 9.1 Hz, 1H), 7.16 (t,
J=17.9, 1H), 7.13 (d, J = 8.8 Hz, 1H), 7.08 - 7.07 (m, 1H), 7.03 - 7.02 (m, 1H
), 7.01 (d, J = 4.4 Hz, 1H), 6.68 - 6.66 (m, 1H), 6.62 (d, J = 4.7 Hz, 1H); IR F
ehlt; MS (ES1): 473 (M-H)"~
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CosH10N30,S55 MW 489; TH-NMR (CD;0D): & 8.05 (d, J = 1.9 Hz, 1H), 7.97 - 7.95 (m

, 1H), 7.93 - 7.92 (m, 1H), 7.89 (d, J = 8.8 Hz, 1H), 7.70 (t, J = 7.8, 1H), 7.6
7 - 7.66 (m, 1H), 7.60 (dd, J = 1.9 Hz, J = 8.8 Hz), 7.40 (d, J = 8.8 Hz, 1H), 7
.32 - 7.28 (m, 1H), 7.27 (d, J = 9.1 Hz, 1H), 7.22 - 7.21 (m, 1H), 7.17 - 7.16 (
m, 1H), 6.81 (d, J = 0.9 Hz, J = 2.5 Hz, J = 8.2 Hz, 1H), 2.50 (s, 3H); IR: 3317
, 1541, 1274 1/cm; MS (ES1): 490 (M+H)*
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CoeH18N505S; MW
): 6 8.19 (d,
83 - 7.80 (m,
, J =7.9 Hz,
.2 Hz, 1H), 7.18 (d, J =
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J = 8.8 Hz, 1H), 8.06 - 8.04 (mn, 2H), 8.00 (d, J =
2H), 7.59 - 7.56 (m, 2H), 7.54 - 7.53 (d, J =
8.8 Hz, 1H), 7.24 - 7.22 (m, 1H), 7.18 (t, J = 2
0.9 Hz, J = 2.5 Hz, J =

O

1H), 7.24 (d, J
3.5 Hz, 1H), 6.83 (ddd, J =
3260, 1651, 1599, 1543, 1291 1/cm
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CoeHaoN305S; MW 453; R0 (00O DD OO0 /000 OO 90/10): 0.7; *H-NMR (CDCl5 +

CD,0D30 ): & 8.07 - 8.05 (m, 1H), 7.97 - 7.96 (m, 2H), 7.87 (d, J = 1.9 Hz, 1H),
7.72 (dd, J = 1.9 Hz, J = 8.8 Hz, 1H), 7.68 (d, J = 8.5 Hz, 1H), 7.55 - 7.54 (m
, 1H), 7.48 - 7.45 (m, 2H), 7.16 (d, J = 8.8 Hz, 1H), 7.14 - 7.13 (m, 1H), 7.10
(m, 1H), 6.77 (ddd, J = 0.9 Hz, J = 2.5 Hz, J = 8.2 Hz, 1H), 2.65 (s, 3H); IR: 3

406, 1541, 1247 1/cm
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C2aH1oNOgS, MW 433, LH-NMR (CD5OD + CDCI430 ): & 8.04 - 8.03 (m, 1H), 7.95 - 7.8

9 (m, 2H), 7.72 - 7.71 (m, 1H), 7.53 - 7.49 (m, 2H), 7.48 - 7.45 (m, 1H), 7.31 -
7.28 (m, 1H), 7.20 - 7.17 (m, 1H), 7.14 (d, J = 3.8, J = 8.8, 1H), 7.09 - 7.07
(m, 1H), 7.05 - 7.04 (m, 1H), 6.73 - 6.71 (m, 1H), 1.93 (s, 3H); IR: 3265, 1705,
1382, 1275 1/cm; MS (ES1): 432 (M-H)"~
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J = 8.8 Hz, 1H), 8.23 (d, J = 1.9 Hz, 1H), 8.17 (d, J = 9.1 Hz, 1H), 7.88 (dd, J
= 1.9 Hz, J = 8.8 Hz, 1H), 7.47 (d, J = 9.1 Hz, 1H), 7.38 (t, J = 7.2 Hz, 1H),
7.32 - 7.27 (m, 2H), 7.20 - 7.17 (m, 1H), 7.13 (m, 2H), 6.95 (m, 1H); MS (ESI):
343 (M-H)"~
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8.8 Hz, 1H), 8.11 (s, 1H), 8.06 (d, J = 7.9 Hz, 1H), 7.82 (dd, J = 1.8 Hz, J =
8.8 Hz, 1H), 7.70 - 7.62 (m, 3H), 7.27 (m, 2H), 7.16 (m, 2H), 6.85 (dt, J = 1.8
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CosH1804S; MW 390; *H-NMR (0 O O O -dg): & 8.49 (d, J = 8.8 Hz, 1H), 8.22 (d, J

