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6 N 3-CH;, 5-C1 |H Cyclohexyl
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7 N 3-CH;, 5-C1 |H Furan—-2-yl-methyl
8 (St 1D N 3-CH,, 5-C1 | H t= Cl,

9 N 3-CH,;, 5-C1 | H n-CH,,

10 N 3-CHs, 5-C1 | Ethyl n-C,H;

11 N 3-CH, 5-C1 | H CH,CO,C.Hy

12 N 3-CH,, 5-C1 | (CH,),

13 N 3-CHs;, 5-C1 | Methyl Methyl

14 N 3-CH;, 5-C1 | Ethyl Ethyl

15 N 3-CHy, 5-C1 | (CH,CH,) ,0

16 N 3-CH, 5-C1 | H C (CH,) ,CH,SCH,

17 N 3-CH, 5-C1 | H C (CH,) ,CH,S0,CH,

18 N 3-CH, 5-C1 | H CH, CO,CH,

19 N 3-CH,, 5-C1 | (CH,) ,CH(CH)

20 N 3-CH,, 5-C1 | Ethyl n—C,H,

21 N 3-CHs, 5-C1 | (CH,) ;CCH (CH,CH,)

22 N 3-CH;, 5-C1 | (CH,),

23 N 3-CH,, 5-C1 | (CH,),CH (CH.CHs)

24 N 3-CH,, 5-C1 | H 0 (CH,) ,CH,

25 N 3-CH;, 5-C1 | H OCH,

26 N 3-CH, 5-C1 | H OCH,CH,

27 N 3-CH;, 5-C1 | H OCH,CH,CH,

28 N 3-CH,;, 5-C1 | H NHCH3

29 N 3-CH,, 5-C1 | H NHC (CH)

30 N 3-CH;, 5-C1 |H 2-Methyl-cyclohexyl

31 N 3-CH;, 5-C1 | H Cyclopropane

32 N 3-Cl, 5-Cl1 H Cyclopropane
33 (Sjifs] 3) N 3-CH,, 5-CN | H Ethyl

34 N 3-CH, 5-CN | H n-Cifl,

35 N 3-CH;, 5-CN | H n-CH,

36 N 3-CH;, 5-CN | H Methyl
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37 N 3-CHs, 5-CN | (CH,CH,) -0
38 N 3-CH;, 5-CN | Ethyl n-C,H;
39 N 3-CH;, 5-Br | H n—C,lH;
40 N | 3-am,5-c1 | (cHcHc) CH,
41 N | 3-CH, 5-C1 | (CHCH (CHCH) ) .CH,
42 N 3-CH;, 5-CN | Methyl Methyl
43 N 3-CH;, >-CN | H 2-Methyl-cyclohexyl
44 N 3-CH;, 5-CN | H cyclohexyl
45 N 3—-CH;, 5-CN | H n—CH,,
46 N 3-CH;, 5-CN | H t=CiHy
47 N 3-CHs;, 5-CN | H Furan—-2-yl-methyl
48 Y] s, 5o | (on),
49 N 3-CH;, 5-Br | Ethyl n—C;H;
50 N 3-CH;, 5-Br | H cyclohexyl
51 N 3-CH;, >-Br |H Methyl
b2 N 3—-CH;, 5-CN | Ethyl Ethyl
53 N 3—-CH;, 5-CN | H OCH,
54 \ 3-CH;, 5-CN_ | (CH),
55 N 3-CH;, 5-Br | H n—-C,H,
56 N 3-CHs;, 5-Br | Methyl Methyl
57 N 3-CH;, 5-Br | H t—CH,
58 N 3-CH;, 5-Br | H 1-Cll;
59 N 3-CH;, 5-Br | H Ethyl
60 N 3-CH;, 5-Br | H n—CsHy,
61 N 3-CHs, 5-Br | H 2-Methyl-cyclohexyl
62 N 3—-CH;, 5-Br | Ethyl Ethyl
63 \ 3-CH;, 5-Br | (CHY),
64 N 3-CHs, 5-Br | H Furan—-2-yl-methyl
65 N 3-CH;, 5-Br | H OCH,
66 N 3-CH;, 5-Br | H 0CHs
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67 N 3—CH;, >-Br | H 0CHy—n
68 N 3—CH, 5-Br | H CH,CO,CH,
69 N 3-CH;, 5-Br | H CH.CO,C,l5
70 N 3-CH;, 5-Br | (CH,CH,) 0
71 N3, 58 | (ch),
72 N | 3-ci, 5B | cHCHCH,) (CHY,
73 N 3-CH,, 5-Br | (CH,CH,) ,CH(t-C,H,) | CH,.CH,0H
74 N 3-CH;, 5-Br | H NHCH,
75 N 3-CH, H Methyl
76 N 3—CH, H Ethyl
77 N 3—CH, H —Cally
78 N 3-CH, (CH,CH,) ;0
79 N 3-CH, H Cyclopropane
80 N 3-CH;, 5-Br | H Cyclopropane
81 N H H Cyclopropane
82 N 3-CH;, 4-C1 | H Cyclopropane
83 N 3-CH,, 5-1 H Cyclopropane
84 N 3-CH;, 5-CN | H CH.CO,C,l5
85 N 3—CH,, 5-1 H t—C,H,
86 N 3—CH;, 5-NO, | H —Cally
87 N H H t—C,H,
88 N 3-CH;, 4-C1 | H —Cally
89 N 3—-C1,5-Cl1 | H —Cally
90 N H H cyclohexyl
91 N 3-CHs, 51 H cyclohexyl
92 N 3-CH;, 4-C1 |H cyclohexyl
93 N 3-Cl, 5-C1 H cyclohexyl
94 N H H Methyl
95 N 3-CH;, 51 H Methyl
96 N 3—CH;, 4-C1 | H Methyl
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97 N 3-Cl,5-Cl | H Methyl
98 N H Methyl Methyl
99 N 3-CH,, 5-1 Methyl Methyl
100 N 3—-Cl,5-Cl | Methyl Methyl
101 N 3-Cl, 5-Cl1 H Cyclopropane
102 N 3—-Cl,5-Cl | Methyl OCH,
103 N 3-Cl,5-Cl | H Ethyl
104 N 3-Cl1,5-C1 | H -Gl
105 N 3-Cl,5-Cl | H n—-C,H;
106 N 3-Cl,5-CI | Ethyl n—CsHt;
107 N 3-Cl, 5-Cl1 H Furan-2-yl-methyl
108 N 3-Cl1,5-C1 | H CH.CO,C-Hs
109 N 3-Cl1,5-C1 | H C (CH;) ,CH,SCH;
110 N 3-CH;, 5-CN | H Cyclopropane
111 N 3-CH;, b-1 H -Gl
112 N 3-CH;, b-1 H Ethyl
113 N 3-CH;, b-1 H n—Cll;
114 N 3-CH;, 4-C1 | Methyl Methyl
115 N 3-CH;, 4-C1 | Methyl OCH,
116 N 3— CHs;, 5-Br | H CH.CH,0H
117 N H H CH.CN
118 N 3-F, 5-C1 H Methyl
119 N 3-F, 5-Cl H Ethyl
120 N 3-F, 5-Cl H n—Csll;
121 N 3-F, 5-Cl H -Gl
122 Y olsEsc |H (CH,) «CH,
123 N 3-F, 5-Cl H t—Cilly
124 N 3-F, 5-Cl H Cyclopropane
125 N 3-F, 5-Cl Methyl Methyl
126 N 3-F, 5-Cl Methyl OCH,
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127 N 3-F, 5-Cl H 2-Methyl-cyclohexyl
128 N 3-F, 5-Cl H cyclohexyl
129 N 3-F,5-C1 | H CH.CN

130 N 3-CF,,5-C1 |H Methyl

131 N 3-CF, 5-C1 | H Ethyl

132 N 3-CF, 5-C1 | H n-Cifl,

133 N 3-CF;, 5-C1 |H i-CH,

134 N 3-CF, 5-C1 | H n-CH,

135 N 3-CF;, 5-C1 |H t=CH,

136 N s, H n-Cifl,

137 N 3-CH, Methyl Methyl

138 \ 3—CH, (CH,) ,

139 N 3-CH, (CH,) 5

140 N 3-CH, CH (CH,CH,) (CH) ,

141 N 3-CH, (CH,CH (CH,CH,) ) ,.CH,

142 N 3-F, 5-C1 (CH,CH,) ,0

143 N 3-F, 5—Cl (CH,) 5

144 N 3-F, 5—Cl (CH,) ,

145 N 3-F,5-C1 | H CH,CO,CH,CH,
146 N 3-F, 5-C1 H Furan—-2-yl-methyl
147 N 3-F, 5-C1 Ethyl n-C,H,

148 N 3-F, 5-C1 Ethyl n—C,H,

149 N 3-F,5-C1 | H n-CH,,

150 N 3-F,5-C1 | H NHCH,

151 N 3-CF,, 5-C1 | (CH,CH,) 0

152 N 3-CF,, 5-C1 | (CH,),

153 N 3-CF,;, 5-C1 | (CH,),

154 N 3-CF,;, 5-C1 | H cyclohexyl
155 N 3-CF,,5-C1 |H CH.CN

156 N 3-CF,;, 5-C1 | H Cyclopropyl
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157 N 3Ry, 5-C1 | Methyl Methyl
158 N s-cr, 5-C1 | Methyl OCH,

159 N scr, 501 | H CH,NH

160 N sk H CH,CN

161 N H Methyl
162 NS H Ethyl
163 NS H t=CH,
164 N 3 Methyl Methyl
165 NS Methyl OCH,

166 N H NHCH,

167 NS H NHC (CH,) ,
168 NS H Furan-2-yl-methy!l
169 N sk (CH.CH,) .0

170 N lser (CHy) 4

171 N lar (CH,) ,

172 N secr, (CH.CH,) .0

173 \ 3-CF, (CH,) 5

174 N 3-CF, (CH,) ,

175 N lscl, 51 | Ethyl n-C.H
176 N 3-Cl, 5-Cl1 H 2-Methyl-Cyclohexyl
177 N lscl, 51w CH,CN

178 N lscl, 51w n-CiH,
179 N lscn 501 | H CH,NH

180 Nlscl, 51 [ Methyl CH,0

181 N lscn 601 | (CHCH) 0

182 Nolscec1 | Methyl
183 N lscne-c1 | H Ethyl
184 N lscn e |n n-CH;
185 N lscl 61 |H i-CH,
186 N lscne-c1 | H n-CH,
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187 N 3-Cl,6-C1 | H —Cally
188 N 3-Cl, 6-Cl1 H Cyclopropyl
189 N 3-Cl,6-C1 | H n-CsHy,
190 N 3-Cl, 6-Cl1 H 2-Methyl-Cyclohexyl
200 N 3-Cl, 6-Cl1 H Cyclohexyl
201 N 3—-Cl,6-Cl | Ethyl n— CH;
202 N 3—-Cl,6-Cl | Ethyl n— C,H,
203 N 3—Cl,6-Cl | Methyl Methyl
204 Y scnec |,
205 N 3-Cl,4-C1 | Ethyl n— CH;
206 N 3-Cl, 4-C1 H Cyclohexyl
207 N 3-Cl, 4-C1 H 2-Methyl-Cyclohexyl
208 N 3-Cl,4-C1 | H n-CsHy,
209 N 3-Cl, 4-C1 H Cyclopropyl
210 N 3-Cl,4-C1 | H —Cally
211 N 3-Cl,4-C1 | H n—Ci,
212 N 3-Cl,4-C1 | H n-Csl;
213 N 3-Cl,4-C1 | H i-CsHly
214 N 3-Cl,4-C1 | H Methyl
215 N 3-Cl,4-C1 | H Ethyl
216 N 3-Cl,4-C1 | H n—C,H,
217 N 3-Cl, 4-C1 Methyl Methyl
218 Y scnac | e,
219 N 3-Cl,4-C1 | H CH.CN
220 t 3-CH;, 5-C1 | H Methyl
221 t 3-CH,;, 5-C1 | H t— CH,
222 t 3-Cl,5-C1 | H Methyl
223 t 3-Cl,5-C1 | H t— Gy
224 ci 3-F, 5-C1 H Methyl
225 t 3-F, 5-C1 H t— Gy
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H
226 ¢ 3-CF,;, 5-C1 | H Methyl

227 CH S_CF;;, 5_C1 H t- C4H9

LUNRGIR 2 HR51K 1 ik o e SO e se Sz it .

