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OXFILE, I7)AAXFIVE, orOoOxFILE, PTOEXFIVE,
o00XFIE, DA FIE Yoo FIVE, 2,2,2-8) T
AZOTFILE, Ry 7LAQTFILE, V74007070 ELEER
Bifoh, ELLE M) 770X FIVE, N rsoOoxXFILE o0
OXFILE, I7)40XFIVE, J7)70700XF/)VE, 7O00XF
WE, RUGTNAOTIFIVETHY., LUYHFHELE N ZIAOXFIL
HE UI7LFAOAFIE, UolA0sO00xFILE, sO0O0xXFILE <
VA ILAOAIFILETH B,

[0101] Rded "y [NAFTVICLYBBEINTVWTHLWT ~6F7ILFILAEFY
B &lE, BERBICIEA MFOHE, T hFOHE, 1V 7O0ELAFVE, b
DzA0OxbMFIHE FEREBITFLND,

[0102] RdeDiFE LWLEERRE LTIE, NOFVICLYBBRINTWTHELWLCT ~
BT7IFIETHY., JUYFFLIEMN) ZIA0XFIVE, P7)L74D0OX
FILE, Do)40s00XAFIVE, 700XFIE RVS7)LF0TF
WETH D,

[0103] AHEBICLYRBINZBEZEMHRAOENHNS THBELER (I) TH
INBZTIVEBROERE L TR, BEXLTFETRLABMMETHY. 4
ZIE, 1EERIE, MERIE. FRBRIE. ) VEREFIIBFRMIELR EA BTSN D,

[0104] =K (I) BTRIILEMOFF LVEBRICBWLWTIE,

Arid, &= bOT7 T ZIVE, 427/ 7z Z)VE, 3,5-I7O0ET7ZIILE
2,470 7oA, 6-o00-3-EY VIILE, 5-/0[-3-F7 V)
IWE, 6-/00-5-7)L740-3-E) JILE, 6-TO0F-3-E)JILE 6-7)
F0-3-EYJILE, 5,6-Yr00-3-BY JIE, FEe-r) 7iFOx
FIL-3-E) JIEERL,

RUE, KREREF. FBEAFILEZRL.
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[0105]
[0106]

R2IE. ZILFLFEHANOAT VEFICEIYEBEBBRINTVWTELWCI~67)LF
WAILRZILE, PLFLBSHINOTVERFICIYBBRINTOLTE LWL
1~6F7IFIZIKRZIIVE, FLECT/EETRL,

R3IE. AFLVE, TFLVE, FOELYVE, FAEF-7OEZLVES
=L,

RAIZ. KREF. 7 /&, SRS (REIE, NOFVICLIYBHBRINTWTE &
WC1 ~67)LFILEATRT) . S-CS-0R8, S-CS-SR8 (R8IF. /NOH VIl
BREINTWTHELIWT ~67ILFILEERT) 2517,

FE LWMEEORIE. T2 () 25 (iii) OLEamTHh s,

(i) Arid, -7/ 7z )VE, 4= hO7z=)VE, 3,5-¥4007x
ZIE, 3,5-Y 7O 7 xIHE, 2,4-YT7O0FE7 DA, 4-70F 7
ZIE, -2 hO-5-JRETZ DA, 6-/00-3-EY VLA, 5-/n0a-
3-FF7VUYIIE, 6-700-5-7)0A0-3-EY JIIE, 6-h)TIAOXF
W-3-E) JIEERL,

R1E, KREFZL.

R2l&, MY ZNAOXAFILRIVEZILEZRL,

R3IE. AFLVE, TFLVE, 1-FOE=ZLYEAERL.
R4lE, KFEBRFEkIET T/ EETRTILEY.

(ii) Arid, 6-200-3-EY JILE, 5-/00-3-F7V ) ILE, F/IL6

-N) LA XAFIL-3-EY VILEERL,
RUEZ., KREFELIEAFILEERL,
R2i&, 7 /8, F/EMN) LA OAFILALKRZILEEZRL,
R3lE. TFLVE%ZRL,
RAIZ, KFKREF. SRS (RBIE. NOFVICLYBBRINTWTHLIWCT ~67
ILFIEART) . S-CS-0R8, S-CS-SR8 (R8I, NOHF VICLYBMRINT
WTHELWCT ~6T7ILFILEAERY) ZRTILEY.
(iii) X (Ie) THRINBZ{LEW
RIS E LWMEESYORIIETRE () A5 (iii) OawTHh s,
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[0107]

(i) Arid, -7/ 71 =)VE, 4= hO7z=)VE, 3,5-¥/007x
ZIE, 3,5-Y7OE7xIHE, 2,4-YT7O0FE7 A, 4-70F 7
ZIE, -2 hO-5-JRETZ DA, 6-/00-3-EY VLA, 5-/n0a-
3-FF7VUYIIE, 6-700-5-7)0A0-3-EY JIIE, 6-h)TIAOXF
W-3-E) JIEERL,

R1E, KREFZRL.

R2l&, MY ZNAOXAFIVRIVEZILEZRL,

R3IE. AFLVE, TFLVE, 1-FOE=ZLYEAERL,
R4, KERERFERTILEY.

(ii) Arid, 6-200-3-EY JILE, 5-/00-3-F7V ) ILE, F/IL6

-N) LA XAFIL-3-EY VILEERL,

RUE., KREFELIEAFILEERL,

R2i&, 7 /8, F/EMN) LA OAFILAILRZILEEZRL,

R3lE. TFLVE%ZRL,

R4IE, SRS (RSIE, NAFTVICLUEBBEINTWTHLIWCT ~67ILFILE%E
A~9) . S-CS-0R8, S-CS-SR8 (R8Id. NAHF VICIYBHBINTWLWTHLLC
1~67IFINEETRT) 2R ILEW.

(iii) X (Ie) THRINBZ{LEW

A (Ie) THRINDILEWDOIHFF L VBRI,

Arig, 3-EVZIE, 6-/00-3-EY IR, 5-/00-3-FF7YVJIE 6
-/ 0a-5-7)740-3-gY) JILE 6-70E-3-EY VILE, 6-7)40-3-
EYJIIE, 56-2700-3-EYJILE, 6-h)7)A0XFI-3-E)Y
JWE, 2-700-5-E) I UILEERL.

RUE, KRREFELEXFIVE, TFILEEZRL,

YiZ, KREF. NOTVEF. A FILEERL,

Rdeld. MU ZiAOXFILE, M) ooOxXFILE, PoOoOxFILE ¥
A OXAFLE, PolAOsOoOxFIE, 700X FILE VST
WAOTFIEZTRTILENTHY.
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[0108]

[0109]

[0110]

[0111]

[0112]

[0113]

SYFFLLIE
Arig, 6-200-3-EY VILE, 6-7)40-3-E) VLR, 6-/00-5-7 )L
Z0-3-EVJIILE, 6-70F-3-EY DA, 2-/700-5-E) IYINEETR
L.
RUE. KRRF. F@FAFILEZRL,
Yi&, KRRFZRL
Rdeld, MU Z)AOXAFIE, Po0AOXFIILE, Y7i4A0700XF
WE, 700XFILE, RS INLAOIFILEETRTLEMTH S,
AEBPOBEEMHRFN OB 722 LFERX (1) TEHRINDILEWIZ.
g7E L <IE, 500ppmDEZEMIE, 0. 1mg/E D TIHEFNIE, 2ug/SEDRFAIME
FAALIE, 50ppmDERA DEWIE, 200ppmD RS A 7 4 JL LIBIC & V) BAFR
SEME (BIZIE, EREF A IFERREN0%LUE, 50%LLE, 80%LAE, 100
N EBIZELDTHD (KXRPOEBROZZROIE) . /. HBRAEIT 5
ICR 920 ug/EDZIBIIE X 72 (FEABRGI 2 1 ICTRTM3ppm TDIBEEFRMAHT T
DOEBMMIC L YU BBREY (RRWR) 2B IT2HLDTH S,
FELBICBWTIE, LYUFEL<IE, 500ppmksE (B 2 I, 400ppm, 300
ppm, 200ppm, 100ppm, 50ppm, 30ppm, 10ppm, 5ppm, 3ppm, 1.5ppm, 1.25ppm
. Tppm, 0.5ppm) DRETEHREREZET LD TH D,
TEEFVIBICEWVWTE, SYFELCIE, 0. Tng/ERm (BIZIE, 0.05m
g/t. 0.01mg/&h. 0.005mg/E, 0.002mg/HH) DEE TCHREMAET DL D
THd,
BATEALIBICEWTIE, JWUIFFELIE 2ug/BERE (BIAIE. Tug/
PR, 0.5um9/BH. 0.2u9/58) DRETHRELZBETLZH5DTH 2,
RSAT74ILRBIZENTIE, LYHFHLIE 200ppmAKim (HIZIE, 1
00ppm, 50ppm, 30ppm, 10ppm) DIRE TRHREMZET2EDTH S,
RIBLIBICEWTIE, LUBFELLIE 20ug/EERBE (BIAIE. 10ug/E
. bug/mE. 2ng/@E. Tuo/fE. 0.5ug/E. 0.1ug/@E. 0.05ug/mE. 0.03u

o/t. 0.01ug/&E) DRETHIRERLZETZ2EDTH2,
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[0114]  ARBLAMOBHNAHER 55 52T 3,
[0115] [&1]
LawEsS Ar R1 R2 R3 R4

1 (] H CN CH2CH? SCH3
2 a3 H CN CH2CH2 SCH2CH3
3 m H CN CH2CH? S8CH2CH2CH3
4 0] H CN CH2CH2CH2 H
5 m H CN CHZ2CH2CH2 SCH3
6 n H CN CH2CH2 SCSSCH3
7 m H CHN CH2CHZ SCSSCH2CH3
8 m H CN CH2CH2 SCSSCH2CH2CH3
9 {n H CN CH2CHZ? SCSSCH2CH3
10 (I H CN CH2CH2 SC3SCH2CH3CH3
11 m H CN CH2CH2 QCH3
12 1 H CN CH2CH2CH2CH2 H
13 n H CN CH2 H
14 I H CN CH2CH2 H
15 I H CN CH(CH3)CH2 H
16 1 H CN CH2CH2 N{CH3)2
17 1 H CN CH2 48]
18 i) Me CN CH2CH2 H
19 {10} H CN CH2CH? H
20 n H GCOMe CH2CH2 H
21 i H COCF3 CH2CH2 H
22 (8] H CODMe CH2CH2 H
23 i H CN CH2CH? SCH3
24 (1] H COMe CH2CH2 SCH3
25 n H COOPh CH2CH2 SCH3
26 n H S00Ph CH2CH2 SCH3
7 U] H COOMe CH2CH? SCH3
28 n H SO0OMe CHZCH2 SCH3
29 n H CHO CH2CH2 SCH3
30 n H COPh CH2CH2 SCH3
31 {n H COCF3 CH2CH2 SCH3
32 () H CN CH2GH2 SCHZCGH3
33 I H POIGC2H5)2 CH2GH2 SCH3
34 I H COCCI3 CH2CH2 SCH3
35 phenyl H CN CHZCH2 H
36 3pyridyl H GN CHZGH2 H
37 4-chlorophenyl H GN GH2GH2 H
38 phenyl H CN CH2 phenyt
39 phenyl H COMe CH2CH2 H
40 phenyl H COOMe CH2CHZ2 H
41 3~thiany| H CN CH2GH2 H
42 ] H &) CHZC=C H
43 {n H CN CH2CH=CH H
44 I H GN CH2 phenyl
45 3—cyancphanyl H CN CH2CH2 H
48 6-trifluoromethyl-3—pyridyl | H CN CH2CHZ H
47 G—trifluoromethyl-3-pyridyl | H CN CH2CHZ SCH3
48 6—trifluoromethyl-3—pyridyl | H ON CH2GHZ SCH2CHS
49 4] H CN CH2GH2 S-CH2-(2-furanyl)
50 n H CN CHZCHZ S-CH2-phenyl
51 (I H CN CH2CH2 SOD-pheny!
52 I H CN CH2CHZ S—phenyl
93 [1}] H CN CH2CH2 O-phenyl
54 (I H CN CH2CHZ NHCOCH3J
55 4—chlorephenyl H ON CH2 4—chlorophenyl
56 (L H CN CH2 COOMe
57 n H CN CH2CH2 phenyl
38 {0 H CN CH2CH? CCO—phenyl
59 D H CN CH2 CN
80 a H CN CH(Me) CN

[0116]
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[&2]

tEPES Ar R Rz R3 R4
61 n H CN CH2CH? QGOMe
62 n H CN CH2 SCH3
63 (n H CN CH2GH? OCOMe
54 (D H CN CH2 SCH3
[ an H CN CH20H2 CCOMe
66 an H CN CH2 cyclopropyl
67 anp H CN CH(Me)CH SCH3
68 { H CN 2-thiiranylene H
69 (5] H CN 2-oxyranylen H
70 n H CN CH2CH2 GOOMe
71 mn H GN GH2 cyclopropyl
72 8.6—dichlore—3-pyridyl H CN CH2CH2 SCH3
73 n Mea CN CH2CH2 SCH3
14 [L1y) H CN CH2CH2 SCH3
15 (I H CN CH2GH2 SCH2CH3
76 U] H CN J-tetrahydrothiophenylene H
77 (0 H G CH(Me)CH SCH3
78 E-fluoro-3-pyridy H CN CH2CH2 SCH3
79 6§-chloro—5—fluoro=3—pyridyi| H CN CH2CH2 SCH3
30 fi—chloro=5-fluoro—3—pyridy!| H CN CH2CH2 H
a1 (18] H CAOCF3 CH2CHF H
a2 4] H CN CH2CHF H
83 ] H CN CH2 @' D)
84 [} H CN CH2CH2 OTs
85 (o H CN CH2CH2 SCSN(Et)CH2Ph
86 0] H CN CH2CH2 SCSOEt
87 an H CN CH2CH2 SCSOEt
88 { H CN GH2CH2 SCSN(Me)CHZPh
89 I Me COCF3 CH2CHF H
90 4 H CN CH2CH2 SCSOiPr
91 (I H CN GH2GHZ2 SCS0nPentyl
a2 (L Me CN CH2CHF H
93 (L H CN CH2CH2 SCSOnPr
o4 (n H CN CH2CH?2 SCSOnBu
95 (I H CN CH2CF?2 H
96 (1 Me GOCF3 CH2CF2 H
97 (L H COCF3 CH2GF2 H
98 (0 H CQOCF2CI CH2CF2 H
99 n H COCCI3 CH2CF?2 H
100 4} H CN CH2CH2EH?2 OTs
101 iM H CN CH2CHZ2CH? SCSOEL
102 () H CN CH2CHZCH2 SCSOnPr
103 [t H CN CH2CH2CH2 SCSNIELIGH2Ph
104 () H S02CFl CH2GF2 H
105 ¢} Me COCF3 CH2CH? H
106 (1) Me COCF3 CH2CH2CF2 H
107 5 Me SC2CF3 CH2CH?2 H
108 0 Me SD2CF3 CH2CGF2 H
109 n Et COCF3 CH2GCF2 H
110 n Et S02CF3 GCH2CF2 H
111 m Et COCF3 CH2CH? H
112 ; n Ft S02CF3 CH2CH? H
113 . () H CN CH2CH2 5-CH2-(2-imidazoly|)
114 B-trifluoromethyl-3-pyridyt | Me 302CF3 CH2CH? H
115 B-trifluoromethyl-3-pyridyl | Me COCF2 GCH2CH2 H
118 (I Ma SO2CF3 CH2CH2 H
117 an Me S02CF3 CH2CF2 H
118 (i Et COCF3 CH2CF2 H
119 (I H CN CH2CH-CH H
120 (11 H CN CH2C=C H

[0117]
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[3]

tehER Ar Rl R2 R3 R4
121 () H CN CH? H
122 [413] H CN CH2CH2GH2 H
123 (I Et S02CF3 CHZCF2 H
124 2—pyridyl Me S02CF3 CH2CH2 H
125 () Et S02CF3 CH2CF2 H
128 (1) Et COCF3 CH2CH2 H
127 () Et SO2CF3 CH2CH2 H
123 0] H S02GF3 CH2G=C H
129 {1} H S0Q2CF3 CH?2 CN
130 4-trifluoromethyl—3—pyridyl | H GOCF3 CH2CH2 H
131 6-triflucromethyl-3-pyridyl | H S02CF3 CH2CH2 H
132 A—pyridyl Me COCF3 GH2CHZ H
133 3-pyridyl Msa COCF3 CH2CH2 H
134 2-pyridyl Me COCF3 CH2CH2 H
135 8] H SQ2CF3 CH2 H
136 D H CN CH2CH2 OTs
137 im H CN CH2CHZ SCSOEt
138 (1] H CN CH2CH2 SCSNICH2Ph)Et
139 48] H CN CH2CH? 5(=0)Ph
140 [49] H S02CF3 CH2CH2CH2 H
141 m H S02CF3 CH2CH2CH2CHZ H
142 (D) H SO2CF3 CH2CH?2 SOO0FPh
143 4] H SQ2CF3 CH2GH? OPh
144 48] H S02CF3 CH2CH2 H
145 n H S02CF3 CHZCH2CHZ2 H
146 n H S02CF3 CH2CH=CH H
147 n H S02CF3 CH2 Ph
148 4-fluoro—3-pyridyl H CN CH2GH2 H
149 4-bromo=3-pyridy| H CN CH2CH? H
150 D H S02CGF3 CH2CH2 NMe2
151 K Me S02CF3 CH2CH2 NMe2
152 ) H SO2CF3 GH2CH2G=C H
153 3—chloro—d—pyridyl H CN CH2CH2 H
154 d—chloro—2—pyridyl H CN CH2CH2 H
155 ) H S02GF3 CH2CH? OCH3
156 {n H S02GF3 GH2GH2 OCH3
157 6-chloro—3—pyridazy| H COCF3 CH2CH2 H
158 3,5-dichlorophenyl H CN CH2CH2 H
159 o)) H S02CF3 CH2CH2 CN
160 n H S02CF3 CH2 CCOMe
161 ikl H SQ20CF3 CN2z COCH
162 4—flucrephenyl H SQ2CF3 CH2CH2 OCH3
163 (D H S02GF3 CHz CN
164 4-methylpheny| H SO2CF3 CH2CH2 OCH3
165 6—triflucromethyl-3—pyridyl H SQ2CF3 CH2 CN
168 2—pyridyl H S02CF3 CH2CH2 OCH3
167 §—chloro-5—flucro—3—pyridyl| H SC2CF3 CH2 CN
168 3-pyridyl H S02CF3 CH2CH2 OCH3
169 4-pyridyl H S02CF3 CH2CH2 OCH3
170 (I Me S02CF3 CH2 CN
i {n Me SC2CF3 CHZC=C H
172 an H SC2CF3 CH2C=C H
173 6—fluaro—3—pyridyl H S02CF3 CH2CH2 QCH3
174 6—bromo—3—pyridyl H SC2CF3 CH2CH2 QCH3
175 3.5—dichloropheny! Me COGF3 CH2CHZ2 H
176 3,5—dichloropheny! H COCF3 GH2CHZ2 H
177 phenyl H S02CF3 CH2CH2 H
178 n H SO2CH2CF3 CHZ2CH? H
178 I H S02CH2GF3 CH2C=C H
180 J-chlaropheny| H SQ20r3 CH2CH2 H

[0118]
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[4]
taHhES Ar R1 R2 R3 R4
181 4—chlorophenyl H SO2CF3 CH2CH2 H
182 3-cyanocphenyl H S02CF3 CH2CH2 H
183 4-nitrophenyl H S02GF3 CH2CH2 H
184 3,5-dichloropheny| H SO20CF3 CH2C=C H
185 4-methylphenyl H S02GF3 CH2CH2 H
186 4-cyanopheny| H SO02CF3 CH2CH2 H
187 4-mathoxyphsnyl H SO2CF3 CH2CH2 H
188 4-fluorophenyl H SO2CF3 CH2CH2 H
189 3,5-dibromopheny| H SO20F3 CH2CH2 H
190 4-bromophenyl H SC2CF3 CH2CH2 H
191 3.5 -dimethylphenyl H SQ2CF3 CH2CH2 H
192 3-nitro-phenyl H SQ2CF3 CH2CH2 H
193 2.4-dibromopheny! H SQ2CF3 CH2CH2 H
194 3-nitre—=5—bromophenyl H SC2CF3 CH2CH2 H
195 3.5-bistriflucromethylphenyl | H SC2CF3 CH2CH2 H
196 {1 H CN CH2CH2 SCS3SCH2C00CHI
197 an Ma CN GCH2CH2 SCSSCH2CH2CH3
198 {1 H CN CH2CHZ2 SCSSCH20Me
199 8] H CN CH2CH2 SCSSCH25Me
SCSSCH2C0O-(4-
200 48} H CN CH2CH? methylphenyl)
201 3-tetrohydrofuranyl H CN CH2CH2 H
202 3-tetrchydrofuranyl H CN CH2CH?2 SMe
203 LM H CQPh CH2CH2Z H
20 (I H COCH2CH3 CF2 H
205 (I H CONH2 CH2CH2 H
206 (I H CONHMe CH2CH2 H
207 (I H CONMe2 CH2CH2 H
208 (I, H NO2 CH2CH2 H
209 (L H COCCIF2 CH2CH2 H
210 (I, H CN phenylene H
211 18 Me S02CF3 CH2 H
245 (I H COMe CHZ CN
248 (I H COCF3 CH2? CHN

[0119]

(D:6-chloro=-3-pyridyl
() 5—chloro—3—thiazolyl
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[5R5]

LEHES Ar R1 Rde Y
212 D H CF3 H
213 (I H CF3 H
214 ([) H CQCH3 H
215 (I H CF3 5-Cl
216 (0 H CF3 5-F
217 )] H CF3 4-Cl
218 (In) H CF3 5-Ci
219 (D H CF3 5-F
220 I H CF3 4-Cl
221 0 H CF3 3-Me
222 N H CF3 4-Me
223 (D H CF3 5-Me
224 phenyl H CF3 H
225 4—chlorophanyl H CF3 H
226 3-pyridyl H CF3 H
227 6-chloro—5-fluoro—~3—pyridyl H CF3 H
228 6-trifluoromethyi—3—pyridyl H CF3 H
229 6—fluoro-3—pyridyl H CF3 H
230 9.8—dichloro—3—pyridyl H CF3 H
231 8—bromo—3-pyridyl H CF3 H
232 ) H CF3 4-F
233 D H CF3 3-F
234 D H CHCGI2 H
235 i H CCI3 H
236 D H CH2CI H
237 (M Me CF3 H
238 ) H CHF2 H
239 (¥ H CF2CI H
240 I H CHCIBr H
241 (D H CHBr2 H
242 D H CF2CF3 H
243 2-chloro—5=pyrimidinyl H CF3 H
244 [0)] H CH2Br H

[0120] &HFEFFELWEEWIE, LTI R ICREHEOD

LEMBES212:N— (1= ((6=2700EYTYY=3—=9JL) AFI
) EYYYy—=2 (1TH) —q4YFv] =2, 2, 2—KY2)L407E% 3
K.

