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H NMR (CD50D) ( 7.44 (d, 2H, J = 8.0 Hz), 6.96 (d, 2H, J = 8.0 Hz), 6.85-6.74 (

m, 4H), 6.73 (d, 2H, J = 8.0 Hz), 6.58 (d, 2H, J = 8.0 Hz), 4.55 (s, 2H), 4.02 (
t, 2H, J = 5.6 Hz), 2.89 (t, 2H, J = 5.6 Hz), 2.67 (bs, 4H), 1.81 (bs, 4H).
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OooQgao
#£1
R5
X'NOO/\/ D
HO@—/

EHf | X R® MS (M+1)" 7213 '"HNMR
1 co ya~Fi)v 423.2
2 co /= RN S | 423.2
3 co FARF 4112
4 CO -CH,CHPh 445.2
5 CcoO A= 8= R % 381.2
6 CcO -CH(CH,CH.), 411.3
7 coO T 400.2
8 CcoO 4-r7a~Fi 421.2
9 S0, Ph 453.1
10 SO, p-rUL 4671
11 SO, AU 467 1
12 SO, A4 7Fari 419.1
13 SO, -CH=CHPh 4791
14 SO, 2-F7Fn 503.1
15 S0, 2-FAH L - 531.1

A -z F I
16 SO, p-T =N 483.1
17 S0, 8% /1=, 504.1
18 SO, pT =Y AN 483.1
19 S0, 2-Cl-Ph 487 .1
20 SO, 2-CF3-Ph 521.1
21 S0, 2-CN-Ph 478.1
22 SO, 3-CFs-Ph 521.1
23 SO, m-+ U 467.1
24 50, 35-Y27uuriz=)b 521.0
25 SO, 25-CRAFNT 2= 481.1
26 SO, 2-Me-5-OMe-Ph 497 2
27 SO, 246-F Y AFu 495.2
T =)
28 S0, 246-NY AF 0 4954
A ety |
29 SO, 1-F+75F 10 503.1
30 S0, 4-Cl-Ph 487.1
31 SO, 4-F-Ph 471.1
32 SO, 4-OCFs-Ph 537.1
33 S0, 4-i-7a ¥ )L-Ph 4952
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Dooao

E (F18%)

[ 34 SO, 4-tert-7 F /1-Ph 509.1

[ 35 SO, 4-CN-Ph 478.1

: 36 SO, o kUL 4672

[ 37 SO, 3-Cl-Ph 487.1

[ 38 S0, 3-F-Ph 4711

C 39 SO, 4-CF3-Ph 521.1

' 40 S0, 4-OH-Ph H NMR (CD;OD) 6 7.44 (d, 2H, J

: = 8.0 Hz), 6.96 (d, 2H, J = 8.0 Hz),
6.85-6.74 (m, 4H,),6.73(d, 2H, J =

[ 8.0 Hz), 6.58 (d, 2H, J = 8.0 Hz),

l 455 (s, 2H), 402 (t, 2H, J = 56

[ Hz), 2.89 (t, 2H, J = 5.6 Hz), 2.67

[ (bs, 4H), 1.81 (bs, 4H).

: 41 SO, 2-Cl-4-CF3-Ph 555.3

: 42 | SO, | 2-OMe-5-Me-7 ==/ 497.4

[ 43 80, | 25-YV7uE-Tx=)b 611.2

[ 44 SO, 2-CI-5-CF3-7 = =)L 555.3

[ 45 SO, [25VALFT T 513.4

[ 46 SO, 2-Me-5-F-7 = = /I 485.3

[ 47 S0, 2-OMe-5-Br-7 = =/ 563.3

[ 48 SO, 2-OMe-5-Cl-7 = =1 517.3

[ 49 SO, 2,5—“/’)’ ne-7x—=J 521.3

[ 50 S0, 2-Me-5-Cl-7 = = 501.3

[ 51 SO, 2-QCF3:-4-Br-Ph 617.2

[ 52 SO, 2-Et-4-Br-Ph 561.2

[ 53 SO, 2-Me-4-Br-Ph 547.2

C 54 SO, 2-Cl-4-F-Ph 505.3

: 55 SO, 234-FY 7A4nm 507.3

c Zxz=J

‘ 56 SO, |(24-TV7rFpnT7=ib 489.3

C 57 SO, 2,4-2 7 1 z-6-Me-Ph 535.3

: 58 S0, | 24-Y7uuz=z=n 521.2

: 59 SO, | 2,6-27 11 u-4-CFy-Ph 589.3

: 60 | SO, 4-Cl-Ph 486.7

[ 61 SO, 4-CI-Ph 'H NMR (CD,0OD) 6 7.60 (d, 2H, J
=84 Hz), 7.54 (d, 2H, J = 8.8 Hz),

