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R (Ri)n (R (R)n R
— 2-NO, 2-S0,C,H; 2,3-2F 2,3-2CH;
2-Cl-4-F 4-CH;-2-Br 2-C1-4-Br 4-CH;-2-Cl 2-Cl4-T
2-F 3-NO, 3-S0,C,Hs 2.4-2F 2,4-2CH,
3-F 4-NO, 4-S0,C,H; 2,5-2F 2,5-2CH;,
4-F 2-SCF; 2-CO,CH; 2,6-2F 2,6-2CH;
2-Cl 3-SCF; 3-CO,CH; 3.4-2F 3,4-2CH,
3-Cl 4-SCF; 4-CO,CH; 3,5-2F 3,5-2CH;
4-Cl 2-OCH; 2-C0O,C,Hs 2,3-2C1 2,3-2C5Hs
2-Br 3-OCH; 3-CO,C.Hs 2,4-2C1 2,4-2C-H;
3-Br 4-OCH; 4-CO,C,H; 2,5-2C1 2,5-2C,H;
4-Br 2-COCH; 2-N(CHs)» 2,6-2C1 2,6-2C-Hs;
21 3-COCH,; 3-N(CH;), 3,4-2C1 3,4-2C,Hs
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3 4-COCH, 4-N(CH,), 3.5-2C1 3.5:20,H,8
4l 2-CHyPh 2N(Calls)y 2.3-2Br 2320k,
2-CH, 3-CH,Ph 3-N(CoHy), 2.4-2Br 2.4-2CF;
3-CH, 4-CH,Ph 4-N(CoHy), 2,5-2Br 2.5-2CF;
4-CH, 2-C(CHy), 4-Ph 2.6-2Br 2.6-2CF,
2-CoH;s 3-C(CHa)s 2-0Ph 3.4-2Br 3.4-2CF;
3-C-Hs 4-C(CHy)s 3-OPh 3,52Br 3,5-2CF,
4-CoH,s 2-COCH; 4-OPh 2.3-2CN 2.6-2SCF,
2-CFs 3-COCH; 2.3-20CH; 24-2CN 3.4-25CF,
3-Cls 4-COCH, 2.4-20CH; 2.5-2CN 3,525CF,
4-CF; 2-COC,H, 2.5-20CH; 2.6-2CN 2.3-2SCH,
2-0CH, 3-COCH, 2.6-20CH; 34-2CN 2.4-2SCH,
3-0CH; 4-COCH; 3 4-20CH, 3.5-2CN 2.5-2SCH;
4-OCH, 2-SOCH, 3.5-20CH; 2-F-4-Cl 2.6-2SCH;
2-SCH; 3-SOCH, 3-CONH, 2F-4-Br 3.4-2SCH,
3-SCH, 4-SOCH, 4-CONH, 2F-41 3,5-2SCH;
4-SCH; 2-S0,CH, 2-0CH,Ph 2-F-5-Cl 2.3-20CF;
2-0CF; 3-S0,CH, 3-0CH,Ph 3F-5-Cl 2.4-20CF,
3-0CF, 4-SO,CH; 4-OCH,Ph 4-F-3-Cl 2.5-20CF,
4-OCF, 2-SOC,H; 2.3-2N0, 4-F-6-Cl 2.6-20CF,
2-CN 3-SOC,H, 2.4-2NO, 23.43F 3 4-20CF,
3-CN 4-SOC,H; 2,5-2NO, 23.53F 3.5-20CF,
4-CN 2-OCHF, 2.6-2NO, 2.3,63F 2.3-25CF,
2-Ph 3-OCHF, 3.4-2N0, 2.4.53F 2.4-25CF,
3-Ph 4-OCHF, 3.5-2N0, 2.4.63F 2.5-2CF;
3-CIAT 2.4.6-3CH, 4-Cl-2-Br 2.4.63C,H; 34.53F
2-NHCOCH, 2.3.43CI 3-NHCOCH, 2.3.53C1 4-NHCOCH,
2.3.63C1 2-NHSO,CH, 2.4.53C1 3-NHSO,CH, 2,4.63C1
4-NHSO,CH; 3.4,53C1 2-(Ph-4-Cl) 2.3,43Br 3-(Ph-4-Cl)
2.3.53Br 4-(Ph-4-Cl) 23.63Br 2-CH(CHz), 2.4.53Br
3-CH(CHa), 2.4.6-3Br 4-CH(CHs), 2-CHy5-F 3-CHyd-I
2-CHy-4-F 3.4.53Br 2-CF,-4-Cl 2-CHy-5-Cl 2-CHy-4-NO>
2-CH,-4-Cl 4-CHy3F 2-CF,-4-Br 2-CHy-5-Br 2-CHy-4-1
2-CHs-4-Br 4-CHy3C1 3-CF,-4-NO, 2-CHy-6-Cl 2-CHy-6-C,H,
4-CH,-3-Br ENCTWRE 4-CFy-2-Br 3-CHy2-Br 2-CHy-6-NO,
2.4.6:3CF, 3-CF,-4-Cl 2-CHy-5-NO, 2-CHy-4-OCH, 3-CHy-4-Cl
2-CHy3F 4-CF;2-NO, 2-CH,-3-NO, 4-S0,CH;-2C] 3-CHy-4-Br
2-NO,-4.6-2Br 4-CF2-Cl 2-SCHy-5-Cl 2.4.6-3N0, 2-CHy-3-Cl
2.4-2F-6-Cl 2.3-2C1-4-Br 2-OH-4-CH, 2-OH-4-Cl 2-OH4-Br
5-CF,-2-Cl 5-CF;-2-OCH, 4-CHy-2,6-2Br 3-CHa-4-NHCOCH; 2 NO»-4-F
5S-CFs-2-Br 2-CF,-4-NO, S-CHu-4-F-6-Cl 4-CHy-3-NHSO,CH; 2-NO»-4-Cl
2-CN-3-F 2.4-2N05-6-C| 4-C(CHy);-2-C 4-CH»-3-OCH,Ph-6-Br 3-NO,-4-Br
2-CN3-Cl 242NO-6-Br | 4-CFy-2-Cl-6-Br 5-CHy-2-0CHy4-Cl 2-NO,-5-Cl
2.CN-4-NO, | 232CH(CH,), | 2-COOCH,-4-Br 4-COCH,-2.6-2C] 3NO,-4-Cl
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2-CN-4-C1 2,4-2CH(CH,), 4-COOCH;-2-Cl 5-CF;-2-NHCOCH; 3-NO,-4-Br
2-CN-4-Br 2,5-2CH(CH;), 4-COOCH;-2-Br 2-CH;-4-NO,-6-Cl 4-NO,-2-Cl
4-CN-2-CF3 2,6-2CH(CH;), 2,4,6-3CH(CH3), 2-CH3-4-NO,-6-Br 5-NO,-2-Cl
4-CN-2-Cl 3,4-2CH(CH3), 2,4,6-3C(CHs)3 2-CH;-6-NO,-4-Cl 5-NO,-2-Br
4-CN-2-NO, 3,5-2CH(CH;), 2,3-2CH;-6-NO, 2-CH;-6-NO,-4-Br 2-OCH;-5-Cl
5-CH3-2-F 2-NO;-4-OCHj; 2,4-20CH;-3-Cl 2,5-20CH3-4-NO; 4-OCH;-3-F