tEME =227 :N— (1— ((6—2O0O0-5—-7)L4BE)P>r-3
—I) XFN) EYVYY—=2 (1TH) =4 )FT>v] =2, 2,2—KYTI
07845 IR,

LEMBES229 :N— (1= ((6=70A4QEYIY—=3—=1JL) *F
W) Y)Yy —=2 (1H) —q4)Fv] =2, 2, 2—KY 70407 t%
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[0121]

I N
LEMBES231 :N— (1= ((6=TAOFEEYIY=3—=qJ) AFI
) EYYYy—=2 (1TH) —q4YFv] =2, 2, 2—KY2)L407E% 3

K.
te&WE S237 :N— (11— (11— (6—200EYY>Y-3—-9J)L) T
FI) Y Y=2 (1H) —4)Fv) —2, 2, 2—KNY7)7407+E
AN
LEMBES238 :N— (11— ((6—2700KEYTYY=3—=9JL) XFI
) EYYYy—=2 (1TH) —q4YFVv] —2, 2=27)L407E4H IR,
t&MES239:2—s00—N—- (11— ((6—200EYYY—-3-—
1) XFIIL) EYVYY—=2 (1H) —q4YFV] =2, 2=-27)0407
TSI R
LEMBES242 :N— (11— ((6—2700KEYTYY—=3—=9JL) AFI
) EYYy—2 (1H) —q4YFv) =2, 2, 3, 3, 3=RUHIILA
O7O/+ 3K
LEWES243 :N— [(1— ((2—=2700EYIYY—-5—-aJL) AF
W) EY)yYr—2 (1H) —q4)Fv] =2, 2, 2—KY70407t%
IR
ThH b,

BB, ROIKEBHEOILELEMES212 :N—- [1— ((6—2OnEYY
Y=3—=4)) AFI) EYZr-2 (1H) —4)FV] -2, 2, 2—
M) ZA07€4 I ROYHEIE., TEREOBEY THE, COMPHEETTEHD
&, WINORITXEMICEEHINTULARL,

(a) MERXMREITICEWVWT, PR EHTREORA (20) CEFAE—Y
58T 5,

O3 : 8.6+0.2° | 14.2+0.2° . 17.5+0.2° | 18.3+0.2° , 19.7+0.2
° . 22,3%£0.2° |, 30.9%+0.2° | 35.3%0.2°
(b) REEEBEDH (DSC) ICHW T, BmH155~158C %R,
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[0122]

[0123]

tZERX (I) TRINZIARPEEMODLRC LD 1HEEZERFTIEELEY
FEERREFIDBABRIR Z " REDHIIE. UTDBY TH B,

BEEZLOERE LT, BEBER BRI NREYI LD, IhY
A, 7730, PFLY, AFH YAAFEYI N, ZhAAAH, 3
TIAXAH, 29AETAYH, N\IFH, SVI4H0, NETIVH FIH
77874 XBER (Agrotis spp) . AU INJLNEER (Helicoverpa

spp) « NV AT 14 ABER (Heliothis spp) 0&) . FWHER (flX
&, EETHTTSLY, 99T TS5 LY, Aphisfabae, b EQOATT T
LY, TVROESFHAT TSI LY, DYAAERTFAT TSI LY, 7
ATTSLY, Fa—YyTeHFF+HT7 TS L, Macrosiphum avenae, Me
thopolophium dirhodum, AFIVELT7TSLY, LXFZIRYTPTSLY,
FAAVTITILY, ZBHYAAVTTI LY, AFVYFFT7 TS L, Ros
y apple aphid, Y>Id94% LY, AIAVYTTZALY, SHYO773
LI EDT TS5 L% (Aphididae, Adelgidae, Phylloxeridae) . W~ 4
O3aNA, Fy/IRYEAIOANAREOIINAEE, EXMETVA
L hEMOT VA EXAUVAREDTV VAT VIRV AXALY, TF
STPHRAALY, FYNRKTPFTAALY, PALSTKRYIRYARI AR
EDQHAALVEE, YIN=Y)—=02FYSI, #NAAFISI, Y
AFTSIR/EDIAFTY S35 (Aeyrodidae) . 77T HAHS LY, X
AVAFTRAHTZLY, 2020014 HBFLY, PARIVAAHZILIRE
DHAHS L% (Diaspididae, Margarodidae, Ortheziidae, Aclerdiae,
Dactylopiidae, Kerridae, Pseudococcidae, Coccidae, Eriococcidae, Aste
rolecaniidae, Beesonidae, Lecanodiaspididae, Cerococcidae’y &) . #8%
BER BIAE, 1 RXRIXAVIALY, PAFYDLY, FYrA4OIA/TX
LOFTY IRV A—=VI—hT—L4L, BHFOA—-2VIb—FT— L
ROTRTATA, EXAHAR, FRAP/INLY, DYNLY, BT R
RTMNLY, AXROAFA LY, SVIALVER AIFY LVERY)
CAZH BIRAR FINTZ AVEONY = SAVNSZRE) | E
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[0124]

BHEER (BIAENNFER) . BEEER BIXIE. Ny 5% . JEBE
H BIZE AT, NETYNRIE) . PHFIVOYEER BIZE X
FTIFAOTHFIVY, IHAVFAQ7HIVCRE) . EYFERERR (
BlzE, *RATE2YFao, xTHLEeVyFav, 41xPVHLEYFaD
YAV FavRE) BRENBEFLND,

BMHFEMERE LTUE. Y528 BIXE O—Y - Ry —<5F = X
FUABRERY =, A0~ F¥ =, OvF—LURFEM~ Y=, @EBEFEYI =
TPAVRAYRYTTav I V)ARFYIZ, FFYEI=Z JINTF
RYZ, A NTFII =, 4RAIRY =, Y vy, BWI/OT7Y
FZ, valvIxvF=, YIS =Z o7 E= AXFF= 74
OJ449<4% =) . YASFZE BIZARE ROIYAFT=Z A1 XYXFZ)
—FES=FEH BIAIE A X=2FES =, xO=FESYZ) | Faotvy
ZHE (B2 vV FavEVEEYSD) | EEVSZE \xE vy
vagkkEVSZ AXRIILBEVYD)  FFIHZFE (BIAE. b
Vo8 =) . D0FHR UEVYZE BIAE ZUORNYDEDSZ L
SHIVDEDYZ)  YVYALVE (BIZE, ISVHIITYVYHLY, 7
AYYALY) . J3IF B2E *xA/3 BN I FAFTARIZ Y

1

CRZAZVR) O NTYIIH B AXINTYSI ZUMYNATYTE
) VSR (BIAR JHAYISE AXRYSE, OJAEYII ENYS
YIS MNIVII) L ATINRIER UUNIE YUNRIER UV
NI, FauvnNIfE Bz Y>FaonI), YV zNI, 77%
Y THE BIAE. ERNRYUTA R EFAITH) L ATHE BlX
. PHhHAITH) . NI SHE. XADE T3\ HIHXE 1 Ik
A7), fRBRE (B2, ERRE HARE ARE (B B8R,
A ZXAIMAR) . ERERE EABRE (G2 BFRR, EREMKR, #
i) . EREE SBRE (A BOR) . BRE (FlxE 729+
ARR, KOR, FOHR, REHR, HBER) . ©EERE G2 270
S8, BBGEOR, EEHR, FAKEHR, KOEBH, BER, ATFH)
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RRERFE (B RRRBD ) URRRRER, BfeRRR, O7RRKE
) . BRI RERE BIXE RNER, EER) ) . KREE (BIxE H
ANFEMORER, FF4E) . $HSEREE. SRBRE BIAE BER (BIREE vV
VERERER) . BEFR (BIxE. NMERR) ) . RREGENSETFLN D,

[0125] ‘AEEH, FRER, FRER. BFEEMSEH. BIUREERE LT
HE B ENRYYTH THATH) . TXRTVE (FIAE 2
OJ%7Y, Y~ hIFT), FyAxIXT)) , IF5=5F (BRI
FFAAFEZ) . NIHR (BIAE, AT ZJNRI, FauNIR
vawuTyaunNI, ARA)AE) . T3 XAHE BEEEEER (BIAE
L oaFAT) TP AY—T U NEDT V., ZFRAIANFEDNFHE
). DS VAYVHORBEMWBIAIE, TSV ALY, TFLY, FUTLY)
CEEBRR (B bOYII) | ZREMOHESMWBIAEL. LHT
H, VB VY27TH). JTHOHREMWAE, 7Y NI E). BEE
Bl (FlzaE II4y) ., NELVEOFRIMWIAIE., Mo+ oOb
ELy), "YILVEER BAE 7433 LY) Ry yEER (4
ZIE, A ROYH) . A9 Fa20EHERE BIAE PXFVIOLY, OO
VoLY, AVXAM TIV9XAMNERF, B3 TERVLY, ONRVLY,
XFIALY, AVZTIOLY, sOMZAIFY) | FavHERBIZIE.
XA, A A%, eZ9L2 8, a7 VEERRWBAKE. 1>07))
TPAV ARV a7, 40O r)) PIEWARE. Y b
IVENETOND,

[0126] ZInSOFRT, ARAOEELEMBRAZER T 5REE LTHHELWLD
Dld. BHHEEER. FAEER. 7HIVVESER WEEER. BEESE
H, BFERDO/ IFEPSH, KRRR (B, 3FH NREV T
N, D8T7TSLY, EETATTZLY, EXNEDYA, hEA/OD
YAhH, B¥Oo YA, YR/ O3aANA, FAETKRYIRYARIAA,
FYNRXRTPZAAALY, THAVFAAPHYIVY, AXROALAM LY, 41X
SRAVILY, AZNI, 79 MNFFIF = BLIURKREN SR DEEL
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YBERINZDR<EH 1 D0ORE) THY., JUFELLIE, F¥HEER
. BYWRER, Y28 BICFELCIET VA% Yy /O3 O/ TH

N

]

[0127] f>T. ARBICLYRBINZEZEEYMBRAIE LTE. 2L ER
=RREA. BYRNMEERMGIRE, BIMABTERIRE. HESHBAR
Bl FRERBIRA. BT - FEERSHBRAL. RESREAREIGEHE
Fonan, 7FE LLIEEBE=RAZRAL, BREEERHRAL. BAER
EFERBREITH 2,

[0128] AHKBOBEZEYBAMREFIE. 2K (1) TRINZLEWOM, EREIC
ISCTHBEZRAVWTHRART 225 TE S,

[0129] AEBAOBEEYBRFADNBEERMBRFITH 2 & XE. BEISEELE
IR, TRARIER, O ZOREE. RESEESRL 2805 7 Ot O RF AR
ERE LU TEAL &AL, BBF. KHF. 7207 7IF. BHF. wF. sEX
Rl TV, BEEFLREOEBRORETREIN S,

[0130] EMFBEHFELTE BIZE. L0, RyFA N IL— AFV V. &
AVTE, R"=IFa254 bk, KI7AMA—KRY, KBAIWLD T LBRENE
Fonsd,

[0131] S&REBEE LT BIZIEXS /=), n-~AFHJ/—)Ib, TFL > F)3
—IBEDTIVIA—IVER TN AFILIFLT Y, oOnFy)
VREDT NV, n—AFHY OV, TR EDRERKRRIEKFRE

NLIV, ¥V, XFLFTI7ILVREDEERKILKFREA JIF
WI—FI, VAFHYY, TSROV VREDI—TIVEE, BT F
WIREDIZAFTIVER, PEMZM)I, AV TFOZM)ILBRED=MNY IV
., VAFIEILLTIR, SAFLT7ENTIRBEDERT I KB, 44
il #REMAE DWEYHER. YA FILAILKRFD R, KRENETFLND

[0132] &7z, ARKIEHEE LTILPG, R, BR. REHARX, IYXFILI—FTI
BRENEIFOND,
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[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

[0140]

b, 28, BEAQEDAHOORIMmEMAIPOEFI & LTIE. BIAEE. 7
IWHRIVERBIZTIVER., ZILFIL (FY—Ib) RIVEVEER R)FFY
TILFLYTILFIL (FY—=L) T—FILE ZE7ILI—-ILITIFIE,
VIV RIVR VBRI EZRWR I ENTE B,

T, HEOMRZRET 2-00mBFE LTE, BIZIE, AILERFD
AFIEILO—R, PSEPHL RVTFLYT)A—. ATT7Y) VEE
AL EERWS I ENTES,

EEEoEE, REEES. O8F. BLOBBRIE. BDBICHRLTEAE
T, HEIWEHEAEDETRHVWE I ENTE S,

LEMEPOBEMRLDOEREIF. BICREILAVWSA, BE. ALK TIE
~T5EE%. HEITIZ0.3~25FE%. KHMFTIFI~WNEE%. HEITIX0.5
~10EENPTH 5,

tZEX (I) TRINZILELEYW. ThLZE80HHF, BLU. Tho&Md
BEELEMBIRE S DREHIE. BERH. HEY. EYEESK (plant  propag
ation materials; BIZIE. T@F. MEYPEZE. BRI, HIFLEY. &
V. $EWE) . 1B, BREEICEIT2BR. BRBEICE T 2EREH
. BIUOBEROBRAZHSC I EZRBEETIHMEREIER TSI ENTE
%, BRAINIEYICIE. EFHAMIENIEEND,

INSOERIF. EHOBRADRISELTRICITI IENTE S,

IS, 2K (1 e) TRINZEEMINSZEOHHF, BLU. Th
S EMOESLEYMIRE EDRATIE. BEE. EHOEF. B, HE,
AR, RE. REF LAEY). HiEY. 1B BEREEICS I IER. BRRK
BICBIT5EMBEN SR BN SFBRINSIARICEA L, EYRITZE
BIISEDZEILE T, AEEMEBRT DI ENTE D,

FEBANED, EYOETF. B, BE, HRILIRETHIIHE. &
RAEEDIFERAE LTI, ZEBRITZHITRVWRYRICRE IRV,
RIEE. MIRE. BERE REMITE XLy ME REEETH S,

BmFOgaE. BREE LTE, BIZE, REE. MKRE BRE I
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[0141]

[0142]

[0143]

[0144]

[FE. RL vy ME. REEER CAREDFEITONDS, REEE. RIROEH
BROPATEFEZRETDHETHY ., MKEICIE. ZBROBFAMIKROE
HEaMBEIEIEMKREE, BAKICRULEBEFEZMROERZHEIES
EMEEDNH B, T BEBAROEREZ, IFYV—HNTEFOXRANEHTYT
DRBFE, BFREAREIMIFTIMEMTENH D, IHIC. BFETRIEH
ERIE—EDOREZ - UARL Y MET BRI, REWICER %2 REETUE
THERLY NEP, BRESARTANLERBFICO—T4 V79 2REE
. BHABRSBATHRELEERRICLIYEBTFZEE T2 ARENETLOND

RIFLWEN. BLU, SENICEBY 256, REICLSIEHREILE
WOWEBIZE > T, RFHR, TEHSOHER. BEORIGERT I EIC
LU, TNHLDEYNEFRET DI ENTES,

7. BT, B, BE KB, FLEEREFICERY %S, BT, 1B
RE, IR, FRERESERFISENNISRERITT 5 0IC+2 AR,
WEHRIELIERETIIEEEITONS, COBEREIE2RESLICERE
iF. BRANE. ENOBESIVCEFICIELC T, BEEICL > THEERES
nsd, LT, RBEBITREE LT, BFIREINLWDA, HIAE. 15
BUETHD, £, RERTICHBIFTIEEE LT, BIAIE, 5~45CTH
%,

TEAOBERAEE LT, BIZIE, AFEBILENINSEZETHA, &
LU, ENOHEMOBEEEYBRE E DESHI O = tEP F /- TIFE LI
BRTZIENETFOND, FELWIEREEAAZE LTIE, 8. &, &
. BEUHEMTIVERETH D, TIT, FMLEIL. LEBLELDETSE
EREICOZRELE, L. ThICEKT 2 TEHRAOEBNLEA
=229 5,

e, ARPLLENINSZELCHAF,. BLE. ThE EMBOBESEY
pREl & DREFI ZKPTIHAL T ITAB L IEBRELIBIEFT DI &ICE
>THRATSZEBEFMBRLTERAAETH 2,
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[0145] B¥3%, BL U BIMOEEDDHD. KHMEBTH LU, WF. NFT (
Nutrient Film Technique)., Ovoo—IHns
DERIEHHEIZDO L D LWBRHIES AT ALAICB T E2EBRNERT 2%EE
 ARBPEEMINSZEVHA., BLU. T SMOBEEYRHRE &
DREEHI%Z, N"—IF254 bE2EUAIEE. LU, EEHAIVYY b
ZRUBEMBBICERERTEISIEHHELNTH D,

[0146] F7/, LEEAIRICBEWVWT. R (1) OILEMELIEZDERD B WIERX
(le) DILEMEZRBZDBOBENEIZ. BT IREBITIRICEWVT
R (1) FEEBK (Le) DILEMPEMRISEESRITTDDICTRRE
AEFFE LY,

[0147] LEtEBEMER. LEMOUE. ERANROEERS LUE, Bty 228%
TIRORS, REFZHRL TCEERET LI ENTELN, IR &
Foiga. X (1) OELEMFLEZTDEHZWIER (Ie) DILEWMEIF
TDRDEIF, BFI0kgH2Y, FFH L IEIg~10kgTHY ., FYHFHLL
d10g~TkgERAIND, £, TEICERT2HE. X (1) OkEMTEEL
EZDEHDWER (1 e) DLEMEIEETDEDOER., Fi107—ILH
2Y, FELLIF0. 1g~10kgTH Y., SYFXLLIF1g~1kgTH B, HEHND
ZEMICNIERT 2156, ELFX (1) ODLEEDELRBETDEHD I WIFH (e
) DILEMEIZZDRDER, #HMI0F7—I LY, FH L <IF0.1g~10k
gTHY. LUFFLLIFIg~TkgZENIEBTDZIENEE LWL,

[0148] ARBOBZSLEMBRFANBNFEMERBRFTH D & E1F. KA. 2
Al ARACER. EFEF. CEREA, SEEl. FENAL MRF. BF. hTEL
Al feFl. Fa 7 TILHEL EHRE. BH. Y —LF, v T-FH Vv
AF, EREF. BIER, BEFGETRHIND A, RHF. RILHEHR TR
INDTEMFITHFE L,

[0149] RFUCIE, I HIC, BEOIMLA., o8F. BEF. BEH. BB
REH., BERFLEOHRFABEBFRELRETDIENTE, IHI. A
BOREEKFIGERET DI ENTE S, Ik, 28 BELREDLEDHDOR
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[0150]

[0151]

ESEMR & LTE. BIZIEEME. RUAFRST7ILFLUT7ILFL (7Y —
V) IT—FIVE RUFAFSIFLYPLFLTIILI—FTIE RUA+
SIFLVEEBHBIRATIL, @R 7=, TILELT)—=ILRILEY
BEQEZAVWDIENTES, 2EFIE LTI, BIZAEHEIY, E5F

L. V= UFEK. BE. ARKBEERSTFRENEFLND,
BE - EEFELTUL AIZEIT)EY Y, RVIFLY )=V REN
Bifohsd, @BLELEELTE AAEAEr Y, €5F>, eROFT T
OELEILO—R, PSETHLRENFBEIFOLh, REMAFE LTE, HlX
&7 =/ —ILRER(ERAIER] (BHT, BHAZRE) | 7 X U RER(LRHLER (V7 x
ST IVRE) | BREERBLLHLERGESEITONDS, REFIELT
&, BIZIENRSAFROREFTEAFIV, NSFFIREEFBIFIV, /X5 F
FORBEBITOEIL., XSAXFIREBBIFNRENEFSND, LiC
DBk, FREEME. 28F. BLCEBEIE. BDEISUTELBRT,
HEWEHABADLETAVWS I ENTE S, ILICEN. HAOFAREEEER
LTHEL W, AFEBAOESEYBRAFPOEMRYOEEEIF. KRATITRE
BI~TDBEERNEHTH D,

) —LEIEZRBT 2HICHERT BEEE LTE, GIAIFIEERMERIL
KFRE (RENZ 7108 . /Y VKEMHBER. SREHE. B8
BT ZXTI). BNEYH. Y DA—VA 1, KEBBIFSNhD, I51C, Ak
Al RIEA. BBEREAR, R, FOB, RAMHEREF S, BEICH LT,
BERBMTHDIVIHEAPEDLETRWVWEIENTES, IHFIE LTIE B
ZIE, BBERERVILESY Y, RUAFSIFLYTIFILI—TIL, BBEHER
VAFOIFLVRBREDNETOND, ARBOBEEENHIRE D OBENS
DEEE. V) —LFTIEIRFEL~TIEENIELTH D,

HTRIIVEL AR F 73 EERE. AFEBPOERYP OB % 2 1/
DT L. BRRELITED,. B IILIREDFY ) T7—EREGL. IH
I AT TV VBRR IR I LRED L D BERERS &L O/ FITEEHE %
Z. BEICIGCTITERLTERT &N TE S,
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[0152] FHRFIIERBRE L GART 20ENH D, FHFITIE, AIAE. Z0
BREMBEFRICIEDLDICTRRIRELIFT RUEIEENATVWTD
BV, E5FERART 2HICERTRERBAE LTIE. 7YY K 28
FRBARVIIIL, SYRFUVB4YIOELBLCTOEL YY) - DR
BB AL DI RTIV, N-XFiEOl) Ky, F)Oo—LKILv—I
D& LERBENFETOND, ARPOBEEMBHRFPOEYHZDE
B=lE., FHFITIEIEELN~10EENHIBEYTH B,

[0163] H®IfEFIZAR T 27-bDEEKE LTE, BAIAIFBIEEZILRESGHE. K1)
LY VIREDNETOND, ThODEMICTIE, BEICLIY 7YIVBBIRT
WE, PTPEVBIRTIVE. RAT7Y) VBREOTAERERNT S &H
TX D, ZEMPICABUND ZRBE L%, FTHKE, MH/KE., LR
BREZREICEYKBIT B ENTEDS, IHIC, BE, KRB, BEREDT
RERT, BEMRAAY—4v 7, BYAMBRERE T2 EEHTES,

[01564] FHEEFIAOBEKE LT, ENES LOHESIME (NEM. MY EDOY
MREDEH., A—VRI—F. RTFMNRIY—FREDEMH. /51—
. EZHHE BELESORER. SRV F=FvTL—nN— I TL
—N—REDEMT L—/\—, I BMLEOBYMEMK &E7 0T
VIRE) BEITOND, ARBOEZELENMHRFIOENRSDEEER. B
85 TILEE0. 0001 ~EE% N EY TH B,

[0165] ARBOBEZEMMBRE L., RO FZIEEHICEL Y ERBMOERAES
T5IER. BRBNOURROEHRE/IEHONEET I ETHEENSE
BifR S 5 &N TED, £, ERHOBA. FE. BELPFEINDGAME
ARPOBEESEYBRE CTHREBET DI EICLY,. BEEMEHRTEZIED
TZ 5,