: 6.96 (d, 2H, J = 8.4 Hz), 6.88-6.82

f (m, 4H), 6.57 (d, 2H, J = 8.4 Hz),

[ 461 (s, 2H), 423 (t, 2H, J = 4.8

i Hz), 3.70-3.60 (m, 2H), 3.58 (t, 2H,

[ J = 48 Hz), 3.17-3.13 (m, 2H),

: 2.15-2.12 (m, 2H), 2.02-1.98 (m,

: 2H).
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"H NMR (CD;0D) ( 7.56 (d, 2H, J=9.2 Hz), 7.13 (d, 1H, J=8.4 Hz), 7.03 (d, 2H, J=
8.8 Hz), 6.89 (d, 2H, J=9.2 Hz), 6.82 (d, 2H, J=8.8 Hz), 6.61 (d, 1H, J=2.4 Hz),
6.53 (dd, 1H, J=2.0 Hz, J=8.4 Hz), 4.72 (s, 2H), 4.23 (t, 2H, J=4.8 Hz), 3.86 (

s, 3H), 3.70-3.60 (m, 2H), 3.58 (t, 2H, J=4.8 Hz), 3.17-3.13 (m, 2H), 2.16-2.13
(n, 2H), 2.02-1.98 (m, 2H).
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#z2
R5
A @ o/\/D
HOQ—/
cl
Ehapl | X R® MS (M+1)" £7-13 "H NMR

62 CcO AR F I 4452

63 SO, Ph 487.0

64 CO L aa~Fiov 457 1

65 CO -CH2CHZ2Ph 4791

66 CO Ph 451 .1

67 CO T a~Fi)L 317.2

68 CO m-+Js 465.3

69 | SO, T =7 AN 517.2

70 SO, m-bk U 501.1

71 SO, -CH=CHPh 513.2

72 S0, 24-Voua 7= 557.3

73 SO, 2-Cl-4-CF3-Ph 589.2

74 SO, 2-OCFs-4-Br-Ph 651.1

75 S50, 2-Et-4-Br-Ph 595.1

76 S0, 2-Me-4-Br-Ph 581.1

77 S0, 2-Cl-4-F-Ph 539.2

78 | SO, 234-FU 7Adn 5412

7=

79 50, 2,4—777)D7]‘ 77 =) 523.3

80 SO, 2,4-2 7 v n-6-Me-Ph 569.3

81 SO, 2,6-277 o u-4-CFs-Ph 623.2

82 SO, pT=Y AN 516.6

83 SO, T=YAN 'H NMR (CD,OD) § 7.56 (d, 2H, J =
9.2 Hz), 7.13 (d, 1H, J = 8.4 Hz),
7.03 (d, 2H, J = 8.8 Hz), 6.89 (d,
2H,J=92Hz), 682 (d, 2H, J=8.8
Hz), 6.61 (d, 1H, J = 2.4 Hz), 6.53
(dd, 1H, J = 2.0 Hz, J = 8.4 Hz),
472 (s, 2H), 423 (t, 2H, J = 4.8
Hz), 3.86 (s, 3H), 3.70-3.60 (m, 2H),
3.58 (t, 2H, J = 4.8 Hz), 3.17-3.13
(m, 2H), 2.16-2.13 (m, 2H), 2.02-
1.8 (m, 2H).
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H NMR (CDCI;) ( 7.13 (s, 7.10-7.05 (m, 1H), 7.03 (d, 2H, J = 12.0 Hz), 6.7

9-6.67 (m, 3H), 6.58 (d, 2H, J = 11.6 Hz), 4.94 (s, 2H), 4.17-4.13 (m, 2H), 3.15
(bs, 2H), 2.99 (bs, 4H), 1.94 (bs, 4H).
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H NMR (CDCl;) ( 7.30-7.23 (m, 2H), 7.20 (d, 1H, J = 10.0 Hz), 7.14-7.04 (m, 3H)
, 6.89 (s, 1H), 6.77-6.68 (m, 4H), 6.53 (d, 2H, J = 11.6 Hz), 5.00 (s, 2H), 3.97
(t, 2H, J = 8.0 Hz), 2.90 (t, 2H, J = 7.6 Hz), 2.68 (bs, 4H), 1.83 (bs, 4H)
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"H NMR (CDCl;) ( 7.39 (bs, 4H), 7.06 (t, 1H, J = 10.4 Hz), 6.86 (s, 1H), 6.75-6.
66 (m, 4H), 6.54 (d, 2H, J = 12.0 Hz), 4.99 (s, 2H), 3.99 (t, 2H, J = 7.6 Hz), 2
.92 (t, 2H, J = 7.6 Hz), 2.69 (bs, 4H), 1.84 (bs, 4H)
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F4
R5
>§ apb
@_/N <:> o ~NRR 10
R‘I
=l | X R’ NR°R® R® MS (M+1)" £71% 'H NMR
90 | CO | OH |ruyvy Sy a~FioL 4232
91 CO | OH [ rmUvy 246-FY 7 En 'H NMR (CDCly) § 7.13 (s, 2H),
-y 7.10-7.05 (m, 1H), 7.03 (d, 2H, J =
12.0 Hz), 6.79-6.67 (m, 3H), 6.58
(d, 2H, J = 11.6 Hz), 4.94 (s, 2H),
4.17-4.13 (m, 2H), 3.15 (bs, 2H),
2.99 (bs, 4H), 1.94 (bs, 4H) 20
92 | CO | OH |ruysy Ph 'H NMR (CDCly) & 7.30-7.23 (m,