4-CH;-2-NO, 2-NO,-4-0C,Hs 5-CONH,;-2-Cl1 2,6-2CH;3-4-C(CHs); 4-OCHj;-3-Cl
4-CH3-3-NO, 2,3-2C(CH3); 4-N(CHj3),-2-NO, 4-CF5-2-NO,-5-Cl 3-NO,-4-F
5-CH;-2-CN 2,4-2C(CH3); 5-N(CH3);-2-NO, 4-CF3-2-NO,-6-Cl1 2-OCF;-4-CN
5-NO,-2-F 2,5-2C(CHj3); 4,5-2CH;-2-NO, 4-CF;-2-NO,-6-Br 2-OCF;-4-Cl1
2-CF;3-4,6-2C1 2,6-2C(CH3); 2-NO,-4-F-5-Cl 5-CH;-2-CONH, 2-OCF;-4-Br
2-CF5-4,6-2Br 3,4-2C(CH3); 2-CN-4-NO,-6-Cl 2-CH;-5-CONH, 2-F-4,6-2Br
3-CH;-2,6-2C1 3,5-2C(CH3); 2-CN-4-NQ,-6-Br 5-NHCOCH;-2-Cl 4-0OCF;-2-Cl
2-CH;-4,6-2Br 4-SO,NH, 2-OCH,CH=CH, 4-O(CH;),N(CHz), 4-OCF3-2-Br
2,4,6-30CH; 4-NO,»-2-OCH; 3-OCH,CH=CH, 4-CH;-3-OCH,Ph 2,3,5,6-4F
3,4,5-30CH; 2-CH,CH=CH, 4-OCH,CH=CH, 2-CH,C(CH;)=CH, 2-CN-4,6-2C1
2,4,6-3SCH3; 3-CH,CH=CH, 2-OCH,C=CH 3-CH,C(CH;3)=CH,3 2-CN-4,6-2Br
2,4,6-30CF; 4-CH,CH=CH, 3-OCH,C=CH 4-CH,C(CH;)=CH, 4-CN-2,6-2C1
2,4,6-3SCF; 2-C(CH;3)=CH, 4-OCH,C=CH 4-O(CH,);CH;-2-NO, 4-CF5-2,6-2Cl
2-CH,C=CH 3-C(CH;)=CH, 5-NO,-2-OCH, 3-OCH;-4-CO,CH; 4-CF;-2,6-2Br
3-CH,C=CH 4-C(CH;)=CH, 5-CH;-2-OCH; 2-CH(CH;)CH,CH(CH3), | 2.3,4,5,6-5CI
4-CH,C=CH 4-F-2,6-2Br 4-N0,-2,6-2C1 2,3-(CH,CH,CH,-) 2,3-(OCF,0-)
2-F-3-Cl 2,4-2F-6-C1 4-OCF;-2-NO, 2,3-(CH,CH,CH,CH,-) 2,3-(0OCH,0-)
3-CH3-2-Cl 2-F-4-Cl1-6-Br 6-NO,-2,3,4-3F 4-NO,-2,5-2Cl1 3,4-(OCH,0-)
4-O(CH,);CH; 2,3,5,6-4F-4-CF; 4-NO,-2,6-2Br 4-F-3-C1-2,6-2Br 3,4-(OCF>0-)
2-OH 3-OH 4-OH 2,4-20H 3,4-20H

[0068] VI :KH “-"FExn =0,
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[0071] K 2

[0072]
= R, R4 R, Rs X Y (R n

1 H CH; n-Bu CH; 0] 0] —
2 H CH; n-Bu CH; 0] 0] 4-Cl
3 H CHj; n-Bu CHj; O 0] 4-F
4 H CH; n-Bu CH;, @) 0] 4-Br
5 H CH, n-Bu CH, 0 0 4-CH,
6 H CH;3 n-Bu CH; 0] 0] 4-C,Hs
7 H CH; n-Bu CH; 0] 0] 4-NO,




CN 103003248 B w o B 8/28 T
[0073]

8 H CH; n-Bu CH; (0] 0] 4-CF;

9 H CH; n-Bu CHj 0] 0 4-CN

10 H CH; n-Bu CH; o) 0 4-CO,CH;
11 H CH; n-Bu CH; 0] 0 4-SCH;
12 H CH; n-Bu CH; 0 0 4-SO,CH;,4
13 H CH; n-Bu CH;3 (0] 0] 4-0OCF;
14 H CHj n-Bu CHs 0 0] 4-OCHj
15 H CH; n-Bu CH;3 (0] 0] 4-OCH,CF;
16 H CH; n-Bu CH; (0] 0 4-OPh
17 H CH; n-Bu CH; 0] 0 2-Cl

18 H CH; n-Bu CH; (0] 0 2-F

19 H CH; n-Bu CH; o) 0 2-OCH;
20 H CH; n-Bu CH; (0] 0 2-CH;
21 H CH; n-Bu CH; 0] 0] 3-Cl
22 H CH; n-Bu CH; 0] 0 2,4-2Cl1
23 H CH; n-Bu CH; (0] 0 2,3-2Cl1
24 H CH; n-Bu CH; (0] 0 3,5-2C1
25 H CH; n-Bu CH;3 (0] 0] 2-Cl-4-F
26 H CH, n-Bu CH, 0 0 2,4-2F
27 H CH, n-Bu CH, 0 0 2,3-2F
28 H CH, n-Bu CH, 0 0 3,4-20CH,
29 H CH, n-Bu CH, 0 0 2,4-2CH,
30 H CH, n-Bu CH, 0 0 3,4-2CH,
31 H CH; n-Bu CH; (0] O 2,5-2CH;
32 H CH; n-Bu CH, 0] 0 2,6-2CH;
33 H CH; n-Bu CH,4 0] 0 4-(4-C1-Ph)
34 H CH; n-Bu CH; 0] 0 4-n-C;H,
35 H CH; n-Bu CH; ) 0 4-t-C4Hy
36 H CH; n-Bu CH; (0] 0 2,4,6-3CH,
37 H CH; n-Bu CH; (0] 0] 2,4,6-3C1
38 H CH;, n-Bu CH;, 0 0 2,3,4-3F
39 H CH; n-Bu CH; S 0] —

40 H CH; n-Bu CH(CH, ), S 0 —

41 CH; CH; n-Bu CH; (0] 0 —

42 CH; CH; n-Bu CH(CH;), 0] 0 —

43 H CH; n-Bu CH; 0] S —

44 H CH; n-Bu CH(CH3), @) S —

45 H CHj n-Bu CH,CH=CH, o) S —

46 H CH; n-Bu CH(CH3), 0] 0 —

47 H CH; n-Bu CH(CH;), 0 0 4-Cl
48 H CH; n-Bu CH(CH;), 0 0 4F
49 H CH; n-Bu CH(CHs), 0 0 4-CH;
50 H CH; n-Bu CH(CH,), 0 0 4-NO,
51 H CH, n-Bu CH(CH,), 0 0 4-CF,

[0074]
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52 H CH; n-Bu CH(CHa), 0 0 4-CN
53 H CH; n-Bu CH(CHs), 0 0 4-OCF,
54 H CH; n-Bu CH(CH,), 0 0 4-OCH;
55 H CH, n-Bu CH(CH), 0 0 2-Cl
56 H CH, n-Bu CH(CH,), 0 0 2-F
57 H CH; n-Bu CH(CH3), 0] 0] 2-OCH;
58 H CH; n-Bu CH(CHj3); 0 0 2-CH;
59 H CH; n-Bu CH(CHs), 0 0 3-Cl
60 H CH; n-Bu CH(CHs), 0 0 2,421
61 H CH; n-Bu CH(CHj;), 0] 0] 2,3-2C1
62 H CH; n-Bu CH(CHs), 0 0 3,5-2C1
63 H CH; n-Bu CH(CHs), 0 0 2-Cl-4-F
64 H CH; n-Bu CH(CH»); 0 0 2,4-2F
65 H CH; n-Bu CH(CH:); 0 0 2,3-2F
66 H CH; n-Bu CH(CH:), 0 0 3,4-20CH;
67 H CH; n-Bu CH(CH:), 0 0 2,4-2CH;
68 H CH; n-Bu CH(CHs;), 0 0] 3,4-2CH3;
69 H CH; n-Bu CH(CHs), 0 0 2,5-2CH;
70 H CH; n-Bu CH(CHa), 0 0 2,6-2CH;
71 H CH; n-Bu CH(CH3), 0 0 4-(4-C1-Ph)
72 H CH, n-Bu CH(CH,), 0 0 2.4,6-3CH,
73 H CH, n-Bu CH(CH), 0 0 2.4,6-3C1
74 H CH, n-Bu CH(CH,), 0 0 2,3,4-3F
75 H CH; n-Bu C,H; 0] 0] —
76 H CH; n-Bu C,H;s 0] 6] 4-Cl
77 H CH; n-Bu C,Hs 0] 0] 4-F
78 H CH; n-Bu C,H; 0] O 4-CH;
79 H CH; n-Bu C,H; 0 0 4-CN
80 H CH; n-Bu C,H; 0 0 4-OCF;
81 H CH;, n-Bu C>Hs 0] 0] 4-OCHj;
82 H CHj; n-Bu C,Hs (0] O 2-Cl
83 H CH; n-Bu C,H; 0] 0] 2-F
84 H CH; n-Bu C,Hs 0] 0] 2-OCH;
85 H CH3; n-Bu C,Hs (0] O 2-CH3
86 H CH; n-Bu C,H; 0] 0] 3-Cl
87 H CH; n-Bu C,Hs 0] O 2,4-2C1
88 H CH, n-Bu C,Hs 0 0 2,3-2C1
89 H CH, n-Bu C,Hs 0 0 3,5-2C1
90 H CH, n-Bu C,Hs O 0O 2-Cl-4-F
91 H CH; n-Bu C,Hs O O 2.4-2F
92 H CH; n-Bu C,H; 0] 0] 2,3-2F
93 H CH; n-Bu C,H, 0 0 3,4-20CH,
94 H CH; n-Bu C,H; 6] 6] 2,4-2CHj;
95 H CH; n-Bu C,H; 6] 0] 3,4-2CHj;