[0156] ARBOBEEWBRFIE. ZTOFEFAVWTERWA, BEICL>TIEK
. RO, mROV Yy S— YU R, B AEETHREIRETHERL
THRTIENTE S,

[0167] &7, AFEBICL 2BEELEMMMRHFIE. LOKREH. ZRF, H5=H.
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PREH. MYNRRATHH., BERREERELTHAVWSIEHTES, BEL
TRWRIENTEDFRHELTRE, RRATA4HA K vZa7)L (FBI3UR

The British Crop Protection Council HFiT) . ¥Tv¥YAVvFwvH
Z (SHIBUYA INDEX %1 3hx., 2 OO 84, SHIBUYA INDEX RESEARCH G
ROUP 1T) ICRBEDEDHEITOND, L YUEKNICIE. BEAL Z5=
Bl E TR HRFE LTUET 72— b (acephate) . 2 0OJLARR (dichl
orvos) . EPN, 7z = hOF 7> (fenitothion) . 7 TF IR (fenamifo
s) . 7OF AKX (prothiofos) . 7O 7 x/7RR (profenofos) . ES %
AARRA (pyraclofos) . Z7AIEYERIAFIL (chlorpyrifos-methyl) . 4
4 7Y/ (diazinon) . IRAF 7 —k (fosthiazate) , 1 IV T7HRR (
imicyafos) O LD AHHK) VBT XTI RIEEN. XV IIL (methomyl) |
FA T AT (thiodicarb) . 7L AT (aldicarb) . ZFH I )L (oxa
myl) . Z’ORF I (propoxur) . HJIL/NY L (carbaryl), 7/ THILT
(fenobucarb), TF# 7 v HhJL T (ethiofencarb), 7/ F# HILT (feno
thiocarb), E'Y) I h—T (pirimicarb), HILR7 S (carbofuran), R 7
S hI)L T (benfuracarb) D& D —/S X — NRIEEY. A4S v T (cartap)
« FAY Y Z L(thiocyclam) DL D BRRZA4 X MF 2 VB, YR (i
cofol), & hS VKR (tetradifon) D& 5 BREMIERRAEEH. RILAKY
> (permethrin), 7))L k1 > (tefluthrin), < RJLX K1) > (cypermethrin
)e TILZ A MY (deltamethrin), /O k1) > (cyhalothrin), 7Y/
L L — bk (fenvalerate), ZJL/8)) RX— K(fluvalinate), T k27> Ov
4 Z (ethofenprox). ¥ S 7). A7 v (silafluofen)DLHAREL Z2O9 R
RiLEW. Y7~V (diflubenzuron), 7 ~R> X0 (teflubenz
uron), ZJL 7 x /% 2B (flufenoxuron), 7 OJL7J)L7 X0 (chlorflua
zuron), DL DBERYYV AT L TRIEEY. A hTL > (nethoprene) D &
IBMBERILEVHILEY, 707/ Y ROEIBRBRERILEVHES
MDETONE, LI, TOROEEMELT, 770722 (buprofe
zin) . AFIF PV R (hexythiazox) . I M5 X (amitraz) . Z0OJL
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[0158]

[0159]

T ARIVL (chlordimeform) . EY & R> (pyridaben) ., 7z EOF>
X — k (fenpyroxymate) . V) I 7 x> (pyrimidifen) . 77z FE
= K (tebufenpyrad) . ML 7T ES K (tolfenpyrad) . ZIF7ZJEY
I (fluacrypyrim) . ZtF /< J)(acequinocyl). 7 A KT TV (cyfl
umetofen) . ZIARV I 7 IR (flubendizmide) . TFFAO—JL (ethiprol
e) . 7470=JL (fipronil) . T bFH%Y—JL (ethoxazole) . 1 I 4%
A7Y R (imidacloprid) . #AOF F7=<Y (clothianidin) ., FF7 X M¥*
4 (thiamethoxam) . 74 XY K (acetamiprid) . =7V EZ L (ni
tenpyram) . F7407Y K (thiacloprid) . ¥ /575> (dinotefuran
) . EXbhAYY (pymetrozine) . E7xF++¥— b (bifenazate) . 2O
@A77z (spirodiclofen) , REAQ XS 7 x> (spiromesifen) ., 70O
—HIX KR (flonicamid) . 2 O0/) 7z F+EI (chlorfenapyr) . SO+
27 x v (pyriproxyfen) . 4> RFHHIJLT (indoxacarb) . EVHF I
(pyridalyl) . F/&IERE /S R (spinosad) . 7RI XY F> (avermect
in) . IIRTAY (milbemycin) . T/ ES7 x> (cyenopyrafen)
. AR NS L (spinetoram) . EY Z2J)FF YV (pyrifluguinazon) . 4
OS> hS>5=Y O—JL (chlorantraniliprole) . 7> hS=ZYO—IL
(cyantraniliprole), 2EAOF M5~ b (spirotetramat) . LEXIFV (
lepimectin) \ X% T7JLX V> (metaflumizone) . EZ 7/ 7FA—IL (pyra
fluprole) . Y Z’Aa—JL (pyriprole) . £ RS X FJL ./ > (hydramethylno
n). M) F7HFA—K(triazamate), RV 7+ FH 70O/ (sulfoxaflor) . 7
IEST 70y (flupyradifurone) . 7A X hMF > (flometoquin) .
EBRLEW. Y bORLEY. ERRELEY. RRRLEWM. M)T7
CURILEEY. E RV VRIEEMOEITOND,
AFEROBEZEEMRMRFIE. BTH. ERHBRERVANRFRED L D 4L
MEXEE., BRFLREHATZIEETES,
BEAFEEHATHVWLONZEER S LTE AIZXE 7VYF2ZXMLE
> (azoxystrobin), 7 LY ¥ L XF )l (kresoxym-methyl), M) 7AOF R
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hOE Y (trifloxystrobin), X I/ X ~OEY (metominostrobin) ., =
JHZ hOE Y (orysastrobin) R ED R hOELY Y RIiEEY, A/NRXZEY)

L (mepanipyrim) . EV XH=)L(pyrimethanil), <O =)L (cyprodini
DoL>%7=) /Y IIVRIEEY. M) T ARy (triadimefon), E
TIVE J—Ib(bitertanol), KU ZJLZYV —)L(triflumizole), X bOFY
—JL(metoconazole), O+ —JL(propiconazole), R> A+ —IL(p
enconazole). 75 —)L(flusilazole). T2 0O74% =)L (myclobutanil
). O+ —J)(cyproconazole)., 7 7+ —JL(tebuconazole), ~
F4 23+ —Jl(hexaconazole), 'A% O35 X(prochloraz), X+ —
JL(simeconazole) D& D 7YV —ILRILEW. F/ AF A %— b(quinomethi
onate) DL D70 F / FH ) U RILEW. ¥R T (maneb), TR T (zineb),

< vt 7 (mancozeb), R') 7—/3 X — M (polycarbamate)., 7O E X 7 (pro
Pineb) DL DRI FAH—N\A—RMNRILEH. YT b7z hIT (diethofe
ncarb) D& AR T T I A—NA— RS, 7004 0=/l (chlorothal
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s0OmRZA—AF)(tolclofos—methyl) D& D> LE#) Vv R{LEW. ¥+ T4
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U AIAFNTIIIE) O VREDRER., FLEEREEZFTLEY
UVHEERAWDIENTE D,

[0285] fRISiE., BEZAWTITY CEMFELL, BIAEIAFILEILLT IR
CIUAXFLTENTPIRBREDTIRE TN NIV BREDZN)IVE
 UAFIVRIEF D RBREDRIVEFY RE, PIFILI—TFTI. T3
EROTSVREDI—FTIVE FFBERIFIIL. BT FILREDIRTIE
CRVEY FULY MLIVREDFEEKRRILKFRE, TV, AF
WIFWTNVRBREDT NV ANFY Y ANTHY F05 VR EDRER
BiR{bKFRE, Yoroaxdy, sO00FRLA, yO0ORVEY, Y00
RyYBUBREDONOT YV RILKREEZ 1 BE L I2BHEUEEAEDE TH
WBIZEMNTEZA, /00Xy, 7O0ARIVLREZRVWDDONFE
L Ly,

[0286] Ikid. BEE-80~100CTITO I &EATE, 20~50CHEHATITOI> Z &N
BFE LWL,

[0287] L5 (IXb) THRINZILEMWIE. AIRD (IXa) TRINZEEHE. ArC
HR1DX[Ar, R, XOEZIFRIREB LUITERINBLEME %, BEEHFEETE
RIIFETTRIGIEZIETHEDLIIENTES,

[0288] JBEHFLHETTRIGZITOHE, BHEELTL Az, KREF MY IL
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[0289]

[0290]

[0291]

[0292]

[0293]

BEDTIVAY RBKFREW. KEEH ') 7 LPKEEFT MU LREDREEE
KEBIEAY DL, KEBIEFNYDLREDTIVAYY EBKEREY). MU
FLTIVREDEIRTIVEA BUIV, &-IAFLTI/IEYI VR
EOEEW, FLRIERELZETZIEY S VELZRAWVWSIENTE S,

RivE, EAED LCERIGICEEBLBVWAEREZRAWTITO ZENTES
o BEAERWSRHZEI, BIZIE. PAFIVKRILLATIR, IAFILT7ENT
SRBREDTIREA 7EMZMNILBEDZ MY IIE, IXAFILAIKF
YREBEDRIEFY RE, VIFILI—FTI, ThZERO7SVRED
I—FIIVEE. BRI FIL, BT FILALEDIATIE RytEy, 2L
V. MLIVREDEEBRRILKRE. A5 /-, TH/—. TORY
—IBREDTIVIA—NVER TR, AFLVIFIUTRNVBREDS MU
NEY U ANTY AUV EDREEKRKILKFRE. YooOoxsyy
sO0ORIA, 7O0QRYEY, I/OQRVYEYREDNDOF VikibKE
], KQEORBEAIFERE LIL2EEULEAEDODETHAWVWS I ENTES
B, IXAFIVEIWLTIR, PEMNZMNYI, T—FIE Pooaxsy
700 RIMLREZERWVWS I ENFELL,

RilE. BE-80~100CTITD T EMNTE, 20~50COEHEATITY T &
BFE LWL,

EZX(IXa) TRINZELEYWN S, (IX) 28T, (Ie) ZEHT 2BE
. HEWEEN (IXa) TRINDEEMN S, (IXb) 2T, (le) 24
Y 3ima. (IX) HB5WE(IXb) ZRYHI T, ERMICRIETEIEET
X, F(IXa)hn (Ie) FTERA—BEZRNTRRBICEDSDZEEHTE S,

E

RIC, ERMOIEZITTAKBEE LY EEMICERAY 25%, AFBHIEERESG
ICHIRI N2 E D TR,

BEH 2= 005 [N-C-AFINFATFIVNITI I AFIE) S
a2 3)
2—AFIFA—ITFIT I 3.09(33mmol) K XA FILRILLAT I K25
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[0294]

[0295]

[0296]

mUIEM L, 2—20O00-5—20B0XAFILEY T >5,.3g(33mmol), KZF=E{LF
N1 D 4 (60%) 1. 69 (IEEKI50mg, 40mmo L) DNEICAN X, 70CTIODBH L, &
ISRZOCITNE L, K#3mlZPET OMATRISZRT L, /00 X%
VRS TC2EMH L, 700X 9 VEEBKREEY 77> L TRIRE
wEL, YUATLAZ LAY NI ZT74— (NFHY BT FIL=1:1
SEBIFIL->CVIO0XY VA ) —)L=1:19> JJOOXIV:AE )
—Jb= 1:10) THHEL %, NE4. 6g(IXZE64%)

a1 :2—o00—5—-[N=3F /—N—Q—XFINFAITFIV)ITI/

XFNE) SV {LEYT)

ZaEY 7 123mg(1, 16mmo L) ICEK S T F I T—FL4nlEMNA, 0CITH
WMLz, ThIC, BKYIFILI—FIU3nUTAERE L 7=2-0 00O-5-[N-(2- X
FIFFAIFIVIT I AFIEY TV (H5#EHF 1) (250mg; 1. 16mmol), HeEL
F 5V L9mg(1, 16mmo L) DIEICAI A, ERT—MEIBE L2, RIGKRICI%K
BRib 7 b LKERMIOnL A X TIREER L. YIFILI—FIL#20m
EMATABLUL, PITFILI—FTIIEARKHIONL, 1%6EER. $10nlD)ETH%
Bk, MK IR LTEBRL, BERMEL . INE209mg (UXFKT5%).
a2 2= 00—=5—[N=FRIIIN—N-Q-XAFINFAITFI)ITZ

XFNEVS Y ((LEW29)

2-700-5-[N-2-X FILFA)TFNIT I/ AFILE) IV (5EH 1)13
2mg(0.61mmo L) IC. FEET FI10mlziNX. BFEERL L. REKZZERIC
RLEDOL, BEZREBEL., VATV AZLIAOXNITIZT74— (AN
FHU BRI FI-T:3-1:1) THRELTENYZF7, IXE159mg (4X=K81
%o
B3 :2—o00—5=[N—b)INAOTPEFI-—_N-—IFI]PI /X
FIEIST Y (LEW2 1)

S|k M) 7 O OFES (140mg; 0. 67mmo L) A5mlDEK Y 7 OO X 4 VITED
L7iAak %, US2000306041ICEHDAETCEK LTI FIL—(2—O00—5—
EYIILAFIL) 732 (120mg;070mmol) & M) TFILF I (101mg; TmmoL
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[0297]

[0298]

) ZonlDEKI/OOXY VITENLEBRIC. KSLANSMEMTLE, /&
THERTRIBE L%, RISEICS L1%KEREF ) D LIKGRR,
K. 168EE. DDOWTKDIERTHE UEKRE~Y 7 X0 ATEE L,
BEEZBEBET S &ICLY BN E SN, IXE107mg (UXZET8%),
a4 :2—o00-5-IN=>F/—N=-2—-A4YVFOEINITI/XFI

VY (ba¥i15)

2—-700-5-=73X/IFILE T 50mg(0.26mmol) ICT7 & b 2ml, X
& —=)InlZzMA, BEEEF ') o L43mg(0.52mmol) =N A T, =R TA4EFRE
B L, MWTKFEIEERDFRS MY T L30ng(0. 78mmol) Z 1A, ZERT 1
BERH L, RIDRE 28ZEHEL. BFBBTFILEKEMZA TR L,
ERBEEKRE Y /22U LATLBREEL, 2BATLCTL — M THRL
. 2=00-5—-[N— (2—4V7OELTI/AFI) IEY) SV EFE
o UXE17mg (UXF36%)
/onk2—-s00-5—[N— (2—4V7OELTI/AFI) IEY T Y
5/mgZ= FAWT., GBI ICRBDAETEMNYNE SN, INES4ng (U4
7%) o
a5 : 2—00=5—[N=3F7 /—N—Q-FO/NILF)WVITPI /I XF
MYy (LEWA2)

2—400-5—F73I/JITFILEYI>1.50g(10.6mmol) K X FILIK
AT R1mUTED L. KFRIEF MY D L(60%)486mg (IEBK292mg, 12. 7mmo L
), 7O/0LF)N T O3 R1.25g(10. 6mmo L) DIEICHN X, 70°C T 3 BSRIEBIL
foo RISRZEZRICEL, Ko< UMATRGZEFLL, FFEETFILT
W L7, FRTFILE%S BAKME~Y /2> D LATEREEREBL, >V AYT
WAZL2OKNTZ 74— (NFHY BRI FIL=1:1) THRELT2—7
OR—=5—[IN—Q=7O/WFI)IT7I/AFIE) IV EFE, INE892mg(
U =ATY)
Bonk2—ooO0-5—IN—Q2—7O/UFN)]IT7 I/ AFILE T >60ng
ZRAWT, GBI ICREOAETENINE Shic, IXE20ng (INFE30%
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[0299]

[0300]

[0301]

) o
AEFI6 :2--00-5-[N-> 7 /-N-(6-200-3-BY JILXFI)]F7 I /X

FEVSY (LEW1T)

-7 O0-3-700XFILEY) <> (648mg, 4mmol),50% 7V EZT LS T =
R KA (100mg), REEH ) ™ L (590mg, bmmo 1) & 7+ b = k1) )L (20mL) [C58B
L. 40B5EMEER L7z, BEFRBL. BREZEHEL., BEZT—TI &K
THhoT, MARREMEDVEDAY /—IhbfERibTdI&EICEY. B
B %57, INE28mg
TH-NMR(CDCL3, &, ppm) : 4, 17(4H,s),7.40(2H,d), 7.68(2H, dd), 8. 31(2H, d)
IR : 2207(CN)
MS : m/z=293 (M+H)
BEBI7 - 4-000-[N-2F /-N-(4-570ANV IV P I I AFINRVE
v ({LE¥S5 5)

BRAI6 EABKDAET, 4700y 0O1 R1,61gk YiEESLILEY
157, IXNE450mg (INZF15%) ,
TH-NMR(CDC L3, &, ppm) : 4. 10(2H, s), 7.23(2H,d), 7. 36(2H, d)

MS : m/z=291 (M+H)
BEEI8  N-[1-(6-200-3-EYINTFINI-N-F/ITFINTIVULE
#18)

6—~0O0-3-7EFIEY T (1.03g,0.3mol) E30%TFILTIVAY J
—LEE (1.oml) Z8mld 2 OORILLISEE, B LA, SEEREIAZIC30%T
FILTIVAL ) —ILERZInLGEMNL., I SIC120EREBE TR Z /KT
s VOOKRINALEEEL, BEAIMIOXY J—ILEML, KESLE, K&K
ERURFT N TLNDEDLIDMA, —MRIBR L, X5/ —ILEBE
L. BEEZ7Eh=bYLTHIBE L, MEREBERELL, 7EM=H
VLR SREREREE S SIC20R YR LR, BEZ/7O0O0KRILLAISADL
. 1% NaOHag T4 L. 700K ALAEEZEEFEKOHTEIR L2, 700K
LEREZEL, N-[1-(6-200-3-EY VL) TFILI-N-ZFLT7 I VO
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[0302]

[0303]

Y (HEREER80%) HY790mg?F SN 7=,

BoniN-[1-(6-200-3-EY V)T FIINI-N-TFIL7 I > OHEERY100
mg&xFAWT, Al 1 ICEHEDOAETEMYNE S, INES5ng (IXE60
%)

TH-NMR(CDCL3, &, ppm) : 1.25(3H, t), 1.66(3H,d),2.91(2H, m), 4. 14(1H,q),7.3

1

7(1H,d), 7.73(1H, dd), 8. 30(1H, d)
IR : 2211(CN) : 2206(CN)
a9 : 2-[N=(6=2700-3-BFYINAFIIZTFIRITFI XF
WAINR b)FAT—b(UEEY6)

stk (Journal of Medicinal Chemistry 1999, 42(12), 2227) |C&g2
BOHFETER L (6-200-3-EY JILAFI)-2-14 X /-1,3-F7JY
o> (228mg, Tnmo L) Z15mlDF S & ROZ7 S VITEAN LEBRIC, hY DL
t-7FL— ~(112mg, Tmmo L) Z 1A, 30FE=ERE T LB, ZHbRFR (2
28mg, 3mmo ) Z A L DMATHH I SIC 1 BFEBHERHmIT L, I VA FIL
(142mg, Tmmo L) ;& F L. 2BSREEB# L AL, TAEKEZ, 2514 MEEL TR
EL. BRZRETERELE, MBALERENS, FFRTFIL/AFH2 (111,
Belt) ZEREABREICAWESYATLVAZLZOYNTZ 714 —I12&Y,
HEHROBMYZBEE L7, IXE130mg(41%)
TH-NMR(CDCL3, &, ppm) : 2.76(3H, s),3.31(2H, t), 3.63(2H, 1), 4.28(2H,s), 7.3
8(1H,d),7.73(1H, dd), 8. 35(1H, d)

IR : 2211(CN)
EFEI10:2—-00=b5=—[N=—hYZINAORINKE=JI—N=-2—-—7OF

“JITZI/AXAFILEYSY (bEY152)

BRAIS ICEBEDAETELNL2—0O0-5—[N-2—-7O=ZL)]7
T/AFIVEY 2 2104mg (0.58mmol) KT /OO X S 2 10mUITARE L.
MK ZNAORILEVERI9 wl (1.16mmol, 326mg) ZiNX TERT 28
BB LA, RIGRTHE, RERERICTY700X5 v AMATED, 1 %KE
£ MU DLKER, 1 %EERKEROIETHE SRR, BKREBY TR DL
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[0304]

[0305]

TER, BERBL. SUATFLASLIORMNIS T4 — (NFHY B
BIFIL=2:8) THRELTENYESKL, IXNE55ng (IXZE30%)
aEfEI11 :2-00-b5=[N=>7/-N=(20F7O0ELXFIVITZ
JAFIEYTY (ka7 1)
HBFEIOFETEXKLIN-[ (6 —/0BE) Y =3 —1J) AFILI>
7+ 3 R30mg (0.18mmol) ZMAKDMF3mUTARE L. KFRIEF MU L (60
% 10mg (IERBK6mg, 0.26mmol) ZMMA TEB T2 OB LA, HWT (/O
OXFI) oa7a/8>52ug (0.57mmol) . I94bHh ") o L5mgDIEICHN
2T, EBRT2O0REBHLE, REETHE RIGRICVEDKEMATR
EELEL, 1%EBEHBIFILITOHRL. BHEEL 1 %R TSR
« EKMEEY TR U LTI, RERMEL. 2EATLCTL—K (0.
EmmFL—MTH AFHY  EBIFIL=1:1TEM) THHELTH
MY EE, INE18ng (UXZFK45%)
A1 2 : 2—-[N—(6—200-3-EYIIAFIIICTPFIRIIFI O

—ITFIIVANK/ FFT—FULEYE 6)

1. 2—EZR (MU AFY) T4 28.86g (24. 0mmol) A K DMF 100m
UTB#E L. KaTThBAIOAETEXLEN-[ (6 -/ 00K -3
—A ) XFI]LFFH I R2.00g (12.0mmol) . NaH (6 0%) 500mg (iEMk3
00mg, 13.2mmol) . K | 44mgDIEICMA T, ER T8 OB L, RIGKT
%, 0CTAXS /= ILZEDLETDOMA, MWTKEMATRIEZFIEL, &
NICHBRIFILE 1 %IEREZMA TORETV. BHREZ 1 BIRE THRFE
BB TR0 LTS RERMEL. YA SNASL7OT KT
S74— (ANFHY  EBIFIL=2:8-6:4) THELL BHNYE
BUI7302aveEHTRELEEZ S, DMFAK>TWEESD, DE
DOEEEITFILEMA T, 1 %IBERT2OESRER, BKREBY T XD LATRIE
. BERET B EICE>TDMF &fRE, 2-[IN=(6—200-3-EY YL
AFIW)OTFIRITFIL 4—XFIRVEVRIER—F (LG8 4
) &1S7-, UNE1.43g (UXZE33Y%) .
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[0306]