2H), 7.20 (d, 1H, J = 10.0 Hz),
7.14-7.04 (m, 3H), 6.89 (s, 1H),
6.77-6.68 (m, 4H), 6.53 (d, 2H, J =
11.6 Hz), 5.00 (s, 2H), 3.97 (t, 2H,
J=80Hz), 290 (t 2H, J =76
Hz), 2.68 (bs, 4H), 1.83 (bs, 4H)

93 | CO | OH |rausy 4-CF5-Ph TH NMR (CDCly) 5 7.39 (bs, 4H),
7.06 (t, 1H, J = 10.4 Hz), 6.86 (s,
1H), 6.75-6.66 (m, 4H), 6.54 (d,
2H, J = 12.0 Hz), 4.99 (s, 2H), 3.99

(t, 2H, J = 7.6 Hz), 2.92 (t, 2H, J = 30
7.6 Hz), 2.69 (bs, 4H), 1.84 (bs,
4H)
94 S0, OH [l B R Ph 4531
95 SO, | OH | el pT=YAN 483.1
96 S0, OH il = R PG -CH=CHPh 479.1
97 S0: | OH o= I I e 2-CN-Ph 478.2
98 SO, | OH | ¥ul ¥ oV 467.2
99 SO, | OH [l =R P 2-OCFs-Ph 5371
100 | SO, | OH | ¥uryI»~ 2-F-Ph 4711
101 S0, OH EFa i 3-F-Ph 4711
102 | 80, | OH | ra ¥ 3-CI-Ph 487 1 40
103 SG;, | OH | oy m-+ U 467.2
104 | SO, | OH | v¥ry vy 3-CF,;-Ph 5211
106 | 8O, | OH | ¥elyT 4-CF3-Ph 5211
106 S0, OH [l = I P 4-OCF;-Ph 537 .1
107 | SO, | OH | ¥m ¥ 4-F-Ph 4711
108 S0, OH ol v 4-CI-Ph 487 1

oooooad



Ooooao
E (F4#x)
. [ 109780, [ OH [E= Yo 246-F U AFN 4952
[ =i

110 | SO, | OH |raly Yy | 36 7uuro= 5210
" T117 [ 80, | OH | Eruvy | 26-UAFNT == 4812
" 112 [s0, | OH |[rmvsy 1-F7F1 503.1
L7113 [ s0, | OH | royvr 2FTFN 503.1
[ 114 | 80, | OH | vy v 245-+) 7 1an 556.8
[ = el |
[ | 1156 | 80, | OH | FuYyvy |24T7AAnTo=L 489.3
[ [ 116 [ SO, | OH | ¥eUT> | 2427 v 5MePh 537.3
[ [ 117 [ 80, | OH | ¥evyvs | 252 %F4-4-CHPh 515.3
[ 118 [ SO, | OH | FryTr 2-Cl-4-F-Ph 505.3
[ 119 SO, | OH | ¥oyow 246-FU oo 557 .4
[ 7 =)
. | 120 [S0, | oH [rruoL 2-Cl-4-CF;-Ph 555 2
- [ 121 [ 80, | OH [reyvr | 24Y7me7a=L 5212
. | 122 [ SO, | OH |Eoyvy [246-RIA/FaEL 5795
[ Zx =)
. [1287[ S0, [ OH [rayvy| 23456-~va70 5433
: Fr7 o=