[0075]
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96 H CH; n-Bu C,Hs 0 0] 2,6-2CH;
97 H CH; n-Bu C-H; 0] 0] 4-(4-CI-Ph)
98 H CH; n-Bu C-H; 0] 0] 2,4,6-3CH;
99 H CH; n-Bu C,H;s 0 0] 2,4,6-3Cl1
100 H CH; n-Bu C-H; 0] 0] 2,3,4-3F
101 H CH; n-Bu n-Bu 0] 0] —
102 H CH3; n-Bu n-Bu 0] o) 4-Cl
103 H CH3; n-Bu n-Bu 0] 0] 4-F
104 H CH; n-Bu n-Bu 0] o) 4-CH;
105 H CH; n-Bu n-Bu 0] o) 4-CN
106 H CH; n-Bu n-Bu 0] 0] 4-0OCF;5
107 H CH; n-Bu n-Bu 0] 0] 4-OCH;
108 H CH; n-Bu n-Bu 0] o) 2-F
109 H CH; n-Bu n-Bu 0] O 3-Cl
110 H CH; n-Bu n-Bu O 0] 2,4-2C1
111 H CH; n-Bu n-Bu 0] 0] 2,3-2C1
112 H CHj n-Bu n-Bu 0] O 3,5-2Cl
113 H CH; n-Bu n-Bu o) O 2-Cl-4-F
114 H CH; n-Bu n-Bu 0] 0] 2,4-2F
115 H CH; n-Bu n-Bu 0] O 2,3-2F
116 H CH; n-Bu n-Bu 0] O 3,4-20CH;
117 H CH; n-Bu n-Bu 0] 0] 3,4-2CH;
118 H CH; n-Bu n-Bu 0] O 2,6-2CH;
119 H CH; n-Bu n-Bu 0] 0] 2,4,6-3CH;
120 H CH; n-Bu n-Bu 0] 0] 2,4,6-3Cl1
121 H CH; n-Bu n-Bu 0 0] 2,3,4-3F
122 H CH; n-Bu CH,CH,0CH; 0 o —
123 H CH; n-Bu CH,CH,OCHj; 0 0 4-Cl
124 H CH; n-Bu CH,CH,0OCH; 0 0 4-F
125 H CH; n-Bu CH,CH,OCH; 0] O 4-CH;,
126 H CH; n-Bu CH,CH,OCHj; 0] 0 4-CN
127 H CH; n-Bu CH;CH,0CHj; 0 0 4-0CF;
128 H CH; n-Bu CH,CH,OCH; 0] O 2-F
129 H CH; n-Bu CH,CH,OCH; 0] 0 2,4-2C1
130 H CH; n-Bu CH,CH,0OCH; 0 0] 2,3-2Cl1
131 H CH; n-Bu CH.CH,OCH; 0] 0] 3,5-2C1
132 H CH; n-Bu CH,CH,OCHj;4 0] 0 2-Cl-4-F
133 H CH; n-Bu CH,CH,OCH, 0 0] 2,4-2F
134 H CH; n-Bu CH,CH,OCH; 0] 0] 2,3-2F
135 H CH; n-Bu CH,CH,OCH; 0] 0 2,6-2CH;
136 H CH; n-Bu CH,CH,0OCH; 0 0] 2,4,6-3CH;
137 H CH; n-Bu CH,CH,OCH; 0O 0] 2,4,6-3C1
138 H CH; n-Bu CH,CH,OCHj, 0] 0] 2,3,4-3F