= 8.8 Hz, 1H), 8.12 (d, J = 2.1 Hz, 1H), 7.95 (d, J = 8.5 Hz, 1H), 7.82 (dd, J = 30
2.1 Hz, J = 8.3 Hz, 1H), 7.43 (d, J = 8.8 Hz, 2H), 7.31 - 7.26 (m, 2H), 7.19 (m

2H), 6.87 (m, 1H); MS (ESI): 389(M-H)".
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ooon
F1:17B8-HSDREB T w2 4
(L2 HSDA1 HSD HSD2 HSD2
100 nM 1 uM 100 nM 1 M
1 nec inh. no inh. n.d. n.d.
14 no inh. no inh. nd. n.d.
13 no inh. no inh. n.d. nd.
15 no inh. no inh. n.d. n.d.
16 240 56.9 n.d. n.d.
12 240 56.9 n.d. n.d.
17 30.3 57.7 n.d. n.d.
3 26 61 n.d. n.d.
2 no inh. no inh. n.d. n.d.
18 no inh. no inh. n.d. nd.
19 g91.4 94.0 12.4 16.6
20 no inh. ng¢ inh. n.d. n.d.
21 no inh. no inh. n.d. n.d.
22 no inh. no inh. n.d. nd.
24 no inh. na inh. n.d. n.d.
25 no inh. no inh. n.d. nd.
22 no inh. no inh. n.d. nd.
23 no inh. no inh. n.d. n.d.
7 36.3 75.8 n.d. n.d.
9 no inh. 18.5 n.d. nd.
10 no inh. no inh. n.d. n.d.
11 no inh. 12.9 n.d. nd.
8 no inh. no inh. n.d. n.d.
5 no inh. no inh. n.d. n.d.
6 no inh. no inh. n.d. n.d.
4 no inh. 31.6 n.d. n.d.
28 14.3 41.7 n.d. n.d.
27 no inh. no inh. n.d. n.d.
28 no inh. no inh. n.d. n.d.
28 na inh. no inh. n.d. n.d.
30 no inh. no inh. n.d. n.d.
31 no inh. no inh. n.d. n.d.
32 no inh. 19.6 n.d. n.d.
33 no inh. no inh. n.d. n.d.
34 no inh. 13.6 n.d. n.d.
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35
36
a7
38
39
40
55
41
42
43
44
51
45
46
47
48
49
50
53
54
52
59
60
58
61
56
57
63
68
65
67
62
66
64
71
72
90
69
70

no inh.

ne inh.
no inh.
17
19.2
no inh.
no inh.
21.8
40.0
20.5
278
28.8
no inh.
no inh.
43
n.d.
37
nc inh.
32.3
83.0
82.9
874
74.4
83.0
no inh.
76.2
82.9
447
74.1
319
no inh.
859
35.1
88.1
66.4
62.2
16.5
87.0
82.2

no inh.
no inh.
18
62
S57.6
60.4
80.0
76.3
80.2
69.9
62.4
73.4
445
53
70
68
84
40
74.4
94.0
88.4
92.3
85.9
89.1
221
89.4
92.8
80.0
87.3
64.9
62.3
89.2
81.5
90.8
74.7
74.0
77.3
96.3
n.d.

n.d.
n.d.
nd.
nd.
33.9
281
ne inh.
no inh.
no inh.
no inh.
nd.
n.d.
n.d.
n.d.
n.d.
n.d.
n.d.
n.d.
18
n.d.
19
66.1
12.2
60.6
15.5
221
no inh.
no inh.
no inh.
12.4
242
243
24 1
311
n.d.
n.d.
n.d.
24
n.d.

n.d.
n.d.
n.d.
n.d.
73.2
76.9
35.8
21.6
16.3
no inh.
nd.
n.d.
nd.
n.d.
nd.
24
nd.
nd.
67
n.d.
69
80.3
48.5
923
51.7
77.2
40.1
34.2
39.1
31.9
€8.0
67.2
63.6
71.3
n.d.
n.d.
nd.
71
n.d.
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89 68.0 78.2 n.d. n.d.

a8 76.8 82.4 nd. n.d.

73 71.2 80.5 n.d. n.d.

74 46.4 78.0 n.d. nd.

75 72.8 78.9 n.d. n.d.

76 62.1 79.7 n.d. n.d.

77 73.2 799 n.d. n.d.

78 63.7 79.2 n.d, n.d.

79 73.8 80.2 n.d. n.d.

80 64.7 79.4 n.d. n.d.

81 7156 82.9 n.d. n.d.

82 40.5 78.4 n.d. n.d.

83 40.8 78.1 n.d. n.d.