124 | SO, | OH |Ery 2-OCF3-4-Br-Ph 617.3
" 7125 [ 80, | OH | EnU Ty | 2345607 AFNL 5235
[ 7=
L] 126 [ 8O, | OH | ¥uy v | 25V 74 u4Br-Ph 569.1 j
[ 127 | SO, | OH | vey oy | 234t)ondn 507.3 |
l T =)
[ 128 | SO, | OH | reyoy 2-Et-4-Br 561.3
[ 120 | SO, | OH | oYU <y | 24-27 o u-6-Me-Ph 535.2
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J = 7.2 Hz), 6.24 (d, 1H, J = 15.6 Hz), 4.67 (s, 2H), 3.62-3.57 (m, 2H), 2.88 (
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HNMR (0 OO O-d6) ( 6.16 (d, 1H, J = 15.6 Hz), 6.02-5.98 (m, 2H), 5.71-5.67 (

m, 3H), 5.57 (s, 2H), 5.35-5.26 (m, 4H), 3.43 (s, 2H), 2.29-2.19 (m, 4H), 1.13 (
s, 6H), 0.95 (s, 3H), 0.72-0.56 (m, 4H).
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1

H NMR (CDCl3) ( 7.24 (d, 1H, J = 15.2 Hz), 7.04-7.00 (m, 3H), 6.95-6.92 (m, 2H)
, 6.87 (s, 2H), 6.72-6.64 (m, 3H), 6.53 (bs, 1H), 6.12 (d, 1H, J = 16.0 Hz), 4.7
5 (s, 2H), 4.08-4.03 (m, 1H), 3.91-3.81 (m, 1H), 3.79-3.75 (m, 1H), 3.70-3.64 (m
, 1H), 3.24-3.18 (m, 1H), 2.45 (s, 6H), 2.26 (s, 3H), 2.05-1.87 (m, 3H), 1.60-1.
53 (m, 1H).
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H NMR (CDCl3) ( 7.32-7.20 (m, 5H), 7.15 (d, 1H, J = 15.6 Hz), 7.03-6.98 (m, 1H)

, 6.94-6.84 (m, 5H), 6.68-6.63 (m, 2H), 6.55 (bs, 2H), 6.06 (d, 1H, J = 15.6 Hz)
.20-5.17 (m, 1H), 4.66 (s, 2H), 2.45 (s, 6H), 2.26 (s, 3H). 1.50 (d, 3H, J =
Hz).
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H NMR (CDCl;) ( 7.51-7.44 (m, 4H), 7.37-7.26 (m, 4H), 7.23-7.20 (m, 1H), 7.14 (
d, 1H, J = 15.6 Hz), 7.02-6.95 (m, 1H), 6.90-6.83 (m, 5H), 6.66-6.61 (m, 3H), 6.
53 (s, 1H), 6.01 (d, 1H, J = 16.0 Hz), 4.58 (s, 2H), 4.51 (d, 2H, J = 6.0 Hz), 2
.41 (s, 6H), 2.23 (s, 3H).
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H NMR (CDCl;) ( 7.36 (d, 1H, J = 15.6 Hz), 7.14-7.09 (m, 2H), 7.00-6.96 (m, 1H)
, 6.94-6.89 (m, 2H), 6.87 (s, 2H), 6.82 (s, 1H), 6.67-6.57 (m, 2H), 6.22 (d, 1H,
J = 15.6 Hz), 4.78 (s, 2H), 3.86 (bs, 4H), 3.64-3.60 (m, 3H), 2.85-2.81 (m, 5H)
, 2.43 (s, 6H), 2.26 (s, 3H).
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(d, 1H, J = 7.6 Hz), 6.48 (s, 1H), 6.31 (d, 1H, J = 7.6 Hz), 6.11 (d, 1H, J = 1
5.6 Hz), 4.61 (s, 2H), 2.41 (s, 6H), 2.24 (s, 3H).
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= 8.4 Hz), 6.99 (d, 2H, J = 8.4 Hz), 6.92 (d, 2H, J = 8.8 Hz), 6.91 (d, 2H,
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27 (d, 2

J = 9.2 Hz), 6.71 (d, 1H, J = 15.2 Hz), 6.63 (d, 2H, J = 8.4 Hz), 4.59 (s, 2H),
3.

85 (s, 3H), 3.75-3.55 (m, 8H).
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R1

R5

'HNMR % 713 MS (M+1)"

191

3-OH

246-F Y XF
=)

HN

'H NMR (CDCl3) 5 8.32 (d, 2H, J =
48 Hz), 7.27 (d, 1H, J = 16.4 Hz),
7.18 (d, 2H, J = 5.2 Hz), 7.03-6.98
(m, 4H), 6.90-6.86 (m, 4H), 6.69 (s,
2H), 6.60 (d, 1H, J = 7.2 Hz), 6.24
(d, 1H, J = 15.6 Hz), 4.67 (s, 2H),
3.62-3.57 (m, 2H), 2.88 {t, 2H, J =
6.4 Hz), 2.41 (s, 6H), 2.24 (s, 3H).