[0076]
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139 H CH n-Bu % 0 0 -
}L Q
140 H CH; n-Bu O 0 0 4-Cl
2y Q
141 H CH; n-Bu O 0 0 4-F
142 H CH, n-Bu % 0 0 4-CH
2 o]
143 H CH; n-Bu O 0 0 4-CN
144 H CH, n-Bu e 0 0 4-OCF,
By o]
145 H CH; n-Bu \Q 0 o) 2-F
146 H CH, n-Bu % 0 0 2.4-2C]
147 H CH, n-Bu }‘\QO) 0 0 2,3-2C1
148 H CH, n-Bu % 0 0 3,5-2C1
149 H CH, n-Bu 3“\@ 0 0 2-Cl-4-F
150 H CH, n-Bu % 0 0 2,40F
151 H CH; n-Bu }‘\LO) 0 0 2,32F
152 H CH, n-Bu % 0 0 2,6-2CH;
153 H CH, n-Bu }‘\LO) 0 0 2,4,6-3CH;
154 H CH; n-Bu % 0 0 2.4,6-3C1
155 H CH, n-Bu 3“\@ 0 0 2,3,4-3F
156 H CH, n-Bu CH,Ph 0 0 _
157 H CH; n-Bu CH,Ph 0 ) 4-Cl
158 H CH, n-Bu CH,Ph 0 0 4F
159 H CH, n-Bu CH,Ph 0 ) 4-CHs
160 H CH; n-Bu CH-,Ph 0] O 4-CN
161 H CH, n-Bu CH,Ph 0 ) 4-OCF;
162 H CH, n-Bu CH,Ph 0 0 2F
163 H CH, n-Bu CH,Ph 0 0 2,4-2C1
164 H CH, n-Bu CH,Ph 0 0 2,3-2C1
165 H CH, n-Bu CH,Ph 0 0 3,5-2C1
[0077]
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166 H CH, n-Bu CH,Ph 0 0 2-Cl-4-F
167 H CH, n-Bu CH,Ph 0 0 2,4-2F
168 H CH, n-Bu CH,Ph 0 0 2,3-2F
169 H CH, n-Bu CH,Ph 0 0 2,6-2CH,
170 H CH, n-Bu CH,Ph 0 0 2,4,6-3CH;
171 H CH, n-Bu CH,Ph 0 0 2,4,6-3C1
172 H CH, n-Bu CH,Ph 0 0 2,3,4-3F
173 H CH; n-Bu CH(CH;)Ph 0 0 —
174 H CH; n-Bu CH(CH;)Ph 0 0 4-C1
175 H CH; n-Bu CH(CH;)Ph 0 0 4-F
176 H CH; n-Bu CH(CH;)Ph 0 0 4-CH,
177 H CH, n-Bu CH(CH;)Ph 0 0 4-CN
178 H CH: n-Bu CH(CH;)Ph 0 0 4-OCF;
179 H CH, n-Bu CH(CH;)Ph 0 0 2-F
180 H CH; n-Bu CH(CH;)Ph 0 0 2,4-2C1
181 H CH: n-Bu CH(CH;)Ph 0 0 2,3-2C1
182 H CH: n-Bu CH(CH;)Ph 0 0 3,5-2C1
183 H CH; n-Bu CH(CH;)Ph 0 0 2-Cl-4-F
184 H CH; n-Bu CH(CH;)Ph 0 0 2,4-2F
185 H CH, n-Bu CH(CH,)Ph 0 0 2,3-2F
186 H CH, n-Bu CH(CH,)Ph 0 0 2,6-2CH,
187 H CH, n-Bu CH(CH,)Ph 0 0 2,4,6-3CH;
188 H CH, n-Bu CH(CH,)Ph 0 0 2,4,6-3Cl
189 H CH, n-Bu CH(CH;)Ph 0 0 2,3,4-3F
190 H CH, n-Bu CH,CH,N(CH;), 0 0 —
191 H CH; n-Bu CH,CH,N(CH;), 0 0 4-C1
192 H CH; n-Bu CH,CH,N(CH;), 0 0 4-F
193 H CH, n-Bu CH,CH,N(CH5), 0 0 4-CHj,
194 H CH, n-Bu CH,CH,N(CH:), 0 0 4-CN
195 H CH; n-Bu CH,CH,N(CH:), 0 0 4-OCF;
196 H CH; n-Bu CH,CH-N(CH3), 0 0 2-F
197 H CH, n-Bu CH,CH-N(CH;), 0 0 2,4-2C1
198 H CH; n-Bu CH,CH,N(CH;), 0 0 2,3-2C1
199 H CH, n-Bu CH,CH,N(CHs), 0 0 3,5-2C1
200 H CH, n-Bu CH,CH-N(CH.), 0 0 2-Cl-4-F
201 H CH, n-Bu CH,CH,N(CH,), 0 0 2,4-2F
202 H CH, n-Bu CH,CTLN(CHy), 0 0 2,3-2F
203 H CH, n-Bu CH,CH,N(CHs), 0 0 2,6-2CH;
204 H CH, n-Bu CH,CH,N(CHs), 0 0 2,4,6-3CH;
205 H CH, n-Bu CH>CH>N(CH:), 0 0 2,4,6-3C1
206 H CH, n-Bu CH,CH>N(CH), 0 0 2,3,4-3F
207 H CH, H CH, 0 0 —
208 H CH, H CH;, 0 0 4-C1
209 H CH, H CH, 0 0 4-F
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210 H CH, H CH, 0 0 4-CH;
211 H CH, H CH, 0 0 4-NO,
212 H CH, H CH, 0 0 4-CF;
213 H CH, H CH, 0 0 4-CN
214 H CH, H CH;, 0 0 4-OCF,
215 H CH; H CH;, 0 0 4-OCH,
216 H CH, H CH, 0 0 2-Cl
217 H CH; H CH, 0 0 2-F
218 H CH; H CH, 0 0 2-OCH;
219 H CH; H CH; 0 0 2-CHs
220 H CH; H CH; 0 0 3-Cl
221 H CH; H CH, 0 0 2,4-2Cl
222 H CH;, H CH;, 0 0 2,3-2C1
223 H CH; H CH;, 0 0 3,5-2C1
224 H CH, H CH, 0 0 2-Cl-4-F
225 H CH; H CH, 0 0 2,4-2F
226 H CH; H CH;, 0 0 2,3-2F
227 H CH, H CH, 0 0 3,4-20CH;
228 H CH, H CH, 0 0 2,4-2CH;
229 H CH, H CH, 0 0 3,4-2CHs;
230 H CH, H CH, 0 0 2,5-2CH,
231 H CH, H CH, 0 0 2,6-2CH,
232 H CH, H CH, 0 0 4-(4-C1-Ph)
233 H CH; H CH, 0 0 2,4,6-3CH,
234 H CH; H CH, 0 0 2,4,6-3C1
235 H CH, H CH, 0 0 2,3,4-3F
236 H CH, CH, CH, 0 0 —
237 H CH, CH, CH, 0 0 4-Cl
238 H CH, CH, CH, 0 0 4-F
239 H CH; CH: CH;, 0 0 4-CHj,
240 H CH; CH: CH; 0 0 4-CN
241 H CH; CH: CH;, 0 0 4-OCF;
242 H CH; CH: CH, 0 0 2-F
243 H CH; CH: CH, 0 0 2.4-2C1
244 H CH; CH: CH; 0 0 2,3-2C1
245 H CH, CH, CH, 0 0 3,5-2C1
246 H CH, CH: CH, 0 0 2-Cl-4-F
247 H CH; CHs CH, 0 0 2,4-2F
248 H CH, CH, CH, 0 0 2,3-2F
249 H CH, CHs CH, 0 0 2,6-2CHs
250 H CH, CH: CH, 0 0 2,4,6-3CH;
251 H CH, CH, CH, 0 0 2,4,6-3C1
252 H CH, CH, CH, 0 0 2,3,4-3F
253 H CH, CH, CH(CHs), 0 0 —
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254 H CH, CH, CH(CIL), 0 0 4-Cl
255 H CH, CH, CH(CH;), 0 0 4-F
256 H CH;, CH, CH(CH;), 0 0 4-CH,
257 H CH, CH, CH(CH;), 0 0 4-CN
258 H CH, CH, CH(CH;), 0 0 4-OCF;
259 H CH; CH, CH(CH;), 0 0 2-F
260 H CH, CH, CH(CH3), 0 0 2,4-2C1
261 H CH; CH, CH(CH;), 0 0 2,3-2C]
262 H CH, CH, CH(CH;), 0 0 3,5-2C1
263 H CH, CH, CH(CH,), 0 0 2-Cl-4-F
264 H CH; CH, CH(CH;), 0 0 2,4-2F
265 H CH; CH; CH(CH;), 0 0 2,3-2F
266 H CH; CH, CH(CH;), 0 0 2,6-2CH;
267 H CH; CH: CH(CH;), 0 0 2.4,6-3CH;
268 H CH; CH, CH(CH;), 0 0 2,4,6-3C1
269 H CH; CH, CH(CH;), 0 0 2,3,4-3F
270 H CH; H CH(CH;), 0 0 —
271 H CH, H CH(CH;), 0 0 4-Cl
272 H CH;, H CH(CH;), 0 0 4-F
273 H CH; H CH(CH;), 0 0 4-CHj,
274 H CH, H CH(CH;), 0 0 4-CN
275 H CH, H CH(CH;), 0 0 4-OCF;
276 H CH; H CH(CH;), 0 0 2-F
277 H CH; H CH(CH;), 0 0 2,4-2C1
278 H CH, H CH(CH), 0 0 2,3-2C1
279 H CH, H CH(CHs), 0 0 3,5-2C
280 H CH, H CH(CH;), 0 0 2-Cl-4-F
281 H CH; H CH(CH;), 0 0 2,4-2F
282 H CH, H CH(CH»), 0 0 2,3-2F
283 H CHs H CH(CH;), 0 0 2,6-2CH;
284 H CH; H CH(CH;), 0 0 2,4,6-3CH;
285 H CH; H CH(CH;), 0 0 2,4,6-3C1
286 H CH; H CH(CH; ), 0 0 2,3,4-3F
287 H Ph H CH(CH;), 0 0 —
288 H Ph H CH(CH,), 0 0 4-Cl
289 H Ph H CH(CH;), 0 0 4-F
290 H Ph H CH(CH;), 0 0 4-CH,4
291 H Ph H CH(CH,), 0 0 4-CN
292 H Ph H CH(CH;), 0 0 4-OCF;
293 H Ph H CH(CH;), 0 0 2-F
294 H Ph H CH(CH;), 0 0 2,4-2C1
295 H Ph H CH(CIL), 0 0 2,3-2C1
296 H Ph H CH(CH;), 0 0 3,5-2C1
297 H Ph H CH(CH;), 0 0 2-Cl-4-F
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298 H Ph H CH(CH;), 0 0 2,40F