T RGIEK 2 TR 5 5RGIE | iR SY9% 5 AEx N o s Sk g, d A XU, ¢
A=W, g N PYEE, m o2 B, brs s ELE,

R5IR 2
%' Y i/ °C HNMR (BRAE A BB, 35398 CDCLy)
.95-0. 98 (m, 3H), 1.58-1.62(m, 2H), 2.19(s, 3H),
.32-3.37(m, 2H), 5.83-5.96(d, 2H), 6.12(s, 11),
.66 (s, 1), 7.22(s, 1), 7.33-7.37(m, 1H),

.82-7.84(d, 1H), 8.45-8.46(d, 1H), 10.00 (s, 1H)
.20-1.22(d, 6H), 2.18(s,3H), 4.15-4.20(m, 1H),
.83-5.96(d, 2H), 5.92-5.94(d, 1H) , 6.71(s, 1H),
.19-7.36(m, 3H), 7.82-7.84(d, 1H), 8.46(s, 1H),

10. 06 (s, 1H)

2. 16(s, 3H), 2. 67 (s, 3H), 5.85-5.99(d, 1H), 6.93(brs,
3 (Sl 2) | 236-237 | 1H),7.34 (s, 1), 7.45(s, 1H), 7.54-7.57 (m, 1H),
8.10-8. 47 (m, 3H), 10. 18 (brs, 1H)

1.16-1.20(t, 3H), 2.17(s, 3H), 3.37-3.44(m, 2H),

-~ U1 =3 & w O

1 5.83-5.96(d, 2H), 6.15(s, 1H), 6.75(s, 1H), 7.19-7.36
(m, 3H), 7.82-7.84(d, 1H), 8.44-8.46 (m, 1H),
10. 00 (s, 1H)
0.91-0.95(m, 3H), 1.34-1.60(m, 4H), 2.18(s, 3H),
3. 34-3. 39 (m, 2H), 5. 82-5. 96 (d, 21), 6. 12 (s, 11),
5 6. 71 (s, 1H), 7.19-7. 36 (m, 3H), 7.81-7.83(d, 1H),
8. 44-8. 45(d, 1H),
10. 00 (s, 1H)

1. 14-1. 96 (m, 10H), 1.59(s, 3H), 2.18(s, 3H), 3.85-3.87
(d, 1H), 5, 82-5. 96 (d, 2H), 5. 96 (s, 1H), 6. 69 (s, 1H),

2 _
6 027253 7.19-7. 36 (m, 3H), 7. 81-7.83(d, 1H), 8. 44-8. 45(d, 1H),
10. 03 (s, 1H)
2.34(s, 3H), 4.54-4.56(d, 2H), 5.83-5.97(d, 2H),
6. 28-6. 64
7

(m, 3H), 7.34-7.36(d, 2H), 7.81-7.83(d, 1H),
8. 44-8.45(d, 1H), 9.89(s, 1H)
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8 (sjtifs] 1)

227-228

DMSO-ds: 1. 26 (s, 9H), 2.16 (s, 3H), 5.84-5.97(d, 2H),

6.93 (s, 1H), 7.26-7.58(m, 4H), 8.10-8. 14 (m, 1H),
8.45-8. 46 (d, 1H), 10.10(s, 1H)

0. 89-0. 90 (m, 3H), 1. 33-1. 59 (m, 6H), 2.19(s, 3H),
5. 83-5. 96

(d, 2H), 6.34(s, 1H), 6.68(s, 1H), 7.21-7.37 (m, 2H),
7.82-7.84(d, 1H), 8.45-8.46(d, 1H), 10.02(s, 1H)

10

184-185

0.91-0. 96 (m, 3H), 1.37-1.61(m, 2H), 2.02(s, 3H),
2.92-3. 40

(m, 4H), 5.81-5.94(d, 2H), 6.94-7.34(m, 4H), 7.80-7.82
(d, 1H), 8.42-8.43(d, 1H), 9.96-10.00(d, 1H)

11

1.29-1. 33 (m, 31), 2.21 (s, 3H), 4.14-4. 28 (d, 4H),
5. 83-5. 96

(d, 2H), 6. 59-6. 66 (m, 2H) , 7. 26-7. 36 (m, 3H),
7.83-7.85(d, 1H), 8.43-8.44(d, 1H), 9.84(s, 1H)

12

1. 64-1.91 (m, 4H), 2.05(s, 3H), 3.21-3.24(m, 2H),
3. 53-3. 57

(m, 2H), 5.77-5.90(d, 2H), 6.98-7.02(m, 3H), 7.27-7.35

(m,

2H), 7.80-7.82(d, 1H), 8. 43-8.44(d, 1H), 10.10(s, 1H)

13

2.04 (s, 3H), 2.76(s,3H), 3.07(s,3H), 5.81-5.94(d, 2H),
6.95(s, 2H), 7.05(s, 1H), 7.32-7.36(m, 1H), 7.81-7.83
(d, 1H), 8.44-8.45(d, 1H), 9.86(s, 1H)

14

.95-0. 98 (m, 3H), 1.17-1.20(m, 3H), 2.08(s, 3H),
.05-3.46 (m, 4H), 5.82-5.96(d, 2H), 6.90-7. 37 (m, 4H),
.82-7.84(d, 1H), 8.44-8.45(d, 1H), 9.74 (s, 1H)

15

.01 (s, 3H), 3. 19-4. 01 (m, 8H), 5. 74-5.93(dd, 2H),
.90-7. 36 (m, 5H), 7.83-7.85(d, 1H), 8. 46 (s, 1H),
.99 (s, 1H)

16

.44 (s, 6H), 2.11(s, 3H), 2.21(s, 3H), 5.83-5.96(d, 2H),
.71 (s, 1H), 7. 22-7. 36 (m, 2H) , 7. 82-7. 84 (d, 2H) ,
.44-8.46 (d, 1H), 9.91 (s, 1H)

17

251-252

.63 (s, 6H), 2.21(s,3H), 2.91(s,3H),  3.73(s, 21),
. 83-5. 96

(d,2), 6.27(s, 1H), 6.66(s, 1), 7.33-7.37 (m, 2H),
7.84-7.86(d, 1H), 8.45-8.46(d, 1H), 9.50(s, 1H)

Ol —m [0 O MO O N~ w O

18

190

2.21(s, 3H), 3.80(s, 3H), 4.16-4.18(d,2H),
5.83-5.96(d, 2H),

6. 60-6. 67 (m, 2H), 7.27-7.36 (m, 3H), 7.83-7.85(d, 1H),
8.43-8.44(d, 1H), 9.82(s, 1H)
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21

0.86(s,9H), 0.75-2.04(m, 5H), 2.04(s,3H), 2.61-2.83
(m, 2H), 3.41-3.47 (m, 1H), 4.72-4.80(m, 1H), 5.82-5.96
(d, 21), 6. 92-7. 34 (m, 3H), 7.81-7.83(d, 1H),

8. 43 (s, 11),

9. 89 (s, 1H)

22

1. 25-1. 63 (m, 61), 2. 03 (s, 3H), 3. 02-3. 12 (m, 2H),
3.61-3.68 (m, 2H), 5.81-5.95(d, 2H), 6.93-7.35 (m, 4H),
7.81-7.83(d,

1H), 8.42-8.44(d, 1H), 9.87(s, IH)

23

0.755-1.611 (m, 11H), 2.03(s, 3H), 2.76-3.26(m, 2H),
4.72-4.83 (m, 1H), 5.82-5.96(d, 2H), 6.85-7.36(m, 4H),
7.82-7.84(d, 1H), 8.43(s, 1H)

24

0. 85-0. 88 (m, 3H), 1.32-1.50(m, 4H), 2. 17(s, 3H), 3.74(s,
2H), 5.84-5.98(d, 2H), 6.94-7. 57 (m, 411),
8.09-8.11(d, 1H),

8. 44-8.45(d, 1H), 10.14(s, 1H), 11.30(s, 1H)

25

2.17 (s, 3H), 3. 57 (s, 3H), 5. 86-5. 99 (d, 2H) , 6. 96-7. 56
(m, 4H), 8.11-8.13(d, 1H), 8.46(s, 1H), 10.76(s, 1H),
11. 43 (s, 1H)

26

224-226

1. 10-1. 14 (m, 3H), 2.18(s, 3H), 3.77-3.80(m, 2H),
.85-5.98(d, 2H), 6.95-7.57 (m, 4H), 8.10-8.12(d, 1H),
.45-8.46 (d, 1H), 10. 14 (s, 1H),

27

.24-1.36 (m, 5H), 2. 11 (s, 3H), 3.60-3.61 (m, 2H),
.85-5.99(d, 2H), 6.59-6.92(m, 4H), 8.10-8.13(d, 1H),
.47-8.48(d, 1H), 10.23 (s, 1H)

o U1 — o U1

33
(SZjitafa) 3)

151-152

1.23-1.27(m, 3H), 2.26(s, 3H), 3.45-3.48(m, 2H),
5. 84-5. 98

(d, 2H), 6. 23 (s, 1H), 6.64(s, 1H), 7.36-8.48(m, 5H),
10. 52 (s, 1H)

34

226-227

0.97-1. 00 (m, 3H), 1. 59-1. 65 (m, 211), 2.25(s, 3H),
3. 35-3. 40

(m, 2H), 5.83-5.97(d,2H),  6.22(s, 1H), 6.62(s, 1H),
7. 35-
7.38(m, 1H), 7.58(s, 1H), 7.83-7.85(d, 1H), 8.46-8.47
(d, 1H), 10.47 (brs, 1H)

35

220-221

0.95-0. 98 (m, 3H), 0.95-1.61 (m, 4H), 2.26(s, 3H),
3.40-3.45(m, 2H), 5.84-5.97(d, 2H), 6.13(s, 1H),
6.61 (s, 1H), 7.35-7.86(m, 4H), 8.46-8.47(d, 1H),
10. 48 (s, 1H)

36

218-219

2.21(s, 3H), 3.27(s,3H), 5.86-5.99(d, 2H), 6.96 (s, 1H),
7.55-8. 47 (m, 6H), 10.45 (s, 1H)

37

227-228

2.25(s, 3H), 2.94-3.62(m, 8H), 5.86-5.99(d, 2H),
6.70(s, 1H), 7.58-8.48(m, 5H), 10.37 (s, 1H)

38

286-287

0.93-0.99(m, 3H), 1.46-1.61(m, 3H), 2.17(s, 3H),
2.96-3. 12 (m, 2H), 3.41-3.52(m, 2H), 5.82-5.96(d, 2H),




WO 2012/034403

PCT/CN2011/073810
19

6.73-6. 74 (d, 1H), 7. 27-7. 86 (m, 5H) , 8. 44-8. 45(d, 1H),
7.77-7.79(d, 1H)

39

214-215

DMSO-ds : 0.81-0.85(m, 3H), 1.40-1.45(m, 2H), 2.16
(s,3H), 3.06-3.09(m, 2H), 5.85-5.98(d, 2H), 6.93(s, 1H),
7.44-7.59 (m, 3H), 8.10-8.46 (m, 3H), 10. 14 (s, 1H)

40

.95-2. 22 (m, 10H), 2.11(s, 3H), 3.32-3.75(m, 2H),
. 62-5. 02 (m, 2H), 5.82-5.95(d, 2H), 6.91-7.35(m, 4H),
.80-7.82(d, 1H), 8.42(s, 1H), 9.88(s, 1H)

41

135-136

. 64-2. 43 (m, 14H), 2.05(s, 3H), 3.39-3. 75 (m, 2H),
.69-5. 03 (m, 2H), 5.81-5.94(d, 2H), 6.88-7.35(m, 4H),
.80-7.82(d, 1H), 8.42(s, 1H), 9.69 (s, 1H)

