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(136) JP 6001168 B2 2016.10.5
gooao
ANT 7 X = MEA YD L]
No Rs- R7 R: R Rs Ro *FoN—1 FIN—2
1 2-Cl Me Me H H R R
2 2-Cl Me Me H H S S
3 2-Cl Me Me H H Rac. (syn) Rac. (syn)
4 2-Cl Me Me H H Rac. (anti) Rac. (anti)
5 2-Cl Me H H H R R
6 2-Cl Me H H H S S
7 2-Cl Et Bt H H R R
8 2-C1 Et Et H H S S
9 2-Cl D/ A=CaVa % H H R R
10 2-Cl VI aNrFI H H S S
11 2-Cl1 D= o H H R R
12 2-Cl1 D= R Vg % H H S S
13 2-Cl1 AF R H H R R
14 2-Cl AFNAR B H H S S
15 2-F Me Me H H R R
16 2-F Me Me H H S ]
17 2-F Me H H H R R
18 2-F Me H H H S S
19 2-F Et Et H H R R
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20 2-F Et Et H H S S
21 2-F vruaXrF v H H R R
22 2-F vraRvF H H S S
23 2'F /=T H H R R
24 2-F /=R H H S S
25 2-F AFARPY H | H R R
26 2-F AFNRE Y H H S S
27 2-1 Me Me H H R R
28 2-1 Me Me H H S S
29 2-1 Me H H H R R
30 2-1 Me H H H S S
31 2-1 Et Et H H R R
32 2-1 Et Et H H S S
33 2-1 vruRF I H H R R
34 2-1 v7arF)L H H S S
35 21 V7 aAF ) H H R R
36 2-1 v an~Ev H H S S
37 2-1 AFNRE H H R R
38 21 AF VAR R H H S S
39 2,4-Cl Me Me H H R R
40 2,4-Cl Me Me H H S S
41 2,4-Cl Me H H H R R
42 2,4-Cl Me H H H S S
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43 2,4-Cl Et Et H H R R
44 2,4-Cl Et Et H H S S
45 | 2,4-Cl I mRUTF L H | H R R
46 2,4-Cl v aFN H H S S
47 2,4-Cl D/ =R H H R R
48 2,4-Cl D7 =R S 2 H H S S
49 2,4-Cl AFNRE H H R R
50 2,4-Cl AFNARB H H S S
51 2,6-Cl Me Me H H R R
52 2,6-Cl Me Me H H S S
53 2,6-Cl Me H H H R R
54 2,6-Cl Me H H H S S
55 2,6-Cl Et Et H H R R
56 2,6-Cl Et Et H H S S
57 2,6-Cl /=0l oy H H R R
58 2,6-Cl /=R % H H S S
59 2,6-Cl1 VI aAF )L H H R R
60 2,6-Cl T aA~F )V H H S S
61 2,6-Cl1 AFAR B H H R R
62 2,6-Cl AFNRE H H S S
63 2-NH> Me Me H H R R
64 2-NH: Me Me H H S S
65% | 2-NHa Me Me H H R R
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66* 2-NHs Me Me H H S S
67 2-NHz Me H H H R R
68 2-NH: Me H H H S S
69 2-NH: Et Et H H R R
70 2-NHsz Et Et H H S S
71 2-NH: R FI H H R R
72 2-NHz vy alrFI H H S S
73 2-NH: D= % H H R R
74 2-NH: v7an~Fiov H H S S
75 2-NH2 AFNNRE H H R R
76 2-NHz AFA B H H S S
77 2-NO2 Me Me H H R R
78 2-NO2 Me Me H H S S
79 2-NO2 Me H H H R R
80 2-NO2 Me H H H S S
81 2-NO2 Et Et H H R R
82 2-NOg Et Et H H S S
83 2-NO2 VT aRF N H H R R
84 2-NO2 VIR F ) H H S S
85 2-NO2 DA =2 H H R R
86 2-NOg /A= RaNC Vg4 H H S S
87 2-NO2 AFNRB Y H H R R
88 2:NO2 AF R H H S S
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89 2-NOz VIR HNE=) H H R R
90 2-NO2 vrahNR=)v H H S S
91 2-Me Me Me H H R R
92 2-Me Me Me H H S S
93 2-Me Me H H H R R
94 2-Me Me H H H S S
95 2-Me Et Et H H R R
96 2-Me Et Et H H S S
97 2-Me R FI H H R R
98 2-Me vruaF H H S S
99 2-Me /A=t gid H H R R
100 2-Me Yrun~Ei)L H H S S
101 2-Me AT B H H R R
102 2-Me AFN_ B H H S S
103 | 2-MeNH Me Me Me H R R
104 | 2-MeNH Me Me Me H S S
105 H Me Me H H R R
106 H Me Me H H S S
107 H Et Et H H R R
108 H Et Et H H S S
109 H IR F H H R R
110 H /A= Ve wig H H S S
111 H VA= S0 % H H R R
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112 H vran~Eiv H H S S
113 H Me Me H H R R
114 H Me Me H H S S
115 H Et Et H H R R
116 H Et Et H H S S
117 H 7 uRF)v H H R R
118 H 7 aXFor H H S S
119 H VI aAF )L H H R R
120 H vru~FUv H H S S
121 H Me Me H H R R
122 H Me Me H H S S
123 H Et Et H H R R
124 H Et Et H H S S
125 H e/ A=Ea Ve Wid H H R R
126 H DA =2V Y H H S S
127 H D/A=TaS % H H R R
128 H v anF v H H S S
129 H Me Me H H R R
130 H Me Me H H S S
131 H Et Et H H R R
132 H Et Et H H S S
133 H vy aRrF)v H H R R
134 H I aRF)v H H S S