299 H Ph H CH(CIL), 0 0 2,3-2F
300 H Ph H CH(CH,), 0 0 2,6-2CH;
301 H Ph H CH(CH,), 0 0 2,4,6-3CH,
302 H Ph H CH(CH3), 0 0 2,4,6-3C1
303 H Ph H CH(CH3), 0 0 2,3.4-3F
304 H Ph H CH, 0 0 —
305 H Ph H CH; 0 0 4-Cl
306 H Ph H CH; 0 0 4-F
307 H Ph H CH, 0 0 4-CHj;
308 H Ph H CH;, 0 0 4-CN
309 H Ph H CH, 0 0 4-OCF;
310 H Ph H CH, 0 0 2-F
311 H Ph H CH;, 0 0 2,4-2C1
312 H Ph H CH; 0 0 2,3-2C1
313 H Ph H CH, 0 0 3,5-2C1
314 H Ph H CH, 0 0 2-C1-4-F
315 H Ph H CH, 0 0 2.4-2F
316 H Ph H CH, 0 0 2,3-2F
317 H Ph H CH, 0 0 2,6-2CH;
318 H Ph H CH, 0 0 2,4,6-3CH,
319 H Ph H CH, 0 0 2.4,6-3C1
320 H Ph H CH, 0 0 2,3,4-3F
321 H CF; H CH(CH3), 0 0 —
322 H CF; H CH(CH3), 0 0 4-Cl
323 H CF; H CH(CH3), 0 0 4-F
324 H CF; H CH(CH3), 0 0 4-CHs,
325 H CF; H CH(CH3), 0 0 4-CN
326 H CF; H CH(CH3), 0 0 4-OCF;
327 H CF; H CH(CH3), 0 0 2-F
328 H CF; H CH(CH;), 0 0 2,4-2C1
329 H CF; H CH(CH;), 0 0 2,3-2CI
330 H CF; H CH(CH,), 0 0 3,5-2C1
331 H CF; H CH(CH;), 0 0 2-Cl-4-F
332 H CF; H CH(CHs), 0 0 2,4-2F
333 H CF; H CH(CH»), 0 0 2.3-2F
334 H CF, H CH(CH,), 0 0 2,6-2CHs;
335 H CF, H CH(CH;), 0 0 2,4,6-3CH;
336 H CF, H CH(CH;), 0 0 2,4,6-3C1
337 H CF; H CH(CH3), 0 0 2,3,4-3F
338 H CF; H CH, 0 0 —
339 H CF; H CH, 0 0 4-Cl
340 H CF, H CH;, 0 0 4-F
341 H CF, H CH, 0 0 4-CHj,
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342 H CF; H CH, 0 0 4-CN
343 H CF; H CH, 0 0 4-OCF,
344 H CF; H CH, 0 0 2-F
345 H CF; H CH, 0 0 2,4-2C1
346 H CF; H CH, 0 0 2,3-2C1
347 H CF; H CH; 0 0 3,5-2C1
348 H CF; H CH, 0 0 2-Cl-4-F
349 H CF; H CH, 0 0 2,4-2F
350 H CF; H CH, 0 0 2,328
351 H CF; H CH, 0 0 2,6-2CH;
352 H CF; H CH, 0 0 2,4,6-3CH;
353 H CF; H CH, 0 0 2,4,6-3CI
354 H CF; H CH, 0 0 2,3,4-3F
355 H CH; Ph CH(CH3), 0 0 —
356 H CH; Ph CH(CHs), 0 0 4-CN
357 H CH; Ph CH(CH3), 0 0 4-OCF,
358 H CH; Ph CH(CH;), 0 0 2-F
359 H CH, Ph CH(CH;), 0 0 2,4-2C1
360 H CH, Ph CH(CHs), 0 0 2,3-2C1
361 H CH; Ph CH(CHs), 0 0 3,5-2C1
362 H CH, Ph CH(CH3), 0 0 2,4-2F
363 H CH, Ph CH(CH3), 0 0 2,3-2F
364 H CH, Ph CH(CH3), 0 0 2,3,4-3F
365 H CH; Ph CH, 0 0 —
366 H CH; Ph CH, 0 0 4-CN
367 H CH, Ph CH, 0 0 4-0CF,
368 H CH, Ph CH, 0 0 2-F
369 H CH; Ph CH, 0 0 2,4-2C1
370 H CH, Ph CH, 0 0 2,3-2C1
371 H CH; Ph CH; 0 0 3,5-2C1
372 H CH; Ph CH; 0 0 2,4-2F
373 H CH; Ph CH, 0 0 2,3-2F
374 H CH; CH,Ph CH(CH3), 0 0 —
375 H CH, CH,Ph CH(CH;), 0 0 4-CN
376 H CH, CH,Ph CH(CH;), 0 0 4-OCF,
377 H CH;, CH,Ph CH(CH;), 0 0 2-F
378 H CH, CH,Ph CH(CH5), 0 0 2,4-2C1
379 H CH, CH,Ph CH(CH»), 0 0 2,3-2C1
380 H CH, CH,Ph CH(CH;), 0 0 3,5-2C1
381 H CH; CH,Ph CH(CHs), 0 0 2,4-2F
382 H CH; CH,Ph CH(CHs), 0 0 2,3-2F
383 H CH, CH,Ph CH(CH;), 0 0 2,3,4-3F
384 H CH, CH,Ph CH, 0 0 —
385 H CH, CH,Ph CH, 0 0 4-CN
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386 H CH; CH,Ph CH, 0 0 4-OCF;
387 H CH, CH,Ph CH, 0 0 2-F
388 H CH; CH,Ph CH, 0 0 2,4-2C1
389 H CH; CH,Ph CH, 0 0 2,3-2C1
390 H CH; CH,Ph CH, 0 0 3,5-2C1
391 H CH, CH,Ph CH; 0 0 2,4-2F
392 H CH; CH,Ph CH, 0 0 2.3-2F
393 H CH,CH,CH, CH(CH3), 0 0
394 H CH,CH,CH, CH(CH3), 0 0 4-Cl
395 H CH,CH,CH, CH(CH3), 0 0 4-F
396 H CH,CH,CH, CH(CH;), 0 0 4-CH,
397 H CH>CH,CH, CH(CH;), 0 0 4-CN
398 H CH,CH,CH, CH(CH;), 0 0 4-OCF,
399 H CH,CH,CH, CH(CH;), 0 0 2-F
400 H CH,CH,CH, CH(CH3), 0 0 2,4-2C1
401 H CH,CH,CH, CH(CH3), 0 0 2,3-2C1
402 H CH,CH,CH, CH(CH3), 0 0 3,5-2C1
403 H CH,CH,CH, CH(CH;), 0 0 2-Cl-4-F
404 H CH,CH,CH, CH(CH;), 0 0 2,4-2F
405 H CH,CH,CH, CH(CH3), 0 0 2,3-2F
406 H CH,CH,CH, CH(CH3), 0 0 2,6-2CH;
407 H CH,CH,CH, CH(CHs), 0 0 2,4,6-3CHs;
408 H CH,CH,CH, CH(CH;), 0 0 2,4,6-3C1
409 H CH,CH,CH, CH(CH3), 0 0 2,3,4-3F
410 H CH,CH,CH, CH, 0 0 —
411 H CH,CH,CH, CH, 0 0 4-Cl
412 H CH,CH,CH, CH, 0 0 4-F
413 H CH,CH,CH, CH, 0 0 4-CHj;
414 H CH,CH,CH, CH, 0 0 4-CN
415 H CH,CH,CH, CH, 0 0 4-OCF;
416 H CH,CH,CH, CH, 0 0 2-F
417 H CH>CH,CH, CHs 0 0 2,4-2C1
418 H CH,CH,CH, CH, 0 0 2,3-2C1
419 H CH,CH,CH, CH, 0 0 3,5-2C1
420 H CH,CH,CH, CH, 0 0 2-Cl-4-F
421 H CH,CH,CH, CH; 0 0 2.4-2F
422 H CH,CH,CH, CH; 0 0 2.3-2F
423 H CH,CH,CH, CH, 0 0 2,6-2CH;
424 H CH,CH,CH, CH, 0 0 2,4,6-3CH;
425 H CH,CH,CH, CH, 0 0 2.4,6-3C1
426 H CH,CH,CH, CH; 0 0 2,3,4-3F
427 H CH,CH,CH,CH, CH(CH;), 0 0 —
428 H CH,CH,CH,CH, CH(CH), 0 0 4-Cl
429 H CH,CH,CH,CH, CH(CH3), 0 0 4-F
[0083]
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430 H CH,CH,CH,CH, CH(CH»), 0 0 4-CH,
431 H CH,CH,CH,CH, CH(CH;), 0 0 4-CN
432 H CH,CH,CH,CH, CH(CH), 0 0 4-OCF;
433 H CH,CH,CH,CH, CH(CH;), 0 0 2-F
434 H CH,CH,CH,CH, CH(CH,), 0 0 2,4-2C1
435 H CH,CH,CH,CH, CH(CHy), 0 0 2,3-2Cl
436 H CH,CH,CH,CH, CH(CH3), 0 0 3,5-2C1
437 H CH,CH,CH,CH, CH(CH3): 0 0 2-Cl-4-F
438 H CH,CH,CH,CH, CH(CH3), 0 0 2,4-2F
439 H CH,CH,CH,CH, CH(CH3)> 0 0 23-F
440 H CH,CH,CH,CH, CH(CH;), 0 0 2,6-2CH;
441 H CH,CH,CH,CH, CH(CH3), 0 0 2,4,6-3CH;
442 H CH,CH>CH-CH, CH(CH;), 0 0 2,4,6-3Cl
443 H CH,CH,CH,CH, CH(CH3), 0 0 2,3,4-3F
444 H CH,CH,CH,CH, CH; 0 0 —
445 H CH,CH,CH,CH, CH, 0 0 4-Cl
446 H CH,CH,CH,CH, CH, 0 0 4-F
447 H CH,CH,CH,CH, CH; 0 0 4-CH,
4438 H CH,CH,CH,CH, CH, 0 0 4-CN
449 H CH,CH,CH,CH, CH, 0 0 4-OCF,
450 H CH,CH,CH,CH, CH;, 0 0 2-F
451 H CH,CH,CH,CH, CH, 0 0 2,4-2C1
452 H CH,CH,CH,CH, CH, 0 0 2,3-2C1
453 H CH,CH,CH,CH, CH; 0 0 3,5-2C1
454 H CH,CH,CH,CH, CH, 0 0 2-Cl-4-F
455 H CH,CH,CH,CH, CH, 0 0 2,4-2F
456 H CH,CH,CH,CH, CH, 0 0 2,3-2F
457 H CH,CH,CH,CH, CH;, 0 0 2,6-2CH;,
458 H CH,CH,CH,CH, CH, 0 0 2,4,6-3CH;
459 H CH,CH,CH,CH, CH, 0 0 2,4,6-3C1
460 H CH,CH,CH,CH, CH; 0 0 2,3,4-3F