84 66.3 79.3 n.d. n.d.

85 545 77.7 n.d. n.d.

86 716 80.9 n.d. n.d.

87 71.7 80.6 n.d. n.d.

91 n.d. 33 n.d. n.d.

92 n.d. 75 n.d. n.d.
no inh.=fHE/ L (FAEFE10%KS)
nd=REZNhT
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0000000000000 D0D0D0000D0D0000D00D0DaO0O0OROOO0OO
0000000000000 D0D000000DD0D0D00O00O0D0DD0DO0DO0OO0OO0DOOaO
0000000000000 00000000D0D000000D0DoDo0OoOOo0Oooan
0000000000000 0000000D0000000000000000a0
0000000000000 D0D000000DO0D0000O0DO0NDOoDOoDoOoOOOoOOOao
0000000000000 0000000D0D0D000000DD0DO0DO0OO0OO0OOoOOooOan
0ooooooooon
0oo0ooao

O0Ooo0oooao
O0Ooo0o0ooao

10

20

30



(119) JP 2010-523484 A 2010.7.15

0000
R2IR MOT U RBEEERT v A

&t RBA ERa [%] RBA ERB [%]

19 0.23 0.80

52 0.081 0.10

56 0.055 0.044

57 0.0013 0.020

58 0.022 0.024

60 0.0068 0.003

64 0.012 0.007

69 0.015 0.010

IZAMOY 2.1 1.6

IR+S2F=N 100 100

RBAMEMEEH|MM(TI R FZ A —I1:100%)
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Ooo0ooao
R3:CsEBDRE
q=gsi 17B-HSDA1 17B-HSD2 iR
ICs0 (NM) ICs0 (NM) ICso(HSD2)/ICs0(HSD1)

19 70 5641 80

42 500 4190 8

52 39 583 15

54 840 500 0.6

56 23 540 24

57 20 959 48

58 40 527 13

59 20 1160 58

60 90 2937 33

62 50 458 9

63 140 n.d. n.d.

64 10 403 40

66 114 n.d. n.d.

68 50 1760 44

69 7 601 87

70 30 195 6.5

71 60 n.d. nd.
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F4:CaCo-27 w4

&4 BREENMIRE Pao,ofE MR o

[4M t SD] [X 10% cm/s] [% * SDJ

19 65 + 0.2 8.9 375 £ 3.0 R

42 11 £ 0.1 15 76 £ 05 rh

54 3.7 + 03 4.4 305 + 3.1 R

59 110 + 05 13.8 299 + 2.4 =

68 13.9 £ 0.8 16.4 527 + 3.6 =

70 0.9 £ 0.08 15 230 + 2.3 &
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A=k {E = (-k)
59 -0.051
19 -0.055
62 -0.014
70 -0.002

STENRA -0.017

-0.102

ST
MR
Ry
0.991 0 - 30
0.996 0 - 30
0.985 0 - 30
0.923 0 - 30
0.994 0 - 30
0.999 0 - 30

BHEIUTSR

&iﬁ)ﬁﬁ (ul/5rimg® 2 /X
")
13.6 339.5
12.6 366.9
49.8 02.8
449.8 10.3
40.77 113.3
6.80 679.6
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ogogoano

ROPASOR I U=V 5T w4 ICBI1T BICRE
CYP1AZ2 CYP2B6 CYP2Cg CYP C19 CYP2D6 CYP23A4

=) CEC EFC MFC CEC AMMC BFC
5 uM 25 uM 75 uM 25 uM 1.5 uM 50 uM
kS hi=tH
% CHC HFC HFC CHC AHMC HFC
NADP" 1.3 mM 1.3 mM 1.3mM 1.3 mM 82 uM 1.3 mM
I aA—R-6-
. 33mM 3.3mM 3.3mM 3.3mM 0.41 mM 3.3 mM
) /B8
MgCl;*6H,0 3.3mM 3.3 mM 3.3mM 3.3mM 0.41 mM 3.3mM
Na—R-6-
UYBTER  94u0ml 0.4 U/ml 0.4 Uiml 0.4 Uml 0.4 Urml 0.4 U/ml
Ay —+¥
PO4”,
oH 7.4 100 mM 100 mM 25 mM 50 mM 100 mM 200 mM
[ 2.5 pmaot/ml 5 pmol/ml S pmol/ml 2.5 pmal/ml 7.5 pmol/mt 13 pmol/ml
st 7222724Y bZZHNY ANTZF7 FZZNY Four bhaFY
EDNE : — . - n
e Jozy xFV-IN oz -
(RERE)
100 oM 125 uM 10 uM 100 uM 05 uM 5 uM
HERRE 2 uM 5 uM 0.3 uM 2 uM 0.02 uM  0.05 uM
et 20 uM 50 1M 3 M 20 uM 02 uM 0.5 uM