192

3-OH

246-~J AF
7 =)

RV =

'H NMR (CDCl) 5 7.48 (d, 1H, J =
15.6 Hz), 7.24-7.18 (m, 3H), 7.04-
698 (m, 3H), 6.86 (s, 2H), 6.72-
6.64 (m, 3H), 4.74 (s, 2H), 3.67 (bs,
8H), 2.44 (s, 6H), 2.25 (s, 3H).

193

3-OH

24,6-H 10 AF0
=)

ol =

'H NMR (acetone-D8) § 6.16 (d, 1H,
J = 156 Hz), 6.02-5.98 (m, 2H),
571-5.67 (m, 3H), 557 (s, 2H),
535-526 (m, 4H), 3.43 (s, 2H),
229-2.19 (m, 4H), 1.13 (s, 6H),
0.95 (s, 3H), 0.72-0.56 (m, 4H).

194

3-OH

274v6- ]\ U ){ ?}[/
Tx=)

TH NMR (CDCls) 5 7.24 (d, 1H, J =
15.2 Hz), 7.04-7.00 (m, 3H), 6.95-
6.92 (m, 2H), 6.87 (s, 2H), 6.72-
6.64 (m, 3H), 6.53 (bs, 1H), 6.12 (d,
1H, J = 16.0 Hz), 4.75 (s, 2H), 4.08-
4.03 (m, 1H), 3.91-3.81 (m, 1H),
3.79-3.75 (m, 1H), 3.70-3.64 (m,
1H), 3.24-3.18 (m, 1H), 245 (s,
6H), 2.26 (s, 3H), 2.05-1.87 (m,
3H), 1.60-1.53 (m, 1H).

195

3-OH

2:416- }‘ U 7( ?‘11/
7=

'H NMR (CDCly) § 7.32-7.20 (m,
5H), 7.15 (d, 1H, J = 15.6 Hz), 7.03-
6.98 (m, 1H), 6.94-6.84 (m, 5H),
6.68-6.63 (m, 2H), 6.55 (bs, 2H),
6.06 (d, 1H, J = 15.6 Hz), 5.20-5.17
(m, 1H), 4.66 (s, 2H), 2.45 (s, 6H),
226 (s, 3H). 1.50 (d, 3H, J = 64

Hz).
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196

3-OH

246-~U AF
7=

'H NMR (CDCly) & 7.51-7.44 (m,
4H), 7.37-7.26 (m, 4H), 7.23-7.20
(m, 1H), 7.14 (d, 1H, J = 15.6 Hz),
7.02-6.95 (m, 1H), 6.90-6.83 (m,
5H), 6.66-6.61 (m, 3H), 6.53 (s,
1H), 6.01 (d, 1H, J = 16.0 Hz), 4.58
(s, 2H), 451 (d, 2H, J = 6.0 Hz),
2.41 (s, 6H), 2.23 (s, 3H).

197

3-CH

246-~U AF
T z=/

TH NMR (CDCls) 5 7.36 (d, 1H, J =
15.6 Hz), 7.14-7.09 (m, 2H), 7.00-
6.96 (m, 1H), 6.94-6.89 (m, 2H),
6.87 (s, 2H), 6.82 (s, 1H), 6.67-6.57
(m, 2H), 6.22 (d, 1H, J = 15.6 H2),
478 (s, 2H), 3.86 (bs, 4H), 3.64-
360 (m, 3H), 2.85-2.81 (m, 5H),
2.43 (s, BH), 2.26 (s, 3H).

198

3-OH

246-~1U AT
7=/

MS 559.5 (M+1)"

199

3-OH

246-F U AT
T =

'H NMR (CDCI;) & 7.28-7.18 (m, 10
H), 6.98-6.82 (m, TH), 6.69-6.64 (m,
2H), 6.54 (d, 1H, J = 7.6 Hz), 6.48
(s, 1H), 6.31 (d, 1H, J = 7.6 Hz),
6.11 (d, 1H, J = 15.6 Hz), 4.61 (s,
2H), 2.41 (s, 6H), 2.24 (s, 3H).