42

. 23(s, 3H), 2.62(s, 3H), 2.89(s,3H), 5.85-5.99(d, 2H),
.92 (s, 1H), 7.58-8.49 (m, 5H), 10.46 (s, 1H)

SN s O O

DMSO-ds: . 89-0. 95 (m, 3H), 1.11-1.97(m, 9H), 2.20(s, 3H),

3.60-3.62(m, 1H), 5.83-5.97(d, 2H), 6.67-6.68(d, 1H),
7.21-7.37(m, 3H), 7.82-7.84(d, 1H), 8.45-8.46(d, 1H),
10.05 (s, 1H)

43

252-253

DMSO-ds: . 71-0. 79 (m, 3H), 0.99-1. 79(m, 9H), 2.22(s, 3H),
3.26-3.33(m, 1H), 5.85-5.98(d, 2H), 6.95-6.97(d, 1H),
7.54-8. 45 (m, 5H), 10. 05 (s, 1H)

44

DMSO-ds:  1.08-1.74(m, 10H), 2.22(s,3H), 3.59-3.61
(m, 1H), 5. 86-5.99(d, 2H), 6. 99 (s, 11),
7. 56-8. 46 (m, 5H) ,

10. 38 (s, 1H)

45

DMSO-ds: 0. 83-0. 86 (m, 3H), 1.25-1.45(m, 6H), 2.21 (s, 3H),
3.11-3. 16 (m, 2H) , 5. 86-5.99(d, 2H), 6.95 (s, 1H),
7.55-8. 47 (m, 6H), 10.42 (s, 1H)

46

233-237

DMSO-ds: 1.27 (s, 9H), 2.21(s, 3H), 5.85-5.98(d, 2H),
6.96 (s, 1H), 7.55-8.47 (m,6H), 10.33(s, 1H)

47

142-143

DMSO-ds: 2. 22 (s, 3H), 4.34-4.36(d, 2H), 5.86-5.99(d, 2H),
6.26-6.37(d, 2H), 6.92(s, 1H), 7.53-8.85(m, 7H),
10. 41 (s, 1H)

48

DMSO-ds: 1. 41-1. 50 (m, 4H), 2. 30(s, 3H), 2.91-3. 47 (m, 6H),
5.85-5.98(d, 2H), 6.97(s, 1H), 7.57-7.82(m, 3H),
8.13-8.15(d, 1H), 8.46-8.47(d, 1H)

49

181-182

0.91-0. 96 (m, 3H), 1.37-1.64(m, 2H), 2.03(s, 3H),
2.92-3.39(m, 4H), 5.81-5.94(d, 2H), 6.93-7.35
(m, 4H), 7.80-7.82(d, 1H), 8.42-8.43(d, 1H)

50

234. 5-24
0

1. 14-1. 96 (m, 10H), 2.36(s, 3H), 3.82-3.87(m, 1H),
5.83-5.96 (d, 2H), 6.67 (s, 1H), 7.33-7.40(m, 3H),
7.81-7.83(d, 1H), 8.44-8.46(d, 1H), 10.04 (s, 1H)

51

223-224

2.17 (s, 3H), 2.93-2.94(d, 3H), 5. 83-5. 96 (d, 2H) ,
6. 16 (s, 1H),
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6. 70 (s, 1H), 7.34-7.39 (m, 3H), 7.82-7.84(d, 1H),
8. 44-8. 45
(d, 1H), 9.98(s, 1H)
- 217-220. | DMSO-d,: 0.87-1.04 (m, 6H), 2. 20 (s, 3H), 2. 91-3. 27
5 (m, 4H), 5. 83-5.97(d, 2H), 6. 93 (s, 1H), 7.56-7. 83 (m, 3H),
8.12-8.14(d, 1H), 8. 46-8. 47 (d, 1H), 10. 43 (s, 1H)
- 134-137 | DMSO-d,: 2. 19(s, 3H), 3.62(s, 3H), 5.86-5.99(d, 2H),
6.97 (s, 1), 7.54-7.90(m, 3H), 8.10-8.12(d, 11),
8. 45-8. 46 (d, 1H)
- 270.5-27 | DMSO-ds: 1. 46-1. 77 (m, 4H), 2.26(s, 3H), 3.07-3. 30 (m, 4H),
2 5.85-5.98(d, 2H), 6. 97 (s, 1H), 7. 57-7. 83 (m, 3H),
8.13-8.15(d, 1H), 7.57-7.83(m, 3H), 8.13-8.16(dd, 1H),
8. 46-8. 48 (d, 1H)
- 231 DMSO-ds:  0.82-0.86(m, 3H),  1.22-1.44(m, 4H), 2.15
(s,3H), 3.10.-3.15(m, 2H), 5.85-5.98(d, 2H),
6.92(s, 1), 7.43-7.58(m, 3H), 8.09-8.10(d, 11),
8.18(s, 1H), 8.45-8.46(d, 1H), 10. 14 (s, 1H)
- 243-246. | DMSO—ds: 2.62(s, 3H), 2.88(s, 3H), 5.84-5.98(d, 2H),
5 6.90(s, 1), 7.33-7.59(m, 3H), 8.13-8.15(d, 11),
8.47-8.48(d, 1H), 10. 21 (brs, 1H)
- 226-234 | 1.35(s, 9H), 2. 13 (s, 3H), 5.82-5.95(d, 2H),
6. 01 (brs, 1H), 6.97-7. 35 (m, 31), 7.80-7.82(d, 2H),
8. 42-8.44(d, 1H),
10. 18 (s, 1H)
- 215-216. | 1.19-1.20(d, 6H), 2. 17 (s, 3H), 4.14-4. 19 (m, 1H),
5 5. 82-5. 95
(d, 2H), 5.95(s, 1H), 6. 74 (s, 1H), 7. 26-7. 37 (m, 3H),
7.81-7.83 (d, 1H), 8.44-8.45(d, 1H), 10.07 (s, 1H)
- 225.0-22 | 1.19-1.23(m, 3H), 2.19(s, 3H), 3.38-3.45 (m, 2H),
7.5 5.82-5.96(d, 2H), 6.08(brs, 1H), 7.33-7.41 (m, 3H),
7.81-7.84(d, 1H), 8.44-8.46(d, 1H), 10. 00 (s, 1H)
60 222-224 | 0.88-0.91 (m, 3H), 1.31-1.56(m, 6H), 2.16(s, 3H),
3.32-3. 37 (m, 2H), 5. 82-5. 96 (d, 21), 6. 18 (s, 11),
6. 77 (s, 1H), 7.26-7. 36 (m, 3H), 7.81-7.83(d, 2H),
8.43-8.45(d, 11),
10. 07 (s, 1H)
61 225-226 | 0.86-0.93(m, 3H), 1.49-1.78(m, 9H), 1.90-1.94(d, 1H),
2. 18(s, 31), 3. 58-3.60(d, 1H), 5. 82-5. 95 (d, 2H),
6.72-6.73(d, 1H), 7. 27-7. 40 (m, 3H), 7. 81-7. 83 (m, 1H),
8. 44-8. 45(m, 1H), 10. 04-10. 05 (d, 1H)
6 162-165 | 0.93-1. 19 (m, 6H), 2. 05 (s, 3H), 3. 03-3. 48 (m, 4H),
5. 80-5. 94
(d, 2H), 6. 94 (s, 1H), 7. 10(s, 1H), 7. 24-7. 36 (m, 2H),
7.80-7.82 (d, 1H), 8.42-8.43(d, 1H), 9.90(s, 1H)
63 204-206 | 1.61-1.65(m, 4H), 2. 03 (s, 3H), 3. 20-3. 23 (m, 2H),
3. 53-3. 56
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(m, 2H), 5. 76-5. 89(d, 2H), 7. 04 (s, 1H), 7. 12-7. 28 (m, 3H),
7.31-7.34(m, 1H), 7. 79-7. 81 (m, 1H), 8. 42-8. 44 (m, 1H),
10. 24 (s, 1H)

64

188

2.19(s, 3H), 4. 55-4. 56 (d, 211), 5. 84-5.97 (m, 2H),
6. 28-6. 33

(m, 2H), 6. 45 (brs, 1H), 6. 64 (s, 1H), 7. 27-7. 42 (m, 4H) , 7. 81-
7.84 (d, 1H), 8.44-8.45(d, 1H), 9.90(s, 1H)

65

217-218

2.18(s, 3H), 3.80(s, 3H), 5.82-5.95(d, 2H), 6.67 (s, 1H),
7.33-7.36 (m, 2H), 7. 44 (s, 1H), 7. 83-7. 85 (s, 1H),
8.43-8.44 (d, 1H), 8.89(s, 1H), 9.50(s, 1H)

66

229-231

DMSO-ds: 1.10-1. 14 (m, 3H), 2. 18(s, 3H), 3.75-3.80(m,
2H), 5.85-5.98(d, 2H), 6.95(s, 1H), 7.40(s, 11),
7.54-7.57

(m, 1H), 7.63(s, 1H), 8.10-8.12(m, 1H),
.45-8.46 (s, 1H), 10.14(s, 1H), 11. 31 (s, 1H)

67

209-216

.92-0. 95 (m, 3H), 1. 40-1. 65 (m, 4H), 2. 27 (s, 3H),

.94 (s, 2H), 5.82-5.95(d, 2H), 6. 65-6.69(d, 11),
.32-7.36(m, 2H), 7.42-7.44(d, 1H), 7.82-7.84(d,2H),
.43-8.44(d, 1H), 8.72(s, 1H), 9.57 (s, 1H)

68

223-225.

5

.21 (s, 3H), 3. 80 (s, 3H), 4.16-4. 18(d, 2H),
. 83-5.96(d, 2H),

.58-6.63(d, 2H), 7.33-7.36(m, 1H), 7.48-7.51(d, 211),
.83-7.85(d, 1H), 8.43-8.44(d, 1H), 9.80(s, 1H)

69

.22-1.32(m, 3H), 2.19(s, 3H), 4. 13-4. 14(d, 2H),
.22-4. 27

(m, 2H), 5. 82-5.95(d, 2H), 6. 61-6. 69 (m, 2H), 7. 32-7. 35
(m,

1H), 7.44-7.48(d, 2H), 7. 82-7. 84 (m, 1H), 8. 42-8. 43 (d, 1H),
9. 84 (s, 1H)

> = =1 O U1 D00 3 W O

70

217-222

2.03(s, 3H), 3. 20-4. 01 (m, 8H), 5.76-5.90(d, 2H),
6. 97-7. 04

(m, 2H), 7.19-7.21(d, 1H), 7.34-7.37(m, 1H), 7.83-7.85
(d, 1), 8.45-8.46 (m, 1H), 9.88(s, 1H)

71

230-235

1. 31 (s, 2H), 1. 58-1. 63 (m, 411), 2. 04 (s, 3H),
3.09-3.66(m, 4H),  5.81-5.94(d,2H), 6.95(s, 1H),
7.06-7.07(d, 1H), 7.21-7.22

(d, 1H), 7. 31-7. 35 (m, 1H), 7. 80-7. 82 (m, 1H), 8. 41-8. 43

(m, 1H), 9.86(s, 1H)

72

185-186

0. 84-1. 09 (m, 3H), 1.22-1. 62 (m, 8H), 2. 04 (s, 3H),
2.75-3. 25

(m, 2H), 4.71-4.80(d, 1H), 5.81-5.94(d, 2H), 6.98(s, 1H),
7.10(s, 1H), 7.21(s, 1H), 7.31-7.34 (m, 1H), 7.80-7.82
(m, 1H), 8.42(s, 1H), 9.71-9.95(s, 1H)

73

221-222

0.86 (s, 9H), 1.15-1.82(m, 5H), 2.05(s, 3H), 2.60-4. 84 (m,
4H),  5.81-5.95(d, 2H), 6.91(brs, 1H), 7.08(s, IH),
7.23-7.34(m, 2H), 7.81-7.83(d, 1H), 8.42(s, 1H),
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.88 (brs, 1H)

74

180-181

.12(s, 3H), 3.28(s, 3H), 4.38(s,2H), 5.77-5.90(d, 2H),
.32 (s, 1H), 7.17-7.27(m, 2H), 7.38-7.40(d, 1H),
.85-.87(d, 1H), 8.43-8.44(d, 1H),9. 05 (s, 1H)