B&ZE:CEC 3- 7 /-7-TbF o3V, MFC 7-A bF24-PUTNFAO-AFI OV
). AMMC 3-[2-(NN-PITFI-N-AFNVT I /)T FN]-T-A LFS-4-AFNo<2U
 BFC 7 A PNFHFLMITLAOAFNZTY Yy, CHC 3-27/-7-EEOF2 2
QU HFC 7-ERFOF > bUZNFOAFILIT I EFC 7-T bF2-4- MU T W
AOAFILZ2TY . BEUAHMC 3 2-(NN-ITFNT7 I /)TFI])7-E FOF-4-A
Fiov Y
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CYP1A2 CYP2B6 CYP2C8 CYP C18 CYP2D6 CYP3A4

4 CHC

HFC HFC CHC AHMC HFC

MR 405 nm 409 nm 405 nm 405 nm 380 nm 405 nm

RAERE 460 nm 530 nm 535 nm 460 nm 460 nm 535 nm
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FRECYPHEREICODWTOHRILEME L X HEREE R DICs (B [pM]

JP 2010-523484 A 2010.7.15

ICso(F 1 +IF R E ) [UM]
A VEE CYP1A2 CYP2B6 CYP2C9 CYP2C19 CYP2D6  CYP3A4
0.014 5.34 0.15 0.88 22.90 0.221
> +0.00 +0.391 +0.03 +0.03 +1.85 +0.002
3.99 13.4 1.05 7.54 32.56 1.58
19 +0.25 +0.45 +0.02 +0.51 +0.72 +0.04
10.45 10.4 1.25 0.680 40.00 1.07
62 +0.29 +0.14 +0.07 + 0.056 + 0.08 +0.05
54 0.259 HO®EX 0.224 1.21 HC# ¥ 2.05
+ 0.010 405 nm +0.002 +0.19 405 nm +0.18
o 37.50 13.60 0.03 8.83 30.35 2.25
+0.786 +1.08 +0.00 +0.49 +0.14 +0.12
7274 FZZNL ANTZFT7 FSZILY a3t
ED% R -
Uz 7Oz » /=N JOzx J=l
3.04 6.96 0.250 3.04 0.011 0.054
ICs0 [1 M]
+0.08 +0.025 +0.027 +0.17 + 0.601 + 0.001

O 0Ooo0Oo0ooao
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RO 4 RS —-S v PAORERS

A=f]

NZA—FH 68 59

F — X (mg/kg) 50 50
Crnax obs (N@’kg}) 44 1 15.7
C; (ng/kg) 13.56 18.0
tmax obs (D) 2.0 2.0

t; {h} 8.0 8.0

tie: (h) 1.59 1.54
AUC.; (ng - himl) 336.7 203.4
AUC,.. (ng - himl) 336.7 203.4

Crnax obs B 1o Rl T MREE

C, BiE OGS ICERCPTREARAE

tmax obs %Erﬂ“i%ﬁ IC¥UJ¥'§'6 ?T@ﬁﬁﬂ

t. AHMICERARAREEFT SBEOY TN OHMEETORME
t12; FRAH(REMFEBEROTRBAOBENSRES

AUCq,, Fifdlt, & TOIRBWRTRE Bh#RL U T OER

AUCp. ool THBENAREXMBEREEARL YT OEHR

ogooooao
gooooooooooootbootbooboo0oboo0oboo0obo0oboooooooooooOoonOoao
pgooooooooooooootoobooboobobobobooboooooooOooOooao
godooobooooboboooboboooboboo oo oo ooobobbobooooooodao
Oo0ooooooooOoooOooooaono
oooooao
Oooooao
RIOHET RF-Sv b ERLDIHEY M
L&
RS A—% 68 19 56 57 64
K — X (mg/kg) 10 10 10 10 10
C. (ng/kg) 0.38 159.06 114.57 557 .27 66.58
 tmax obs (H) 20 6.0 4.0 6.0 20
t. (h) 24.0 24.0 240 10.0 10.0
Tiez (D) 2.4 4.4 5.9 0.9 1.1
AUCqy, (ng - himl) | 539.0 29693 .8 117015 10680.6 13316
AUC;.. (ng * himl) | 540.3 30698.0 12669.3 10680.6 13316

ABIEROESRDOI &,
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INTERNATIONAL SEARCH REPORT

JP 2010-523484 A 2010.7.15

a

Internationat application No

PCT/EP2008/053672

o CLABSIFIGATION OF BUBJECT MATTER

INV, AG61K31/01% A61K31/498  A61P15/00

According te intemational Patent Giassification (IPC) er to both natlonal classificatlen and IPG

B. FIELD3 SEARCHED

Minlmum documantalion searched {classHicatlon system followed by classification gymbols)

AB1K

Documentation ssarchad oiher than minimum documentation 1o the extent that such documents are ncluded In the fields sesrched

Elscironic data base consuiled during the Intematlona! search (name of data base and, where practical, search lesms used)

EPO-Internal, WPL Data, BIOSIS, EMBASE, BEILSTEIN Data

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Gabegory* | Citatien of document, with ndication, whers appropriala, of the relevant passages

Relevant o daim No.