200

4-OH

p7T=YAN

ENER Y =)

TH NMR (CDCly) 5 7.54 (d, 2H, J =
9.2 Hz), 7.52 (d, 1H, J = 15.2 Hz),
727 (d, 2H, J = 8.4 Hz), 6.99 (d,
2H, J=8.4 Hz), 6.92 (d, 2H, J= 8.8
Hz), 6.91 (d, 2H, J = 9.2 Hz), 6.71
(d, 1H, J = 15.2 Hz), 6.63 (d, 2H, J
= 8.4 Hz), 4.59 (s, 2H), 3.85 (s, 3H),
3.75-3.55 (m, 8H).
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1

H NMR (CDs0D) ( 7.71-7.66 (m, 3H), 7.60-7.54 (m, 2H), 7.00 (d, 2H, J = 10.8 Hz)
, 6.83-6.72 (m, 4H), 6.63 (d, 2H, J = 11.2 Hz), 4.63 (s, 2H), 3.73 (s, 3H).
Doooogao
0000000000 000000000000000000000000000000
D0oO00000ooooq

000000000000 00O0O00000O0O000O0
H NMR (CD;0D) ( 7.59 (m, 2H), 7.07 (m, 2H), 7.00 (m, 2H), 6.83

, 2H),
good

g

6.62 (m, 2H), 4.60 (s, 2H), 3.89 (s,

3H),

3.72 (s,

3H).
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"H NMR (CD;0D) ( 6.96 (d,
), 4.72 (s, 2H), 3.80 (s,
Ooooooao
gooooad
D000000000000

2H, J = 8.6 Hz), 6.90 (s, 4H), 6.68 (d, 2H, J = 8.6 Hz
3H), 2.21 (m, 1H), 1.70-0.90 (m, 10H).

Uo0oogoooooooooooooooocfcfogogogogd

Dooogo
DO00O00O00O00O0O000
'H NMR (CD;0D) ( 8.52 (m,
93 (m, 2H), 6.75 (m, 2H),
DO0ooOooao

D000000o0oooog

000000000000
1H), 8.14 (m, 2H), 8.02 (m, 1H), 7.65-7.51 (m, 3H), 6.
6.62 (m, 4H), 4.71 (s, 2H), 3.69 (s, 3H).

0o0oo0oooooogoogooooogoooooogoan

0DO0000
D000DO0O00O000O00O0
"H NMR (CD;0D) ( 8.24 (s,
, J = 11.6 Hz), 6.82 (d,
H, J = 10.8 Hz), 4.70 (s,
Dooooao

000000000000

1H), 8.07-8.00 (m, 3H), 7.74-7.62 (m, 3H), 7.02 (d, 2H
2H, J = 11.6 Hz), 6.72 (d, 2H, J = 12.0 Hz), 6.63 (d, 2
2H), 3.72 (s, 3H).
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201

S0,

246-1 U A5/ | 'H NMR (CD,0D) & 6.95 (m, 4H), 6.84 (m,
T x= 2H), 6.71 (d, 2H, J = 9.2 Hz), 6.63 (d, 2H, J
= 8.6 Hz), 4.72 (s, 2H), 3.72 (s, 3H), 2.44 (s,
6H), 2.29 (s, 3H).

202

SO,

Ph 'H NMR (CD,OD) & 7.71-7.66 (m, 3H), 7.60-
7.54 (m, 2H), 7.00 (d, 2H, J = 10.8 Hz), 6.83-
6.72 (m, 4H), 6.63 (d, 2H, J = 11.2 Hz), 4.63
(s, 2H), 3.73 (s, 3H).

203

SO,

'H NMR (CD;0D) 3 7.59 (m, 2H), 7.07 (m,
2H), 7.00 (m, 2H), 6.83 (m, 2H), 6.73 (m,
2H), 6.62 (m, 2H), 4.60 (s, 2H), 3.89 (s, 3H),
3.72 (s, 3H).

p-T=YA N

204

CO

v ru~Fn | 'HNMR (CD;OD) § 6.96 (d, 2H, J = 8.6 Hz),
6.90 (s, 4H), 6.68 (d, 2H, J = 8.6 Hz), 4.72
(s, 2H), 3.80 (s, 3H), 2.21 (m, 1H), 1.70-0.90
(m, 10H).

205

SO,

1-F7F 'H NMR (CD,OD) 5 8.52 (m, 1H), 8.14 (m,
2H), 8.02 (m, 1H), 7.65-7.51 (m, 3H), 6.93
(m, 2H), 6.75 (m, 2H), 6.62 (m, 4H), 4.71 (s,
2H), 3.69 (s, 3H).