[0307]

[0308]

[0309]

IFLFHY NSUBENY) D Ldbng (0.28mmol) (ICEEK T M= b1 JL3ml
EMNZ, RO AFETER L2 —[N—(6—200-3-EYIILAFIL)OT
FIRIZFI 4 —AFURVEYZEHEF— Fo0ng (0.14mmol) %7+ K
ZhYLMUSABE L= DEIMA,. S0CTS OB LA, RIS TE.
RERERERBL. BRI FILE 1 %IEBEMATOR L., BHELE
KRB~ T2y U LATEBRERERHBEL, 2MBETLCTFL—K (0. 5m
mF7L—h1# AFHY  BBRIFIL=2: 3ToHKR) THELTENY
Z1S7, INE23mg (UNFE18%) ,
afEI13 :2—-[N—(6—200-3-BEYTVIAFIVNSTFIRITFIL R
YN (ZFN) ANVWNRESFAT—UEEY85)

RYJIITFILT I 55mg (0.41mmol) A EAKTHFOmUARRL, HYU D
Lt-TF L — hdémg (0.41mmol) ZMATERT2098BH L, HWTZ
BifbikFR49 wg (62mg, 0.41mmol) . BB T 2DHETER L2 —[N—(6
—o0O0-3-BEYINNAFN)ISTFIRIZFIL 4—XFIRVEY IR
*— Kk ({t&¥84) 50mg (0.14mmol) AMAKTHFImUIAMLEDD, I
Jibh ) D LomgDIEICIN A, 40CTIREEE LE, RIBRTHE., PEDK
EMATRIGEELEL, 54 bEAVWTRBRE2HBL., 2HERELE
o YVATNAZLIARMNIZ 74— (NFHY (EBIFIL=T7: 3)
TR L TEMYESL. INE4ng (IXFKT2Y) ,

BB ~1 3 TRLNEEMB I UCEKRDAFETHLONIEEYDR
RYMT—FH%RE6DH IR,

BH, RPOEREIFLLTDL D ICEE L
: BB ~5. 10 &EABKROAE

: BERBI6. 7 ERBDEE

: BRI 8 S AKDFE

: ARG 9 S AKDFE

c BB 1 ERKOEE

: BEBI1 2, 1 3 EEBROAE

m m O O w »
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[0310] [FK6]

[0311]

74

PCT/JP2011/069352

LS o 'H-NMR (CDCI3, & } o

&= =] , O, ppm IR (KBr, v, cmv ) or MS

1 A 2.40 (3H, 5). 2.89 (2H_s). 3.35 (2H_s). 4.27 (2H, s}, 7.40 (1H. @, 7.95 (I dd).__ 12211 (ON)
1.32 (3H. v}, 2.68 {2H, g}, 2.87 (2H, t), 3.34 (2H 1), 4.27 ZH, s}, 7.41 (1H, d), 7.74 :

? A (iH_dd), 8.37 (IH. &} 2211 {CN)

X A 0.99 (3H, 0. 169 (2H, m), 7.65 (2H, £, 255 (2H, 0, 334 (2H 0, 427 (2, ). 740 |, o
{(H, ), 7,74 (3H, dd). 8.36 (1H, d) T

4 A 0.97 (3H_1), 169 (H_m) 292 (PH_1, 419 (2H. &) 7.9 (iH.d). 7.1 (1N, dg). 12208 (GN)
1.96 (2H. m). 2.11 (3H, s). 258 (2H, t), 391 (2H, t) 421 (2H, s), 7.39 (1H, d), 7.71

> A (1H, dd). B35 (3H. o} 2210 (CH)

B E 2.76(3H. s}, 231 (2H_t), 363 (2H U, .28 (ZH_s) 7.38 (1H, ), 7.73 (1H, dd), 8.85 |2211 (CN)._m/z = 318 (M)
1.36 (3H. 1), 330 (2H, t), 338 (2H, o), 461 (2H. 1), 427 (2H. s). 7.39 (IH, o), 7.73 |, _

L (1H, del), 8,35 ({H, &) m/z = 332 (MHH)
1.02 (3H, D). .73 (2H, m), 3.30 (2H, ©. 334 (2H. 1), 3.61 (2H, 1. 4.27 2H. &), 7.38 _

8 E (M, 5. 7.73 (1M, dd). 8,36 (1H, o) m/z = 346 (MHH)

3 E 1.37 (3H, 1). 2.33 (2H_t), 338 {?H_ay, 4.42 (2H, 5, 7.61 (H,s) 2213 (CN), m/z = 336 [MEHD

1c__IE 1.03 (3H, 3, 1.75 (2H, o), 3.32 (2H. t),_3.36 (2H_t), 3.62 (2H, ), 442 (2H.5). 7.61 |2214 (CN), m/2 = 352 (M#H)

11 A 319 (7H, ), 3.36 (3H 5., 461 (2H ) 430 (2H_s)_7.38 (1H, d). 7.72 [iH_dd). 5,35|2212 (CN)
083 (3H, ), 1.3% (2H, m), 165 (2H, m), 2.95 (ZH. 1. 4.19 (2H, &), 7.38 {IH, o>, 7.71 .

i2 A (H, ddb, 333 (1H, &) 2210 (CN)

3 A 283 (3H, 5), 4.7 (2H_s)_ 7.1 (1H_d). 7.71 (1H, dd’, 8.34 (111 d) 7208 (CN]

14 A 1-30 (3H, ¢}, 3.03 (2H, o__4.20 (2H, 5. 7.39 (IH, &), 7.71 (fH, ody, 834 (IHLd)__ [2210 (N

5 |A 1.29 (6H, d), 315 (1H_sept) 4.20 (2H, s)_7.39 (11, d}._7.70 (IH__dd), 8.34 (1H, d)_|2210 {CNy

18 |A 2.23 (6H, ). 2.54 (2H, ), 3,06 (2H © 4.26 (2H, 5). 7.97 (1H_d), 7.73 {1H. dd), £.34|2211 {CN}

7 s 166 T1H, m). 182 (2K m), 2.20 (1H, ) 3.03 (1H, m}, 217 (1. m), 413 (KD, [0
7.22 {4H, m}. 7.68 (1H, d). 8.45 (iH. d), 857 [IH_s)

8 C 1.24 (3H, t, 1.65 (3H. dy, 2.1 (2H_m), 4.13 (1M q), 7.36 (IH_d), 7.72 (1H, dd). 2206 (CN)

v A 1.28 (3H, +), 3.03 (2H, q), 4.32 (2H. s 7.47 (IH, 3) 2213 (CN)
112117 (3H. 1, 2.12, 217 (3H, =), 329, 3.41 (2H, q), 453 4.55 (2H, 5. 7.9, _

0 A 7.35 (1B, d). 7.41, 7.63 (2H. dd). 8.7 (1H, ) 1635 (C=0)
1.13. 1.26 (3H, 1), 3.36, 3.44 (?H. o), 4.60, 461 (2H, 53, 7.31, 7.38 (1R, d), 7.54, —

1 A 761 {H. dd> 8.28 8.30 ({H, d) 1681 (=0

b s ; ;g ?E ::; 325 (2H. . 374 3 m), 4.44 (2H m. 7.28 (1H, ), 758 (L M. | 1700 o
2.12.2.13 (3H. s}, 2.14 2.21 {3H, =), 2.62, 267 (2H. + 546, 354 (2H. 0, 460, 463, _

i [2H, =), 7.30. 735 (1H, d), 7.51, 7.63 (1H, dd), B.27 (H. &) m’z = 259 (M+H)
212, 213 (3H, s), 2.72 (3H, 1), 357, 3.58 (3H, t), 458, 4.69 (2H, 53, 7.07—7.43 (6H, | . _

i m)._7.88 {1H, de), 8.37 (IH_ 6} m/z = 337 M+H)
1,98 (3H, s). 2.44 (2H. ), 320 (2H, ©. 4.37 2H. v, 7.33 (1H, o), 756 (2H, dd), 763] , _

26 A (4K td), 7.74 (1H_dd), 7.64 (2H, dd}, 8.23 (H, d) m/z = 357 (M)
210 [3H, s), 2.63 (2H. m). 3.43 (2H, m), 3.78 (aH, mY, 4.52 (21, =}, 7.90 (1H, m), "

G 7.60 (1H. m), 8.30 (3H, m) m/z = 275 (MH)
2.07 (3H, s), 2.58 (2H. £). 3.01 (M, ), 2.38 (2H. ), 4.42 (2H, s}, 7.36 {1H, d), 7.80 _

% A {IH. dd). 834 (1H_d) Mz = 295 M)
2.09, 210 (3H, 5), 2.57. 2.61 (211, ¥, 3.37. 3.42 {2H, ©), 452 4.55 (2H, &), 7.52, 797, .

A (IH, &) 7.56, 764 (1H_ad), 8.31, 8.32 (1, d) m/z = 245 (M+H)
1.80 (3H, m), 260 (2H, m), 3.50 (2H, m), 4.74 (21, mY, 7.32 (IH, <), .42 (51, m>, _

0 A 753 768 (1H,_dd), BB {IH, d) m’z = 321 (MH)
211, 2.13 (3H, ), 2.67 (2H. t). 3.50, 3.5 (2H, 0. 4.67. 4.74{2H, 5), 7.4, 7.58 (1H, _

3 A &), 7,55, 7.62 (1, dd), 8.30. 8.32 (1H, &) m’z = 313 (MH)
1.33 (6H, £), 2.06 (3H. 3), 2.56 (2H, 1), 3.00 (2H. m). 4.08 (4H, m), 4.26 3. m), o

B¥oA 7.32 (1H, d), 7.72 (1H, dd’, 8.33 {1H_d) m7z = 353 (M+H)

ETR 213 (3H, 8), 290 (H, b, 3.14 (21, t), 419 (2H_s) 7.4 (1H_d). 8.17 (1H_ddy, 8.47 m/z = 361 (M)

3B |a 1.26 (3H, ©). 2.98 (21, o). 4.18 (2H, <) 7.35 (5H_m) _ m7z = 161 (M+H)

6 la ;:g 'Us: ;);Da,oz (?H o, 422 (2, s), 7.35 (1H. dd). 7.73(1H, dd). 856 (. 4. | " om0

5 A 1.27 (3H,_t), 3.00 (2H. q), 416 (2H, s). 7.27 (2H, d), 7.35 (2H. d) m/z = 195 (WH)

35 1A 112 (3H, t%2) 211, 218 (3 s), 396_343 (2H_ t}, 451, 4.59 (2H, 5}, 7.29 (5H,

0 A 1.07 (3H_m),_2.25 (?H, m), 3.74 (3H. 5)_4.47 (2H, 5) 7.28 (5H m)

41 A 1.25 (3H, 1), 289 (2H g) 420 (20 s 7.11 (1H_m), 7.25 (1H, m), 7.36 (IH. m)___|m7z = 167 (M*H)

42 |A 2.54 (1H, ), 381 (2H, d), 4.30 (2H.5), 740 (1, d). 773 (1H, dc) 830 (1H. ) [m/z = 208 (MeH)

e |a 3.52 l;zsl-sL (:ﬁ)l, ::Im @H. <), 5.37(zH, dd x 2), 5.85 (1H, tde), 7.39 (1H &), 271 (IH, || -0t

M |A 410 (2H_3). 4.17 (?H_ s, 7.33 (6H. m). 7.65 (1H. dd). 8.25 (1H, d) [m7z = 253 (MHH)

45 A 1.32 (3H, 1), 3.03 (2H, g} 4.23 (2H. s) 7.53 (1H, m) 7.64 {3H, m} m/z =186 (M+H)

46 A 1.32 {3H, 1), 3.06 (2H.q), 431 (2H_s), 7.75 ({H_d) 7.93 (1H, dc). 8.66 (1M, df __|m/z = 230 (M*H)

47 A 2.14(3H_s) 2.78 (2H, 7). 3.25 (2H, t), 438 (?H, ). 7.76 (IH, &, 7.97 (IH, dd), 872 |m7= = 276 (M+H)
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1.26 (3H, 1), 2.58 (2H, m), 2.81 (2H, q), 3.24 (2H. t). 438 (2H =), 7.75 (1H, o>, 7.96 | . _ N
£ A (1H g}, 8.7 {1H, 5) m/z = 200 (M4
2.75 (2H, 1), 305 (2H, 1), 373 (2H, s} 420 (2H, ), 6 18 (1M, d}, 6.31 (IH, dd), 7.05] , _ \
® A (1H, ). 7.38 (1H, d). 771 (1H, dd). 831 {1+, &) m/z = 308 (M+H)
50 A 2.65 (2H, 1) 2.99 (2H t), 3.72 (ZH, s), 4.11 (2H, s}, 7.30 (6H, m), 7.64 (1H, gd), m/z = 318 (M+H)
344 (2H, m), 348 (2H, m), 423 (2H, 5), .37 (1H, 4% 7.61 (2R, m). 7.70 (2H, ), ._
S 7.91 (2H. m}, 6.33 (W J) m/z = 336 (MsH)
52 |A 3.12 (2H, td), 3.17 (2H_td). 418 (OH, s) 7.31 (6H_my_7.66 (1H, dd), 825 (1 m) Jmrz = 304 (M+H)
3.43 (2H,©), 4.19 (2H, ). 435 (2H_ s, 6.88 (2H, d), 7.02 (1H, m), 7.31 (31, m), 7.73]
\oe (1H, dd). 838 (1H_d) m/z = 288 (M)
2.01 (3H, 5), 3.17 (2H, ¥). 350 (2H, o). 423 @H =5, 582 (1H br s), 7.38 (11, ., -
A 769 (1H, dd). £36 (1H, d) m/z = 253 (M+H)
55 B 408 (4H, s}, 7.23 (4H, a), 7.36 (4H, d) m/z = 281 (M+H)
5 e ﬁug g: ;)) 320 (2H, ¥, 407 (2H, 33, 717 @H, . 729 G ) TAB IR |~ oo
343 (2H. ), 498 (2H, ), 4.53 (2F, ¥, 7.33 (1H, ). 747 (1A, ), 7.60 A ), 771] .
i (1H, ddf} 8,03 (2H, m) €35 (1H, d) m/z = 316 (M+H)
| G 398 (2H. s). £36 (2H, 5), 745 (1H_d), 7.74 (1, dd>, 5.42 (1A d) 7z = 207 (M=H)
e 2.11(3H, 5), 2.28 (2H, t). 427 (4H, ) 7.40 (H. d). 7.71 (IH. od) 5.96 (IH &) |m/z = 254 (M<H)
2 |E 2.25 (H, s 4.17 (2H, =), 4.33.(7H_ 5, 739 (1A, d). 7.72 (1H. dd). 8.37 (IH, d) _ |m/z = 228 (M+H)
I 2.21 (1H, dd), 258 (1H, dd), 3.08 (2H, m), 3.92 (1H, dd), 431 (2H. de). 7.35 (1H, d),
1.72.(1H, dd). 836 (1H_d)
o | 2.60 (1H, dd), 288 (2H_m). 3.21 (1H, ;. 3.49 (1H. dd), 431 (2H, =) 7.38 (1H, d),
774 OH. dd), 839 (1K o)
0 |E 2.7C (2H, t), 330 (2H, t), 373 (3N, s), 425 (3H_ sy 7.38 (1L & 7.J2 (iHL de). B35
0.27 (2H, m), 0/66 (2H, m). 1.06 (1M, m), 288 (3H. 4}, 426 (2H, s), 740 (1H. &), | . _
n E 7.75 (1H_dd)_B 34 (1H_d) m/z =222 (MiH)
A 214(3H, 5), 277 (H. 1] 323 (?H_t;, 428 (2H. =) 787 (1A ) 828 (N &) w7z = 276 (MFLD
1.69 (3H, d). 2.90 (3H. s}, 2.77 (2H, m}. 3.08 (2H, m). 4.23 (IH, &), 7.38 (IH, 0, ~
A 7.76 (iH_ dd), 833 (it d) m/z = 256 (Msh)
A 21531, 5) 2.75 (ZH, ¢. 323 (7M. 1), 4.24 (2H. ) 7.51 (1H. 3 7z = 248 ()
15 A 1.27 (3H, 1), 2.58 (2H, 9). 278 (PH, © 3.21 (2H. ¢), 442 (7H, 5], 7.51 (IH, 5} m/z = 262 (M+H)
% a :gg gz gw)). 292 (4R mi. 363 (1H, m), 426 (M, 3] 730 (H, D T33 CH 38 [ ooy
1.36 (3H, d), 2.11 (aH, ). 262 (1A, dd, 279 (1H, dd), .15 (IH, m), 429 i o). |
LA 432 (1H, d), 7.38 (UH, d). 7.76 (1H_gd>. 8.37 (1H. d) m/z = 256 (M+H)
78 _|A 211 (3H, 53 275 (3Ht3, 421 (2H.t). 427 (2H, 57, 7.00 (1H, dd). 7.88 (UM tdr_ /s = 226 (MH)
79 A 214 (3H, % 278 (3h. 1), 3.23 (2H. ©). 430 (3H_s) 7.59 (1H. dd), 821 (1K, 5) /7 = 260 (M*H)
80 | .30 (3H. «, 3.01 (2H, o, 421 (2H_ <. 754 (iH_d), .19 (1H. s} m/z= 214 (MH)
a1 A 360, 3.68 3.70 (ZH, gt % 2}, 4,60, 469 (2H. tx 2), 477,478 (2H, s x 2> 733 739 m/z = 285 (M+H)
(IH g x2) 7.55 7.63 (1H,_dd x2), 830833 (11, d x 2}
82 A 3.30 [2H dt), 431 (2H, s} 4.31-4.23 (2H, m), 7,3_9_(]”. d}, 7.73 (1H, dd). 8 36 (TH_|m/z = 214 (M+H)
3 |E 4.18 (9H_s). 432 (2H_s), 7.40 (1H, d), 7.48 (1H, 5} 768 (1M, dd), 8.33 {1H. o) |m/z = 299 (M+H)
247 (2H, s5), 3.31 (2H, 1), 4.21 (2H. =) 4.23 (2H, s), 7.37 (3H. m), 7.6B (1H, cd), ‘=
G 7.79 2H. d) 8,30 (1K) Mz = 366 (MH)
25 F 1.22 [3H, £ X 2), 3.36 (2H, tx2), 3.60’(2H. tx2} 371 (ZH; ). 4.02 (EH.’q), 428, | = 405 (M<H)
432 2H s %2) 494, 53] (FH s X2 7.32 (6H_m), 7.74 (IH m). 838 71H_m)
142 (3K, £, 331 (2H, ). 3.38 (2H, 1). .28 (2H, ), 463 (2H, @), 738 (1H. & 172 | — wom s s
= 218 (MeH)
Isa F ({H_dd) 8.37 (IH, d) m/z =318 (MH
3.5, 347 (3H, s % 2), 3.6 (2H, t= 2) 360 (ZH 1X2), 4.29, 232 (2H, 5 < 2, 4.8, -
8 |F 5.33 (2H, 5 X2), 7.18-7.37 (6H. m), .73 (?H,_m), 841 ({H m) m/z = 391 (M+H)
1.74 (3H, my, 319 (1M, m;, 3.37-3.82 (1H, m), 4.31-4.66 (2H, ). 5.3 (1H, m), s
as 7.37 (1H, d x 2), 757, 2.20 (1H, dd X 2), 8.35. £.38 (1H 4% 2) m/z = 293 (M+H)
%[ 1.39 (6H, d), 3.30~3 40 (44, m). 573 (1H, m), 7.38 (1H, d), 7.73 (1H. dd». 8.37 (11, |m/z = 330 (M*1D)
0.92 (3H, 1), 1.37 (4H_ m), 179 (2H, m), 331 (2H. £, .38 (2H, ). 4.28 (2H, 53, 457 | _
oF (24, 1), 7,38 (1H, 0, 7.73 (1K, dd), 837 (1H, o) vz 7 358 M
2 o ; ;3 '(13: :; 322 (M, m), 428 (1H. o), 464 (2H, m). 739 (0 &, 774 G aoh, [ 0o
100 (3H, 0,138 (24 m), 31 (21, ©, 3.38 (21, 1), 429 (2H_s) 453 (2H. 0. 708 |
@ F (1H. d), .23 (1H. ¢d). & 37 (1H, g) m/z = 390 M+H)
096 (3H. ). 1.41 (2H, m), 1.80 (2H, my, 3.31 (2, &, 3.38 (2H, %), 4.28 (2H. <0, 458 |
‘ , = 344 (M+H
o (2H, ¥), 7.38 (1H, d), 7.73 {IH. gq), 8,36 (IH, & m/z = 344 M+
b= 368,376 (2H, tdx 2. 4 78, 488 (?H_s x 2 5.85-6.15 (1H. m), 7.62, 7.58 (1M, s X |m/z = 300 (M+H)
173 (3H, d), 316, 3.49 (2H, mx2), 5.27. 5.37 (1H, qX2), 7.33, 240 (M. ax2), |  _
I .56, 7.70 (1H, d X 2). 8.36 (1H, &) M’z =317 )
360, 371 (2H, tdx 23, 479 (2H, 5), 5.85-6.18 (1H, m), 7.35, 740 (1H. dx2), 7.583, | , _
A 1,60 (IH, dd x 2), B.30, 8.36 (1H, dx 2) m?z = 303 (M+H)
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3.59. 387 (2H, td % 2], 4.76, 495 (2H, £ x 2}, 5.86-6.17 {1H. m), 7.37. 7.41 (1H, d x