[0084]  VE . “-"FKIx"n =0,
[0085] A HIIE A T APl #2 M LA R 7 ikl g, 2 rb a5 2k e SR -

[0086]
X i
j\/\)\ (R1 + )J\ R j\)\)\ (R1)n

2 5\ \ X 2
Il I I

[0087] o AT B ¥R A 1EAT, 0 B SR AT 3 1B an DU Mg . O SR s AR
TR RN, N- L R R B AR S
[0088] & BRI I F AnE S AL R S AL AN B R AN B IR AT B TR AN — L& ke
AN BT B BT BN A
[0089]  Js AVl A2 W] A 253 2 v A UL R 22 (), JBHS R 20-100°C
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[0090] S MVERFIA] A 30 43 %h & 20 /NI, % 1-10 /N,
[0091]  wp [A) {4 TT m] gy Ao [R) A& TV A0V 3% B8 C 50 7 i 46 & 15 3, AR A senl 2 0
W02008145052,

W

[0092]
Ry
O O NH A R~
N =
2 Ran | J(Ri)n
RMO/\ + JJ\ A | “ )\ “~ i 1

3 it BN N HO™ "N” °N

4 R2 R2
v \ Il

[0003]  Fh a4k TTT W] LA W sl CL 077 50015, BARE sl 2 L W02008092335.
[0094]

X
—al e
HYRs T A,

VI il
[0095]  Hp{a)4A& VI A] LATTIE
[0096]  TE X T AL-EHAT AR B A BN H A SR b A 55 10 B A0 5 7 Y o BT T
PRI I s A B 55— H R 5 G20 Bl o T A A e A b 0 L Ath 45885 75 96 9 o1 1100 8 5 461
Wi X T A AP T A8 Aol sl At Ak A B 16 99 1R IR R 250 A . T, 18K T
AR FIVRHR B O T T TCRE 0 /22 O 2 TR0 B 0 e i 3
SRR T o  AURSUIZE 9 T 50 R B R RS S AR S0 S B AR I KRR SO
IKREFEIEIG NI /N FE B3 « H S B A% 0 K/ BRE &5
[0097]  HH FILRAR Rk, iR Ak G4l A R A PR 30 AR b R e 22500 B R E ) K
FAIAE , DL NI 22 AR S T 5508 B A0
[0098] AR A3 ERAR R, Ak A I FH DR 5 P IR 2 i o502, 461 B A &40 S BROR B B4R
V) S B R I RGN B AR S A il 2 T SR R B
[0099]  BEALR 10 55 -5 2T AL A YIFIE R EAE 7 2 KB IR R .
[0100] AR B 55— B Wk eb Fod i il R T 4&4, B vd AR Mk A 20 & S R
/R BB/ AT LR RRE L. TR SV EEEA
bt 10 55 -5 AT AR L.
[0101] & T SEBR A H FARME AFH & —Fhsi 2 i [ A ASYIE R ZE .
[0102]  [RIUk, AR B (1) 75 A — Rl R 7 RIGEFE — MR EAEY, SA1EME A S
H T AR Bl sz ik, AamhmEtEa s mERE T 25 &R 0.1-99%.
[0103]  ZHAWEIAE FAE 20T DU TR T R 370 L IH L) B35 SO 571 AR
TEASE AR R T AR A
[0104]  ZHAW 52 DL Ty 2 2% 1, 9 A3 78 R I 3s e A7 A8, @ ik ¥ )
I/ BT A T 5 T B AT T A I
[0105]  AJ FH FK) [ 44 8 7 ek A 2 4o 4« — AR RE il e e R L A
B BRERES R S R A IR B REEE 1 LA
[0106]  [R7K LAAN, ] R AR RE SR A2 491 G 5 A LS 7 ( = R R B B 2R KR A4
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SRS Al (i), BEe (PR AR TR R H ), BR2R (LR LR LIRS+
TBRE ) WA (PR AR 25 Sl S B 2Kl LFEIIER RS ) BRIZSE (N, N= L
B N— FISLALL R i 2% )

[0107] W] A AR MG PE R 2 bR IR £k otk 07 Hefied R i BR AR S e 2 LD AL F) 26
LN AR ER A AN B = LA s = LG

[0108]  ZH &3 vl {5 Rp R (108 IR0 FH 14 52 189 IR, B0 0kl & 700 B BT R AP S 5 LA
BB LI e A 5 o

[0100]  E iR 254 i 1tk Al 7 P A B2 PR 1 A 70« A P ) BRI 4 1 AR 119
RS R i AR TV T A R TR W O R VR TR 1-90%6, Uik 5-60%

[ot10]  HUIRFE, ul LU A S s hnge 58 T AL & W5 10 FA IS T e o3, 81 3
b B AR AT DA B BRI LR A

o111l JURFSRIZY I FL A2 Bl T

[ot12] & TFEFINECH] & BT s TR 7 &5 8N 5% —35% o LUK A5t A IR 25 70
T BRGSO A RS BRI, BEATBITE , i e 851 o

(01131 ZKFLFNIEC ] 5 J5 245 AT FLALTRINAE A , AW 20 S0 AR o KK S DLARH
SRS, O KA. AR RIE SR N R ACH I B AR BORE AR I A BIZK AR, K
I RO RAFIIZK LT o AR KBTI ZK FLARGE TR 70 &5 8 B 5% —16% . Al kL), A
KWL B Y0l — P SO IR A1), B FLAL IR S AL S A2 7K P 0 20 1
Ao

[o114] WG MER TR IC AR 322 0 5 R, g SR 24 25 Tl 2 1T 771 e [ A A R 5 S5 78 20 VR
o AR U R 5, BIAS RIPI0E &8 (Bl 1096 -40% ) AR IR I . DAl e
38 TG P PR AT T, A S B AR A 5 0 T AT A0 1 [ 4083 A okt = e U R 5k Tk
PR 25 LR R A AT/ By BGR 2 BT A ) o

