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ooono
=1
R4n
R3QX, NYN“_—@-_CN
T
R4b
Gk | EEH (X, R R* R® WENT -5
'S =227
11 Adb-1 | O L CH,-OH CH; CH;
12 Adc C  cH<l CH; CH,
16 Ade NH |CH(OH)-CH, CH, CH;
17 Ade NH [CH(OH)}-CH(CH:), CH; CH,3
18 Ale NH | CH(OH)-CH,-CH, CH; CH;
19 A4b-1 |NH LCH,OH CH; CH;
15 Adc NH f(CH,-CQl CH; CH;
24 A8a 0 |CH=CH-C(=0)-0-C.H; | CH, CH, Bis 180°C; (B)
25 A8b |oO ;}_(C’“’ CH; CH;  |BA 222°C; (A)
[+ .
35 A3d-1 | NH |CH=CH.C(=0)-0-C;H; | CH;3 CHs M= 200°C; (B)
23 A7a NH |[CH=CH-COOH CHs CH;
34 A3e-3 |NH |CH(OH)-CH, CH, H A& 182°C
36 Adb-1 [NH lCH,-OH CH, H B 210°C
37 A4b-2 |NH [CH,-OH Cl CH;
38 A4b-1 |NH |CH,-OH Cl H B 226°C
39 Ale-1 |O +CH(OH)-CH; CH, H Bm 160°C
40 Adb-1 |S {CH,-OH CH; CH, MR 173°C
41 Adb-1 |NH |[CH,-OH Br H Bis 234°C
32 AJe2 | O +CH(OH)-CH, CH; CH; AR 193°C
42 A4b-1 |NH LCH,OH Br CH, Bis 250°C
43 A4b-1 [NH |cH,-0H OH H B 124°C
44 Adb-1 INH |CH,-OH H H g 215°C
45 A4b-1 |NH |[CH,-OH OCH; [H
46 A4b-1 |NH |CH,-OH CF; H AR 194°C
47 Ade NH |(CH,-Q Cl CH,
48 Adc NH |CH,-Cl Cl H
49 Ale-1 |O LCH,-OH CH;3 H
50 Adc 0 tCH,-Cl CH; H
51 Adb-1 |NH |[CH,OH C(CH:); |H
52 Adc NH CH,-Cl CH; H
53 Adb-1 |NH |CH,OH 2-732L | CHs
54 Adc NH |[CH,-Cl Br CH;
57 A7b 0 LCH=CH-COOH CH; CH;
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93 |B4b R H (410)
CHy
9 |Bab | WOy H (410)
LL’/\ /QCI
95 |B4b i H @78)
Hy
Rt \
96 |B4b H é73)
103 |Béb -CH=C(CH,)-CN H At 4 201°C (B)
11 |Béb -CH=C(CH,)-CN H At/R 246°C (2)
10 |B6a -CH=CH-CN H A5 258°C (2)
4 |B3 -CH,-CN H
17 |BS D B H A4 110°C
O——N

o B8 | Y H  [RA2a0°C
Oo—N .

16 |B7 Ny H AR >250°C
N—N

7 B4dc 'CI'Iz-O-CHrCHz-CN H L >260

5 |B4a 4-FAENKY N -NO, Bb A 268

98 |Bda 4-ENKYZN -NO, AR 210
22 |Bda 1-EA ) -NO, Hb R 252
23 |BI2 1-EA N -NH, A 262
12 |B6c H -C(CH,)=CH-CN |(E) (381)

13 |Béc H -C(CH3)=CH-CN |(Z) (381)

127 |B1 -N(CH,), H bR 228°C

123 [B15a | -C(=0)-CH,CN H A5 150°C
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Ooon
it&h iﬂgﬁ! R’ R’ MENT -5
g% i"? n ﬁoc I

(MH+)*

116 |B9C fw@ H (463)

(3]
128 |Boc "’\p\ u (480)

L{=—-rf I F

H

“j(j:;] H 452
129 |B9C &(="' I (452)
130 |B9C -CH=N-NH-C(=0)-CH, H (400)
131 |BoC -CH=N-NH-C(=0)-CH.-CN H (425)