75

.21 (s, 3H), 2.92-2.93(d, 3H), 5.83-5. 96 (d, 2H) ,
.18-6.20  (d, 1H),  6.64(s,1H),  7.12-7.15(m, 1H),
.21-7.23(m, 1H), 7.32-7.35(m, 2H), 7.82-7.84(d, 1H),
. 44-8. 46 (d, 1H),

10. 11 (s, 1H)

O =~ OO N3 O N

76

1.19-1. 23 (¢, 3H), 2.22(s, 3H), 3. 39-3. 46 (m, 2H),
5. 83-5. 96

(d,2H), 6.01(s, 1), 6.63(s, 1), 7.13-7.17(m, 1),
7.24-7.28(m, 1H), 7.32-7.35(m, 2H), 7.82-7.83(d, 1H),
8. 45-8. 46 (d, 1H), 10.11(s, 1H)

7

1.38(s, 9H), 2.17(s, 3H), 5.83-5.96(d, 2H), 5.96(s, 1H),
6.78(s, 1H), 7.08-7.12(m, 1H), 7.17-7.18(m, 2H),
7.31-7.35(m, 1H), 7.80-7.82(d, 1H), 8.44-8.46(d, 1H),
10. 13 (s, 1H)

78

2.06 (s,3H), 3.23 (m,2H), 3.36 (m, 2H),3.52 (m, 3H),
3.68-3.70 (m, 1H), 5.78-5.91(d, 2H), 6.86(s, 1H),
6.94-6.96 (m, 1H), 7.03-7.09 (m, 2H), 7.33-7.36(m, 1H),
7.82-7.84(d, 1H), 8.44-8.46(d, 1H),9. 64 (s, 1H)

79

DMSO-ds: 0. 45 (m, 2H), 0.62-0. 63 (m, 2H), 2. 16 (s, 3H),
2.71-2. 72 (m, 1H), 5. 86-5. 99 (d, 2H), 6. 95 (s, 1H),
7.21-7.27 (m, 2H),  7.32-7.34(d, 1H), 7.54-7.57(m,
1

8.10-8.12(d, 2H), 8.46-8.47(d, 1H), 10. 13 (s, 1H)

80

DMSO—ds: 0. 46 (m, 2H), 0.60-0. 64 (m, 2H), 2. 16(s, 3H),
2.67-2.71 (m, 1H), 5.86-5.99(d, 2H), 6.95(s, 1H),
7.41(s, 1M), 7.55-7.58(m, 2H), 8.10-8.13(d, 11),
8.25-8.26(d, 1H), 8.46-8.47(d, 1H), 10.13(s, 1H)

81

DMSO-ds: 0. 64-0. 69 (m, 2H), 0. 74-0. 75 (m, 2H), 2.92-2.93
(m, 1H), 5.88-6.02(d, 21), 6.74(s, 1), 7.16-7.20(m, 1H),
7.45-7. 49 (m, 1H), 7. 61-7. 64 (m, 1H), 7. 77-7. 79 (m, 1H),

8. 19- 8.21 (m, 2H), 8. 51-8. 52(d, 1H), 8. 78 (s, 1H),
12. 53 (s, 1H),

82

231-233

DMSO—ds: 0. 47 (m, 2H), 0.60-0. 65 (m, 2H), 1. 16-1.20(t, 1H),
2.19(s, 3H), 4. 01-4. 06 (m, 1H), 5. 87-6.00(d, 2H),  6.98(s,
1), 7.28-7.30(d, 1H), 7.42-7. 44 (d, 1H),
7.55-7.58 (m, 1H), 8.10-8.12(d, 1H), 8.29-8.30(d, 1H),
8. 46-8. 48 (d, 1H)

83

252-253

DMSO—ds: 0. 46-0. 50 (m, 2H), 0.59-0. 64 (m, 2H), 1.16-1.20
(t, 1H), 2.12(s,3H), 4.01-4.06(m, 1H), 5.86-5.99

(d, 2H), 6.95(s, 1H), 7.54-7.58(m, 3H), 7.73(s, 11),
8.10-8. 12(d, 1H)
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" le3-164 | DMSO-ds: 1 15-1.25(t, 3H), 2.22(s, 3H), 3.92-3.94(d, 2H),
4. 08-4. 13 (m, 2H), 5.85-5.98(d, 2H), 6. 04 (s, 1H),
6. 93 (s, 11),
7.51-7.58(m, 2H), 7. 78 (s, 1H), 8. 10-8. 13 (m, 1H),
8.46-8.47 (d, 1H), 10.41 (s, 1H)
1.36(s,9H), 2.13(s, 3H), 5.82-5.95(d, 2H),

85 219220 5.98(s, 1H), 6.92(s, 1H), 7.32-7.35(m, 1H), 7.41(s, 11),
7.51(s, 1H), 7.81-7.83(d, 1H), 8.43-8.44(d, 1H),

10. 15 (s, 1H)

” 150-152 | DMSO-ds: 1. 36 (s, 9H), 2.35(s, 3H), 5.84-6.00(d, 21),
7.03(s, IH) , 7.54-7.60(m, 1H) , 8.08-8.18(m, 2H),
8.32-8.38(m, 2H), 8.47-8.48(m, 1H)

o7 201-202 | 1.50(s,9H), 5.85-5.98(d,2H), 6.09(s, 1H) ,
6.63 (s, 1H) ,
7.05-7.09(m, 1H), 7.36-7.43(m, 3H), 7.88-7.90(d, 1H),
8.49-8.51(d, 2H), 12.21(s, 1H)

88 226-227 | 1.36(s,9H), 2.15(s, 3H), 5.82-5.96(d, 2H),
5.96 (s, 1H),

6.92(s, 1H), 7.05-7.07(d, 1H), 7. 18-7.20(d, 1H),
7.32-7.35

(m, 1H), 7.81-7.83(d, 1H), 8.43-8.45(d, 1H),
10. 40 (s, 1H)

89 230-231 | 1.33(s,9H), 5.81-5.94(d, 2H), 6.07(s, 1H) , 6.98(s, 1H),
7.21(s, 1), 7.30-7.36(m, 2H), 7.82-7.84(d, 11),

8. 43-
8.44(d, 1H), 9.90(s, 1H)

90 201-202 | 1.20-1.32(m, 20), 1.44-1.53(m, 2H), 1.67-1.72(m, 2H),
1.79-1.82(m, 2H), 2.05-2.07(m, 2H), 3.99-4.01 (m, 1H),
5.85-5.98(d, 2H), 6.12-6.14(d, 1H), 6.66 (s, 1H),
7.08-7. 11 (m, 1H), 7.39-7.48(m, 3H), 7.88-7.90(d, 1H),
8.47-8.51(m, 2H), 12.31(s, 1H)

91 239-240 | DMSO-ds:  1.07-1.27(m,5H), 1.55-1.58(m, 1),
1.66-1.73 (m, 4H), 2.13(s, 3H), 3.58-3.60 (m, 1H),
5.85-5.98(d, 2H), 6.95 (s,1H), 7.54-7.57(m, 2H),
7.73(s, 1H), 8.01(s, 1H), 8.11-8.12(d, 1H),

8. 44-8.46(d, 1H), 10.10(s, 1H)

92 225-226 | DMSO-ds: 1.07-1.31(m, 5H), 1.55-1.58(m, 1H),
1.66-1. 74 (m, 4H), 2.20(s, 3H), 3.60(m, 1H),
5.86-5.99(d, 2H), 6.96(s, 1H), 7.30-7.32(d, 11),
7.43-7.45(d, 1H), 7.55-7.58(m, 1H), 7.97(s, 1H),
8.10-8.12(d, 1H), 8.45-8.46(d, 1H), 10.03(s, 1H)

93 246-247 | 1.08-1. 18 (m, 3H), 1.34-1.40(m, 2H), 1.66-1.74 (m, 3H),
1.87-1.90(m, 2H), 3.82-3.84(t, 1H), 5.82-5.95(d, 2H),
6.06-6. 08(d, 1H), 6.84(s, 1H), 7.25(s, 1H),

7.34-7.37(m, 2H), 7.82-7.84(m, 1H), 8.44-8.46(m, 1H),
9. 74 (s, 1H)
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94 227-228 | DMSO-d,: 2. 84-2.85(d, 3H), 5.88-6.01(d, 2H), 6. 72(s, 1H),
7.18-7.22(m, 1H), 7.46-7.50(m, 1H), 7.61-7.65(m, 1H),
7.81-7.83(d, 1H), 8.19-8.27(m, 2H), 8.51-8.52(d, 1H),
8.84(s, 1), 12.71(s, 1H)

95 213-216 | DMSO-ds: 2. 13(s,3H), 2.66-2.67(d, 3H),
5.85-5.99(d, 2H), 6.93(s, 1H), 7.54-7.58(m, 1H),
7.61(s, 1H), 7.74(s,1H), 8.10-8.13(d, 1H),
8.18(s, 1H), 8.47-8.48(d, 1H), 10.06(s, 1H)

96 221-222 | DMSO-ds: 2.19(s, 3H), 2.68-2.69(d, 3H),

5.86-5.99(d, 2H), 6.95(s, 1H), 7.32-7.35(m, 1H),

7.44-7.47 (m, 1H), 7.55-7.58(m, 1), 8.11-8.13(d, 2H),
8. 46-8.49(d, 1H), 10.10(s, 1H)

97 134-135 | DMSO-ds: 2.66-2.67(d, 3H), 5.85-5.98(d, 2H),
6.98(s, 1), 7.50(s, 1), 7.55-7.57 (m, 1H),
7.79(s, 1H), 8.10-8.12(d, 1H), 8.28(s, 1H),
8. 46-8.47(d, 1H), 10. 36 (s, 1H)

98 165-166 | DMSO-ds: 2.67 (s, 3H), 2.80(s, 3H), 5.85-6.01(d, 2H),

6.90(s, 1H), 7.25-7.32(m, 2H), 7.38(s,2H), 7.57-7.64
(m, 1H), 8.14-8.16(d, 1H), 8.48-8.49(d, 1H),

10. 20 (s, 1H)

99 236-237 | DMSO-ds: 2.61(s, 3H), 2.88(s,3H), 5.84-5.98(d, 2H),
6.90 (s, 1H), 7.46(s, 1H), 7.56-7.62(m, 1H), 7.71(s, 1H),
8.10-8.21(d, 1H), 8.47-8.48(d, 1H), 9.58(s, 1H)

100 222-223 2.67 (s, 3H), 2.89(s,3H), 5.85-5.98(d,2H), 6.97(s, 1H),
7.45(s, 1H), 7.57-7.60(m, 1H), 7.79(s, 1H),
8.13-8.15(d, 1H), 8.48-8.49(d, 1H), 10.20(s, 1H)

DMSO-ds: 0. 44 (m, 2H), 0.55(m, 2H), 0.61-0.62(t, 1H),

101 199-200 4.01(m, 1H), 5.85-5.99(d, 2H), 7.00(s, 1H), 7.45(s, 1H),
7.55-7. 58 (m, 1H), 7. 78 (s, 1H), 8.10-8. 12(d, 1H),
8. 46-8. 48 (d, 2H)

103 186-187 | 1.12-1.16(t, 3H), 3.34-3.41(m, 2H), 5.82-5.95(d, 2H),

6.25(s, 1H), 6.80(s, 1H), 7.35-7.37(m, 2H), 7.82-7.84
(d, 1H), 8.44-8.45(m, 1H), 9.65(s, 1H)

104 197-200 | DMSO-d,: 1.02-1.04(d, 6H), 3.87-3.92(m, 1H),
5.85-5.98(d, 2H), 7.02(s, 1H), 7.44(s, 1H),
7.54-7.58 (m, 1H), 7.80(s, 1H), 8.10-8.11(d, 2H),
8. 45-8. 46 (d, 1H), 10. 33 (s, 1H)

105 170-171 0.90-0.93(t, 3H), 1.47-1.52(m, 2H), 3.26-3. 31 (m, 2H),
5.81-5.94(d, 2H), 6.29(s, 1H), 6.83(s, 1H), 7.32-7.35(m,
2H), 7.81-7.83(d, 1H), 8.43-8.44(d, 1H), 9.69 (s, 1H)