(01151 7K 73 BSCPERE 7] (AT R o) < Jir 24 MRy U Tl 4 T 791 . e 2 ) RS 45 77 S R AT R
EREE, FINAKARE ST, NN 10 22 100 H i 9 53Rl h 34T 380k, SR 5 R 22 T8 i
g CHESR Ve ) o Rl i 2 L 20 B o AR n R Y ) B e (AR SR i A BE AL A, LA
KON A JFORIE P » ST R R Jim JEAT W5 5 AR, SR RS TR O 20 % 30 %6 BUREAR

[m]
HH o

BRXHEA

[o116] AR B A4St 19 R dE— 35 Ui BH AR R B, {HAS S B 4 HEAV PR T X 2841+ (BT R
B )

[0117] & R SE i f

[o118]  SZjffsl] 1 ALEH 1 Kl

[o119]  (1)5- J2& —6- 3L —2- (ORE A ) Weng —4- 32k (11-1) WM& Rk

[0120]
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0O o0
NH, o NZ
Aw T - A
N”NH N7 N7 OH
H H
1/2 H,CO,4

I-1

[0121]  7F 250 == T S M A AR I N 2R T R 2 (13,5 52, 100 =ZAE/K ) « B — i iR ig
(22. 3 35,120 ZEEEIR ) Jo 120 =T 2K, FHELRIRUR MY, 73K 2873 7K H A2 %A KA1, FF4k
ST /NI PR B 22 R R o NV P 2 B, e SR [ A, FH 20 %6 LK
PR TS AR (T1-1)18. 3 35, I 71. 2%,

[0122]  (2) (L& 1 G K

[0123]
0
L) cndiN oW
HJ\\N OH TEA/DCM HJ\\N oJ\o/
-1 1

[0124]  7F 50 ZF+ S MO AP AR O H [R) A s ig i (T1-1) (0. 4 38, 1. 55 22K ) 8 Z Tt
TR OO K 0.3 =T = L% (TEN) , S| PiHE 218w & 7R F s 0.2 5,2. 11
ZEREIR ) N 3 2T A MBS, SRR L /MK, TLC I Sz B e e . 9 s i 5], %
RPFEZHT1F 0. 35 e Lt RALE 1, 103 71. 6% .

[0125] 4% W %% ¥5 "H-NMR (300MHz, N F& T™MS, %5 1 CDCL,) %1 K : 8 (ppm) :0. 93 (t, 3H),
1. 42 (m, 4H) , 2. 45 (s, 3H) , 2. 48 (m, 2H) , 7. 00 (m, 1H) , 7. 15 (s, 1H) , 7. 28 (m, 2H) , 7. 57 (m, 2H) .
[o126]  Sjfdl] 2 AL 46 1] &

[0127]

O J\
©\ NZ | CI)J\O O\ NZ | 0
H/k\N OH TEA/DCM HJ\\N O)J\OJ\

-1 46
[0128] £ 50 & T NI A AR YOID N R ARk ms g i (T1-1) (0. 4 52, 1. 55 Z£EE/K ) \8 =Tt
THEFRE OO K 0. 3 =T = LM (TEA) , Sl 2125 s F R = AN 0.3 58, 2. 45
ZZPEIR ) M3 ZETF ST BRI, IR 1 /NI, TLC Wa i e B e B o el s JIE 25 v ), ok
RYKEENT 0. 31 sg B @R A 46, B 58. 2% .
[0129]1 % Wi %% 4% "H-NMR (300MHz, P4 #% TMS, ¥ 1 CDCL,) W1~ : & (ppm) :0.93 (¢, 3H),
1. 38(d,6H) , 1. 43 (m, 4H) , 2. 45 (s, 3H) , 2. 50 (t, 2H) , 5. 03 (m, 1H) , 6. 99 (m, 1H) , 7. 17 (s, 1H) ,
7.29 (m, 2H) , 7. 57 (m, 2H) .
[0130]  SEJtifsl] 3 k&4 156 K%
[0131] (1) SR BRI A Ak
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HO e CI)J\O
C O

[0133]  7F 250 2T e OB H KN =D (29. 8 36, 0. 1 BEIR ) V50 2= FHDU SAL Rk , VK
By 2 5 CULR, Ptk T 2K I EE (10.8 52, 0. 1 BE/R ) Fl 20 ZEFHVUEALIR AT, 1
Inse Rl 2 oK, SN 5 /i, TLC M S R 58 58 o il i G 2598571, NN SR 4015, I H
IKVEES, TEANZ, Bivs 16. 31 sentumiiRy, 103 95. 6% .

[0134]  (2) tLEW 156 K&K

[0135]
0
CI)J\O/\©
L) - X R
N\N OH N“NTNo 0

TEA/DCM

[0132]

II1 156

[0136]  7F 50 ZZF+ K M HH AR I N Fh [R) R msig i (11-1) (0.4 52, 1. 55 /R ) .8 =ZFt
AP 0.3 ZFF = L%, BB T IRIE RN PR A 0. 34 5,2 ZEER) F3
T R PR RN 1N, TLC W s W se ke, He Bid 2508551, 7k Rk )2 0T 15
0. 38 Jo L PRI &4 156, L3 62. 6%

[0137]  #% M %% #% "H-NMR (300MHz, P k% T™MS, % # CDC1,) &I F : 8 (ppm) :0. 91 (m, 3H),
1. 39 (m, 4H) , 2. 42 (s, 3H) , 2. 46 (m, 2H) , 5. 31 (s, 2H) , 6. 97 (m, 1H) , 7. 02 (s, 1H) , 7. 26 (m, 2H) ,
7.38(m,5H), 7. 57 (m, 2H) »

[0138]  SEZjitifsl] 4 A& 393 [ ihl#%

[0139] (1) MEmERE-P(AfA (11-2) A Rk

[0140]
QL S oLr
e+ (o O L,
1/2 H,CO4 H
V-1 1I-2
[0141]  7E 250 Z& T e B H AR IR B0 AN Rk B2 £ (13.5 58,100 2 BE/R )« B — Ml iR s
(IV-1) (18.7 35, 120 Z£/BI/RK ) M 120 2+ F 2R, FHERIGUR M, 43 K48 50K, B2 %A KA
Fi s B GRS B /NI, 98 Bk 23 R A 70 o S50 973 A 22 s L » o e e [ 4, FH 20 % £
KIS, TS AR A (11-2)15. 8 52, K 69. 5% .
[0142]  (2) fLAEH 393 & K

[0143]
(0] J\
QLK = O A
NJ\\N OH TEA/DCM N)%N o)J\o
H H
-2 393
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[0144]  7F 50 ZE T+ K MR AR N Hp (Rl R s g 2 (11-2) (0.4 52, 1. 76 ZZEIR ) (10 2
FFE T 0. 4 =T+ = O, EiRPiH: T2 N TR RS (0. 34 38,2 ZAE/R ) M
3 = R PR IR RN 1 /NI, TLC W0 S B Se ¥E o el JiE 259851, TR Rk JE T 1
0. 41 33 AR E4) 393, % 74, 3% . K 124-126°C.

[0145]  #% 1 %% #% "H-NMR (300MHz, P b TMS, % 71 CDC1,) #1 F : & (ppm) :1.39(d,6H),
2.13(m, 2H) , 2. 82 (q, 2H) , 2. 94 (q, 2H) , 5. 02 (m, 1H) , 7. 04 (m, 1H) , 7. 11 (s, 1H) , 7. 28 (m, 2H) ,
7.59 (m, 2H) .