):
132 |BSC L(—«"\g;j H (468)
115 |B9Bd | -C(=0)-NH-CH, H 373)
134 |{B9Bd | -C(=0)-N(CHa), H (387)
135 |B9Bd | -C(=0)N(CH,)-CH,-CH, H (401)
136 {B9Bd | -C(=0)-N(CH,-CH)), H (415)
137 |B9Bd | -C(=0)-NH-CH,-CH, H (387
138 |B9Bd | -C(=0)NH-CH,-CN H (398)
139 {B9Bd | -C(=0)-N(CH,)-CH,-CN H 412)
140 {B9Bd | -C(=0)-NH-CH,C=CH H (397)
141 |B9Bd | -C(=0)-NH-CH,-CH=CH, H (399)
142 |B9Bd | -C(=0)-NH-CH(CHy) H (401)
143 |B1 -N[CH,-CH(CH,),)> H A= 238°C
144 |B13 -CH;-CH(CN), H A A 160°C
106 |B6f -CH=C(CN)-C(=0)-C(CH,), H (E), B 5193°C
145 |BYF H (B). B =229°C
146 |BYF ?'/_O H (2), 8 5258°C
147 |BOE =C(CN)-CH,-CN H (2/E=88/12)

i ” (406)

148 |B6c -C(CH;-CH3)=CH-CN H (E), B8 5173°C
149 |Béc -C(CH(CH,);)=CH-CN H (B), Bt 5132°C
150 |Béc -C(CH(CHa),)}=CH-CN H (2),AR132°C
151 {B6b -CH=C(CH,)-CN H (D), B 246°C
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(113)

JP 2011-225589 A 2011.11.10

OooaQ
L& | ®EHM R R’ MIEMT -5
B &S BmmeC/
(MH+)*
152 |Bé6b -CH=C(CH;)-CN H (E), @5 201°C
153 |B13 -CH,-CH(CH,)-CN H Rbs187°C
124 |B15b | -C(CD=CH-CN H
154 |B9Ba | -CH=CH-C(=0)-N(CH,)-CH,-CN H (129]
112 |B9Ba | -CH=CH-C(=0)-N(CH,), H (E), B £ >264°C
-~ (yon
155 |B9Bc %'/J H (). Bt 156°C
[s)
<_ 3 _
156 |B9Bc H (E), B2 168°C
\_\lor
O
157 |B9Bc H (E), At 52>265°C
\==\0(
158 |B9Bc | -CH=CH-C(=0)-N(CH,)-CH,-CH, H (E), B 5>260°C
114 [B9Bc |-CH=CH-C(=0)-N(CH,;){CH;) ,-CN H (E), B 55 168°C
159 |B9Bc | -CH=CH-C(=0)-N(CH,-CH,), H (E), Bt 5 249°C
160 |B6b -C(CH,)=C(CH;)-CN H (E)
107 |B9Aa | -CH=CH<CI H (2), Bt 250°C
161 |B9Aa CH=CH-Br H (2), Bk 248°C
111 |B9Ad | -CH=C(Br) H A 15 223°C
122 |BYF ?—/_O H (E), B4 120°C
162 |B9F ;J"O H ) M=
>260°C
163 |BYF g_fO H b 128°C
=
164 |B9YFF ¥'\© H A 104°C
H
125 |Bi6a W H
104 |B2c fi(f7/g H
JJ‘
165 |BOF \=\C> H AL 112°C
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Ooo0ooOoao
L&Y REM R R PENT -3
55 | &85 BReC/
(MH+)*