206

S0,

2-FT7FN 'H NMR (CD;OD) & 8.24 (s, 1H), 8.07-8.00
(m, 3H), 7.74-7.62 (m, 3H), 7.02 (d, 2H, J =
11.6 Hz), 6.82 (d, 2H, J = 11.6 Hz), 6.72 (d,
2H, J = 12.0 Hz), 6.63 (d, 2H, J = 10.8 Hz),
4.70 (s, 2H), 3.72 (s, 3H).
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'H NMR (CDCI;) ( 7.58 (d, 1H, J = 16 Hz), 7.29 (d, 2H, J = 8.4 Hz), 7.04 (d, 2H,
J = 8.4 Hz), 7.05-7.00 (m, 1H), 6.86 (s, 2H), 6.70-6.60 (m, 3H), 6.28 (d, 1H, J
= 16 Hz), 4.77 (s, 2H), 2.45 (s, 6H), 2.25 (s, 3H).
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.70 (m, 1H), 5.27-5.25 (m, 1H), 4.80-4.70 (m, 2H), 3.85-3.75 (m, 1H), 3.60 (s, 3
H), 3.55-3.50 (m, 1H), 2.82 (t, 2H, J=7.6 Hz), 2.53 (t, 2H, J=6.8 Hz), 2.43 (s,
6H), 2.26 (s, 3H), 2.00-1.90 (m, 1H), 1.85-1.75 (m, 2H) 1.65-1.50 (m, 3H).
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"H NMR (CDCI,) ( 7.03 (t, 1H,
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= 8.0 Hz), 6.95-6.80 (m, 6H), 6.68-6.62 (m, 2H),

J
6.48 (bs, 1H), 4.69 (s, 2H), 3.59 (s, 3H), 2.81 (t, 2H, J = 7.6 Hz), 2.51 (t, 2
H, J = 7.6 Hz), 2.41 (s, 6H), 2.24 (s, 3H).
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2H), 6.43 (bs, 1H), 4.69 (s, 2H), 2.83 (t, 2H, J = 7.2 Hz), 2.56

6.70-6.62 (m,

(t, 2H, J = 7.2 Hz), 2.42 (s, 6H), 2.24 (s, 3H).
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Ooo0ogano
#12
Efia 5| 3y MS (M+1)” £ 713 'THNMR
207 466.4
,,Sso
O \NQ_/YOME
O
HO
208 'H NMR (CDCl;) 5 7.58 (d, 1H, J =
16 Hz), 7.29 (d, 2H, J = 8.4 Hz),
7.04 (d, 2H, J = 8.4 Hz), 7.05-7.00
_d=0 (m, 1H), 6.86 (s, 2H), 6.70-6.60 (m,
o P OH
N% 3H), 6.28 (d, 1H, J = 16 Hz), 4.77
Q—’ ) (s, 2H), 2.45 (s, 6H), 2.25 (s, 3H).
HO
209 'H NMR (CDCly) §7.03 (t, 1H, J =
8.0 Hz), 6.95-6.80 (m, 6H), 6.68-
6.62 (m, 2H), 6.48 (bs, 1H), 4.69 (s,
_§=0 2H), 3.59 (s, 3H), 2.81 (t, 2H, J =
\ O
© N@Jﬁr Mo |78 Hz), 2.51 {t, 2H, J = 7.6 Hz),
o 2.41 (s, 6H), 2.24 (s, 3H).
HO
210 'H NMR (CDCly) 57.05 (t, 1H, J =
7.6 Hz), 7.00-6.93 (m, 2H), 6.90-
6.80 (m, 4H), 6.70-6.62 (m, 2H),
5570 o | B:43 (bs, 1H), 469 (s, 2H), 2.83 (t,
v~ Y=y | 2H, U=T7.2H2), 256 (1 2H, 4 =72
©4 0 Hz), 2.42 (s, 6H), 2.24 (s, 3H).
HO
211 474.0
,SSO
0’ \N OH
HO-Q—/ S
Cl
212 4402
,S:O
QO_’/\N < > ~~_ _0OH
HO
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A. CLASSIFICATION OF SUBJECT MATTER

IPC 7 CO7D207/06 070413712  CO7D409/12  CO7D211/44  CO7DZ95/135
C07D217/04  CO7D207/08  ©€O7D211/14 CO7D213/38  CO7D207/16
CO7D307/14  CO7D233/61  AGIK31/40  AGIK31/4025 A61K31/445

Agpording ta International Patent Classitication {IPC) or 1o both natlenal classification and IFC

H. FIELDS SEARCHED

Minimum decumeniallon searched (classification system followed by classification symbols)

IPC 7 €070 AGIK

Dacumentation searched other than minimum decumentation to the extent that such documents are Included in the fizlds searched

Elecironic dala base consulted during the Intetnatichal search {name of data base and, where practical, search lsrms used)

EPO-Internat, PAJ, BEILSTEIN Data, CHEM ABS Data, EMBASE, WPI Data

C. DOCUMENTS CON&IDERED TQ BE RELEVANT

Category * | Gitation of document, with indication, where approptiate, of the relevanl passages

Relevant te clalm Na.