106 177-178 | 0.66-0. 70 (m, 1H), 0.92-0. 96 (m, 3H), 1. 14-1.18(m, 1H),
1.44-1.61 (m, 3H), 2.93-3.05(m, 2H), 3.38(m, 2H),
5.80-5.93(d, 2H), 6.98-7.05(m, 2H), 7.31-7.34(m, 1H),
7.80-7.82(d, 1H), 8.42-8.43(d, 1H), 9.99(s, 1H)

107 232-234 | 4.52-4.57(d, 2H), 5.81-5.83(d, 2H), 6.26-6.31(d, 2H),
6.48 (s, 1H), 6.64(s, 1H), 7.34(s,3H),7.47(s, 1H),
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.82-7.84(d, 1H), 8.44-8.45(d, 1H), 9.35(s, 1H)

108

186-187

.28-1.32(t, 3H), 4.09-4.10(d, 2H), 4.21-4.26(m, 2H),
.81-5.96(d, 2H), 6.69(s, 1H), 6.87(s, 1H), 7.26(s, 1H),
LA41-7.47(m, 2H), 7.82-7.84(m, 1H), 8.41-8.42(d, 1H),
.41 (s, 1H)

109

122-123

.38 (s, 6H), 2.10(s, 3H), 2.93(s,2H), 5.80-5.94(d, 2H),
.20(s, 1H), 6.84(s, 1H), 7.26-7.34(m, 3H),
.82-7.84(d, 1H), 8.43-8.44(d, 1H), 9.68(s, 1H)

-~ O —|© 1 Ol — |

110

148-149

DMSO-ds: 0. 45-0. 48 (m, 1H), 0.58-0. 65 (m, 3H), 2. 21 (s, 3H),
2.70-2. 71 (m, 1H), 5.86-5.99(d, 2H), 6.97 (s, 1H),
7.55-7.58(m, 1H), 7.72(s, 1H), 7.84(s, 1H),
8.10-8.13(d, 1), 8. 46-8. 47 (m, 2H)

111

190-192

DMSO-ds: 1.17(d, 3H), 2.15(s, 3H), 3.24-3.27(d, 3H),
3.88-3.94 (m, 1H), 5.85-5.98(d, 2H), 6.95(s, 1H),
7.54-7.57(m, 2H), 7.73(s, 1H), 7.99-8.01(d, 11),
8.09-8.11(d, 1H), 8.44-8.46(d, 1H), 10.11(s, 1H)

112

153-155

1.17-1. 21 (t, 3H), 2.15(s, 3H), 3.38-3.43(m, 2H),

5. 82-5. 96

(d, 2H), 6.20(s, 1H), 6.70(s, 1H), 7.26-7.36(m, 11),
7.58-7.59(d, 2H), 7.81-7.83 (d, 1H), 8.44-8.46(d, 1H)

113

230-231

0.93-0.97(t, 3H), 1.54-1.59(m, 2H), 2.15(s, 3H),
3.30-3.35(m, 2H), 5.82-5.96(d, 2H), 6.15(s, 1H),
6.72(s, 1), 7.26-7.36(m, 1H), 7.51-7.59(d, 21),
7.81-7.83(d, 1H), 8.44-8.46(d, 1H), 10.07 (s, 1H)

114

230-231

DMSO—ds: 2.18(s, 3H), 2.50(s, 3H), 2.87-2.90(s, 3H),
5.85-5.98(d, 2H), 6.91(s, 1H), 7.15-7.17(d, 1H), 7.45-
7.47(d, 1H), 7.56-7.59(m, 1H), 8.13-8.15(d, 1H),

8. 48-8.49(d, 1H), 10.05(s, 1H)

116

DMSO-ds: 2. 09 (s, 3H), 3.85(brs, 1H), 3.97-4.01 (m, 2H),
4.59-4.61(m, 2H), 5.88-6.01(d, 2H), 6.48(s, 11),
7.23-7.25

(m, 1H), 7. 57 (s, 1H), 7.90-7.92(d, 1H), 8.12-8.13(m, 1H),
8. 22 (s, 1H)

117

4. 36-4. 37(d, 2H), 5. 85-5. 98 (d, 2H), 6. 62 (s, 1H), 6. 99 (brs,
1H),7.09(m, 4H), 7.91-7.93(d, 1H), 8. 47-8. 53 (m, 2H)

118

201-203

2.95-2. 96 (d, 3H), 5. 82-5. 95 (d, 2H), 6. 34 (brs, 1H), 7. 19-7.
37 (m, 3H),7.86 (s, 1H), 8. 44-8. 45(d, 1H)

119

142-146

1. 17-1.20(t, 3H), 3. 36-3. 43 (m, 2H) , 5. 81-5. 94 (d, 2H),
6. 36 (brs, 1H), 6. 66 (s, 1H), 7. 15-7. 36 (m, 3H), 7. 83-7. 84
(d, 1H), 8. 43-8. 44 (d, 1H)

120

132-135

0.95-0.99(t, 3H), 1.56-1.60(m, 2H), 3.33(m, 2H),
5. 83-5. 96 (d, 2H), 6. 25 (brs, 1H), 6. 63 (s, 1H),
7.13-7.46 (m, 3H), 7. 84-7. 86 (d, 1H), 8. 45-8. 46 (d, 1H)

121

162-165

1.22-1.24(d, 6H), 4. 16-4. 21 (m, 1H), 5. 82-5. 95(d, 2H),
6. 00-6. 02 (d, 1H), 6. 64 (s, 1H), 7. 13-7. 47 (m, 2H),
7.84-7.86(d, 1H), 8. 45-8. 46 (d, 1H),
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199 186-189 | 0.94-0. 96 (t, 3H), 1. 35-1. 80 (m, 4H), 3. 37-3. 42 (m, 2H),
5.83-5.96(d, 21), 6. 22 (brs, 1H), 6. 63 (s, 1H), 7. 21-7. 38 (m,
3H), 7.85-7.86(d, 1H), 8. 46-8. 47 (d, 1H)

193 239-242 | 1.42(s, 9H), 5. 83-5. 96 (d, 2H), 5. 91 (s, 1H), 6. 67 (s, 1H), 7. 1
6-7.38 (m, 3H), 7.84-7.86(d, 1), 8. 47-8. 48 (d, 1H)

194 150-154 | 0. 58-0. 62 (m, 2H), 0. 86-0. 91 (m, 2H), 5. 82-5. 96 (d, 2H), 6. 54
(s, 1H), 6. 64 (s, 1H), 7. 19-7. 47 (m, 3H), 7. 84-7. 86 (d, 11), 8.
46-8. 47(d, 1H), 9. 96 (s, 1H)

Lo 218-220 | 2.83(s, 31, 3.07 (s, 3H), 5. 83-5. 96 (d, 2H), 6. 90-7. 38 (m, 4H
), 7.84-7.86(d, 1H), 8. 46-8. 47 (d, 1H), 9. 90 (s, 1H)

Lo7 170-173 | 0.90-0. 96 (dd, 3H), 1. 11-1. 79(m, 9H), 5. 82-5. 96 (d, 2H), 6. 6
0(s, I1H),7.21-7. 37 (m, 3H), 7. 83-7.85(d, 1H), 8. 46-8. 47 (d,
1H)

198 223-227 | 1. 15-1.97 (m, 10H), 3. 86-3. 88 (m, 1H), 5. 82-5. 95(d, 2H), 6. 0
3-6.05(d, 1H), 6. 64 (s, 1H), 7. 18-7. 37 (m, 3H), 7. 83-7. 85 (d,
1H), 8. 45-8. 46 (d, 1H), 10. 00 (s, 1H)

199 152-155 | 4.21-4.22(d, 2H), 5. 81-5. 94 (d, 2H), 6. 62 (s, 1H), 7. 27-7. 38
(m, 3H), 7. 86-7. 88(d, 1H), 8. 43-8. 44 (d, 1H),

130 128-131 | 2.2.86(s, 3H), 5. 83-5. 96 (d, 2H), 6. 44 (s, 1H), 6. 88 (s, 1H), 7
. 28-7.88 (m, 4H), 8. 45-8. 46 (d, 1H)

131 175-178 | 1. 04-1. 07 (t, 3H), 3. 29-3. 36 (m, 2H), 5. 82-5. 95(d, 2H), 6. 40
(s, 1H), 6.96-7.85(m, 5H), 8. 42-8.43(d, 1H), 9. 73 (s, 1H)

139 179-181 | 0. 84-0. 85 (m, 3H), 3. 23-3. 28 (m, 2H), 5. 79-5. 93 (d, 2H), 6. 45
(brs, 1H),7.27-7.85(m, 4H), 8. 42-8. 43(d, 1H), 9. 74 (s, 1H)

123 215-219 | 1.06-1.07(d, 6H), 4. 05-4. 10 (m, 1H), 5. 82-5. 95(d, 21), 6. 25
-6.27(d, 1H), 6. 98 (s, 1H), 7. 34-7. 85 (m, 5H), 8. 42-8. 43(d, 1
H)

207-210 | 0.85-0. 88(m, 3H), 1. 19-1. 43 (m, 4H), 3. 26-3. 31 (m, 2H), 5. 82

134
-5.92
(d, 2H), 6. 40 (brs, 1H), 6. 94 (s, 1H), 7. 33-7. 86 (m, 4H) , 8. 41-
8.43(d, 1H)

135 124-126 | 1.26 (s, 9H), 5. 78-5. 92(d, 2H), 6. 25-6. 27 (d, 1H), 7. 13-7. 60
(m, 4H), 7. 81-7.82(d, 1H), 8. 40-8. 41 (d, 1H),

136 0.94-0. 97 (t, 3H), 1. 54-1. 56 (m, 2H), 2.21 (s, 3H),
3.32-3.37
(m, 2H), 5.83-5.96(d, 2H), 6. 14-6.15(m, 1H), 6.64 (s, 1H),
7.12-7. 16 (m, 1H), 7.23-7.29(m, 1H), 7.32-7.35 (m, 2H),
7.81-7.83(d, 1H), 8. 44-8. 46 (d, 1H),

137 2.12(s, 3H), 2.81(s,3H), 3.07(s,3H), 5.82-5.95(d, 2H),
6. 74 (s, 1H), 7.02-7. 04 (m, 1H), 7.12-7. 13 (m, 2H),
7.32-7.35 (m, 1H), 7.81-7.83(d, 1H), 8.44-8.46(d, 1H),
9. 34 (s, 1H)

149 216-218 3.30-3. 71 (m, 8H), 5. 71-5. 84 (d, 2H), 6. 89-6. 94 (m, 3H), 7. 37
-7.40 (m, 1H), 7. 85-7.87(d, 1H), 8. 46-8. 47 (d1H)

143 208-210 1. 37-1. 60 (m, 6H), 3. 19-3. 65 (m, 4H) , 5. 78-5. 91 (d, 2H), 6. 85
-7.37 (m, 4H), 7.83-7.85(d, 1H), 8. 44-8. 45 (d, 1H)
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e 158-161 }s?é61.32(m,3H),4.14 4.16(d, 2H), 4. 17-4. 28 (m, 4H), 5. 83
(d, 2H), 6.59(s, 1H), 6. 74 (brs, 1H), 7. 13-7. 34 (m, 3H), 7. 85-
7.87(d, 1H),8.44-8.45(d, 1H)

46 193-195 | 4. 56-4. 57(d, 2H), 5. 83-5. 96 (d, 2H), 6. 30-6. 59 (m, 4H) , 7. 21
~7.38(m, 3H), 7. 83-7. 85(d, 1H), 8. 44-8. 45(d, 1H), 9. 36 (s, 1
H)

47 169-173 | 0.93-1. 66 (m, 8H), 3. 07-—3. 51 (m, 4H), 5. 80-5. 93 (d, 2H), 6. 8
5-7.36 (m, 4H),7.82-7.84(d, 1H), 8. 44-8. 45(d, 1H)