166 |BOF \—\C? H Ak 5194°C
167 |B9F %J—O“_’” H B £191°C

126 |B16b ’J\(E)/C" H At 5 >260°C

168 |B4c -CH,-O-CH,-CH, H Rb 5 201°C
117 |{B9Da |.H -N(CH3), _|B&132°C

120 |B9Eb | -CH=C(CN), H

253 |B17a/b | -CH=CH-C(=O)NH, H ®

254 |B17b | -CH=CH-C(=O)NH, H (E) HCI

*MH) F7IALSh L AMOBBEZEHL. ThIAMEAIHHELED
ETFHB 0-7 & E ML 1-31IA3A(MicroMass)5 3t ERVWTRES h =,

000000
0oo0ooao
=4 CH,
CO O,
N
R’ CH, 7 Sy
& iﬁmlk’ R' WENT -4
&S | &S MR°C/ (MH+)*
25 | B6c |-CH=CH-CN H |8 256°C
99 B3 |-CHCN H [MR184°C
100 | B4b |-CH,N(CH,-CH,), H [#Ms172°C
102 | B13 |-CH,-CH,-CN H |#R 229°C
101 | B4b |-CH,-N(CH,)-CH,-CH,-CN H [B8 196°C
26 | B14 |-CH=CH-CN CH; |® 195°C
169 | B9Bd |-C(=0)-N(CH,-CH,), H |&87172°C
170 | B4b |-CH,-N(CH;)-CH,-CN H
171 | Bab | @ H [(398)
172 | B2a t—(j H [R4=158°C
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ooooo
LA REH R R' PENT -4
#S (&5 B A°C / (MH)*
173 | B4b |-CH,N(CH;)-CH,-CH,-N(CH,), H |[B&196°C
174 | B4b |-CH,N(CH;)}-CH=N-CN H |&A254°C
175 | B14 |2-75=1 CH; | #=178°C
118 |B9Db 2—G H [164°C
176 | B14 z—G CH; | B4 188°C
177 |B9Aa|-CH=CH-Br H [(Z), #&R169°C
110 |B9Ac|-CH=C@F)-CN H |(E), BA254°C
178 | B6b |-CH=C(CH,)-CN H |@
179 | B6b |-CH=C(CH,)-CN H |®
% ‘
180 |BoBb |y AL H |®
O
181 [B9Bc |-CH=CH-C(=0)-NH-/4A72°0t" I H |(B) (426)
182 | B9Bc |-CH=CH-C(=0)-NH-CH,-CH, N(CH;), H |® @2
183 |B9Bc |-CH=CH-C(=0)-NH-CH,-CH,CH,-O-CH, H |®)458)
184 |B9Bc |-CH=CH-C(=0)-NH-CH,-CH(CHs), H |(E)442)
185 |B9Bc |-CH=CH-C(=0)-NH-CH,-CH,CN H |EM39)
-rr H
186 |B9Bc \/\CI:N\O H |E)468)
187 | B9Bc¢ FCH=CH-C(=0)-NH-CH,-CH,-CH,-N(CH,), H |E)471)
188 | B9Bc |-CH=CH-C(=0)-NH-(CH,)»,-0-CH,-CH,3 H [(E)472) ]
189 |B9Bc |-CH=CH-C(=0)-NH-CH,-CH, H |(E)414)
190 | B9Bc |-CH=CH-C(=0)-NH-CH,-CH,-0-CH, H |Ex444)
191 |B9Bc |-CH=CH-C(=0)-NH-CH(CH;), H |®)428)
192 | B4b ,:W.‘fm,@ H |E)491)
193 | Bab | "] H |©xes4)
194 | B4b |-CH=CH-CH,-N(CH;)-CH,-CH,-CN H |®E)@439)
195 "J\=\,Oimx, H |(E)x483)
196 | B4b |-CH=CH-CH,-N(CH,-CH,-O-CH,), H |(E)488)
197 | B4b r’wﬁn\’/@ ' H |®)@e)
198 | B4b |-CH=CH-CH,N(CH,)-CH,-CH,-CH; H |(E)428)
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(116)
0oo0ooon
fL&¥ ®EEH R R' WENT -4
&S (&5 B 5°C / (MH+)*
199 | B4b |-CH=CH-CH,-N(CH;)-CH,-CH,-N(CH,-CH,),| H |(EX485)
200 | B4b |-CH=CH-CH,-N(CH,-CH;)-CH, H |®)414)
201 | B4b |-CH=CH-CH,-N(CH,-CH,-CH), H |(E)456)
(E)(442)
202 | B4b |-CH=CH-CH,-N(CH,)-CH,-CH,-CH,-CH; H
203 | Bab "\—\/O H |®ws)
204 | Bab | " P H |©)a42)
205 | Bab | "N o H |E)Xds5)
206 | B4b |-CH=CH-CH,-N(A'YY V)-CHy-CHy-N(CHs), | H HEX533)
207 | B4b |-CH=CH-CH,-N(CH,), H [E)X457)
208 | B4b |-CH=CH-CH,-N{Y7 Ot L), H |(E)@456)
121 | B9Bb |-CH=CH-C(=0)-NH, H B
209 |BYBb L\,,/'Gl H |(E).Mm116°C
s w
210 |B9Bb ‘/\r“\@ H |®).8A254°C
) N‘cu,
211 | B9Bb|-CH=CH-C(=0)-N(CH;)-CH,-CH,-OH H |(E).Bsi222°C
212 | B9Ba |-CH=CH-C(=0)-N(CH;)-CH,-CN H |(E), 198°C
213 | B6c |-C(CH;)=CH-CN H |(E)
214 | B9Bc |-CH=CH-C(=0)-N(CH,)-CH,-CH,-CN H |(E), B 204°C
215 | B9Bc |-CH=CH-C(=0)-N(CH,)-CH,-CH, H |(B).Bm211°C
7am)
216 |BoBc | YN H |(E)8:5246°C
8]
217 | B9Bc |-CH=CH-C(=0)-N(CH,-CH,), H |(E),Mm226°C
218 |B9Bc ‘J\/\r'o H |(E).Mm196°C
(o]
219 | B9Ba |-CH=CH-C(=0)-N(CHa), H [(E),Mm225°C
220 | B9E |-CH=C(CN)-CH.-CN H |(Z)B5195°C
109 [B9Ab |-CH=CH-CI H |[(E),B=200°C
108 [B9Ab |-CH=CH-Cl H |(D.#m165°C
221 B9Ba |-CH=CH-C(=0)-NH-CH; H |(E),Rm260°C
222 B9Bb |-CH=CH-C(=0)-N(CH,-CH,-O-CH,), H |E).BA158°C
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Ooo000ao
L&Y [ REM R R YENT -4
&S &S B 5°C / (MH+)*
N\
223 [B9Bb ‘I\q'\_/s H |(E), Bt 208°C