X WO 94 20467 A (BOEHRINGER MANNHEIM GMEH
;SAAL WOLFGANG VON DER {DE); HECK REINHAR)

1-4,10,
11

156 September 1994 (1994-09-15)
claim 1; examples 15,88,91

X PATENT ABSTRACTS OF JAPAN

val. 2000, na. 06,

22 September 200D (2000-09-22)

LTD; TAISHO PHARMACEUT CO LTD},
7 March 2000 (2000-03-07)
abstract

& JP 2000 072734 A

7 March 2000 {2000-03-07)
examples 73~7h

& JP 2000 072734 A (NIPPON NOHYAKU €O

1-4,10,
11

Furher documenis are listed In 1he continuation of box C.

Patent famlly mambars are listed in annex.

> Spedial calegoties of ciied documents

"A' doeument defining the general state of the ant which is not
considered te be of particular relevance

‘E" earlier docurent but published on or after the international
filing date
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0" decument referring to ah oral disclosure, use, exhibition or
other means

*P* document published prior to the interational filing date but
latar than the priorily date claimed
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or priorily date and not in conflict with the application but
i:iled l;:) understand the principle or theory underlying the
nvention

"X document of particular relevance; the claimed invention
cannot be gonsidered novel or canned be considered to
Involve an invendve step when the document is taken slone

"Y* document of paticutar relevance; he claimed invention
czhnot be considered 1o involve an inventive step when the
dacurrent & combined with sne or more other such decu—
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m art.

"&" document member of the same patent family

Date of the actual compietion of the infemalional search Date of mailing of the inlernational search report
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Name and malling address of the 1ISA Authorized officer
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Calegory * | Citafion of document, with indication,where appropriate, of the relevant passages

Relsvant 1o claim No.

X,P

Us 2002/156281 A1 (PONTRELLO JASON KEITH
ET AL) 24 October 2002 (2002-10-24)
claim 1; examples 51-56

LABRIE F ET AL: T"EM-652 {SCH 57068), A
THIRD GENERATION SERM ACTING AS PURE
ANTIESTROGEN IN THE MAMMARY GLAND AND
ENDOMETRIUM™
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vol. 69, na. 1 - 6, 1999, pages h1-84,
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figure 1
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page 4, line 15 -page 5, 1ine 28
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examples 1-3
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CATHE) 8 Septembar 2000 (2000-09-08)
page 3, line 1 -page 5, Tine 21
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Beilstein Institut zur Forderung der
Chemischen Wissenschaften, Frankfurt am
Main, DE;
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abstract
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Chemischen Wissenschaften, Frankfurt am
Main, DE;

Database accession na. BRAN:4G8454
X¥PQ02260925

abstract

& YAKUGAKL ZASSHI,

vol. 86, 1966, pages 107-109,

1-4,10,
11

1-15

1-15




L T e T e T e T e T s T e T s T e T s R e T e T T T s T s Y e T e, T e T e, IO e, TR e T e, T e T e TR e T e T e TR e TR e T e T e T e B s Y s B s B T T e T e T e T s T e T e B s |

[

(104) JP 2006-508061 A 2006.3.9

International Application No. PCTAB 03 03824

FURTHER INFORMATION CONTINUED FROM PCTASA/ 214

Continuation of Box I.2

Ciaims Nos.: 1 (part)-3(part), 6(part)-1b{part)

The initial phase of the search revealed a very large number of documents
retevant to the issue of novelty of the compounds of formula (I}. So many
documents were retrieved that it is impossible to determine which parts
of the claims may be said to define subject-matter for which protection
might Tegitimately be sought (Article 6 PCT). For these reasons, a
meaningful search over the whale breadth of the formula {I) is
tmpossible. Consequently, the search has been restricted to the compounds
of formula (I) wherein:

0 is substituted phenyl
7 is selected from -0-CH?-CHZ-NRaRb ; CH2-CH2-CH2-NRaRb ; CH=CHCONRaRb

Additionally, the search has been extended also the compounds disclosed
in Tables 11,12 (in which Z is different from the groups listed above).
Accordinly, the search covers all the exemplified compounds (i.e. all the
compounds included in Tables 1 to 12).

The applicant’s attention is drawn to the fact that claims, or parts of
claims, retating to inventions in respect of which no international
search report has been established need not be the subject of an
international preliminary examination (Rule 66.1{e} PCT). The applicant
is advised that the EPO pelicy when acting as an International
Preliminary Examining Autherity is normaily not to carry out a
preliminary examination on matter which has not bean searched. This is
the case irrespective of whether or not the claims are amended following
receipt of the search report or during any Chapter II pracedure.
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Box | Observations where certain claims were found unsearchable {Continuation of item T of first sheet)

This Internaticnal Search Aeport has not been established in respect of certain dlaims under Article 17(2)(a) for the fallowIng reasons:

1. | x| crimenes.:

becguse they relate to subject matier not required to be searched by this Authority, namely:
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