18 130-134 | 0.91-1. 66 (m, 10H), 2. 98-3. 50 (m, 2H), 5. 80-5. 94 (d, 2H) , 6. 8
7-7. 36 (m, 4H), 7. 82-7. 84 (d, 1H), 8. 44-8. 45 (d, 1H)

195-196 | 0.97-1. 00 (m, 3H), 1. 42-1. 66 (m, 6H), 3. 43-3. 48 (m, 2H) , 5. 90

149
-6. 03
(d, 2H), 6. 24 (brs, 1H), 6. 69 (s, 1H), 7. 28-7. 43 (m, 3H), 7. 91-
7.93(d, 1H),8.52-8.54(d, 1H), 10. 05 (brs, 1H)

154 251-255 | 1. 00—1. 80 (m, 10H), 5. 79-5. 96 (d, 2H), 6. 86 (s, 1H), 7. 35-7. 8
7(m, 4H), 8. 42-8.43(d, 1H)

15 196-199 | 4. 45-4. 16 (d, 2H), 5. 82-5. 95(d, 2H), 6. 72 (s, 1H), 7. 19-7. 92
(m, 5H), 8. 42-8. 43(d, 2H), 8. 94 (s, 1H)

61 2.98-3.00(s, 3H), 5. 87-6. 00 (d, 2H), 6. 37 (s, 1H), 6. 67 (s, 1H
), 7. 23~ 7. 40 (m, 4H), 7. 88-7.90(d, 1H), 8. 49-
8.50(d, 1H), 10. 19(s, 1H)

63 1.47 (s, 9H), 5. 88-6.01(d, 21), 6.01(s, 1H), 6.68(s, 1H),
7.20-7. 38 (m, 4H), 7. 88-7.89(d, 1H), 8. 51-8. 52
(d, 1H), 10. 07 (s, 1H)

3.32(s, 3H),3.49(s, 3H), 5. 84-5.97(d, 2H), 6. 74 (s, 1H), 7. 3

180
1-7. 46
( m, 3H),7.86-7.88(d, 1H), 8. 48-8. 49(d, 1H) 8. 95 (brs, 1H)

189 129-132 | 2.96-2. 97 (s, 3H), 5. 86-6. 00(d, 2H), 6. 20 (brs, 1H), 7. 02 (s,
1H), 7. 23-7. 39 (m, 3H), 7. 86-7. 88 (d, 1H), 8. 48-8. 49 (d, 1H)

183 130-135 | 1. 19-1.23(t, 3H), 3. 44-3. 49 (m, 2H), 5. 90-6. 03 (d, 21, 6. 21
(brs,
1H), 7.00(s, 1H), 7. 29-7. 43 (m, 3H), 7. 90-7. 92 (d, 1H), 8. 52—
8.53(d, 1), 9. 73 (brs, 1)

218-220 | 0.90-0.94 (m, 3H), 1. 49-1. 51 (m, 2H), 3. 30-3. 35 (m, 2H), 5. 83

184
-5. 96
(d, 2H), 6. 16 (brs, 1H), 6. 99 (s, 1H), 7. 19-7. 35 (m, 3H), 7. 82-
7.84(d, 1H),8.43-8.45(d, 1H), 9. 82 (brs, 1H)

123-126 | 1. 13-1. 15(d, 6H), 4. 15-4. 21 (m, 1H), 5. 82-5.95(d, 2H), 6. 94

185
-6. 96
( d,1H),7.20-7.36(m, 3H), 7. 83-7.85(d, 1H), 8. 43-8. 44 (d,
1H)

110-113 | 0.86-0. 92 (m, 3H), 1. 27-1. 47 (m, 4H), 3. 34-3. 39 (m, 2H) , 5. 83

186
-5. 96
(d, 2H), 6. 18 (brs, 1H), 6. 98 (s, 1H), 7. 20-7. 36 (m, 3H), 7. 83—
7.85(d, 1H),8.44-8.45(d, 1H)
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187 239-243 | 1.42(s, 9H), 5. 80-5. 94 (d, 2H), 5. 97 (brs, 1H), 7. 04-7. 33 (m,
4H), 7.80-7.82 (d, 1H), 8. 41-8. 42(d, 1H)
188 137-139 | 0. 54-0. 84 (m, 4H) , 2. 81-2. 83 (m, 1H), 5. 82-5. 96 (d, 2H), 6. 31
(s, 1H), 6. 99-7. 36 (m, 3H), 7. 83-7. 85(d, 1H), 8. 45-8. 47(d, 1
H),9.68(brs, 1H)
220-221 | 0.86-0.90 (m, 3H), 1. 30-1. 50 (m, 6H), 3. 32-3. 37 (m, 2H), 5. 82
189
-5. 96
(d, 2H), 6. 18 (brs, 1H), 6. 94-7. 35 (m, 4H) , 7. 82-7. 84 (d, 1H),
8. 44~ 8.45(d, 1H), 9. 72 (brs, 1H)
190 0. 82-0. 84 (m, 3H), 0. 91-1. 61 ((m, 9H), 3. 54-4. 20 (m, 1H), 5. 8
2-5.95(d, 2H), 7. 02-7. 34 (m, 4H), 7. 80-7. 82 (d, 1H), 8. 42-8.
43(d, 1H), 10.00(brs, 1H)
200 226-228 | 1.07-1. 86 (m, 10H), 3. 83-3. 85 (m, 1H), 5. 82-5. 96 (d, 2H), 7. 0
3-7.34(m, 4H), 7. 81-7. 83 (d, 1H), 8. 42-8. 43 (d, 1H)
201 166-169 | 0.92-1. 28 (m, 8H), 2. 85-3. 52 (m, 4H), 5. 82-5. 95(d, 2H), 6. 99
-7.33 (m, 4H), 7. 81-7.82(d, 1H), 8. 42-8. 43 (d, 1H)
209 109-113 | 0.91-1. 63 (m, 10H), 2. 86-3. 73 (m, 4H), 5. 81-5. 94 (d, 2H), 7. 0
1-7. 33 (m, 4H), 7. 81-7. 83 (d, 11), 8. 41-8. 42(d, 1H)
203 121-124 | 2. 71 (s, 3H), 3. 09(s, 3H), 5. 82-5. 95 (d, 2H), 6. 98-7. 35 (m, 4H
), 7.83-7.84(d, 1H), 8. 44-8. 45 (d, 1H)
204 219-221 | 1.13-1.72(m, 6H), 2. 96-3. 05 (m, 2H), 3. 68-3. 70 (m, 2H), 5. 80
-5.93
(d, 2H), 6. 98-7. 32 (m, 4H), 7. 80-7. 82(d, 1H), 8. 41-8. 42(d, 1
H)
205 171-174 | 0.92-1. 28 (m, 8H), 2. 79-3. 39 (m, 4H), 5. 80-5. 93 (d, 2H) , 6. 92
-7.27 (m, 4H), 7.81-7.82(d, 1H), 8. 43-8. 44 (d, 1H)
206 225-227 | 1.10-1.90(m, 10H), 3. 83-3. 85 (m, 1H), 5. 81-5. 95(d, 2H), 6. 9
0-7. 36 (m, 4H), 7. 82-7. 84 (d, 1H), 8. 44-8. 45 (d, 1H)
207 223-225 | 0.82-0. 84 (m, 3H), 0. 96-1. 54 ((m, 9H), 3. 55-4. 15 (m, 1H), 5. 8
1-5.94(d, 2H), 6. 98-7. 34 (m, 4H), 7. 81-7. 82(d, 1H), 8. 43-8.
44 (d, 1H)
214-216 | 0.87-0.90 (m, 3H), L. 30-1. 51 (m, 6H), 3. 29-3. 34 (m, 2H), 5. 81
208
-5.95
(d, 21), 6. 25 (brs, 1H), 6. 91-7. 34 (m, 4H) , 7. 82-7. 84 (d, 11),
8. 44— 8.45(d, 1H)
209 228-229 | 0. 48-0. 82 (m, 4H), 2. 75-2. 76 (m, 1H), 5. 82-5. 95(d, 2H), 6. 41
(s, 1H), 6. 94-7. 36 (m, 3H), 7. 83-7. 85(d, 1H), 8. 45-8. 47(d, 1
H), 10. 01 (brs, 1H)
210 215-219 | 1.33(s, 9H), 5. 82-5. 95(d, 2H), 6. 04 (brs, 1H), 7. 03-7. 35 (m,
4H), 7.82-7.84(d, 1H), 8. 44-8. 45(d, 1H)
011 180-183 | 0.90-0. 94 (m, 3H), 1. 27-1. 48 (m, 4H), 3. 30-3. 35 (m, 2H) , 5. 82
-5.95
(d, 2H), 6. 27 (brs, 1H), 6. 91 (s, 1H), 7. 18-7. 32 (m, 3H), 7. 83—
7.85 (d, 1H), 8. 45-8. 46 (d, 1H)
211-214 | 1.13-1.15(d, 6H), 4. 15-4. 21 (m, 1H), 5. 82-5. 95(d, 2H), 6. 94
212 -6. 96




WO 2012/034403 PCT/CN2011/073810

29

( d,1H),7.20-7.36(m, 3H), 7. 83-7.85(d, 1H), 8. 43-8. 44 (d,
1H)

213 129-132 | 1. 14-1. 16(d, 6H), 4. 13-4. 18 (m, 1H), 5. 82-5.95(d, 2H), 6. 04
(brs,
1H),6.97 (s, 1H), 7. 14-7. 36 (m, 3H), 7. 83-7. 85 (d, 1H), 8. 45—
8. 46 (d, 1H)

014 168-170 | 2.67 (s, 3H), 5. 86-5. 99(d, 2H), 6. 99 (s, 1H), 7. 43-7. 56 (m, 3H
), 8.10-8.12(d, 1H), 8. 46-8. 47 (d, 1H)

015 190-193 | 1. 19-1.23(t, 3H), 3. 42-3. 48 (m, 2H), 5. 89-6. 02 (d, 2H) , 6. 27
(brs,
1H), 6. 96 (s, 1H), 7. 26-7. 39 (m, 3H), 7. 90-7. 92 (d, 1H), 8. 52—
8.53 (d, 1H), 10. 13 (brs, 1H)

211-214 | 1.13-1.15(d, 6H), 4. 15-4. 21 (m, 1H), 5. 82-5. 95(d, 2H), 6. 94

216
-6. 96
( d,1H),7.20-7.36(m, 3H), 7. 83-7.85(d, 1H), 8. 43-8. 44 (d,
1H)

217 218-220 | 0.90-0.94 (m, 3H), 1. 49-1. 51 (m, 2H), 3. 30-3. 35 (m, 2H), 5. 83
-5. 96
(d, 2H), 6. 16 (brs, 1H), 6. 99 (s, 1H), 7. 19-7. 35 (m, 3H), 7. 82-
7.84 (d, 1H), 8. 43-8.45(d, 1H), 9. 82 (brs, 1H)
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(1) AR E RN MER G N — G R, A E g B B

(2) AR ALY B LI EA T R0 R X8 H E d ORI, S Dk
EAIRRER RO 2R H L (BREFAE R ) R B b OKRE# RED. XU HFH R (=i
PRI DL RS dU (BRI YD R AR RAF VS

(3) AR A S ST R A s i A R £E 0. 16mg/L FIE R AN, H
Hb T BN B2 TR AR LA 18R s 7 Amg/L FA NP HL L = ik B v AT BOAR St - R
HERRILH AR L IR 7F 20mg/L i N KRS € EGR I I AR A (AR

(D AR HBAEY) L HIF BRI 1 22 atk, S bz, Ka. fife. K
RS ey, JF B PR E HA

(5) KRR M E Y SRR A G I TR AR AN, B ISR A
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AR 24

NEAC AR B S, AR AR AR E T, e B R A S A
B ARSI 7 2

SEHER 1 N-[2- (T EEREFBE) -4-8-6-FE-RXE]-1-G-F-2-ute ) -3—
AP R TH-M-5- BRI S (LB 8)

B0 3 A AR - 1- (32 kg JE) — LH-nk -5 B R 11 &

fE 500ml = LRJRBSM, KM 1-(3-5-2- b 3 )-3- 52 3 - TH-nE e -5- F G 2L
(13.35g, 0.05mol), 300ml ZM&, [ (8.28g, 0.06mol), —i—RH Ht (8.48¢,
0.075mol), RJEMHAMIA, RN ZFEREANK, WHRER, &K, EUHHE 2#50ml
WRIE, JEMBORAGIS N 200ml FFEFAE 2 AR, SRS AT S IR0 ) FE R n A S AL (24g,
0.06mol) ) 50ml /KW, =EiRHFEL) 30min &, V584, ZREBREH, MoK, H L8 2+50ml
ZEEL, KAHINMERRIR PH (HRRRYE, ARG KEM A G AA S, Sk, M, A
3——F AR -1 - (3-5-2- Mk BE L) — IH-ntk -5 FH R 11. 05, 44 41 149-151°C, W% h 81.6%:;
'HNMR (400MHz, DMSO-d,) 65.84-5.98 (d, 2H) , 6. 74 (s, 1), 7.62-7. 65 (m, 11) , 8. 19-8. 21
(d, 1H) ,8.53-8.54 (d, 1H), 13.65 (br, 1H); M(%): 270(100) .