3
224 BYBb H\/\{"\/\O H

113 [B9Bb |-CH=CH-C(=0)-N(CH,)-CH,-CH,-CH,-CH, H |(E), #m212°C
225 B4b |-CH,-N(CH,-CH,-CN), H |#m154°C 10
226 [B2a |2-79ZM H |#&162°C

*MHDY 7 0bAESN AN EEFEEL, THIXME S HBAED
BFIEHEI -7 HFHEMELI-1/07 A (MicroMass) i E AW TRIE &ML -,

(E), 7t 3 208°C

oooooao
ooooad
&5 R4 u
x! N
fencasl .
R R \\N
4&% %lﬂi R’ R* R® X' BT -5
&5 &5 BR"C
227 | B13 |-CH,-CH,CN CH, H -NH | &5 186°C
228 | B4b |-CH,-N(CH,)-CH,-CN CH, H -NH | #¢s138°C
229 | B6b |-CH=C(CH)}-CN CH, H -NH | #8s5190°C
230 | B6¢ |-CH=CH-CN CH; H -0- | (E), B 254°C
231 | B6b |-CH=C(CH,)-CN CH, H -O- | A 150°C
232 | Béc |-C(CH,)=CH-CN CH, H -O- |(E), Bbsa 234°C 30
105 | B4d |-CH,-O-CH,-CH; CH, H -0- | Bk 140°C
233 | B6b |-CH=C(CH,)-CN CH, ql -NH | B2s214°C
234 | B13 |-CH,-CH,-CN CH, H -O- | B#s5199°C
235 | B13 |-CH(CH,)-CH,-CN CH, H -0- | B 195°C
236 | B13 |-CH,-CH(CH,)-CN CH, H -0- | RAI61°C
237 | B6¢ |-CH=CH-CN CH, H -NH | (E), B >264°C
238 | B3 |-CH,-CN CH, Cl -NH |Bis184°C
239 | B6¢ {-CH=CH-CN CH, 2-77=0 | NH |(E) B 175°C
119 | B9E |-CH=C(CN)-CH,-CN CH, 2-75=0 -NH 40
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OooDoooooooooogoao
OO0 oDooo4Qgooooogogogog
OooooooooooooQgoo