P,X WO 2007/095286 A (WYETH CORP [US]; TESCONI

MARC S [US]; KU MANNCHING SHERRY [US])

23 August 2007 (2007-08-23)

claim 1 -

page 20, Tline 29

X WO 03/051805 A (WYETH CORP [US])

26 June 2003 (2003-06-26)

cited in the appiication

claims 1,17,29

X EP 0 702 962 A (LILLY CO ELI [USI)

27 March 1996 (1996-03-27)

.page 5, line 30 - line 36

Y WO 2005/047303 A (SOLYAY PHARM GMBH [DEI}
26 May 2005 (2006-0B-26) -

claims 37,39

—-f—

1-10,12

‘1-10,12

1,7-10,
12

'1-10,12

m Further documents are listed inthe continuallon of Box G.

E See patent famlly annex.

* Speclal categories of clied documents :

'A" document defining tha ganeral state ofthe art which is not-
considered to be of particular ralevance

invention
*E* earier document but publishad on or afterthe Internaiional
fiing date

‘L' document which may throw doubis on grlnr!ly claim{s) or
which |s cited o esiablish the publication date of another

dtation or othet special reason (as specifiad) cannol be

*T* later docurnant published after the Internalichal flllng date
ot pirlatky defe and not In conflkt
cited 10 Understand tha ptincipla or theory undatlying the

"%* document of particular relevanca; the claimed invention
cannot be considered novet or cannot be conslderad to
involve an inventive step when the document Is taken akng

*¥* document of particular relavance; the claimed invention )

with the applicallen but

d to ve an i

"0" document referring 1o an oral disclosure, usa, exhibition or
ather means :

*P* document pubdished prior to the Intemational {ling dale but
laiar than the priority dale claimed

W theart.

docurnent Is combined with ona o more olher such docu-
ments, such combinetion belng obvicuste a peracn sidlied

'8&* documenl membar of the same patent family

live stap when the

Dale of the actual completion of tha intetnalional search

23 Juni 2008

Date of malling of the tematlonal search repar |

23/12/2008

Nama and malling address of the 1SA/
Eurapean Patent Office, P.B. 5818 Patentlean 2
NL — 2280 HV Rijswijk
Tel. (+81-70) 3402040,
Fax; (331-70) 3403016

Autherized officar

Baurand, Petra

Form PCTASAZ210 {ssoond shaet] (April 2005)
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Intematicnal eppfication No

PCT/EP2008/053672

C(Continuation). DDCUMENTS CONSIDERED TO BE RELEVANT

Catagory* | Citation of document, with Indication, where appropriate, of the relevant passages.

Felevent to claim No.

Y

WO 99/12540 A (SNOW BRAND MILK PROD CO LTD
[JPT; YOSHIHAMA MAKOTO [JP]; NAKAKOSHI
MAS) 18 March 1999 (1999-03-18)

abstract

1-10,12

Forr PCTASAZ1L {sontinuaiion of sescnd sheet) (April 2008}
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INTERNATIONAL SEARCH REPORT International application No.
PCT/EP2008/053672

Box No. II Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet)

This international search repert has not been established in respect of certain claims under Article 17{2)(a) for the following reascns:

1. D Claims Nos.:

because they relate to suhject matter not required to be searched by this Authority, namely:

2. D Claims Nos.:

becanse they relate to parts of the international application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3. D Claims Nos.:

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No. Il  Observations where unity of inventien is lacking {(Continuation of item 3 of first sheet)

This International Searching Authority found multiple inventions in this internaticnal application, as follows:

see extra sheet

L D As all required additional search fees were timely paid by the applicant, this internaticnal search report covers all searchable
claims.

2. D As all searchable claims could be searched without effort justifying additional fees, this Authority did not invite payment of
additicnal fees.

3. D As only some of the required additional search fees were timely paid by the applicant, this international search report covers
only those claims for which fees were paid, specifically claims Nos.:

4., iNo required additional search fees were timely paid by the applicant. Consequently, this international search report is
Irestricted to the invention first mentioned in the claims; itis covered by claims Nos.:

See annex

Remark on Protest D The additional search fees were accompanied by the applicant’s protest and, where applicable, the
payment of a protest fee.

D The additional search fees were accompanied by the applicant’s protest but the applicable protest
fee was not paid within the time limit specified in the invitation.