10

20

30

40



(142) JP 6001168 B2 2016.10.5
135 H DEZA= SN H H R R
136 H v~k H H S S
137 Cl Me Me H H R R
138 Cl Me Me H H S S
139 Cl Et Et H H R R
140 Cl Et Et H H S S
141 Cl v aR T H H R R
142 Cl v uayF H H S S
143 Cl ra~nFigr H H R R
144 Cl DE7A= eV H H S S
145 Cl Me Me H H R R
146 Cl Me Me H H S S
147 Cl Et Et H H R R
148 Cl Et Et H H S S
149 Cl XTI H H R R
150 Cl r7aRrF)N H H S S
151 Cl DA =T i H H R R
152 Cl VA =EaN- Ve % H H S S
153 Cl Me Me H H R R
154 | Cl Me Me H | H s s
155 Cl Et Et H H R R
156 Cl Et Et H H S S
157 Cl I uaXF H H R R
158 Cl VA=V o % H H S S
159 Cl DA =R V% H H R R
160 Cl I a~F L H H S S
161 Cl Me Me H H S R
o) UL
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H NMRO 400MHz, DMSOO & 1.460 1.560 m, 6HO , 1.650 1.900 m, 2HO , 2.00 s, 2HO ,
3.960 4.210 m, 2HO , 4.420 dt, JO 7.02, JO 3.27, 1HO , 5.170d, JO 7.0, 1HO , 7.
620 7.640 m, 2HO , 7.770 7.900 m, 2HO .
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H NMRO 400MHz, CDCl,0 & 0.900 t, JO 8.0, 6HO , 1.590 q, JO 8.0, 4HO
2HO , 3.960 4.210 m, 2HO , 4.420 dt, JO 7.02, JO 3.27, 1HO , 5.170d,
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1H NMRO 400MHz, CDCl,0 & 0.900 t, JO 8.0, 6HO , 1.590 q, JO 8.0, 4HO
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4.420 dt, JO 7.02, JO 3.27, 1HO , 5.170d, JO 7.0, 1HO , 7.620 7.640 m, 2HO , 7
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H NMRO 400MHz, CDCl,0 & 0.900 t, JO 8.0, 6HO , 1.590 g, JO 8.0, 4HO , 2.00 s,
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No #5h U A Y —lh4e BER—Fny R
1 211.9 (0.5h) 96.7 (0.5h) 108.2 (0.5h)
2 211.4 (0.5h) 81.4 (0.5h) 73.6 (0.5h)
3 205.0 (0.25h) 116.2 (ih) 99.2 (0.5h)
4 200 (56.5%) 100 (41.3%) 100 (76.6%)
6 200 (44.8%) 100 (70.0%) 100 (50.4%)
8 200 (59.6%)

10 200 (91.2%)

12 200 (57.7%)

15 140(22.7%)
16 161.1 (0.5h) 99.1(0.5h)

27 377.8 (0.5h)

28 261.1 (0.5h) 100(66.8%) 102.4(0.5h)
40 200 (79.3%)

52 200 (28.2%)

66 200 (69.5%)

70 200 (78.6%)

72 200 (87.0%)

74 200 (88.1%)

76 200 (78.5%)
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90 200 (43.8%)
92 200 (46.2%)
104 200 (71.3%)
106 200 (62.8%)
108 200 (66.8%)
110 200 (62.9%)
112 200 (33.2%)
114 200 (75.4%)
116 200 (81.6%)
118 200 (83.7%)
120 200 (80.5%)
122 200 (61.6%)
124 200 (81.0%)
126 200 (76.7%)
128 200 (81.4%)
130 200 (91.4%)
132 200 (25.7%)
134 200 (90.1%)
136 200 (80.8%)
138 200 (70.1%)
140 200 (73.4%)
142 200 (66.8%)
144 200 (62.0%)
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148 200 (70.2%)
150 200 (89.8%)
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158 200 (74.2%)
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