|9E F 2) 755 762 (1H d % 2) 831 832 (IH_5x2) m/z = 319 (M+H)
|8 A 350 (2H_m) 511 (ZH, my, 6,10 ({H_m) _7.37 (1H. d3 7.60 (GH. b 832 () s)___|m/z = 351 (M*H)
203 (2H, m}, 2.47 (3H, 5). 308 (2H, 1), 412 (2H £, 418 (2H, 5, 7.38 (BH. m), 770 _
woF (1H. dd), 7.78 {1H, d). 8.33 {1H, &) mz = 380 (MH)
143 (3H, t), 2.10 (2H, m), 3.10 (2H. 1), 3.20 (2H, ¥), 4.21 (2H, 5), 4.66 (2H, o), 7.99 ~
o F (1H. d) 771 (1H. dd). B.34 {1H. &) m/z = 330 (M)
1.00 (2H, ), 183 (2H, o), 2.1 (2H. q), 3.00 (2H. 1, 3.19 (2H, v, 421 (2H, s}, 455 | _
oz |F (2H_t), 7.38 (1H. d}, 2.71 {IH, dd). £.34 (1H_d) m/z = 344 (MH)
1.25 (3H, my, 2.12 (2H, m), 3.08, 3.2 (2H, tx 2, 3.36, 3.4D (2H, t= 2) 3.71, 4.05 _
103 (2H. g %2), 418, 423 (2H 5 x2). 494, 5,33 (2H, 5 % 9). 733 (7H. rm). 772 (1H_my, ™77 = 319 (Meb)
04__|A 2.58 (2H_ m), 4.67 (PH, m), 5.77-6.07 (1H, m), 7.41 (0. d), 7.72 (IH, dd), .37 [{H,
101, 1.17 (30, £ X 2), 1.72 (3H, d % 2), 3.02-3.54 (ZH. m). 5.28. 5,38 (1H, q X 2). PR
s 6 7.34 7.38 (IH_d X 2), 7.57, 7.66 {1H, dd % 2), 8.27 {iH, ) m/z = 261 (M)
107 ¢ 1.02 (3H, t), 1.92 (3H,_d), 128 (2H, m»,_5.26 (1H, q). 7.37 (1H_d). 7.77 (1H, d) 8.44 |m’z = 317 (M*H)
170175 (3H, d x 2), 3.16-3.58 (2H, m), 5.30 (1H, q. 5.61-5.96 (1H. m), 7.38, 7.41] __
8 © (1H. d*2), 7.73 (1H, dd}, 8.41, 8.44 (IH, d* 2) m/z = 353 (M)
1.01 (8H, m), 2.03, 224 (2H_ m x2), 332, 372 (2H, m% 2}, 5.03 (1H. o), 5.680-6.20 | _
L (1H, m) 7.37, 740 (1H, d x 23, 7,60, 7.76 (1H, dd > 2}, £.38 (1H, ) m/z = 331 (M)
0.97(3H, £, 2.04-2.32 (2H, m), 4.30-3 80 (2, m), 5.72-6 00 (1H, my, 741 (H, &, |,
¢ 7.72 (IH, m}. 6.44 (IH, 5) 7z = 367 (M)
102 (3H, m), 2.00-2.30 (2H, m}, 3.14-3.98 (2H, m), 4 84-512 (11, m), 726-734 |, _
A (1H, m}, 7.60-7.76 ({H. m}_8.38 (3H, m) 7z = 265 (M+H)
0.98. 1.05 {3H, t} 2.06, 224 (2H, mx2) 332 (2H. m), 480 {1H, g). 7.38 (1H, d). .
LG 7.75 {14, m}, 8.45 (1H, 5) 7z = 351 (M)
e o (11 .)038 :.BGZH:I%. 1s .)73 @M. &), 320-345 2R m). 532 (M, @) 773 (IR, &), 788 CH, | o7 o
1.03. 1.23 (3H. tx 23, 1.78 (3H, d = 2), 3.00-3.60 (2H, v, 5.34 (1M, o), .69 773 |_ . _
1516 (1H. d % 2) 7.80. 7.88 (1H. d % 2), 8.70, B.71 (IH, d % 2) mez = 315 (M)
TENG 3.63 (2H,_db_4.33 (2H, s, 5.38 (2H. m). 5.82 (1H, m). 7.47 (1H_ 5) mz = 214 (MH)
150 IF 2.55 (1H, t), 3,83 (2H, d), 448 (2H_s), 7.55 (1H, 3) m/z = 212 (M+H)
121 2.86 (3H, 5) 431 (2H. s, 7.50 (1H,_s) m/z = 166 (M)
122 E 0.98 (3H. t), 1.69 {2H m) 285 (?H ) 433 (2H, s}, 749 (1H, s} m/z = 216 {M+H)
124 o g:g ((?E ;}. 173 (3H, o), 347 (2H. m), 5.22 GH, ), .25 @H, o), Z71 Ot | 2o
128 |A 250 (1H. ), 493 (2H_m) 431 (20, ) 747 (SH. 3 7.75 (6. ddy 841 (IH. &) |mJz = 313 (M+H)
129 A 396 (PH m} 455 (PH, m) 7.44 (1H_d) 7.74 (1H. dd), 8.44 {1H d) mAz = 314 {MHH)
123 (3H, £X 2}, 349 (ZH, g% 2), 4.86 (2H, s X 2), 7.56 (1H, 4% 2}, B.58 (IH, s X 2}, N
130 A 874 (1H dx 2) m/z = 301 {MeH)
51 |A 1.20 (3H. t)_1.42 (2H_m). d.64 (2H.m), 7.74 [1H, dy, 7.96 (1H. dd). 8.0 ({H. d) __|m/z = 337 (M+H)
1.04. 116, 1.31 (3H, X3, 1.70 (3H d X 2), 2.80-358 (2H. m). 5.25 540 {1H.g% |  _
132 ¢ 2),7.02 7.24 (2H, d % 2), 8.60, £.65 (2H, d % 2) mz = 247 (M
0.97. 1.10 (3H. t>2), 1.73 (3H. d). 3.07-3.52 (2H. m), 5.32, 5.52 (1H. 9= 2). 7.34 | _,__
138 ¢ (1H. m)_7.62. 7.70 (1H_d X 23 8.56_8.60 {1H_g x 2} m/z = 247 M)
0.92. 1.08 (3H, t>x2), 1.71 (3H. ¥ 2.18-3.58 (2H. m?, 5.28, 5.53 (1H. q % 2), 7.20- _
14 c 7.36 (2H, m), 7.69 (1H, m), B.57, 8.62 (1H, d X 2) m/z = 247 M+H)
135__IA 2.94 (3,5} 452 (ZH. m), 7.39 (1H, d)_ 7.71 (M. dd)._B.34 (1H_d) m7z_= 289 (WA
126__IE 2.47 (3H,_s) 333 (PH_t), 422 (PH.t) 430 (2H. 5) 738 (H_d) 748 (IH 5, 781 |m/z = 372 (M+H)
137 IF 143 (3H,_t) 3,37 (4H. m). 443 (2H_s) 467 (2H. ¢) 7.50 (1H s5) m/z = 322 (M+H)
1.26 (3H, B, 340 (2H. t+x2). 360 (2H, tx 2) 374 406 (2H, qx 2), 443, 448 (2H, =
8 F s %2} 495 530 (PH, ¢ x 2, 7.20-7.40 (5H, m). 7,53, 7.56 (1H. s % 2) m/z = 411.0285 (Mo H)
270 (3H, 5}, 297 (1H, m), 310 (1A, m), 351 (2H. m), 431 (2H, d), 74D (IH. . | —_
139 A 7.76 (1H, dd), 8.40 (1H_d} m/z = 258 (M0
140 |a 1.53 (6H, d), 4.24 (1H_m), 454 (ZH_m} _7.35 (1H. d), 781 (1H.od). 837 (IH_d} __|m/z = 317 (M+H)
D.83 (3H, 1), 1.22 (3H. m), 1.55 (2H, m}, .28 (2H, m), 4.61 (2H, m), 7.40 (1H. o), o
oA 274 (1H. dd). 8.34 (1H. d; m’z = 331 (M)
4z__|A 3.23 (2H, ), 3.70 (2H, m), 4.60 (2H, m), 7.24 (2H. m), 7.24-7.83 (7H, m), B.32 (1H, |m/z - 443 (M*H)
3.70 (2H, ). 4.11 (2H, m), 4.74 (2H, m), 6.81 (2H, m), 7.26 (1H, d). 7.34 (BH. m. | - _
143 A .75 ({H. d), 8.41 (H, 5] m/z = 395 (M)
124___IA 1.16 (3. ©, 3.39 (2H._m), 4.74 (2H_m), 7.39 (UH_d). 7.75 (1. dd). 8.95 (H, &) |m/z = 303 (M+H)
5 la g.g; :13: ;)_; 153 (2H. m), 325 (2H. ¢, 155 (2H, m), 7.37 (IW, ), 776 (IH. da). | 0t
389 (ZH. my, 472 (ZH, 0, 5.22 (1H, 940, 5.36 (1A, dd), 5.71 (1H, m), 7.39 GH. o). |_,
(2H, m}, L, . dd}, 2= 315 (MH
46 |4 7.72 (W, dd). B.29 (I, d) m/z = 315 (MtH)
47 A 4,44 (4H,_m), 7.18 (2H, m);, 7.25 (IH. dy 7.33 (2H, my, 7.53 (IH, dd). 8.03 (1t d) _|m~z = 365 (MtH)
48 A 1.30 (3H, 1), 3.05 (2H. q), 421 (2H_s). 7.00 (1H, dd)_7.86 (1M, td) 88 (1H ) __|m/z = 180 (M+H)
149 A 1.29 (3H, t), 3.02 (ZH. o), 4.18 (2H, =), 7.53 (IH, d), 7.61 {1H, dd), 8.32 (1H, d) msz = 240 (MHH)




WO 2012/029672

[£R9]

77 PCT/JP2011/069352

150 TA 2.15 {BH, ), 3.36 (2H, 1), 4.60 (4H, m) 7.38 (1H, d). 776 (1M, dd). 8.36 (I1H, o) m/z = 346 (M+H;
161 A 1.04 (3H, ). 337 (2H,_q), £.52 (2H s) 7.37 (iH. ). 7.60 (1M, dd), 839 (1H, d) m/z = 401 (M+H)
52 |a g,gz Em ;)} 2,43 (2H. m), 3.48 (2H, ), . 4.69 (2H, m) 7.40 (1H, d), 7.76 ((H. dd), mz = 327 (MHH)
153 [A 1.32 (3H, 1) 3.06 (2H, g), 421 {2H, 5), 7.23 (1H, dd). 731 (1H_d) 8.42 (1H_d) m/z = 196 (M+H)
154 |A 1.30 (3H, &) 3.14 (ZH, q). 4.31 (2H, ), 7.30 (1H, d), 7.38 (iH. d), 7.72 (1H, dd) msz = 196 (M+H)
155 |a 3.29 (3H. 5), 345 (4H, m), 4.68 (2H_m), 7.36 (1H. d), 7.74 (IH _dd), 8.37 (IH, ) |m/z = 333 (M+H}
157 |a 117, 1.31 (3H, £x 2} 348 3.63 (2H, g 2) 7.52 (1H, d). 7.60 (1H, d) msz = 268 (M+H)
158 A 1.30 (3K 0 3.0t (2H qg), 413 (?H, s), 7.23 (2H, s}, 7.35 (H, 5) m/z = 228 (M+H)
159 JA 2.58 (2H. m}, 361 (2H, 1), 4.32 (?H, m;_ 7.43 (4H, o5, 7.78 (I1H_dd) 841 (IH. d) _ Im/z = 328 (M+H)
156 [A 3.75 (3H, s), 3.94 (2H, m), 471 (?H. m), 7.89 (1H. ) _7.72 (IH, dd), 8.25 (IH. d) _ [m/z = 347 (M+H)
161 A 403 (#H, m), 4.74 (2H. m), 7.40 (1H. &), 7.73 (1H. dd}, 8 31 {1H, d) m/z = 333 (M+H)
163 [a 4.28 (2H m), 4.82 (2H. m), 7.63 (1H 5) m/z = 320 (M~H)
155 |A 4.02 (2H, m), 4.84 (2H. m), 7.79 (1H. d), B.00 (1H, dl}. 8.78 (1H, d) m/z = 348 (M+H)
167 |A 4.20 (2H, ), 4.64 (24, m), 7.58 (1H. dd}, .27 (1H, d] m/z = 332 (M+H)
170 |¢ 1.90 (3H, d). 383 (IH, d), 4.27 (1H, d), 5.42 (1H, g) 7.43 (IH, d), 7.76 (1H, dd), m/z = 328 (M+H)

186 (3H, d), 2.28 (1H, v}, 3.78 (1H, d), 417 (1H, d), 5.34 (1H, g), 7.37 (1H. d). 7.78 _ R
AT (14, d). 847 (1H_ d) tr/z = 327 (M+H)
172 A 2.51 (1H. t), 425 (2H, m), 481 (?H_m), 2.56 (1H, 5) m/z = 319 (M+H)
176 A 1.62 (3H. ), 3.40 (2H, m), 4.63 (2H, m), 7.24 (2H, d). 7.35 (1. @) m/z = 335 (M)
177 |A 1.12 (3H. t), 3.36 (2H, ), 4.57 (2H, m), 7.38 (SH.m)
178 la ;;g 2:11: ;3). 3.31 (2H, m), 3.81 (2H, m), 443 {2H, 5). 7.38 (1H, d), 7.78 (1H, dd). miz =317 (MHH)
179 A 251 (1, 1), 3.97 (4H, m), 4.52 (?H, ). 7.37 (1H, d). 7.75 (1H, dd}. 8.37 (1H. d) m/z = 327 (M+H)
180 [A 114 (3H, £}, 3.39 (2H, m), 4.50 (2H. m), 7.26 (2H._m), 7.34 (3H_m) m/z = 301 (M)
181 A 112 (3H, £). 3.36 {2H. m), 4.60 (2H. m), 7.30 (2H, d}, 7.36 (2H. d) m/z = 301 (M)
182 _|a 1.15 (3H, t, 338 (2H, m}, 4.50 (2H, m), 7.54 (H_m) 7.67 (3H,_m} m/z = 292 (M)
183 |A 1.16 (2H, +). 342 2H m), 450 (?H m), 7.54 (ZH. d), 3.27 (2H. d) m/z = 312 (M)
1584 |a 2.50 (1K, +;, 400 (2H, ), 4.65 (2H, m), 7.27 (2H, m}, 7.38 (1H_m) m/z = 345 (M)
185 A 141 (3K, £, 2.36 (3H, t), 334 (2H, m}, 449 (3H_m). 7.20 (2H, d), 7.24 (2H_ 4. m/z = 281 (M)
188 _[A 1.14 (3K, +), 3.39 (ZH, m), 4.62 {2H, m). 7.48 (2H_d). 7.5% (2H, d} m/z = 292 (M)
187 A 111 3H t;, 3.34 (2H, ), 3.82 (3H, s) 440 {2H,_m) 6.88 (?H. d). 7.26 2H. d) m/z = 297 (M)
188 [A 1.12 (3H, t2, 3.36 (2H, m) 451 (2H_m). 7.07 (2H. m), 7.33 (2H, m) m/z = 285 (M}
8 [A 1.16 (3H, t3, 340 (2H m). 4.50 (2H, m) 7.43 (2H, d). 7.6 (1H_ d)
190 [A 1.12 73H, 13 3.36 (2H_m) 4.56 (2H_m)_7.24 (ZH, d). 7.52 (2H, d) m/z = 345 (M)
191 A 1.12 (3H, +), 2.32 (6H, s) 3.36 (2H, m), 451 (?H_m). 6.94 (IH_s). 6.97 UIH. = m/z = 295 (M)
192 [a 117 (3H, t). 342 (2H m), 4.63 (2H, m), 7.62 (1H, m), 7.75 (1H. d}. 8.20 (1H_ 5 m/z = 312 (M)
193 |a 117 (3H, t), 343 (2H m) 4.62 (H, m), 7.37 (IH, d). 7.52 (IH, dd), 7.74 {1H, d) _ |m/z = 423 (M)
194 [A 192 (3H, +). 3.45 (2H m), 4.60 (2H m), 7.87 (1H_2) B.14 {1H. s), 8.38 (IH. &} w/z = 390 (M}
195 A 1.9 {3H ), 3.43 (2H m) 4.68 (2H, m). 7.81 (ZH_s), 7.80 ‘1H. s) m/z = 403 (M)

3.32 (2H, 1), 3.63 (2H, 1), 376 (3H. 5), 4.19 (ZH. s), 427 (2H, 5), 7.36 (1H, d;. 7.73 _ .
196 E (tH. dd), 8.5 (1H, &) 1740(C=0), 2212 [CN)

3.32 (2H. £). 3.40 (3H. s), .63 (2H, 1), 428 2H, s) 5.46 (2H, s). 7.39 (1H. d). 7.73
% F (1H. dd), 8.36 (1H, &) : 2212 (W)

2.22 (3H, s), 3.31 (2H, U, 3.63 (2H. 1), 4.27 (2H, 5). 446 (2H, s}, 7.30 (1H, 4.. 7.73
e F (1H. dd). 8.36 (iH, d) 2212 (6N

2.44 (3H, s}, 3.31 (2H, t), 3.62 (2H, v), 426 (2H, s), 488 (2H, 5., 7.30 (2H, d;, 7.39 e ;
20 F (1H._d}, 7.72 ({H, dd), 7.90 (2H, d). 8.34 (1H. d) 1684.0=0), 221 (ON)

1.29 (BH. £, 1.63 (1H. m), 213 (1H. m}, 263 (1K, m), 2.98 (2H, m), 2.08 (2H. m),
A 357 (1H_m), 3.76 (1H, o), 3.87 (2H, m) : 2209(CH)

1.64 {(H. m), .15 (4H, m), 2.75 (2H. t), 3.04 (ZH, m), 324 (2H. 1), 3.69 (1H. dd), \
22 A 3.76 (1H o} 388 (2H,_m) 2207 (CN>
703 |A 112 (3H m}, 3.25 (ZH m), 4.56 2H m), 2.32 (1H, d). 7.75 (1H,_m), 8.37 {1H. m) {1632 14551338
20e A 116, 1.24 (3H, £ 2), 331, 345 (2H, q % 2). 4.58, 4.66 (2H, s X 2), 6.16 (2H. td).

3.31. 7.36 (1M, d x2) 7.56 7,61 (1H, dd X 2), 830 (1H, d)
o5 Ia 1.14 (3H, t). 3.23 {2H, q). 448 (ZH, s). 5.08 (2Hm kr s), 7.29 (1H, d), 7.62 (1H, dd),

8.27 (H, s
208 1A 1.13 (3H, 1), 2.83 (3H, s) 320 (2H, q). 4.44 (1H, br s), 449 (2H, 5), 7.27 (IH, ),

1.64 (1H, dd, 8.27 (1H, s}
207 [A 114 (3H. 1) 2.84 (6H, &) 314 (ZH m), 429 (?H_s). 7.25 (1H, d). 7.63 (1H_ g}, 8.30
2086 A 1.19 (3H, =) 3.85 (2H, q). 5.06 (21, s} 7.95 (1H_d)_7.73 [1H, dd’. 8.27 (1H, d, m/z = 216 (MH)
211 C 1.70 (3H, d 281 (3H ), 533 (1H, g), 7.38 (1H. d), 7.71 {JH_dd). 8.41 {1H, d 1463_1380. 1237

[0314] &kf14 : N— (1 — ((6=—270O0K)VS>—=3—4J)L) XF)) EY

=2 (1H) —q4YF>] =2, 2, 2=—pY)7)VFAAT7ESIIR ({t

a¥212)

(1) 2—73 /K1) v25g (270mmol) Ko O0OX 4% 2200mlIlA
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L. NYITFILTI4ml (30g,300mmol) AANZTOCICAI L, 2
ICHEK MY 7L A OFEEE38nL (57g, 270mmol) A 15N THTFL. FRBT
2BFEIBI L7z, RIS TR, RISRZ100mLDKKITEEZAH, 102EE
Bl 9RO—MIBLTOREZITWV. BHREZ150nlDKT2E, 150mlD
1RHCLIKIAR 2[5 1%, MK~ /x> U LATER. BERHBEL T2,

2, 2—=MNY7ABE—N—- (EYY>Y—=2 (1TH) —q4YFTV) 74X
N36g (UNZET71%) =57,

TH-NMR(CDC13, &, ppm) : 7.20(1H, ddd), 7. 83(1H, td), 8.20(1H,d), 8. 35(1H, d),
10.07(1H, brs)

13C-NMR(CDCL3, &, ppm) : 115.3,115.5(q), 121.6,139. 1, 147. 9, 149. 5, 155. 3(q
)

MS:m/z=191(M+H)

(2) 2—/700-5—2700XFILEY T>220g (126mmol) HHEKT 2
f= K DJL200mLICAR L., RIBDAETELONEL2, 2, 2—-KMNY 740
—N—(EYY>v=2 (1H) —4YFV) 7t4 3 K24g (126mmol) . &
B2R') 7 L21g (151Tmmol) %#H1A T, 6ESEMBERL/ZDB, ERET10
BEEBIE L7z, RIS TR, RISRZ28BL., 2RERBEREBELEZ. ThiC
VIFINI—TIEMATHRLEL BohkEREz2&L. YIFILI—
TILEKTEL R L, BONKER%ZOCTIRERERIEL. BHY%E
187z, INE269 (UNFE66%)

TH-NMR(CDCL3, &, ppm) : 5.57(2H, s), 6. 92(1H, td), 7.31(1H,d), 7. 80(1H, td), 7
.87(1H,dd), 7. 99(1H, dd), 8. 48(2H, m)

13C-NMR(CDCL3, &, ppm) : 53.8, 115.5,117.2(q), 122. 1, 124.7,130.0, 139. 2, 14
0.0,142.5,149.7,151.8,158.9,163.5(q)

MS:m/z=316(M+H)

(3) MARXIRFERENT

MARXIREIFICEWTIE, LTFORETRE L,
EBL:RINT—2200 (BRE#tYAHY)
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[0315]

[0316]

[0317]

[0318]

X#:Cu—Ka (40kV, 20mA)
EEHE: 4~40° BT JE: 0. 02° EBEE : 1
e

HRIZ, UTOoBYTHE (F1) ,
Eifif (26) 8.7° . 14.2° _ 17.5° . 18.3° , 19.8° ., 22.4° _ 30.9° . 3
5.3°

(4) mEEEHRE2H (DSC)

TEEBEREDPTICBEWVWTIE, UTOREFTHEL &,
HEZ:DSC—-60
ARt TILI DA
BEHE:50C~250C (BE: 10C. %)

HERE, H2ICR L7,

(5) F/. BUFD (i) 25 (iv) IKRBEOFE (BZ~HDOHE) TH
ERIDIEINL>THFORERER, INSERICH L., LEERKED
BERG T, MARXRERBENS L UOCTREEEREPN 2T o7

() EZ &K

&2 12 (700mg) ICAFH#25ml, BT FIL#25mlA X T, %5
SBTESCICIMER L TRLBISEBIEE, TnEP>KYERICEL T—RK
BLE, MBLEEREZ2EL. PEOAFYY (BT FIL=95: 50AR
THREFRFLEZ, CNETo =49 —ICANTC2IBERET TREIE T,
B s #349mg & 157,

WA RBITERIZ. UTORYTHS (M3) .
EirA (26) 8.5° . 14.0° | 17.3° , 18.1° | 19.6° | 22.2° | 30.8° ., 3
5.2°

TEEEREPMOBERIF. H4ICRLTE,

(iE=D8%

fta&¥m212 (1.09) IZ2 =70/ —)L28nl%EINA. ZFABTELCICINE
LTRBICAEIE, ThEW-KYERICELT—BREL, WTHL
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IiE@mAEAEL, YED2 —ONR) =)L THEEER, TUO5—9—ICANT2
H%FTUZE—F—CEZX?EJS'E’C E@:%DHHGQ&B”‘Q% 7.Lo