D Na protest accompanied the payment of additional search fees.

Formm PCT/ASA/210 (contimmation of first sheet (2)) (April 2003)



(130) JP 2010-523484 A 2010.7.15

INTERNATIONAL SEARCH REPORT Tntornational application No.

PCT/EP2008/053672

The International Searching Authority has found that the international application
contains multiple {groups of) inventions, as follows:

1. Claims 1-10, 12

Compounds having the structure (l) and their use for the treatment of endometriosis,
endometrial cancer, adenomyosis, breast cancer and ovarian cancer.

2. Claim 11

Method for producing compounds having the structure (I).

Form PCT/ASA/210 (extra sheet) (April 2005)
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iINTERNATIONAL SEARCH REPORT

Infarmation ap patamt femily members.

Intamational epplication No

PCT/EP2008/053672
Pakent document Publication Patent family Publication

cited I s@arch report date member(s) date
WO 2007095286 A 23-08-2007 AR 059574 Al 16-04-2008
AU 2007215131 Al 23-08-2007
CA 2641116 Al 23-08~2007
EP 1984028 A2 29-10-2008
WO 03051805 A 26-06-2003 AU 2002361659 Al 30-06-2003
BR PI0215042 A 06-06-2006
CA 2470109 Al 26—06-2003
CN 1738788 A 22-02-2006
EP 1453782 A2 08-09-2004
JP 2005638924 T 22-12-2005
MY  PAD4005629 A 06-12-2004
RU 2314283 C2 10-01-2008
EP 0702962 A 27-03-1996 AU 3643005 A 09~04-1996
Wo 9609052 Al . 28-03-1996
us 5658931 A 19-08-1997
WO 2005047303 A 26—-05-2008 AT 407139 T 15-09-2008
Al 2004289459 Al 26—05-2005
BR PI0416551 A 27-02-2007
CA 2b45704 Al . . 26-05-2005
DK 1685150 T3 01-12-2008
JP 2007510697 T 26—14-2007
KR 20060121171 A 28-11-2006
WO 9912540 A 18-03-1999 AU 9001698 A 29-03-1999
: JP 4166433 B2 15-10-2008

Form PCTASA/210 (petert family annex) (April 2005)
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INTERNATIONALER RECHERCHENBERICHT

| PCT/EP2008/053672

N SIFE UNG PES ANMELDUNGSGEGENS
A TR T AGTK31/ 498 T AG1P15/00

Nach der Internationalen Pateniklassiliation (IPG) oder nach der netionalen Kiassifikation und dar PG

B. RECHERCHIERTE QEBIETE
Recherchierter Mindestpriifstotf (Klassiflationssystem und Klasslfikalicnesymbole )
A61K

Recherchiera, aber nkcht zum Mindestpeafstoli gehtirende Verdffentiichungen, sowelt diese uniar die recherchlerten Geblsle fallen

Wahrand der infarmationslan Recharche konsultlarie eleldrontsche Datenbank (Mame der Datenbank und evih, iete Suchbagrife)

EPO-Internal, WPI Data, BIOSIS, EMBASE, BEILSTEIN Data

C. ALS WESENTLICH ANGESEHENE UNTERLAGEN
Kalegorie* | Bezeichnung der Verdffantichung, sowol eifordsrich untes Angabe der in Betracht kominenden Telle Belr. Ansprach Nr.

P,X WO 2007/095286 A (WYETH CORP [US]; TESCONI 1-10,12
MARC S [US]; KU MANNCHING SHERRY Tusl)
23. August 2007 (2007-08-23)

Anspruch 1
Seite 20, Zeile 29
X WO 03/051805 A (WYETH CORP [USD) 1-10,12

26. Juni 2003 (2003-06-26)
in der Anmeldung erwdhnt
Anspriiche 1,17,29

X EP 0 702 962 A (LILLY CO ELT [US]) 1,7-10,
27. Mirz 1996 (1996-03-27) 12
Seite 5, Zelle 30 - Zeile 36

Y WO 2005/047303 A (SOLVAY PHARM GMBH [DE1) [ 1-10,12

26. Mai 2005 {2005-05-26)
Ansprlche 37,39

m Wattere Verdfientlichungen sind der Forisetzung von Feld G zu entnehman| Slshe Aphang Patentamife

* Besondere Kategorien von angegebenan Verbffantiichungen ™ Spftetée Ve;ﬁﬂﬂsgg{%g die nact:_ﬁdlem Irﬁemaﬁo&aler:’ Aniltn‘?ldedatum

=ae oder cam or] um versffentic worden und mii der

A V;'{,ﬁ",’?,ﬁﬂ',‘i’:‘b 'agfngz&aigg;"uﬂm m&ﬁnugeﬁggguhnlk derinlett, . Anmeldung nicht kolidiett, sondern nur zum Verstandnis des der