OoOoo0oooao
O 0O0o0ooooog
O Oo0o0ooooao

O

&% R R® R* X' | ;ENF-
| b o 0
#5 |88 BR°C
240 | BoF é\_G cH, a -NH | #57248°C

Z/E=50/50
241 | B4b |-CH,-N(CH;)-CH,-CH,-CN__ |CH; Br -NH | At/ 148°C
242 | Bl |-CH=CH.CN H 7oL | g |B0%@

70%
243 | B4b |-CH,-N(CH,)-CH,-CH,-CN  {CHs Cl -NH | fit 4 85°C
244 | B6c |-CH=CH-CN H Br -NH _|(E),B¢#270°C
245 | B6¢ |-CH=CH-CN H -OCH, -NH |[(E), B s258°C
246 | B6b |-C(CH,)=C(CH,)-CN CH, H -0-_[(E), M &214°C
247 | B6b |-CH=C(CH;)-CN CH, Br -NH | Bt 212°C
248 | B6c |-CH=CH-CN CH, Br -NH_|(E),#5250°C
249 | B6b |-CH=C(CH;)-CN H -OCH, -NH | R 166°C
250 | B6b |-CH=C(CH,)-CN H Br -NH |®5 186°C
251 | B13 |-CH,-CH,-CN H -OCH, -NH_ | B# s 228°C
252 | B4c |-CH,-O-CH,-CH,-CN H cl -NH | A& 168°C
133 | Béc |-CH=CH-CN CH, cl -NH_|(E), B3 258°C
000
0Dooooo
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000, 00000, ;000
ooooooooooooogbf®
“"o0o0o0o0, 000000000
00000000 o0DoDooooan

(119)
000000
0000000000000 000000, ;00000
0000, 00000000000, 0000, g
0000, , 000000000, 0000000°
O, 000000000000 0000200
000000000000 00
OoDoooo
00000
6
L8P | pICso | pCCs0 M) psI
21 8.4 4.9 -3.5
3 8.4 5.5 -2.9
9.4 5.0 4.4
34 8.0 4.8 -3.2
19 8.4 4.8 -3.6
45 8.7 5.0 -3.8
49 8.0 4.8 -3.2
70 8.1 4.8 -3.3
75 9.0 5.0 4.0
78 8.4 49 -3.5
79 8.0 5.3 -2.7
84 9.0 4.5 4.5
18 8.8 4.9 4.0
25 9 4 -5
24 9.1 5.7 -3.4
81 9.1 5.6 -3.5
11 9.2 5.7 -3.5
10 9.2 6.3 -2.9
174 8.8 53 -3.5
227 9.5 <4.0 <-5.5
144 8.6 6.4 2.2
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(120)
87 | pICso M)| pCCsp (M) pSI
229 8.8 <4.0 <4.8
118 8.4 4.1 <4.1
177 8.3 <4.0 <43
106 7.7 5.2 25
145 8.7 5.3 3.4
147 9.4 57 3.7
148 8.8 49 -39
230 9.2 <4.0 <-5.2
231 9.2 <4.0 <52
232 8.4 <4.0 <44
105 7.2 <4.0 <32
110 8.6 4.3 4.3
233 9.3 5.7 -3.6
234 8.7 <4.0 <-4.7
235 9.3 <4.0 <-5.3
236 8.8 <4.0 <438
149 9.1 5.3 3.8
150 8.8 4.8 4.0
237 8.9 <4.0 <4.9
151 9.1 5.5 3.6
152 9.1 438 4.3
178 8.8 5.7 3.1
179 8.9 <4.0 <49
153 9.2 6.3 2.9
124 8.5 4.7 3.8
238 95 5.6 -3.9
112 9.1 4.9 4.2
244 9.2 4 52
209 8.6 4.9 -3.7
210 8.3 4.8 -3.5
155 8.8 6.3 2.5
156 7.7 5.1 2.6
158 8 5.5 2.5
212 9.1 5 4.1
114 8.6 5.1 3.5
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00000
87 | piCso (M){ pCCs0 (M) pSI
213 9 4.3 -4.2
214 8.6 5.1 -3.5
215 9.1 5.5 -3.6
216 82 5 -3.6
219 9.1 5 4.1
245 8.8 4 -4.8
146 84 5.4 -3
247 9.2 6.2 -3
248 9.3 5.7 -3.5
249 8.5 4 -4.5
42 9 6.3 -2.7
251 8.9 5 -3.9
133 92 4 -5.2
9 8.8 4.8 -4
239 8.9 5 -3.9
241 9.4 5.3 4.1
126 8.4 49 -3.5
Oo0Doooo
0000000000000 O00000O000
O0Do0o0oo
000
Oo0Doooo
R3 }F ,
59'-&/,\)::; N\\\I/N I,,__%(R‘)n N
i U1 <
RNy
oo0oao
ooooPo0o0o0o®o000
O0oDoooo
-CH=CH-CH=CH- (a-1);
-N=CH-CH=CH- (a-2);
-N=CH-N=CH- (a-3);
-N=CH-CH=N- (a-4);
-N=N-CH=CH- (a-5);
OoDoooooDaOo
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