[0319] REEEHRESWOMRIE. BEICRLE,
[0320]  (iii)SEMOERE
L&¥2 12 (700mg) (T MILIV#30mlEIZ. HETESTICMERL T
RITEBIE, ThawsKYERICRLT—BRERE L&, i L7ES
“HEL. PEOMILIVTHRAFR., TOF—F—ICANT2RBERETT
ERIET. OBeERM4ngzET,
[0321] MARXRERMBITERIE. UTo@EY THE (H6) ,
Oirf (20) 8.6° . 14.2° [ 17.5° | 18.3° | 19.7° | 22.3° | 30.9° . 3
5.3°
TEEEREMOERIE, B7ICR LT,
[0322] (iv)EBROHE
E&M212 (50mg) ICA% /—IL#2ml, K#2mlaEINZ. BB TELCIC
mE L CAFEIER, ThZERICELT—BRRELA, B LAER%
Sl THEKRIngzET,
[0323] REEEHRESWORRIE. R8ICHRLE,
[0324] &1 4 T (1) QR
2—72/EYT 1,09 (10, 6mmol) ZEEFR T FIL1OMLICEEEL., MY ITF
V7201 78ml(1.2eq) & INA T, KOS, K KNY 704 OBFERT. 62mL (1. 1
eq) ZRML 7z, TOHRERTHEEBIE. FFERT F/IL10mlEK10mlZINA
TEBREIR L, BRI FILEEZ X HIIKIMmITIEEFE. KL~
TXRUILTERL, REEBHELT, 2,2,2— M) 7)L40-N—(EY IV —
20— Y F)7EHZI R 1.569(77.2%) 21F7=,
[0325] &1 4 TR (1) ORE?2

2-73X/)EYT0.94g(10mmol) ZTHF  20mLICAfR L7, CHIC KU 7L
ZOFEETF I T XAFI2.84g(20mmol) RO AFIFT I/ EY T 1.229(1
Ommol) &AM 2. 22BERBA L7z, THFAEBEE, VAT AT L (EBRBAE
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[0326]

[0327]

CANFY Y EBIFIL 41) THREL, 2,2,2— M) 7)A0-N—(EY)
Y=2(H)—A4 ) FT)7 14 3 R0.26g(JX=XK13.7%) %137,
ST 4 QRE

2—/700-—-5—700XFIE)T>3.00g (18.6mmol) %ZEEKDMF 20
mUAFRL, 2—F73I/EYT1.75g (18.6mmol) %H1Z T 8 O°CT 8REMH]
. ERTOIFEBH LA, RIGKTHER, DMFZREBEL. 7= MY
WEMAT2E ZHEHRPTELEZDT. 2L, PEMZ M) LTELS S
BERLTT— ((6—=00EYIYY=3—q) AFL) EYTv-=2

(1H) —1 3 viEfEE2.07g (INFE 4 4 %) %15,

TH-NMR (DMS0-d6, &, ppm) : 5.65(2H, s), 6.96(1H, t), 7.23(1H,m), 7.57(1H,d), 7
.80(1H, m), 7.91(1H, m), 8.28(1H,m), 8.49(1H, d), 9. 13(2H, brs)

AROAETHELONAZT— ([ (6—2700EY Y Y =3 —1) AFI)
EYYy—2 (1H) —4 3 ViEREIE0ng (0.20mmol) KT oyOOx%
VomUTARR L, KA T CDMAP122mg (1.00mmol) . #EJK N ) 7L OEEEL50m
g (0.24mmol) DIBICMZA T, =BT 1EREIBHLE, RIGKRTH, RIK%E
ToOaxXyyTED, INRBTRRE. BKMEY IR VLTLELE
o VOUOOXY VERBEEET DI ETEMMAERS L, INE42ng (YNZK67%)
o NMRIZBIRDFEDE D E—L 7=,
apfF1b5:2, 2—70FE—-N— [(1— ((6=—200KYY>v—3—
A)) XFIN) BV —2 (1H) —4YTFV] —FEHIR ({LEY?2
41)

B 1 4 DREICREEOFETELONAT - [ (6—/70pE) Yy —
3—AI) AFIN) YT —2 (1H) —4 3 EMIE200mg (0. 78mmo L)
. DMAP238mg (1.95mmol) . EDC-HCl224mg (1.17mmol) A MK/ OOX Y Y
1omUCARRE L. 7 OEEFER101 wl (202mg, 1. 17mmol) ZMNA CTERT—HE
BEYLE, RIMNETH, RISREY /700X 4V THEDH, KT1E, 1%HCLK
BT 2O%% R, KM IRV U ALTEERE. BEERL TCEMNYE2E
7o UNE50mg (UNZE15%)

‘0
\",

p
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[0328]

[0329]

TH-NMR(CDCL3, &, ppm) : 5.56(2H, s), 5.99(1H, s), 6. 78(1H, td), 7. 33(1H,d), 7.
69(1H, td),7.76(1H,dd), 7. 93(1H, dd), 8. 39(1H, d), 8. 50 (1H, d)
13C-NMR(CDCL3, &, ppm) : 44.6,53.1,113.7,121.9, 124.8,130. 1, 138. 2, 139. 7,
141,2,149.5,152,0, 159, 4,172, 2
alfl16 :N— (11— ((6=200-5—-2040EEYY>Y—-3 -1
) XFN) BV —2 (I1H) =4 YF>] =2, 2,2—pY7)0A07
oy N (bEW227)
2—700-3—7)70-5—=—XFILEN) 4,009 (27.6mmol) % PUiE
fbixR8mLIAMN L, N—T7OFRI V43 K7.37g (41.4mmol) . BERIL
R A IN20mg% A T—HMBER L7, RIETHR., RIGREZERICKE
LTRERBL, VATV AS LAY NI S T714— (NFHY BRI
FIL=19:1) THHELTS5— (FOEXAFI) —2—-/00—-3—-7)
AOEY) 223,069 (UXFEL1%) E=7=,
TH-NMR(CDCL3, &, ppm) : 4.45(2H, s), 7. 54(1H, dd), 8. 23(1H, s)
FEOFETHEES - (F7OEAFI) —2—700-3—-7)L40EY
< 50mg (0.22mmol) AMAK TPt R= K YI5mUTEN L, SEI14D (1
) ICRBEOFETELNE2, 2, 2—KYT7)AO—N—- (BYTv—2
(TH) —q4VFYv) 74X K42mg (0.22mmol) . jxEERA ') D L 36mg (0.2
6mmol) DIEICHNA T 7 BFEIMEETR L/c, RIS TR, RISEREERICRL
ThRBEYMEHBL, DREBERMELEZ, CHRICPIFLII—FTILENAK
EZRERDSTHELAEDT, 2L, VIFILI—FILTRERTVI—4
— TRERE L TEMYEEL, INE29ng (UXZE40%) ,
TH-NMR(CDCL3, &, ppm) : 5.54(2H, s), 6.89(1H, td), 7. 76(1H, dd), 7. 80 (1H, td),
7.85(1H,d), 8.29(1H,d), 8.57(1H, d)
MS : m/z=334(M+H)
BEEIT7 :N— (1= ((6=)0740EYIY—=3=4)L) XF)) E

N)ov—2 (AH) —4YF>] =2, 2, 2=K Y707 0F7EHI K (

LEa®229)
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[0330]

[0331]

2—-7)0740-5—XFIIEY T 500mg (4.50mmol) % PUiE{LikFR50mLIC
BEEL. N—JOFERIY VA X R1.20g (6.76mmol) | BERIERT Y 1IL20
mgZ Ml A T2.5BFAMEER L, RIS TR, RERZERICEL TAE%
BWEZBEL. VATV AZLIOXKNTI S 71— (NFHY (BRI FIL
=19:1) THELTS—JOEXAFIL—2-7)LA0E") 2 >300mg (4%
30%) &G,

EEROFETELS—TOEXFI—-2—-7)4OEY ¥ >57ng (0. 30mmo
1) K7 MY ILIMUTERRL, GRAIT 4D (1) ICRBEBDHET
BRL7z2, 2, 2—KYZ)40-N—- (EYY>Y—2 (1H) —1UF
V) 714 X K57mg (0.30mmol) . ERAH ') 7 L69mg (0.50mmol) DIEICAN
ZTOREMBRR L, RGERTHE., RISKREZEERICELTARAYNEZ 218
L. 2RERERBLZ. VATV AS LAY NI S 74— (NFHY
BT FIL=1:1->3:1) THRERLTEMNYZES, INE2Ing (UNZE2
3%) o
TH-NMR(CDCL3, &, ppm) : 5.56(2H,s),6.89(1H, td), 6.94(1H,d), 7. 79(1H, td), 7
.87(1H,d), 8.03(1H,m), 8.31(1H,s), 8.54(1H,d)
MS : m/z=300 (M+H)
G118 :N— [(1— ((6—=7JOFEEYI V=3 —4)L) XFIJI) EY
=2 (1H) —q4VF>v] =2, 2, 2—bY7)L407tF3I K

a¥231)

2—7OF—-5—XFIEY500mg (2.92mmol) % PUiE(LRSRISNLICE
L. N—7OFRV< >4 3 RK623mg (3.50mmol) . BEGE~> VA JL10mg
ZMATT OBFEMBER L2, RIS TR, RISRZZERICE L TRER
WML, VATV AZLIOXNTIZ 74— (NFHY  BFEBETFIL=19
: 1) THRELT2-70F-5-70OFAFILEY T 143ng (IXZK20%)
5T,
TH-NMR(CDCL3, &, ppm) : 4.42(2H,s),7.47(1H,d),7.59(1H, dd), 8. 38(1H, d)
EEROBEETHEAL2-7OF-5—-7JOFXLFIEY T >T70ng (0.28mmol
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) EEAKTEINZRNYLIMUTEDN L, GEFIT14D (1) ICEHDHET
BHR L2, 2, 2—=hYTLAO-N—-(EYPY—2 (1H) —q4YF
~) 714 X Kbing (0.28mmol) . KERD ') D Ld6mg (0.34mmol) DEICHN
2T, GERSEMBAERL 7, RIGKTE, RISREERICEL THNEYES
BL, 2BERERBELE, ChICPIFILI—FTIVEMAE I HEHKD
MHLEDT, 2L, VIFINI—FIVTHRFET S 5—49 —TiRERE
L TENY %7, IXE8Ing (YXFK82)%) ,
TH-NMR(CDCL3, &, ppm) : 5.52(2H, s), 6.88(1H, t),7.48(1H,d),7.78(2H,m), 7.8
4(1H,d), 8.44(1H,d), 8.53(1H, d)
MS : m/z=360 (M+H)

[0332] &pfl19 : 2—2v00—-N— (1= ((6=200EYY>V—3—14Jl)
XFN) BV =2 (1H) —AVF>] PEHIR (ELEW236)

Blfl 1 4 DREICREHDOAETHELONET— [ (6—/00E) Y-

3—A)) AFIL) EYS—2 (1H) —4 3 1EfIETOng (0. 27mmol)
EEAKToOOX Y vanlITAEEE L, DMAP82mg (0.67mmol) . 4 O OEEEE25mg
(0.27mmol) ., EDC-HCL 62mg (0.32mmol) DIBICHNA T, B T—MEHL
Teo RIGKR T, 70X IVZMATED, K 1% HClag. THEL.
BB~ T X0 LA TR IRE, REREL CENDZB7, INE4ng (INZE
5%) o
TH-NMR(CDCL3, &, ppm) : 4,.17(2H,s), 5.46(2H,s), 6.64(1H, td),7.31(1H,d), 7.
60(1H, td), 7.64(1H,dd), 7.80(1H,dd), 8. 32(1H,d), 8. 45(1H, d)
MS : m/z=296 (M+H)

[0333] &gfj20 : N— (1= (1= (6=208E)IY—=3 =)L) TFI)
Eyy>y—2 (AH) —qYF>) =2, 2, 2—M)204A87EH3I R
E¥W237)

BRI 4D (1) IKEEHOBETELNL2, 2, 2-F)7)A0O-

N—(EY)Y>—=2 (1H) —(4)F>) 74X Rddng (0.23mmol) % &
K7tz BMYILBmUIZIA#EE L. Biosci. Biotechnol. Biochem., 67(5),
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[0334]

980-988, 2003ICEEFDFETAKLAELT1 — (6—/0QOKYY>Y—3~—
AI) TFI 4 —=—AFURVEY A FRF—bT2ng (0.23mmol) . xEEAH
)7 L38mgE AT, 1 00MEER L, RIS TR, RIGRZZRIC
RLTABMZHBLTRYRE, 2RZRBEEELEL, 2V ATIVAT A
AR NS 74— (NFHY EBIFIL=3:1) TRELTENYZ
187, INE24mg (UNZ32%) ,

TH-NMR(CDCL3, &, ppm) : 1.89(3H, d), 6.89(1H, td), 7. 08(1H, q), 7. 32(1H,d), 7.
66(1H,dd), 7. 76(2H, m), 8. 44(1H,d), 8. 50 (1H, d)
13C-NMR(CDCL3, &, ppm) : 19.2,55.1,115.1,117.4(q), 122.0, 124, 8,133.7,135
.2,138.4,141,4,148.6,151,9,159. 1, 163. 9(q)
MS : m/z=330 (M+H)
a1 :N— (11— ((6=200EYYY—3—4)L) XFIJI) EY
Jv—=—2 (1H) —qAVFv] =2, 2=<2)0LA4A07FE4 IR (Lam?2
38)
2—73/EYT400ng (4.26mmol) AMKT/OOX% 10mLITAEREL
. U7 A OEEE322 41 (490mg, 5. 11mmol) . EDC-HCL 982mg (5. 10mmol)
. DMAP 622mg (5.11mmol) ZMA T, FRTO6 1BEEH LA, RIGKTH
 RiSREY oOOXS 2V THEH, KTI1E. 1%HClag. T2 L%k %E, &
KRB~ T2 0 LTHIE BREEELT2, 2—-Y7)IL40-N— (EY
v—=2 (1H) =4 )FV) 743K 102ng (NXR14%) %57,
TH-NMR(CDCL3, &, ppm) : 6.03(1H, t),7.15(1H, m), 7. 78(1H, td), 8.20(1H, d), 8.

34(1H,dd), 8.72(1H, brs)

EREOBETHELNE2, 2-UT7)AFAO0-N- (EYT =2 (TH)
-4 YFY) 743 R100mg (0.58mmol) AZFAK 7t h= NI 10nLIZHER
L. 2—200-5—200XF)ILEY) S >%ng (0.58mmol) HHEKF7 = K
Zh)ImUTTAREL TMA, W TKEESD Y D L84mg (0.63mmol) ZANZ T
14073 MEERLE, RIGKRTHER, RBBREZERICEL. TMEaW%z58L
THRYBRWCREBRBE L, CNICI—FTILZEMASEBEHREI/FTHELEZDT
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[0335]

. BEL. KRR LTENYE BT, IN=63ng (INFK37Y) .
TH-NMR(CDCL3, &, ppm) : 5.52(2H, s),5.90(1H, t),6.79(1H, td), 7. 33(1H, d), 7.
71(1H,m),7.77(1H, dd), 7.85(1H, dd), 8. 45(1H, d), 8. 50 (TH, d)
13C-NMR (DMS0-d6, &, ppm) : 53.0, 111,0(t), 115.2,120.7,124.7,131.7, 140. 6,
141.6,143.2,150.4,150. 9, 158. 3, 169. 4(t)
MS : m/z=298 (M+H)
alfl22 :2—200-N— (11— ((6—=200EY)Y>—3—1)L)
XFN) BV —2 (IH) —qYTFV] =2, 2=97)A0F7EHI
F ({t&E¥M239)

2—F73 /Y T200mg (2.13mmol) A</ O0OA % 5mlUAERR L. EDC

-HCL 491mg (2.55mmol) ., DMAP 311mg (2.55mmol) . £/ @AY 7I)L4 Ok
E2187w L (2.23mmol, 290mg) DNREICHA T—RRIBH L7z, RIS TER., RIG
W2 oO0XA89 2 TED, K 1 %RETESRE. BEKREBEYIRODL
TRl TC2—700—-2, 2—-Y 7040 —-N— (EY)2>r—2 (1H)
—A4)FV) 743 R105mg (UNFK24%) %57,
TH-NMR(CDCL3, &, ppm) : 7. 19(1H, dd),7.82(1H,m), 8. 18(1H, d), 8. 36(1H, d), 9.
35(1H, brs)

tROAETEKLE2—v00-2, 2—-Y7)40-N— (EYSv
—2 (1H) =4 YFYV) 74 3 K68mg (0.33mmol) I, K7 L=k
JemliARL77-2—700-5—2700XFI/ILEY < >53mg (0. 33mmol)
EMA. HEWTREEAY D L50mg (0.36mmol) ZHNZ T 1EEBEMEBERL
o RINETHR., RISREERICELTHORERE L, ChICFIFILI
—TIVENMAT-EZHEERDPHHLEZDT, 25 L., /&35 & TENRY
Zfge, INE49mg (UNZE45)) |
TH-NMR(CDCL3, &, ppm) : 5.56(2H, s), 6.92(1H, t),7.33(1H,d), 7.82(1H,m), 7.9
1(1H, dd), 8.02(1H,d), 8.45(1H,d), 8. 48(1H, d)
13C-NMR(CDCL3, &, ppm) : 53.8,115.2,120.1(t),122.1,124.8,139.0, 140.0, 14
2.3,150.0,151,9,159.1,159, 1, 165, 8(t)
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[0336]

[0337]

[0338]

MS : m/z=332(M+H)

a3 2, 2, 2—hrYsoa0—-N— (11— ((6=270BOEYTIY
—3—qJ) AFN) EYIYV—2 (1H) —q4YFV] PEHIK ({tE
#235)

BB 4 DREICREBOAETESNAT - ((6—s00E) Y Y-
S3—AJ) XFI) EYYr—2 (1H) —4A I ViEEEIETOng (0. 27mmol)
AfkroOOxyvmUlE@BL. M) IFILT7 I %ul (0.68mmol, 68m
g9) . M)rvoO7EFIoaY R33ug (0.27mmol, 49mg) DIEICAMA TE
BT1RSEEBH L, RINETHR, KEMATRBELEL, 70O x4s Y
EKTRR LT, BREZKTIE., 1%IEET2O%E%E. EKRE~ T
XD LTER BEERBRBLE, CTHICVIFILII—TIENALE D3,
E@EASHTHELZDOT, 2%, B LTENYME R, INE61ng (IRZK62%) .
TH-NMR(CDCL3, &, ppm) : 5.59(2H, s), 6.86(1H, t),7.32(1H,d), 7. 78(1H, td), 7.

91(2H, m), 8.43(1H, d), 8.50(1H, d)
MS : m/z=364(M+H)
amfl24a : N—[1— ((6=—200E)I>—=3—A)b) XF)) LYY
v—2 (1H) —qYF>]—2, 2, 3, 3, 3—=Rv&¥7)Nx0F0/8F
P (EW242)
2—73/E1)T>300mg (3.19mmol) ZKI /OO X% 15mUTARE L
. EDC-HCL 919mg (4.78mmol) . DMAP 583mg (4.78mmol) . R4 7 )LA O
JOEA EE397 w L (628mg, 3.83mmol) DIEICINA TEET—EREBHL &,
RIS THR, RISREZD/700X49 2 TESH, KT1E. 1 %EET20O%
R BKRERY V22U LTERE. BERWELT2, 2, 3, 3, 3—R
v 704 —-N—- (EYTYr—-2 (1H) —1YYF>v) 7A/{+ X K8bmg
(IXZE11%) =177
tEEOFETEL2, 2, 3, 3, 3=RyHI7)LAO-N- (E)IYV
—2 (1TH) —4YFY) 7O/{+ X K77mg (0.32mmol) 1, EAKFE r=
NULBHUSEEE L2 —2700—-5—2700XFILEY T >52mg (0.32mmol
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[0339]

) . RBEA ) 7 L49mg (0.35mmol) ZpNA. 1 1EEIMBERL L. R

TR RISBREERICRELTAAYEZ2BL, 2RERERBLE, )58

FIVWAZ LAY NI Z 74— (NFHY BHFBIFIL=1:3) THHEL

TENYM%ZF, IX&12ng (UXZFE10%)

TH-NMR(CDCL3, &, ppm) : 5.56(2H, s), 6.90(1H, td), 7. 32(1H,d), 7. 79(2H, m), 7.