Erfindung zugrundeliegenden Prinzips oder der inr zugrundalisgenden

"E" @iteras Dokument, das Jedech erst am oder nach dem Internationalen Theerla angegsben [3?5

Anmaldedatum versifenttichi worden kst *X* Varsfentlichung von besonderer Badeutung; dle beenspruchte Erfindung
a1* Verdfianlichung, dis geelgnet Ist, anen Prioriatsansprxh zwelfelhaft er— kann allein aufgrund dizser Veriffentlichung nicht als neu cdar auf

sct&:lrnen I;,uFllaﬁ]en. udelt; durch dia dasiVar\?ﬂenlllch#%gsdm#er'nagtmrm erfindetischer Tafigkelt beruhend betrachitel werden

anderan echerchenbarich! genannien Verdfientlichiung wa! . B iie b \chte E

solt oder dis aus alnem anderon besonderan Grund angegeban Ist (wie A ngﬁ‘,’,{"!’m‘,‘ggl‘,’f 2,}{:§§},‘§§,:§{ Tatigkait wﬂ'ﬁend ba‘frachla:

N ausgaflint) werden, wahn die VerGifentlichung mit elner odar mehreran andearan
Q" Verdtantlchung, die sich auf eine mindiiche OTanbarung, VerSitentlichungen dieser Kata In Verbindung r{ebrac‘hi wird und
B B i A1 GR T Shernach  1ge hece VerBhckig L1 sinen Fachmanh atelegon s

*P* Verbtian ng, dle m Intefhationalan Anmeldedatum, aber n age .

Sorn Eanapnatnien PRorEisdatum veralaniicnl wordan st &" vertffentichung, die Migied derseloen Patentfamilie ist

Daturn dass Abachiusses der Intemallonalen Recharche Absendedatim des Intemetlonalen Recherchenberichts

23. Juni 2008 23/12/2008

Narne und Postanschriil der intemationalen Recherchenbehdrde Bevoliméchiigter Bediensteter
Européisches Patentaml, P.B. 5618 Patentlaan 2 .
_I\I:IL ~ 2280 H;.' Rijzwik
at {+31-70) 340-2040,
Fa: {+31-70) 340-3016 Baurand, Petra

Fommblakt PCTAS AR O (Bialt 2) {Aprit 2005)
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INTERNATIONALER RECHERCHENBERICHT

Internationsles Aktenzelchey

PCT/EP2008/053672
C. (Fortsstzung] ALS WESENTLICH ANGESEHENE UNTERLAGEN -
HKatagoria® | Bozslohnung der Vertitfentlichimg, soweil eifofdedich unter Angabe der in Bewacht kemmendsn Tells Betr. Anspruch Nr,
Y WO 99/12540 A (SNOW BRAND MILK PROD €O LTD ‘ 1-10,12

[JP1; YOSHIHAMA MAKQTO [JP1; NAKAKOSHI
MAS) 18. Marz 1999 (1299-03-18)
Zusammenfassung

Fomblatt PGTASA/E10 (Forteatzung von Blatt 2) (Aprll 2008)
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Internationales Aktenzeichen

INTERNATIONALER RECHERCHENBERICHT PCT/EF2008/053672

Feld Nr. Il  Bemerkungen 2u den Anspriichen, die sich als nicht recherchierbar erwiesen haben (Fortsetzung von Punkt 2 auf Biatt 1)

Gem#s Arfikel 17{2)a) wurde aus folgenden Gréinden fiir bestimmis Anspriiche kein Internationaler Recherchanbericht erstelit:

1. D Anspriiche Nr.
well sie sioh auf Gegenstande beziehen, zu deren Recherche diese Behtrde nicht varpfiichtet ist, némlich

2. I:I Angpriiche Nr. :
wall sl sich auf Talle dar Internationalen Anmaldung bazishan, dis den vorgeschisbenen Anforderungen so wemg entspre—
chen, dass elne sinnvolie Internatlonale Recharche nicht durchgefﬂhrt werden kamn, namlich

8, D Anspriiche Nr.
well 3 sich dabel um abhéinglge Anspriichs handaly, die nicht entsprechend Saiz 2 und 8 der Regsl 8.4 a) abgefasst sind,

Feld Nr. 1l Bemerkungen bel mangeinder Einheltlichkeit der Erfindung (Fortsetzung von Punkt 3 auf Blatt 1)

Diess Intemationaie Recherchenbehdrde hat testgastallt, dass diese Intarnationale Anmeidung mehrsre Erindungan enthit:

siehe Zusatzblatt

1. D Da der Anmelder alle erfordarlichen zugitzlichen Recherchengeblhren rechizaiig entrichtat hat, aretrockt sich disser
Intexnationale Recharchanbericht auf alle recherchierbaren Ansprithe.