[0146]  SZfifs] 5 ALAH 443 4%

[0147] (1) WERERZPRMA (11-2) BIE R

[0148]

F. NH, 0O o . v

F N’gNH + ij)\O/\ j@\ A

FoH F N" N7 oH
1/2 H,CO; g H
V-2 -3

[0149]  7F 250 Z=Ft R W AR 2, 3, 4— =R MR ER £ (18.9 38,100 ZJEIR ) |
B - MRS (TV-2) (20.4 3¢, 120 ZZHE/R ) M 120 Z+F 2K, FHEFIFLR Y, 70 K85 537K, B
EEN &S a5 AR S S ] i VA N I ) 73 RN (552 825 1| I VA 5 S i P w8 - SY T
H 20% ORGSR, T A EE A (T1-2)16. 1 58, K 54. 6%,
[0150]  (2) fLAE 443 G K

[0151]
0
F:@\ )N:g? Cl)J\OJ\ F N0 J\
F 1 N" N7 OH TEA/DCM FI;\H)\\N o)J\o

F
-3 443

[0152]  7F 50 ZEF KN AR A A B) R s g i (T1-2) (0.4 38, 1. 35 ZJEI/R ) (10 =
TG 0. 4 ZF = 2N, SR TR & PR A EE (0. 34 58,2 ZAER) F
3 BT R PR, EAR RN 1N, TLC WIS N 5 He o 9 I RV 70, B R A J = M 15
0. 38 v (A E A4S 443, K 73.8% . 5 124-126°C.,
[0153] 4% i %% % "H-NMR (300MHz, P k% TMS, %§ 71 CDC1,) @1 F : 6 (ppm) :1.38(d,6H),
1. 82 (m, 4H) , 2. 55 (g, 2H) , 2. 78 (q, 2H) , 5. 01 (m, 1H) , 6. 92 (m, 1H) , 7. 05 (s, 1H) , 8. 17 (m, 1H) .
[0154]  AJ B AbAL S Py il 28 2 m] 22 DL b s fal
[0155]  FRAb S S s Xz g s (HNMR, 300MHz, Y FR TMS, %577 CDCL,) WI'F -
[0156] 4k & 4 13 : 44 15 90-92 ‘C. & (ppm) :0.94(t,3H), L. 43 (m,4H) , 2. 46 (s, 31) ,
2.51(t,2H),3.94(s,3H),7. 14 (s, 1H), 7. 17 (m, 2H) , 7. 60 (m, 2H) .
[0157]  AL&W) 45 KSR, 6 (ppm) :0. 94 (t, 3H) , 1. 43 (m, 4H) , 2. 46 (s, 3H) , 2. 48 (t,
2H) , 3. 62 (m, 2H) , 5. 18 (m, 1H) , 5. 31 (m, 1H) , 5. 92 (m, 1H) , 7. 00 (m, 2H) , 7. 28 (m, 2H) , 7. 59 (m,
2H) .
[0158] 4k & 4 53 : 4 £ 80-81 ‘C. & (ppm) :0.94(t,3H),1.36(d,6H), 1. 46 (m,4H),
2. 44 (s, 3H) , 2. 51 (t, 2H) ,5. 03 (m, 1H) , 7. 13 (m, 3H) , 7. 59 (m, 2H) .
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[0159]  4b&W) 75 SRR, 8 (ppm) :0. 94 (t, 3H), 1. 41 (m, TH) , 2. 45 (s, 3H) , 2. 48 (m,
2H) , 4. 37 (q,2H) , 7. 01 (m, 1H) , 7. 17 (s, 1H) , 7. 30 (m, 2H) , 7. 58 (m, 2H) »

[o160] 4L & ¥ 101 : &% AR W K. 6 (ppm) :0. 94 (m,6H), 1. 43 (m, 6H) , 1. 74 (m, 2H) ,
2. 46 (s, 3H) , 2. 50 (m, 2H) , 4. 31 (g, 2H) , 7. 03 (m, 2H) , 7. 30 (m, 2H) , 7. 58 (m, 2H) »

[o161]1 4L &4 122 : 4 £ 135-137°Co 6 (ppm) :0. 91 (m, 3H) , 1. 43 (m, 4H) , 2. 45 (s, 3H) ,
2.52(m, 2H) , 3. 41 (s, 3H) , 3. 69 (m, 2H) , 4. 44 (m, 2H) , 7. 03 (m, 2H) , 7. 30 (m, 2H) , 7. 58 (m, 2H) .
[0162] Ak & H 139 : 4% 55 135-137°C. 6 (ppm) :0. 91 (m, 3H) , 1. 43 (m, 4H) , 1. 93 (m, 4H) ,
2. 45 (s, 3H) , 2. 50 (m, 2H) , 3. 88 (m, 2H) , 4. 27 (m, 3H) , 7. 00 (m, 1H) , 7. 11 (m, 1H) , 7. 29 (m, 2H) ,
7. 58 (m, 2H) »

[0163]1 4k & ¥ 173 : K B R W& 1&. & (ppm) :0. 88 (m, 3H), 1. 37 (m, 7H) , 2. 46 (s, 3H) ,
2. 50 (m, 2H) , 4. 37 (m, 1H) , 7. 01 (m, 3H) , 7. 34 (m, 6H) , 7. 58 (m, 2H) »

[0164] 4k & ¥ 223 : # /4 96-98 ‘C. & (ppm) :2. 46 (s,3H),3. 96 (s,3H),6. 53 (s, 1H),
7.00 (s, 1H),7. 37 (s, 1H) , 7. 57 (s, 1H) »

[0165] 4k & #) 253 : 44 »5 122-124°C. & (ppm) :1. 36 (m,6H) , 2. 07 (s, 3H) , 2. 40 (s, 3H) ,
5.02(m, 1H), 7. 00 (m, 1H) , 7. 08 (s, 1H) , 7. 29 (m, 2H) , 7. 58 (m, 2H) ,

[0166] 4k & 4 270 : K5 W R [ fk. 6 (ppm) :1.39 (m,6H), 1. 42 (s, 3H),5. 00 (m, 1H) ,
6. 46 (s, 1H), 7. 01 (m, 1H) , 7. 28 (m, 2H) , 7. 33 (s, 11) , 7. 60 (m, 2H) ,

[0167] 4k & # 287 : 4% 55 100-102°C. & (ppm) :1. 39 (m,6H) , 5. 05 (m, 1H) , 7. 00 (s, 1H) ,
7. 06 (m, 11) , 7. 34 (m, 3H) , 7. 48 (m, 3H) , 7. 65 (m, 2H) , 8. 04 (m, 2H) ,

[0168] AL & 4 304 : 4 /5 133-134°C. & (ppm) :3. 97 (s,3H),7.00(s, 1H), 7. 05 (m, 1H) ,
7. 36 (m, 3H) , 7. 49 (m, 3H) , 7. 68 (m, 2H) , 8. 05 (m, 2H) .

[0169] 4L & 4 330 : 44 £ 118-120°C» & (ppm) :1.42(d,6H),5. 08 (m, 1H) ,6. 95 (s, 1H) ,
7.07 (m, 1H) , 7. 55 (m, 3H) »

[0170] AL & 347 : #5 /5 110-112°C. & (ppm) :3. 98 (s, 3H),6. 53 (s, 1H) , 7. 00 (s, 1H) ,
7.37(s,1H),7.57 (s, 1H) »

[0171] Ak & % 409 - & 55 113-115°C. 6 (ppm) :1.39(d,6H), 2. 15 (m, 2H) , 2. 83 (q, 2H) ,
2.95(q,2H) ,5. 00 (m, 1H) ,6. 93 (m, 1H) , 7. 17 (s, 1H) , 8. 17 (m, LH) »

[0172] Ak & W) 427 ¥ 55 114-116 'C. 6 (ppm) :1.38(d,6H), 1. 82 (m, 4H) , 2. 54 (q, 2H) ,
2. 77 (q,2H) ,5. 02 (m, 1H) , 6. 97 (m, 1H) , 7. 02 (s, 1H) , 7. 28 (m, 2H) , 7. 58 (m, 2H) ,

[0173]  HFRISEEf] (A MR ER S 5=, MU s e EirsmnaA)
[0174]  SZHfe] 6 :30 % AL& 4 1 AEMEN 5
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25 100

46 8.3 100
2.8 80

25 100

253 8.3 80
2.8 50

25 100

347 8.3 100
2.8 50

25 100

393 8.3 80
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25 100
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25 100
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25 100
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25 80

K2 8.3 0
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