84(1H,d), 8.43(1H,d), 8.56(1H, d)

MS : m/z=366 (M+H)

EEEI25 : N—[1— ((2=—2700EY)ISV—=5—4)L) AFJI) EY

Jyv—2 (1H) —4YF>]=2, 2, 2—k)2)A07tH IR (A

W24 3)
2—700-5—XFIEY I, 04g (8.13mmol) % PUiE{biFR30mLIC

BHAL., N—7TOFERIS V43 R1.73g (9.75mmol) | BEEIE~NY YV A )L20

mgZ AT, GEEMBRM L, RIKRTHE, RISREZERICEL TRE

wiEL. YUATILVAZLIOYNTIZ 74— (NFHY EBEIFIL=3

: 1) THELTS-JAaEXAFIL—-2-700E"Y Y v6eding (YNFR38%)

5T,

TH-NMR(CDCL3, &, ppm) : 4.42(2H,s),8.66(2H, s)

LFEEOAETELES—TJOFEAFI-2—200EY 2 >104ng (0. 50mmol
) EEAKTEINZMYILMUTERRL, EHEIT 40D (1) ICEBDHETE
bhfk2, 2, 2—k)7040-N—- (EYY>Y=2 (1H) —q1YFTYV
) 714 X K96mg (0.50mmol) . RE&A!') 7 LT76mg (0.55mmol) AANA T 1
FEEIMEER L. RIS THER, RBRBREZERICEL THAEY%Z 58 L TH
YIRE, 2REBERMELE. CHICYIFII—FIEMATE I BERK
BHLEDT, 2HEL. YIFILI—FTILTESERTIT—9—ICANT
BERIE L CENYM %G, INE92mg (UNFE58%) ,

TH-NMR(CDC L3, &, ppm) : 5.54(2H, s), 6.98(1H, m),7.87(1H, m), 8. 18(1H, m), 8.4
8(1H,m), 8.83(2H, m)

13C-NMR(CDCL3, &, ppm) : 60.0,115.6,117.1(q), 122.1,127.5,139.2,142.9, 15
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8.8,160.3(2C), 161.4,163.8(q)
MS : m/z=317 (M+H)

BRI 4~25 ERAKRDAETHE

10551 1IRY,
[0340] [k10]

PCT/JP2011/069352

SNEEBYDARY MLTF—8 &K

@2 ['H-nwRricoci. 6. ppm) iR KBr. v, cm "y or WS
212|557 (2H, <), 6.82 (H, td), 7.31 (1K, d), 7.80 (1H, td), 7.87 {1H, de}. 7.99 (1H, dd), 8.48 (2H, m) m/z = 316 {M+H]
213 561 (2H, 5), 6.93 (1H, dc). 7.68 (1H, s), 7.83 (1H, td}, 7.97 (1H, d), 8.53 (1H. &} m/z = 322 (M+H)
214 '231"1’_'4 $H. s), 5.40 (2H, s}. 6,45 (1H, td). 7.29 (1H, d), 7.46 (2H, m;, 7.73 {1H. dd), 8.12 (¥H, dd}, 8.40 sz = 278 (M+H)
215  |5.53 (2H, s), 7.34 (1H, d), 7.71 (IH, od), 7.87 (1H, dd), 7.84 (1H, s), 8.4% (IH, d), 655 (IH. s) m/z = 350 (M+H}
216 |5.54 (2H, &), 7.34 {1H, d). 7.70 (1H, m}. T80 {1H_ m), 788 (IH, dd). 848 (IH, d), §.64 (1H, m) m/2 = 334 (M+H)
217|549 (2H, ), 685 (1H, dc). 735 (TH, 3, 7.76 (1H, dd), 7.85 (1H, dd), £.44 (1H. d), 8.62 (1H, s) m./2 = 350 (M+H}
218 |5.56 (2H, ). 7.68 {1H. s} 7.74 (1H, dd), 7.84 [TH, d), 8 58 (IH. d) m/z = 356 (M+H
219 |5.60 (2H. s). 7.69 (1H, s}. 7.72 (1H. td). 786 (1H, m), 887 [1H, m) m/z = 340 (M+H}
220 6.58 (2H. s), B.90 (1H, d). 7.67 (1H, s}, 7.9C (1H, o, 83.61 (1H, s} /2 = 356 (M+H]
221 231 (3H. s). 5.50 (2H. s}. 6.98 {1H. m, 7.34 (1H, d). 7.73 {1H, dd), 7.77 (2H, m). .42 (1H. d) m/2z = 330 (M+H}
- (ai:'t.J :SH, S), 5.49 (2H, ), .70 (1H, dd), 7.32 (1H, d}, 7.70 (1H, d}, 7.86 (1H, dd), 8.37 {1H. 5, 8.43 /2 = 330 (M+H)
04 (212'_? SH_ 5). 552 (ZH. s} 7.32 (1H. ). 762 (1H. ). 7.65 (1H, dd). 788 (1H. dd). B46 (1H. d2. 8.50 | _ ... (MH
224 |5.58 (2H, s), 6.81 (1H, m), 7.37 (4H, m), 7.77 (2H, m), 850 (1H, o} m/2 = 281 (M+H;
225  |5.52 (2ZH. 2). 6.85 (TH. m), 7.30 (2H, d}, 7.35 (2H, d). 7.75 [1H. td}, 7.84 (1H, d}, 847 (1H, d) m/z = 315 (M+H;
226 5.57 (2H, s), 5.86 (1H, m), 7.26-7.35 (2H, m), 7.78 (1 H, td), 7.86 {1H, m}, 8,63 (2H, m), 8,67 (IH, &) |m/2 = 282 (M+H)
237 554 (2H, s), 6.89 {1H, td), 7.76 (1H. dd), 2.80 (1H, td), 7.85 (1H, . 8.29 (1H, d), 8.57 [1H, d) M2 = 334 (M+H]
28 ?1?_'2 SH 53 6.90 (1H. ¥, 7.69 (1H, d}, 7.81 (1H, t), 7.88 (1M, d). 8.06 [1H, d}, 8.56 {1H. o), 8.78 /2 = 350 (MAH)
220 (5”5_:3 :SH. 3. 6.80 (1H, td}, 6.94 {1H. d). 779 (1H, =d), 787 (1H. d), 803 {1H, m) 831 (1H s} 854 iz = 300 (M+H)
230|548 (ZH, ), B.89 {1H, 1), 7.79-7.90 (2H, m). 804 (1H, o}, 837 (IH d), 356 (1H, m] /7 = 360 (M+H]
231 5.52 (2H, 5), 5.88 (1H, t), 7.48 (1H, d), 7.78 (2H. m), 7.84 {1H, d), B.44 (1H, d), 8.53 (IH, d) m/2 = 360 M+H;
232|552 (2H, <), 6.71 {TH, m), 7.35 (IH, d). 786 (1H.dc), 784 {(1H, m} 833 (tH, dd), B44 (1H, d] m/2 = 334 (M+H]
233 553 (2H, 5, 6.74 (1H, m}, 7.33 (IH, d;, 7.87 (1H. du), 8.07 (1H, m} 8.29 (1H, dd), 8.45 (1H, d} m/z = 334 (M+H}
234 (51?_'4 :f{tss:éﬁi(.ltﬁ(;)w s} 677 (1H 1), 7.2 (1H, m), 7.8 (1H, m}, .77 (14, d}, 788 (H. m). 842 [ _ .0 (M+H)

[0341]
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[0342]

[0343]

[0344]

[£R11]

&S |'H-NMR (CDCI3, &, ppm) IR (KBr, v, cm ') or MS
235 559 (2H, 5), 688 (TH, 13, 7.32 (1H, &, 7.78 (IH 1d), 7.81 (2H. m), 8.43 (1K, d), 8.50 (1H, d) msz = 364 [M+H)
a3z 417 (2H, 5). 548 (2H, 5), 6.64 (1H, ). 7.31 (14, ¢}, 7.60 (1H. td). 7.64 (IH, dd), 7.80 (1K dd), vz = 296 M)

832 (1H, d), 845 (1H, d)

1.89 (3H, d). 6,89 (1H, td), 7.08 (TH, q). 7.32 (IH, d), 7.66 (1H, dd), 7.76 (2H, m), 8.44 (1H. d). 8.50
(1H, &)

237 m/z = 330 (M+H}

5§52 (2H. 53, 5.90 (1H, 1), 6.79 (1H, td), 7.33 (1H, &), 7.71 (3H. m). 7.77 (IH. dd), 7.85 (1H, dd), 8.45

28 KiH, 6,850 (1H, & m/z = 288 (N+H)
549 (Eiif gH s) 892 (TH. 1}, 7.33 (1H, d), 7.82 (FH, m} 7.91 (1H, dd), 802 (1H, d). 845 (IH d). 8.48 2 = 392 (M+H)
240 (51:;3 .(i'd?'sd.zioﬁ'c??-i‘(:i';'ed.)s'osi??-l,(w 8). 6.76 (1H, td), 7.32 (IH, 4. 7.69 (1H. m}, .70 (1H, m), 7.80 iz = A4 (MHH)
241 g:gg E:I!: 3 g:gg Em ;)) 6.78 (1H, 1d). 7.33 (1H, d). 769 (1K, td), 7.78 (tH, dd), 7.93 (1H, dd). m/z = 418 (M+H)
242 1558 (2H, s, 6.90 (1H, 1d). 7.32 (1H, d). 7.79 (2H. m). 7.34 (1K, c), 843 (IH, d), 3.56 (1H, d) m/z = 366 (M+H}
243 |5.54 (2H, ), 6,98 {1H, m). 7.87 (TH, m). 8,18 (1H, m). 8.48 (1H, m), 8.83 (2H. m) m/z = 317 (M+H)

544 4.17 (2H, 5}, 5.46 (2H. 5), 6.63 (1H. td), 7.3 (1H. d), 7.60 (1H, td), 7.65 {1H, dd), 7.80 (1H. dd,
B32(H. d) 847 OH, &

(b1l N=[ (6 =200k YT >y =3 —=4)L) AFINIF7FI R (&
2003-26661{t&M 1) )
JOFST72220mg (2.09mmol) A&EK- 7 OORILL1UTAEEL, 0CIC

ALz THIC, 2—2700—-5—-—73I/XFILE) T 2500mg (3. 49mmol
) ZEKIOARILLAIMUSAEIEZEDZE T L, 0CTIREERHTLE
o RIGRZESEL. KEMATHRE., 700RIVABEEKREY TR
JLATEREL, RERELL, Thaes VATV AZLoAYNITZT7 14—
(NFHY BRI FIIL=1:1) THELUTURELEW122ng (NFE35)) =17
7o

TH-NMR(CDC g, &, ppm):4.21(2H,s),5.74(1H, brs),7.36(1H,d), 7. 71(1H, dd), 8.
30(1H,d)

3C-NMR(CDCLs, &, ppm):46.5,116.1,124.8,131,5,138.9,148.9,151. 4
MS:m/z=166(M-H)

Leagfpl2 : N—[1— ((6—200E)I>—=3—q)L) XF)) EYTY
—2 (OH) —4VFV]>7F3I N (FEXE6 {LEW20)
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[0345]

[0346]

[0347]

[0348]

[1£26]

| NCN
CI N

BB 4 DRRICRKEEBDOAETERLT1— ((6—00EYYY—-3—
AI) XFII) YTy —2 (1H) —4 3>128ng (0.58mmol) % HEIKDMF
SmUTAM L. NaH Gk, #EE 6 0%) 40mg (IERK24mg, 1.04mmol) % h1X
TERTI30ONEBHLEL, ChIZ7OEY 7 60mg (0.57mmol) ZMNZ T—
IRIBH L7c, RIGR TR, RIGRICKEBBIFILEZMA TR L, B
B KM~ /XU ATEHBEREREL, TLCTL—F (0.5m~T L —
M1#. BFEETFILI005CTRAE) THRRL TENYMEF. XE14ng (IXE1
0%) o
'N-NMR (CDCLs, &, ppm) : 5.28(2H,s),6.55(1H,m),7.33(2H,m),7.56(2H,m), 7.
75(1H, dd), 8. 40(1H, d)
LEBIS : N=[1— ((6=200EYI=3=A4)l) XF)I) EVT

—2 (2H) —qAYFVI7EHI N GEGEXE4 {LEW2)

[1627]
g
N
ol
cI N7 Nj]/
o

BB 4 DRBEICEBOAETHESNT1— [ (6—70REY YV —
3—qJ)) XFNL) EYTY =2 (1H) —4 3 1EfEE118ng (0.46mmol)
Wk ooOxX s v22mlazma, M) TFIL7I 10 (1, 16mmol, 116
mg) . PEFIo0OY) RBulzmA T, EETI1 59EBIHLE, RIGKIC
KEMATRIGZEEIEL, 2700KRILLEKTOR L, BHEZBMEL
PUYEZDLKABRTESRBREL, AFYUEMALE BRI TEL
=0T, &, H%EL., SEBRITETENDESKE, NE2Ing (INIHK17%)
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[0349]

[0350]

[0351]

]

IN-NMR (CDCL,, &, ppm) :2.21(3H,s),5.35(2H,s),6.46(1H, m),7.32(1H,d), 7.
48(2H,m),7.75(1H,d), 8. 10(1H, dd), 8. 45(1H, dd)

MS : m/z=262 (M+H)

LbgfFl4 - 3—[1— ((6—208EYYY—=3—4)) AFIN) 435
yov—2—A4YFv]=1, 1, 1=byzixdorzokv—-2-—-7%> (&

COCF,

NaH Ghik, #E60%) 1.30g (33.9mmol, 780mg) (C#E/KDMF 15ml
AEMA, OCICAHILE, 221, 1, 1—=rY2)4A07+ k1.52nl
(1.90g, 17.0mmol) %@ FL T, OCT1 OEIEBH LA, ThICTHILX
F&7.0ml (110mmol, 8.35g) A MNA T. 50CT1HEEERLE, HMWT. RIS
WREOCICARMLT, A FIL2, Inl (34.0mmol, 4.81g) #IZ. =R
T—HiBIH L, RIME TR, RIBGREZKKISEEAH, KINBITEBET
B L, 90— MIBL, BT FILCcHH L. BHELZRIIREKT
Bk, BB IR U LTER, BERELE. YVATLVAST LY
OYNIZ74— (NFHY FFBETFIL=95:5) THRERL. BH¥%
BUI7202aVvaEDTRERELE, CNIIAFH U ENMATLEIHE
HEOLMHEL7ZDT, %L, AFHUTHESRBICEEBELT 1, 1, 1-
M)oiza0—4, 4—EX (AFIVFHX) 3—TF>—2—742460mg (X
F13%) =187,
IN-NMR (CDCls, 8, ppm) : 2.56(3H,s),2.58(2H,s),6.25(1H,s)

T/, 2—700-5—700XFIEY T >2,0g (12,4mmol) ICZF L
YIUTIv2MmAEMAT, —HBRLE, RIGRTH. BREEBEL. 7 H
ZhDIVEMATABENE 8L TERYBRW, ChZRBEEHBLTN— (
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[0352]

[0353]

[0354]

[0355]

(6—2700EYYY—=3—4JL) XFII) TH4V—1, 2—-IF7 I 2. 45
(U= : 100%) %57-,
rEOFETHELSNET, 1, 1—-b ) 7)A0-4, 4—EX (XFI
F4) 3—TF—2—7>60mg (0.28mmol) (., LEDHFETHELNEN
— ((6=0OREBYYY=3—a)) AFI) THV—-1, 2—-IF73IUT

7ng (0.42mmol) AEAK T b= K YLBUTARRL TMA. 4 O 2REMEGE
Fl7ze RISRTH, RISREERICEL CREEKEL. BFBATFILEK%E
MATHE LTz, BEMEZEKREY XD ALATHREEBEEREL, 2V
ATNAZLIARKNTZ 74— (NFHY BRI FIL=3 : 1) THEH
L CEBMZS7, INE59mg (UNZE69%) .

IN-NMR (CDCls, &, ppm) : 3.49(2H, t),3.78(2H, t),4.40(2H,s), 5. 13(1H,s), 7.
37(1H,d), 7.56(1H, dd), 8. 31(1H, d), 9. 34(1H, brs)

m/z=306 (M+H)

Lb#gf 5 - 3—[3— ((6—=200EYIYY—=3—q)L) XF)) FFVY
Syv=—2—-AYFv1=1, 1, 1=-biA070/Nr—2 —F > (5
MERD  EHEE3)

[1£29]

I\

o

L J T
cl” N7

COCF,4

LB 4 iCcRBEOAETELT, 1, 1—MN)27)40=4, 4—EZR (
AFINFA) 3—TFv—2—7>100mg (0.46mmol) (2, T4/ —JL10mLIC
BERLE2—T73I/)THVFF—I36ng (0.46mmol) AANZ. 6BFREIMNEE
U7k, ZERTI1 IEBH L, RISTHER, T4/ I ZREBEL
 BERR T FILITADN L TKTTENESE L e, BAKMEY T RS D LTEIEE
BERELTT, 1, 1—-KN)27L0FR-3— (FPY)IVv—-2—q4F
V) 7anRy—2—%*>73ng (INE8 1%) %57,

IN-NMR (CDCLs, &, ppm) : 3.35(2H,m),4.02(2H, m),5.61(1H,s), 10.40(1H, brs)
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[0356]

[0357]

[0358]

EREOFETHELT, 1, 1—-MN) 770 -3— (FPYVIV—2—
1 YFY) 7Oy —2—7>65mg (0.33mmol) (., K7 M=K IL8mL
AR L722—-4/00=5—-/00XF)LEY) T >80ng (0.50mmol) . KER
7Y 7 169mg (0.50mmol) AANA. 2BFREMEBETR L, RISKTH., RIK
WEERICELT, TAME 28BL TRYBRWE, BERHBELL, ~UAB
FWHAZS LAY NTIZT74— (NFHY BT FIL=1:1->1:3)
TR L TEMYEEL. INE53ng (IXZ50%)

IN-NMR (CDCls, 8,ppm) :3.20(2H,t),3.73(2H,t),4.61(2H,s),5.80(1H,s),7.
36(1H,d), 7.53(1H, dd), 8. 31(1H, d)

MS : m/z=323(M+H)

LhEfle : 3—[1— ((6—200EYVYY—3—4)L) XFI) L35
yov—2—-AYF]—=1, 1, 1, 5, 5, 5=n~FH7)LA4ORVIY
—2, 4—-SF > (EGIEXENS  Ehef]5)

[1£30]

[

NNINH
COCF;

-
CI” "N"FscoC

el 4 ICEEOFETESNAEZ3-[1—- ((6—200KEYYY—-3—
AI) AFIL) AU Ir=2-4)FV]-1, 1, T-r)7)ADO
Oy —2—7#>231Ing (0.10mmol) K> 7O Xy vonlilafiEL., E
1)< 220wl (0.25mmol, 20mg) . N ZILA OFFEREEAKY28w | (0. 20mmol
. 42mg) DIEICMA, RT3 0B LA, TLCTRIGDETZMHEEEL
el BRRDNEL TWEDT, MY Z7)0A OBEFEREKY84 1 L (0. 60mmol
. 62mg) ZEMLTI1EEEETEE LA, RISKTE, RIGR%ERERNE
LT. TLCFL—b (@0.5m7TL—K1K, ~NFHY BRI FIL=2:8
TEM) THRL TEMNYZERL, IXE30mg (UXZFET5)) ,
IN-NMR (CD,0D, &, ppm) : 3.87(4H,m),4.51(2H,s),7.50(1H,d),7.82(1H, dd), 8
.35(1H, d)
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[0359]

[0360]

[0361]

[0362]

[0363]

MS:m/z=402 (M+H)

a7 : N—[1— ((6—=40A0FYSY—3—AJL) AFI) A4
YVy—2-qYFvl-2, 2, 2-pYINFOTEY I RELHXHS
1] 7 )

[{E£31]

I

cl = N _CF,

N
O

VAFIVANKRZI RIFFAI— M AS V2R VEEIEA 259 (18, 2mmol)
HEEYTU30mUIAR L. |IKNY 704 OFFEE3. 80ml (5. 73g, 27. 3mmol)
ZEEL. BRETIREBRLE, RIGREZRERBEL., P7O0Oxsy &K
THOWUTc, ARBERKMEBY /XY I A TREEBEBMBLT, YXFIL (
2, 2, 2=RMNYT0WFAFTEFIV) HIVR=ZI RTFFIT— ~5.36g (Y%
100%) %157,

LERfl 4 (ICERHEDAET, N— ((6—200KEY YV =3 —14JL) XFIL
) THAV—=1, 2= F73I4.61g (24.9mmol) AW L7z, ThAaBEKT7E
f= R ULAmUTERE L, EEOAETHLEIAFIL (2, 2, 2—-H )7
ZAO7tEFI) ADILERZI RIFAIT— M4.60g (21.3mmol) EHNZ. 904
BIMBGER L, RIGRTHR., REREERICRELTHSAEERBESREL
. T LEEFRE2&EL, PEOTENZMN)LTHRSETZIETEMYE
B, INE2.17g (IN=33%) .

IN-NMR (CDCLs, 8, ppm) :3.50(2H,m),3.76(2H, m),4.60(2H,s),7.34(1H,d)7.7
0(1H, dd)8. 33(1H, d)

Bhe 5 168-170°C

LEEsfl8 : N—[3— ((6—200EYYY—=3—4)L) XFI) FF7VVY
Vy—2—qYFv]=2, 2, 2= YNAOTEH I NEEHEXES
£ 16056 )
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[1632]
J_E
N
cl |N/) ?J/ CF3
hig
o

[0364] 2—73X/)ITHVFA—)T7Ing (1.0mmol) ICT4 /—)L20ml%EHIA. LEE
BI7TICERBDFETERLEYAFIL (2, 2, 2=K)70FAT7EFIL
) AIARZI RYFAIT— F216mmol (1.0mmol) A#MMA T, ERET—IRIEH
L7z, RIGETHE, BEZREBEL. VATV AZLIOXRNTST4
— (NFY Y ERRTFI=1:1) THEELT2, 2, 2-NY7)LA0O
—N— (FP7VIUIv—-2—4a)FTV) 7EH I Fdng (UXZFK51%) %1F/k
o CORISERZRDEMETHETW. 2, 2, 2—-MYT70740-N— (
FrINI—-2—4YYFTV) PEH I NEEHET3H0NgE7%E,

[0365] LEEDAHZETHERLZ2, 2, 2—M)27)40-N—- (F7VYPV—-2~—
A4YFY) 743 K162ng (0.82mmol) (CDMF2ml, THF18mlZAIZ., 2 —%
OO0—5—200XFIILEY) < >198mg (1.23mmol) . KEEAH ') 7 L150mg (1
.09mmol) ZMA T2 OBSEMEER L7c. RIS TR, RIDKREERICEL
TRBYE»BL, DHRERBERELEZ, ChaTLCTL—bt (0.5m7L
—h2#W BRI FI 1 00%TRERMA) THREL TENYERFL, IXE230mg

(UNZE87%)
IN-NMR (CDCLy, &, ppm) : 3.27(2H,m), 3.73(2H,m), 4.86(2H,s),7.36(1H,d)7.7
2(1H,dd)8.36(1H, d)
mha 1 96C
[0366] [HFIH]

uxE) 1 (BE

A=y 5EE%
Ry hFA b 4 0EE%
1% 10EE%

7L — 4 3EE%
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JTZVRNWE VBRI I LA 2EE%
LREERAEH—ICHIEES L. KEMATIHEE LR, EHEELT
MIF % 1§72,
[0367] &FIE 2 (R
a2 1 2 2EE%
HUIXRP—252 SEE%
fEaH 1. bEE%
SRR R 0. SEE%
JL— 91EER
LREERAEH—ICHIEES L. KEMATIHEE LR, EHEELT
MIF % 1§72,
[0368] #uzfI3 (kA
&3 30EE%
JL— 508E%
R74A NA—KRY 2EE%
T4V IL 13E=%
JTZVRNWE VBRI I LA 4EE%
S ) IVEREF N D LA 1TEE%

ERRDEE—ITRE L. ML TKMFZET,
[0369] HFIFI4 (FErkFHE)

ta&m212 30EE%

JL— 60EEY

TEIAMN) Y bEE%

TIFILT LA VBRREESY 4EE%

S ) IVEREF N D LA 1TEE%
FEMDEHE—ICHIREREE L. KEMATEKHEE LR, SRERLT

FERIKHF Z 57,

[0370] &AEIBFIS (T O FILE]
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L&Y 8 25EHE%
POERYZXFYIT oI I—TILERERIE 5EE%
oLy sy)a—i 6EE%
R hFA b 1TEE%
FH I VAL T %KAR SEE%
PRONAL EX—-300 (RFMLZEIFHMARH) 0. OSEE%
ADDAC 827 (U1 - 7A{LBitk &) 0. O2EE%
K MAT100EEY

LEREENOF T I VHLINKBREBLUEDKERWELEZ FRE
B LK. BRI THIRLE, Z0%. Y VIV HLT %KBERE
BYDKEMZAIWEERE LT7O7 TILEZE,
[0371] syFIEI6 (HH)
L& 15&82%
N, N=IUXFIKRILLT IR 20EE%
YIRyY 150 (ZTIVYVE—EILEREH) 55EE%
RY)FAFSIFLYTPILFILTY—=ILI—FI 10EE%
RS EE—ITES. BB AR ZE,
[0372] HFEI 7 (#MF

L&E®1 4 2EE%
JL— 60EE%
2% 3TEE%
ATV UEBAINY T L 1EE%

ERRDEE—ITRE L THEIEFT,
[0373] HHF|FI8 (DL )

{t&Y 1 2EEY
DLY L — 94. 5EE%
RIA MH—KRY 2EE%

ATFT7) VALY DA 1E&%
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BRERENNT 71V

99 PCT/JP2011/069352

0. 5EE%

ERRDEE—ITRE L THEIEFT,

[0374] HFKIFO (il F)
a3
Fvrl)y—
RI7A M=KV
NY—JLSAS—296

2BE%
948E%
2BE%
2BE%

ERRDEE—ITRE L THEIEFT,

4X5IE 1 O GRILEE
{a=x7/N
RyINL7Ia—=I
JOoELYAH—RR—h
BHT

[0375]