D Da fiir alle recherchierbaran Ansprilchs rlie Recharche ohne einan Arbeltsaufwend durchgefiihit werden konnte, der
2usitzliche Recherchengsblhr gerechifertigt hatls, hat die Behérde nicht zur Zehlung solcher Gebilhren aufgefordert

M

3 D Da der Anmelder nur elnlge der erforderlichen zuektzlichen Recherchengebiihren rechizelig entrichtat hat, srstreckt sich
‘talesg_jlcnmaﬁunma Recherchanbericht nur auf die Anspriiche, fir die Gaebithren entrichtet worden sind, namiich auf die
ns; e Nr,

4. ]II Der Anmeldar hat dle arforgderlichen zusstziichen Recherchengebihren nicht rechizeltly entrichted. Dieser Internationala
Eec;%rcngnbe%c;ht beschrénkt sich daher auf die In den Ansprilchen zuerst erwihnte Erfindung; diese 1st In folgenden
ngpriichen e

5ée annex

Bemetkungan hinsichtiich D Dar Anmelder hat die zusétzlichen Recherchengeblhren unter Widerspruch entrichist unci e
sines Widarspruehs pegebenenialls sriordetliche Widarspruchsgshibe gazahit.

D Dia zusétziichen Recherchengabihren wurdsn vom Anmalder unter Widerspruch gezahit,
Jedeeh wurde die entaprechande Widarspruchsgebilhr nicht inneralb der in der
Auffordarung angegebenen Frist entrichtat.

D Ble Zahlung der zysitziicher Rechsrchengeblihren sriclgte ohne Widsrspruch.

Formblatt PGT/ISA/210 (Fortsetzung von Blatt 1 (2)) {Aprll 2605)

7.

15
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Imemationaies AkienzeichenPCT/EP2008 /053672

WEITERE ANGABEN PCTASA! 210

. Die internationale Recherchenbehirde hat festgestellt, dass diese
internationale Anmeldung mehrere (Gruppen von) Erfindungen enthidlt,
namlich;

1. Anspriiche: 1-10,12

Yerbindungen mit der Struktur (I) und deren VYerwendung zur
Behandlung von Endometriose, Endometriumkarzinom,
Adenomyosis, Brustkrebs und Eferstockkarzinom

2. Anspruch: 11

\(Fel;fahren zur Herstellung der Verbindungen mit der Struktur
I

¢
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INTERNATIONALER RECHERCHENBERICHT

JP 2010-523484 A 2010.7.15

Intamaticnalse Aldanzeichen

Angaben ztf Vertfentlichungen, die zur seben Patentiarmilie gahdren PCT/EP2008/053672
Im Regharchenbarichi Datum der "Mitglied(er) der Datum der
angefilhries Patentdokument Vardfientiichung Patentramile Verdfientichung
W0 2007095286 A - 23-08-2007 AR 059574 Al 16—-04-2008
Al 2007215131 Al 23-08-2007
CA 2641116 Al 23-08-2007
EP 1984028 A2 29-10-2008
WO 03051805 A 26-06-2003 AU 2002361659 Al 30-06-2003
BR PID215042 A 06-06-2006
CA 2470109 Al 26-06-2003
CH 1738788 A 22-02-2006
EP 1453782 Az 08-09-2004
JP 2008538924 T 22~12-2005
MX  PAD400E629 A 06-12-2004
RU 2314283 C2 10-0i-2008
EP 0702962 A 27-03~1996 AU 3643095 A 09-04-1926
Wo 9608052 Al 28-03-1996
us 5658931 A 19-08-1997
WO 2005047303 A 26-06-2005 AT 407132 T 16-09-2008
’ AU 2004289459 Al 26-05-2005
BR PIO416551 A 27-02-2007
CA 2545704 Al 26-05-2005
DK 1685150 T3 01-12-2008
JP 2007510697 T 26-04-2007
KR 20060121171 A 28-11-2006
WO 9912540 A 18-03-1999 AU 9001698 A 29-03-1999
ar 4166433 B2 15-10-2008

Fombiatt FGTABA/Z1D (Anhang Palentiamibe) (Apri 2a08)
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213/30
333/16
239/26
31/505
213/64
31/145
31/5375
295/08
31/19
31/4453
295/18
209/12
31/404
31/47
215/20
215/14
213/65
31/166
31/165
277/20
277/46
31/426
261/14
31/42
285/135
31/433
213/75
31/4402
239/42
31/277
31/136
277/52
285/12
31/18
215/36
333/34
333/38
409/04
31/506
513/04
31/429
31/428
277/62
31/10
5/24
15/00
35/00

(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
(2006.01)
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