B 6- 5 -2-[3- G A -1 (B3-S 2- T mE ) - TH-5- ik e R ]-8- HR R
—4H-[d] [1, 3] A% HWE R -4 (¥ 45

£ 250ml = DTSRRI, 3-8l A~ 1 (35 —2- Atk e %) - 1H-Atk e —5-FR % (3g,
0.011mol) CSEJEM] 1-&Wsh—H W) | 2-3AFE-5-F-3-HIAHE (2.04g, 0.011mol),
NI 150m1, NHEIE 7ml, SPEAR A A0, AR RIS H), 755"~ 10° 5 I A LA 4 (2ml,
2.96g, 0.026mol) /ZJiF 20ml %, WINSEERSE, (RFFIE-5"~-10" &Y 1h, SR/ HATR
SRS 3h, RIVSE4 A, MK 30ml, $iEHE 3omin, 1yE, wEDHEFM 2: 1 Z05//K (2%40m1 ).
CME (2%20mD) J LMF (2+20ml) Wk, 1958 —HUMEMAE: IEMZAERERG, ok, Haka
Mg (3x40ml) U, EHAHFAICKBRRRA T ok, W45, MOmIHMTEEgH, 5
Hel Ak, PREE ARSI, R 6-5-2- [3— A AR -1- (3-G-2-Mkme J) — 1H-5-nhmedi ] -8
FHJE-4H-[d] [1, 3] A FFREME-4-H 4. 17g, #4545 206.0-207.5°C, Wk 84.22%; HNMR (400MHz,
CDCly)  61.81(s,3H),5.83-5.97(d,2H), 6.85(s,1H), 7.46-7.49(m,2H), 7.84-7.99(m,2H), 8.54-8.56(d,
1H); M(%): 421.0(100) .

W= 2- (3-F-2-MEREIE) -5——F F AU R -2H-m - (20T 200 R AR -4 - -6 - 0k
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—RHE) - A AR

7 50ml B AL, 10 6-5-2- [3—— P4 dE-1- (3-F-2-MEIE L) - 1H-5-nkmk
] -8-HI -4~ [d] [1, 3] A FFHERE-4-T (1g, 0.00238mol) CSLHifsl 1-4 8 574 1
DU 20055 W v v R B B R BT (0. 21g, 0.00286mol), EimMHER )G, KN4, W
HZSBRVUSIRI , SRR v O, By ehis, il AAoiEd 1.02 g W
A 2= (35 -2-MEmE HE) —5-—F AR L - 2H-IE M~ (2-0 T 28 T Ik -4 -6 P - 08) 3-
WL M2, M S 227.0-228.0°C , M h 87.6% ; 'HNMR ( 400MHz , DMSO-ds )
81.26(s,9H),2.16(s,3H),5.84-5.98(d,2H),  6.93(s,1H),  7.26-7.58(m,4H),  8.10-8.13(m,1H),
8.45-8.46(d, 1H),10.10(¢s,1H); M (%): 492.5(100) »

SRR 2 N-[2- (BEEFBRE) 4-5-6-FHE-FH]-1- G-F-2-rE) -3—&F
SE- 10 -5 AR A R (tbEH 3)

75 50ml S RJERSHA, 1) 6-5-2-[3—FH AL 1- (3-%-2-mthg HL) - 1H-5-ntmk
FE]-8-H13-4H-[d] [1, 3] ZEJFHEME -4~ (1g, 0.00238mol) CSEHif] 1-A Bsh 574D (1
U S0 IR 5 90 P N HR R £ B2 £ (0. 19, 0. 00286mol) & JE/KEEER4HM (0. 24g, 0. 00286mol),
TR RGE, RPEA, ARG EIER, SRRk, H OB OERER, AL
MK, JIE, RGN, H O B4R A A4 0.87 g BN
N-[2- (RS HIMEIE ) —4- 56— -8 08 ] - 1- (35 -2- Mk e &) —3—— 98t F 4L Sk — 1 H-nlk -5
PRI, 445 55 236.0-237.4°C, Wt %Ky 82. 7%; 'HINMR (400MHz, DMSO-ds) & 2.18(s,3H), 2.93-2.94(d,
2H ), 5.83-5.96(d, 2H),6.16-6.17(d,1H), 6.70(s,1H), 7.20-7.36(m,4H), 7.82-7.84(d,1H), 8.44-8.45(d,
1H),9.96(s,1H); M (%): 450.0(100) »

L] 3 N-[2- (ZEFEFBE) 4-FHE-6-FEFKE]-1-G-&F-2-itmed) 3—=&
F 4 - 1H-n e -5- BRI & B (b &4 33)

B 6B 2 [3-— i TP Ak —1- (B3-S —2-mb e 2k ) - TH-5-Hk et ] -8 Tk
~AH-[d] [1, 314 IF IR -4 1 75 3k

{E250ml = N REJREEMHT, 3 Fi A -1 (3-S-2-HEBE L) —LH-IEme-5-HG (5g,
0. 0185mo 1) CSHl (il 1~ Ji3h — 207 W)) , 2~ H-5- -3~ HI B IR (3. 24g, 0. 0185mol),
ZJiE 150m1, WEWE 15m 1, SEFHAT ] 144 S, K 0 3RS HD, -5~ —10° i I FH LA ISR C4m1,
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5.98g, 0.052mol) /ZIJIE 20ml ¥, WMsEESE, REFE-5"~-10° ¥ 1h, K5 HARAR
RN 3h, R SE4ASSE, /K 30ml, HiRE 30min, 1y, EDHEE M 2: 1 ZH5//K (2%40m1).
NG (2%30m1) K LTk (2%30ml) ke, A5 —HUE; WERZERGFG, Kk, HLRa
Hg (3x40ml> ZEHY, ANAHFCKBIRA T4 ok, w45, HOmiTEd R, A5
HERE A, PIHERE AR, R sk 4. 17g, BRI 6-FIE-2- [3-—m AL -1- (- -2-
M REJE) — TH-5-nib Mgt ] -8-HJE—4H-[d] [1, 3] A= FHEMEME-4-H, #4550 208.5-211.0°C, WF N
54.87%; 'HNMR (400MHz, CDCl3) & 1.86(s,3H), 5.84-5.97(d,2H), 6.90(s,1H), 7.27-7.98(m,3H),
8.32(s,1H), 8.55-8.56(d,1H); M(%): 411.1(100).

BoP: N-[2- (R -4-FIE-6-FR-2R 0] -1- (3-F-2-mbmedE) -3-—H H
AR L A5 B R AR 1) 5 ik

75 50ml . [ [RERBEN,  [1) 65k -2- [3— & F 4 0k -1- (3-S-2-Mkme ) - 1H-5-1kme
K1-8-FIdE-4H-[d] [1, 3] ZEFFNEE-4-F (0. 4g, 0.00097mol) (SZjlifs] 3—& B — L7
(167 DY S, R Y5 Y P2 3 i 2 % (65-70%, 0. 083g, 0. 0012mo1), FIRIFEW G, K5
A, W ZRBRDUSIR I, R Ph /v S8, AU B, g, A K 60l 44 0. 35¢,
HIoh N-[2- (ZAERIEIE) —4-T(0E-6-H 2Rk ] - 1- (3-S-2-ME B J) —3—— i H Al k- 11
np e —5- B R, M A 151.0-152.5°C, WXR A 78.6% 5 'HNMR ( 400MHz , DMSO-d; )
8 1.23-1.27(m,3H),2.26(s,3H),3.45-3.48(m,2H),
5.84-5.98(d,2H),6.23(s, 1H),6.64(s,1H),7.36-8.48(m,5H),10.52(s,1H); M (%): 457.1(100) .

DANsEhtifs] 4 st 6 45t AA R BItba C1 D) AR uiEtEmdity, nTEH)L
P R R SEBR B 7, 5 2 1 R AR R W ALOUR BRAE R LB A . AEIX LY
BTl 5r, B ey “%” BfaEa .

SEHER) 4 AR R AR S
B 1%L EH(8) (REIFR 1) 3% T ML 25 (M) 2% 1 H AR B4 LMk (JFC)
A0% Tk 8 RN 40% 132 UK IR AT 28 R, FBA RN, RIAR3 15%A] ¥ Mk 77

[m]
HH o

Seiafl 5 FLER s
¥ 109 &) (8) (K513 1), S%IARTL 500 5 CE5EE). S%HIARTL 602 5. 5% N-
PRI —2-ILE g R 75% R — B 2R i 140, BITAS: 10% A LI~ b o
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SR 6 7K S BORLRBC Ty

¥ 60%HIAL G (8) (RGIF 1), 2%HIZR LRI el L 120 ZE AR BN R AR S5 1) . 8%
¥y N=FPBE-N-JH bR IR By . 20 R IR LT 43 A 16%00 il LI ARG, B, 5
ARG, N 10—100 H i W b L BTk, SRG &8 s (RMEED.
LI 60%F 7K 73 HORE 77 i o

DAUR SEJEM] 7 22 SEitifi] 14 25 T s (A P A R B AL S DU BEA T AR 00 1 00 5 v i)
T AR HH PR AR R B AR B A 3R 2081 PR T A

A HIE R BARE T 4 vk kAT

Rl A I/ HEE (1 1D FREEREMEG, F&H 0. 1%nEiE 80 (281K Rk
2T R

REALRR AR (Plutella xylostella). WML (Spodoptera frugiperda).
WS (Heliothis armigera )~ WAEWF (Aphis medicaginis) BRMF (Myzus persicae).
IKFEHS RE(NT laparvata lugens) =M BEWWE(Liriomyza Trifol i) FIEIRIEM B ( Phaedon
cochleariae).

LA “mg/L”  ¥ft sois e/ 7t

RISl Gorl & AR FL I B0 ACRITE U, TR T

R - )R R

T

BT (%) =

TE: RIS TR E S B IR K g 5 B R T1K 1T RIR G138 2 Brid AL Y04 = A R

SEREE] 7 XTTF/NEMR (Plutella xylostella) HIBRRK:

K HIE R BT, FTALRE T, RJER T4 20s, JCT @ 9em MRS FRIL (5 /7/10),
Pe/NEI 2 @A d 15 S/, TR akIBAR, InEs. BT 26°CEARETR, T2h ER AL R, iR
B 4 ke UASKBEF Al duik, ToR ML . iR R TRt A X ETA
S BT, RI1E 1 L&Y 1-27. 33-63. 85-86. 89. 93. 99-106. 110-112 7F
Amg/L 53] T 100% KIFET-% . FAMbaH 1. 3. 4. 8. 33, 49-51, 57-58. 59. 83. 89.
101, 103, 106 7F 0. 16mg/L I 132 T 22/ 80% KFET %

SEHER] 8 X TEH A RIR (Spodoptera frugiperda) WIRXFRARL:
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W FAE (2-3 3k UATAFIM A, Bt . RN FREYLIE R, 1E 5.
12, 19d JEHBI IR BT R, JCT ©9em SWEHG R, BB v 4 dy, i sKuEAs,
. BT WEREN, 6dGaasft. Wil LRIET- R H AR EIT R, W BhEE
T BRI 1L HPL&9 3. 8. 104 33, 49, 50. 51 7F 4mg/L Bff53] T 100% (AT K. 1k
G 3. 8. 33, 51 7F 0. 8mg/L BI1HEI T 2/ 90% IFET-F. L&) 8. 33, 51 £ 0. 16mg/L
53] T &b 80% IMAET- %,

S 9 SRR R (Heliothis armigera ) IR RE:

W FAE (2-3 3k UATAFIM A, Bt . RN FREYLIE R, 1E 5.
12, 19d JEHBI M F BN, T ©@9cm ¥RIRTIRILE, Befpes hghl, Ji—sKigat,
di. BTWEEN, 6dGHRALR. Ml BT H A H T . FH R EET
T2 ROIR L& 3 . 8. 10, 33, 36, 49, 51 7F 20mg/L 433 T 100% LT % . 4k
G 8. 10, 33, 51 7F 4mg/L B3] T 100% [FIFET 2K
&Y 8 £ 0. 16mg/L BAFE] T 100% HIFET .

SEHER) 10 XPTE Y (Aphis medicaginis) WIRURRH:

Yo dm SAnf FrBY 2 Wi, W] R N RAE b, B TR RN, oK, BRE AR
SR AP W o 24h JEEBROE, AREERETR 2d SR R AR RN bs JEE THRIE L,
+o 24h JERG AR R ERIET R A E TR, AW RWEFENT. RIIE 1
LA 3. 8. 104 33-37. 39. 27. 47. 51, 83. 85. 89. 95. 101 {E 20mg/L W53] T &
/b 90% AT %K. 4b&4 3. 8. 33, 34, 35. 36. 51. 83. 101 7F 4mg/L HHE2] T £ /b 80
WAL,

SEfEB] 11 STTFEkF (Myzus persicae) HIBURRAL:

WA H W (3-4 5kt AT AL, 5T AR =R IE R B IR. 7F 5.
12, 19d JGH AT dee BT WEEN, 7-10d Jakaai R R LR FaH
ANRUHELT R, BB EEET. RIIR 1 PG 3. 8. 10, 33, 51 7F 20mg/L I3
BT 100% MAET R, LA 3. 8. 33, 51 7F 4mg/L NHER] T 2/ 90% FET- %,

SEREE] 12 X F /K R84 KA (Nilaparvata lugens) WIRURALK:
VKRG o B Ayl e TR, ] CO, BRI 3 de il iy, B T POTTER WiZs 4
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DLASSKER TR Ak, To s AL A IEH . AR B IET R it A R EIE TR, B i E
YEPET. EBIF 1 4S9 8. 33 36+ 51-53. 57+ 58 £E 100mg/L B {E%] T 2/ 90% (1At
T ALEH 8. 33, 51 £F 20mg/L W3] T 2 /0 80 % FISET K.

SRR 13 XN T =M (Liriomyza Trifolii) WIZCRIRE:
WA T (345K ) BT AT AT, BT AR IR EMEL EH TR, 165,
12, 19d/5 A AN = g gh . B WEEN, 7dERaEd . Wi LRt i

AR EITF., T B EET. RlRIFALEWS. 9. 10, 33, 36. 49, 517E20mg/L
AR T100% IPET % . tb-&5W8. 104 49. 514F4mg/LINE2] 7 100%IFET % o

SRR 14 ST TFBIRIEM B (Phaedon cochleariae) WIRLFRAL:

WA H W (3-4 5K BATAFIMISZAL I, I AR FRESLLIE R . 5.
12, 19d Ja B TR R BY R, T80T @ 9em BRGNP, BB A nt B3k 2 #4) ik,
B BKUEAR, . BT WEEN, 6-7d ol Eg R B ERIET R AL EIE T,
S REET. B51% | PAEY 3. 8. 104 33, 36+ 49. 51 ££ 20mg/L HHEE] T 100
WISET A A 3. 8. 334 51 7E 4mg/L MFH] T Z=/b 90%MIE T . 54 8 7E 0. 8mg/L
1S3 T 2 /b 90%IFET -3

UL BT, EHRALGY) 8 MERAML GV R RBIGEAT T/l 5 e iR R 46
REGETERPATINE . HPR LR 3.

Br
CHgy O

o N

Cl N~

HN |

CH,

R

R3  AEY 8 MEAUAYR BB KEE-FATHE G, %

ey | X S| W (mgly | S RE ) mm e
mg/L.) (mg/1.)
0.8 100 20 100 100 100
8 (SR 1) 0.16 100 4 90 20 80
0.032 80 0.8 30 4 0
e 0.8 100 20 70 100 80
0.16 80 4 0 20 10
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| 0032 | 20 EE | 0 | 4| 0

Zive: 1Rl 0. 16mg/L jili NXTEER H 3 dUNRE, 7E Amg/L Rl R XT3 H H R 7
WF, A 20mg/L & NXS[RIE H F AUKFE#E CI ARG Y 8 CIhEf] 1D iR dis kil
BT e E S R .
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BRI E KR A5

v PR REC (1) IR — AR R L e 1 416 R g 2 2 R HH B e R AL S El Ak
b,
= )\
A/
1 (R?
RO R =i (D

Hr
A A N 8k CH;

RUOME. mE JUE IR, bedh, mifUbcdk. SURbEE . BEMEE . i fRUBEIm AR Ik,
RICHRIE . B, BIEL AL, s UG bebiidt. pafUihide . Bedemimbet. itk
oo RARPEIRBL . BURSRIE 2}

RO mae. bidd, pifbidd. biddd . iR R eim,

ROMEL bedkalbes i

RFHE. W bk, biddk, beadh, Uitk Ok, iU a . Wk
B MpESE. ARERGEIE . FRLAE . KREURIETIE . BRAUEMRGIE . BRAEMERGAE . Uk Ak
P fre e o U EUAR I ot ok P i 0 A B HR

BE R RSPITEEN N —RER =70, Wit. nsirsoits

m h 0~4 (1340,

n ok 0~4 FIEE%L.

2 FE BN EK 1 Pk i — i P A L R 48 T IR S R e e 2R A 5400, HURFAE A
THRAMA (DD .

ROMEA. B, B, M. CColidk. C—ComfOhidE. Bl C-Cokidt. CCofliMiAt.
CoCo IREEMIE . CColltdt . MR CoCobdt . C-Coltdidt. C-ComUAERAIE. C-Coxifidi
FHHE. CrColiide. CCo MASIIERE . CCo S ERIERE . CCo R IEIRIE . MR C—Co Bttt
B CrCobrf B . iR C-Co bl BRI Bl 2 C-Cobi 2

ROME. w3 C-Colidk. xR C-Colidk. CCobtf At mifR C—Cobt A R Bim ;s

R* S B C-Cy It ik s

RUNEL FFE. C-Cobidt. CCokidE. CCliadE. mif C-CoidE. mifR C-Cobte

2
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%\ ’fﬁ C1_C6%/§k%~ %j\‘% Cst%%x Cs_caﬂ:%ﬁﬁgx ’fﬁ Cs_caﬂ:%ﬁﬁgx f}: Cst%%x CI_C6
P IRIE AL C-Co SR ZEMENEIE . C-Co HiEMENGIE . AR C-Co FEFEMEGEE . SUAEEURH)

Ci=Co Jt TR W I L 5 A A FY 2

n % 2

n_A 1o

3\ i HEBURIEE SR 2 FTa 15— ot AP A Hentl e 1) &0 R IR0 BE AR P I GR AL 54, HURFAIETE
TR & (DD .

A H N

RUNE. Wz, BIE. CCobidk. CCo i RUIEEL C-Co B IR AE

RN E . FIE C-Cohidtsixift C-Co btk

4 HZMEBOMEER 3 Frad i) 2 el FH A R e 0 &8 A B R BRI &4, FURFIEAE
THrRgi (D .

RUME. R, HIE. HIEs =R,

R* Ay o AR B o

B FIEABUREESR 4 BT (15— 96t FH AR et A ) 408 PP B0 62 TP LR AL 5, LT HEAE
THRRIERA (D EW -

OCFH, OCFH2
m /\ OCFH,
A th g
.g . D(( I
CH, ™
H30>(CH3 lHS
OCFH, OCFH, OCFH,
J—[‘( 1 ik J—f‘(
/C(( g g8 S ' /@( « o8
Cg-l HSC

3 3

6 — il g 4% BRI ZE3K 1 22 5 22— Brad i35 — TP AR A ) 408 P P Ak 21 Y 2
Wit rb e, HRFIEAE T B n b 45t (DD
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OCH,
N /o
S N
mWHf: o N
A/LR2
O LN
Horr,
A A N 8% CH;

RUOME. mE JUE IR, bedh, mifUbcdk. SURbEE . BEMEE . i fRUBEIm AR Ik,
RARHRIE . Bid gk, SURGEARE . ifRbE s bomidk . Qb BrdRmamidt . Bedkin
oo RARPEIRBL . BURSRIE &

RO mae. bidd, pifbidd. biddd . iR R eim,

m h 0~4 (1340,

n ok 0~4 FIEE%L.

T HZ AU EE K 6 FITR i 45 12 U ZEK 1 22 5 22— PTad i 2 — Y e Rt A 41
P S R H B AL A i v Tl A, HORPAE A8 T 454 20 CTDD e

A KN

ROMEA. B, B, M. CCokidk. CComfOhidE. Bl C-Cokidt. CCoiliMit.
CoCo RIRBEMIE . CoColltdE . AR CoCobdh . CColitdidt. CrCoRUARREAIE . C-Co ARkt
GEIE, CColiidh. C—Co BIAREEIAE . C-Co b EMEMRIE . C-Co b BRAE . MR C-Co Bt
B CrCobtf B . iR C-Co bt BRI Bl 2 C-Cobi 2

ROME. w3 C-Colidk. xR C-Colidk. CCobtfdE. mifR C—Cobr i B

m A 2

nHl.

8 F MAUMIEL SR 7 BTl (1)) £ 42 BRI ELSK 1 22 5 22— Bl (1) 25— 9t HH Al b e g 25 Y
P S R H B AL A i v Tl A, HORPAE A8 T 454 20 CTDD e

ROME. Kz, B CCobrdt. CCo mfRLeEEL C—Co At i

RN E . FIE CColtdRmixifC C—Cy itk o
O FZ BRI SR 8 BTk () 4 4% FRBUR B SR 1 2 5 22— BTk & — 380 P A8 bk 1k () 4% FR R 2
R R A i T a4, HORRAE A8 T 454 =0 CTDD e

RS ma. . HREB=HERE,

R Ay i 3 Bl A

v PR AR EISK 1 IR R B P AR R s ) 408 PR PR i A R I SR AL S A R
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Jrid, FURFIEAE THg R bR

(D AR EERT, 4 (VD Rxftb a5 — s WP e S T,
S AR EIgs A (VD R &4

(2) R HERIT, S0 (VD Rt aWEsE M FRE R4 1D &
7 98 T AR I MR I 5

(3) fEAR I T PEW I, AR A GRS, AR (DD Rty & — f AR 2kt
WERRIR AN A F K (V) Ron BB Z R IR S AR g i a CIDD oy — i T AR Akt
W) AH-Z5 91 (1, 3] WEwE-4-BSRAL 545

() AEAR T PR R, EiRa (DD s 08— 96 AR ARt e iy 402597 [1, 3]0
—A-FRA SR A (VD Rom ALE VIR AL (1) Ry & — T A AR e
20 P B 2 o T B R B

Hrp gty (1D dID. (V)L (VDL (VD i (VD FoRpb- 54t

OCH,F H,FC—0
/ }N / |
N
N
C[r( QN 2N Fis 4
n (R%)
(1) R%)  (Ill) (V)

FH,C—O

H—0
i OR® OR®
COOH 2N a
ne@) 1 a
V)

NH, n (R?) n (R?)

(V1) (VII)

AV R RS RS RURIRFEETRA L m oA n fR) 2 SCUASUR) 225K 1

LI ZHEBCREER 100 B (35— P S R bk W F <08 P 2 i o R I SRAL 5 ) & T
%, HARIEAE T
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