10EE%
74. 9EE%
1588%
0. 1EE%

EEEMD ZE—ICRE, AR L OREER 257,

[0376] &EIEI1 1 GRILERD
ft&#¥21 2
&5 /=)

4 8EE%
5288%

EEMDZH—ITRE L TRILER 257,

[0377]
[0378] HHK|FI1 2 [HiF])
t&m21 2
JaN+V—

24EE%
el

SRR R

7L —

LEEHD ZE—ICHIRES
MIF % 1§72,

 KEMZATELLCRE LT1E,

FLAERPLLEY R OBESEYIBRF OESHEBRADDOF = L TFICE T,

2EE%
3. 0EE%
0. bEE%
70. BEE%

ERELNE L T
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[0379]

[0380]
[0381]

[ELBRAB ]
<EEZHTREHR>

SERGI1 -1 O+ HBHEREER

Ry FEREOF+RYMSERS InD) —T7F 1 27 &2HJYIKkE, Thic
50% 7tz b 7K (0.05%Tween20MNFH) &722 & D ICAR L EAMEREDARE
BRLEYIOEBRERAE Lz, AR, ChI2EHRERELEL, TOE, Z
hz25COIERE (1685RERAHA-8RFMEEHT) ICKRE L7, MESHRICROE
FEEFBEL, RAUK > TRBELZEH L, 2EHHR,

FEHRE (%) ={FTHRE (EFREHFHTHEE) 1 X100

Z DFER. 500p0pmDEZFEMNIRICEL Y. LEW9, 10,49,106,211, 81, 82, 89, 92
,104,107,108,109, 110, 111,112,114, 128, 131, 140, 141, 144, 145, 146, 152, 165,

167,170, 171,172,176, 179, 180, 181183, 184, 186, 188, 189, 190, 193, 194, 212, 21
9,226,227, 229, 230, 234, 235, 237, 239, 240, 241, 242, 243
MIEHREFB0% LA EDFRRFME R L7,

[0382] EE&RGI1 —2 7 HBEREREER

[0383]
[0384]

[0385]

Ry FREOF v ARYNSERL. 0enD) —T7F 4 A7 &P YIRE, Thic
50% 7 &z b K (0.05%Tween20iNF) &5 & D ICFAR L FMERE DA
BILAMORREEM L, BE. ThI2SHREBELK, ZTOHK, &
n%z25COIERE (168FERFHA-8BSFEIREER) ICE L /2, MEI3HERICHRDAE
FREBEL., RAICH > THRFELFEH L, 2EHIHER,

FERE (%) ={ZkrHh#/ (EFEHEHEHFETHRE) 1X100

ZOFER. 100ppmDEZFEMIBICL Y, (£EWS8T, 89, 92,107,111, 112,114,128
, 152,171,183, 184, 186, 189, 190, 193, 194, 211, 212, 213, 215, 216, 218, 219, 227,
229,230,231, 234, 235,237, 238, 239, 242, 243
HFERZEB0% L LD REM %R L7,

HEREI2 NREV T bR

Ry NREODF v RYDNSERL.0enD!) —T7F 4 A0 &P YKRE, Zhil
50% 7t b 7K (0.05%Tween20iNFE) & 742 LD ICHAR L -FIERE DA
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[0386]
[0387]

[0388]

[0389]
[0390]

[0391]

[0392]

BILAMORREEM L, BE. ThI3SHREBELK, ZTODHK, &
n%z25COIERE (168FERFHA-8BSFEIREER) ICE L /2, MEI3HERICHRDAE
FREBEL., RAICH > THRFELFEH L, 2EHIHER,

FERE (%) ={ZkrHh#/ (EFEHEHEHFETHRE) 1X100

ZDFER. 5000omDEFEWIRICL Y, {LEY46, 202, 68,82, 89,92, 96, 104, 1
08, 128, 140, 176, 184, 189, 190, 193, 212, 219, 227, 229, 230, 239H 5L 2 F80% LA
O BRFEEERL T,
HEBBIS—1 74775 L BHRAER

Ry MBREDOF 2T )HASER2.0nD!) —7 5714 A7 &HYIKRE, ThiC
50% 7 b K (0.05%Tween20iNF) &5 & D ICFAR L FMEREDAF
BILAMORREEM L, B, ThICISHREBELK, ZO®K, &
n%z25COIERE (168FERFHA-8BSFEIREER) ICE L /2, MEI3HERICHRDAE
FREBEL., RAICH > THRFELFEH L, 2EHIHER,
FEBE (%) ={ZkrHhE / (EFERHFHETHE) }1X100

Z DFER. 500ppnDEFEMZBICL Y. {£EWT,2,3,6,7,8,9,10,12,14,15,1
8,20,21,22,25,27,29,30,31,32,33,34, 36,37, 41,42, 43, 44, 45, 46, 49, 50, 52, 5

8,61,68,69,71,72,73,76,77,79, 81,82, 83, 85, 88, 89, 92, 96, 100, 101, 102, 103,
104,119, 122, 131, 132,135, 139, 165, 167, 170, 179, 182, 183, 184, 186, 189, 192, 1
93, 194, 196, 199, 200, 202, 208, 210, 211,212,219, 221, 222, 223, 225, 226, 227, 22
8,229,230, 233, 234, 235,237,239, 243h°FE R ERB0O% LA E DR HREM A R L 7,

—F. BExER 1 (45692003-266612 048R) (CEEEDILEH 1T ( N—[ (
6—00E)YY—3—4)) XFNIPT7FIR)ALHETHRLEZE
Z A, b00ppmDEFENBICL BT 9 7 TS5 LY DILHREFKIFENTH > 7,
HEREIS—2 D87 TS LIBHREER

Ry MEEOX17YDSHER20nD Y — 7714 A7 &HYIKRE, ThiC
50% 7t k7K (0.05%Tween20FE) &74% & D ISR LARIEREDAH
BIEEYMOREREHH L, RARE, ChICISHRERELEL, TDE, Z
h%25CoIERE (1685ERHA-8FFREREEE) ICE L7, MESHRICHRDE
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[0393]
[0394]

[0395]

[0396]
[0397]

[0398]

[0399]

FREBEL, RAUCH->TRBELEH L, 2EHHR.
FEHRE (%) ={FTHRE (EFERFTFETHEEB) } X100

ZOFER, 100ppnDEELEBICEL Y., AW, 2,3,6,7,8,9,10, 14,245, 18,
21,34, 43,49,50,71,76, 83, 85, 86, 88, 89, 90, 91, 92, 93, 94, 96, 97, 102, 105, 113,
128, 131,137, 138, 139, 140, 141, 145, 149, 152, 157, 163, 183, 186, 196, 199, 200, 2
04,208,212,213,214,215,216, 219, 222, 223, 225, 226, 227, 228, 229, 230, 232, 23
3,234,235, 236, 237, 238, 239, 240, 241, 242, 243, 2441 FE R SR 80% L k£ (D 3% Hi5E
MR LT
SERGIS—3 7497 TS LBHRERER

Ry NREOXF 17 YHMASER2.0enD ) —T7F 1 A7 &YIRE, Thil
50% 7t b K (0.05%Tween20h0AE) &725 & D ICEAR L AFEREDAF
BRSO BREEG L, BRE, ThICISHRERELL, TOE, &
n%z25COIERE (168FERFHA-8BSFEIREER) ICE L /2, MEI3HERICHRDAE
FREBEL, RAUCH->TRBELEH L, 2EHHR.
FEHRE (%) ={FTHRE (EFERFTFETHEEB) } X100

Z DR, 20pmDEFEMBICLY ., AW, 2,3,6,7,8,14,18,21,82,86,8
8,89, 90,91, 94, 95,128, 137. 138, 157, 199, 200, 212, 213, 214, 219, 226, 227, 229,
230,231,233, 234, 235, 236, 237, 238, 239, 240, 241, 242, 243, 244 ) BE. R 280 % L)
toFERFEEER LT,
SERG4 EETHT TS LIBHREER

Ry NEREOF v+ RYMSER2.8cnD) —T75F 1 27 &HJYIKRE, Thic
TITSLVRBEIABEREA L, TOIR%E. RBRERYBRWVWT, Y—T7F4
ZVICETINEIDHBOHEZI10EICEEE L, TR, ZOBREMEDE
£925)—T75714R71T, 50% 71 bk (0.05%Tween2000FH) &5 LD
AR L-FTEREDAKBPLEMORB LM L, BRezE, v —LIC
H% LT, 25CoIERE (168FFRAH-8RFEREHA) ICRE L7, MEA3EEIC
HOEFREHEL. R > TIHRELZEWL L, 25FHIHR,

FEHRE (%) ={FTHRE (EFREHFHTHEE) 1 X100
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[0400]

[0401]

[0402]
[0403]

[0404]

[0405]
[0406]

(0407 ]

[0408]
[0409]

ZDfER, 100ppnDEFELIBICL Y, £EW,2,3,6,7,8,9,10,11, 2124,
FEERFEB0% LA LD AREM %R L 7,
EERGIS X bED Y HELIREER

Ry REEDOA XEIC, 50% 71 b2k (0.05%Tween200F) &5 &
IR L P ESBE O AR A ORR A EEHALIE L, BEE. &
NI2SHBRARE L=, ZD%,. 25COIERE (1685 RAEA-8EREISER)
BB LT, MEASHBRICROEREZBRE L, RAICH> THRREEFEH L,
23 HI AR,

FERE (%) ={ZkrHh#/ (EFEHEHEHFETHRE) 1X100

FORER, 100ppnDEZMBICL Y, (EE®W212, 213,215,211
6,227,229,230% FERFEIO%UEDHREEMEZRL 7,
HEGI6 1Oy HEHREER

Ry REEDOA XEIC, 50% 71 b2k (0.05%Tween200F) &5 &
IR L P ESBE O AR A ORR A EEHALIE L, BEE. &
NI2SHBRARE L=, ZD%,. 25COIERE (1685 RAEA-8EREISER)
BB L, MEAARBRICROEREBRE L, RAICH> THRREEFEH L,
23 HI AR,

FERE (%) ={ZkrHh#/ (EFEHEHEHFETHRE) 1X100

ZDFER. 100ppmDEFEMNIRICL Y. LEWI,2,3,6,7, 80, FEHIES0%LL
EOFRFERER L,

HEGI7 Yoy >y HEREER

Ry REEDOA XEIC, 50% 71 b2k (0.05%Tween200F) &5 &
IR L P ESBE O AR A ORR A EEHALIE L, BEE. &
NI2SHBRARE L=, ZD%,. 25COIERE (1685 RAEA-8EREISER)
BB L, MEAABRRICROEREZBRE L, RAICH> THRREEFEH L,
23 HI AR,

FERE (%) ={ZkrHh#/ (EFEHEHEHFETHRE) 1X100
ZDFER. 100ppmDEFEMNIRICEL Y., LEW 1A, FEHRZFS0%LULEDIRER
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[0410]

[0411]
[0412]

EMAERL,
HEREI8 w4/ O3 /51 BFRREER

Ay MEEEDA REIC, 50% T b K (0.05%Tween20fA) &BB &S
SIS L R O AR ANOERE EEBHLE L, Rk, <
NIC2SMRERE L7, TOM%. 25COIRE (168mMALE-8mmIEE) (<
RE L7, ME4ERICROEFEABE L, RAICH > THRREEEH L7,
23ISR,
TR (%) =(FERES (EFREHETRE) }x 100

Z DR, 1000pnDEIEMIBIC & Y, (LS, 2124, FEREB0%IE DR
HIEH AR L,

[0413] EE&RBIO A >V AF TS 3 BHIREER

[0414]
[0415]

[0416]

[0417]

Ry MEEOF2TYICAYIYAFITIHBRERE L. 1BRERI L
o EEUNBAATHE. RHBEREL. In%E25COIERE (1685RIBFHA-8mF RIS
H) ICKRE L, ERRRT3IBARIC, F1UULYERER2IND)—T77 4R
EYIVIRE, ENEBE LK. ThIZ0% 7t bk (0.05%Tween20h0
) ER2EDICARLUAEMEREDEREHM L, 8H%E. INh%25TC
DIERZE (16EFFERRHA-8BFEEEHA) ICME L7z, B 1 4 HIRICROER%
BEL, RAICK->TRBELZEE L, 2EHHR,
FERE (%) ={ (EMY-—L£FRL) EWFHKI X100

ZODFER, 1000pnDEZFELIRICEL Y., {LEW212,229, 2300 5L RF80% LA E
DEWHEREEZTRLE,

F/o. 2000mDEFELBICELY, LEW2 1 IHEFKIOBULDFZTWIRE
SEMEER LT
HERBAI10—1 IHVFRAOF7HI VKRG

Ry NBREDA VA UM SER2.8cnD ) — 751 27 &HJYIkRE, Thi
50% 7 &z b K (0.05%Tween20iNF) &5 & D ICFAR L FMERE DA
BILAMORREEM L, B, ThICISHREBELK, ZO®K, &
n%z25COIERE (168FERFHA-8BSFEIREER) ICE L /2, MEI3HERICHRDAE
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[0418]
[0419]

[0420]

[0421]
[0422]

FREBEL., RAICH > THRFELFEH L, 2EHIHER,
FERE (%) ={ZkrHh#/ (EFEHEHEHFETHRE) 1X100

Z DFER. 5000pmDEZFEMIRICL Y. {LEA9, 50, 85, 86, 90,91, 93, 94, 104
, 107,108, 114,128, 131, 135, 137, 140, 141, 144, 145, 146, 147, 152,167,170, 171,
172,176, 181,182, 183, 184, 186, 189, 190, 193, 196, 199, 200, 208, 211, 212, 222, 2
26,227,229,230,231, 237,240, 242, 2437 FE RE80% LA £ D& W R RE M &
L. 200ppomDEFMIBICL Y, {£EWI,2,3,6,7,8,9, 1005ERZE80% L ED
BWEREEE R LT,
ERBI10—2 IHVFAOFHIIBHREER

Ry NBREDA VA UM SER2.8cnD ) — 751 27 &HJYIkRE, Thi
50% 7 b K (0.05%Tween20iNF) &5 & D ICFAR L FMEREDAF
BILAMORREEM L, B, ThICISHREBELK, ZO®K, &
n%z25COIERE (168FERFHA-8BSFEIREER) ICE L /2, MEI3HERICHRDAE
FREBEL., RAICH > THRFELFEH L, 2EHIHER,
FERE (%) ={ZkrHh#/ (EFEHEHEHFETHRE) 1X100

ZORER. 100ppmDEZFNBICL Y, {£EH2,3,6,7,8,9,10,90,91, 104,12
8,137,186, 193,212,213, 216, 238 H' 5L RFE80% LA EDEm WA HRIEM A R L 72,

[0423] RERGI1 1 FZHEHKRY I RY BRI H ABRKRGER

[0424]

50% 7 b 7K (0.05%Tween201FE) &722 & D ICAR LAMEREDAE
HBEAEYMORRIC, BEIAROILTHEERAIMWEREL 2, AR
 INZEASRABICANT, IS BCHZRERICTHES KRV IR
NAZIHATHRBAERE L7, WERE, BICEZ L T2BCOEERE (16
BrEBAER-BRSEIREHR) ICTRE L7, EBRPILFITHRKT 272H. HI X
BTRASALFICKERDE -, WEIARICHBOEIFEEERRL, RAICH
STHRREEHESE Lk,

FEHRFE (%) ={FTRE (EFRHFHETHRE) 1X100

Z DFER. S0ppomDFERAFBRIBICL Y. {LEW 132,141,144,183, 184,

189, 190, 192, 193, 194, 212, 227, 229, 230, 231, 233, 236, 239, 242, 2434, FEHK
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[0425]

[0426]
[0427]

80% LA EDFERHFEMEERL T,
HERGIT1 2 FA/NRXTAHALSBBRAER

FACEWTERELL) Y IHRIT, 50% 7t kK (0.05%Tween200F
) ERDBEDICAR LU MEREDOAFEBLLENOERENMA L, BRE
INETSZFY IRy TICAN, IS, FYyRRTAAALIER2
SEENE L7, ERE, 25COIERE (168FFEAFHR-8hsFHEIREHE) ICTHREL
Teo BEACHZICHBRDEFREBRE L, RAITHK> TRREEEZFEH L,
FEHRFE (%) ={FTRE (EFRHFHETHRE) 1X100

Z DFER. S0ppomDEFEMIRICL Y, EEW212H%, FEHRZFS0% LU LEDIRER
SEMEA R LT,

[0428] HERGI1 3 A X ROA A L BHFREAER

[0429]
[0430]

[0431]

[0432]
[0433]

BAREL/REOEEIC,. 7 M VICTHEREICHES L -ARBLE
MOFERR I L (/158) Z2~x4 002 o IIC&Y BMERWIE L 2, FH
RIBE, THRYYUBBEE DL DI, HREA RBEAB LT, 25COIEEE
(16B5FEIRAER-BRFFEIRE HA) ICHEB L7z, ALIR4BRBFERIC. EDERZHE
L. R > TRRREERESE L,
FEHRFE (%) = (HEREH (EERE+ETRF) } X100

ZDFER, 0.5ug/FEOREEICHEWT, {£LEY, 8, 212HFLHZE80% LA £
DEWERMRZ R LT,
HERGI1 4 A T/NTRHBREARR

ERICTHEHBTL TV DHRBEOE@EIC. 7 MV ICTARAEREICER L
AFEPALENOERREZ wL (/158) WIB L7, FRLEE, Hhy THEYD
BEERBEDIC. RBETSAFYIAY TABLT, 25COIEERE (168F
ERAHA-SRS RS HE) ICHE L /2, AIR24BFRERIC. RBOERIKEZEHEL
ORAICH S TEMBRREEH L, HBRIE. 28HICLYITo 7,
ZRBRE (%) = {(FRBRY (EFRHE+ER[RB) } X100

ZOFER, 2ug/SAOUEBEICE VT, {£EH33,212,213,214, 216 ER R
F0W%ULDFBWERMRE R LT,
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[0434]

[0435]

[0436]

[0437]

[0438]
[0439]

[0440]

<IRZBUIBHTR>
BERGI1 S EXbMEYYHEHBKRER

BIEBIFEROILFERBEZ., 107 KELRDEDITARRL AR
EREDOAFKPLEMOTREZNEL -, T2REBREL YRR 2 RINI B/
B, INICEXMNED Y H2G5HZ105E9 DALz, ZDE. 25COIER
= (1665EEBAHA-CHFRIMEHE) (CHEB L7z, MEIAEHBRICROEREZHREL, R
NI > TRREBELZEH L, HRI2EFICLYITo
FEHRE (%) ={FTHRH / (EFERHHFECTHEEH) 1X100

ZOFER. 20u g/EOUNIEBEICH VT, LEW212,213,215,216,222,223,
226,227,228, 230,231, 233, 234, 235, 237,212,213, 214, 215, 216, 222, 223, 227, 2
28,229, 231,233,234, 235, 237,238, 239, 240, 24148, FEHE80% L EDELNE
HEEAER LT,
<TEEFUBHAR>
HEHI16  bEX DY HBHRGER

Ry MEEDA REIC, 0% 72 MY KERBLDICHELFRAERED
AREBEEMOERE TIFEFTWNE L, RE3HE., ThICEXNED VA
2B EI0ET DA L7z, T DR, 25COIERE (1685 AFH7-8RFE RS HA
) ICHRE LT, MEABHBICROEREZHRE L, RAICH > THRREEZEHL
Teo BBRIS2ZERICEYITO T,
FEHRE (%) ={FTHRH / (EFERHHFECTHEEH) 1X100

FORER. 0.05mg /EDUIBEICH T, {£&W212,227,229,231,233, 237
, 238,239, 242,243%%, FEHRFEZ0% L L%, 0.005mg/EHDUEEICHWVWT, b
BY21213 LR BYDH VR HRFEM AR L
SHERFI1 7 w¥Ov >y HEEREER

Ry MEEDA REIC, 0% 72 MY KERBLDICHELFRAERED
AREBEEMOERE TIFEFWNE L, RE3IHE, ChiltEyaoorh?2
SHBEI0GEST OME L2, ZD1%. 25COIERE (1685E IHE—8BSE RS HE
) ICHRE LT, MEABHBICROEREZHRE L, RAICH > THRREEZEHL




WO 2012/029672 108 PCT/JP2011/069352

[0441]
[0442]

[0443]

[0444]
[0445]

[0446]

[0447]
[0448]

[0449]

foo BEBRIF2EHICE WITD 7,
FERE (%) ={FRTCRH / (EHFERHETETHRH) } X100

ZORER, 0.05ng /EOMEBEICHNT, {LEY212,227,229, 2314, FEh
B0 UEDEWRREEZ TR L7,
G118 AxIXVYLIBHREAER

Ry MO REIC, 10%T7 b KEDRDEDICHAR LR E T8
EENIB L, WEB2HE, ChICARIZAYVILYRREZE5ET OHREAL
foo ZTD1, 25COIERZE (1665MHERAHA-8BFMEIREHE) ICHE L7z, KEI3 H
BICHOERZHEEL. RN > THBEEZFH L, HRIE 2:FHICE
YiTo7
FERE (%) ={FRTCRH / (EHFERHETETHRH) } X100

ZOFER. 0. Ing /EOUWIBEICHWT, EEW212H, FERZEKS0%LUED
mWRERENEZE R L,
<FERERZUHERIINT 5MR>
EEREIT9  bEq O HELREER

Ry MHEDOS REIC, 10% 72 KERDEIICHARLIAERED
AFERILEMORERE TIFEFLIEL /2, LE3IAER., INICEKAMERZMN b
EAOD Y h2HRE1089 DR L7, £D%E, 25COERE (168FMFHA
HA-8BFMEIREHA) ICME L7z, WEASHRICROERZHRE L, RAICHKE> TR
REZEH L, HBRITLERICELYITo %,
FERE (%) ={FRTCRH / (EHFERHETETHRH) } X100

BE. BRERIZ. REAEFNICBEVWTRRFEETEINLZHR (BREHRFE)

(I) 2007 BEARIRA, (II) 2005FBEABRICEVNT. TREIEEI L
2. ZERICBVWTERBETINE (BAEERK) 2FEA LK,

ZDFER. LEW2212IEVWTNDORBEITH L TH0.05mg/EHDUIE TILHRIKT
00%. 0.005mg/EDUIETIHREINNULERLE, —H, 13407
NiZ. 0.05mg/E DAL TIEERE (RZMRHFE) 100% (I) 40%. (II) 60
% Tdh o7,
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[0450]

[0451]

[0452]
[0453]

[0454]

[0455]

[0456]

[0457]

CORERLY. EEW21213. 134707 NMERZHDO NEA QD V7
KN LT, aWRHRERZE T2 AT INT,
HEERGI20 X bED Y HBHEREER

Ry MEEDA REIC, 0% 72 MV KERBELEDICHELFAAERED
AREBEEMOERE LIFEFWNE L, NE3IHE., ThICEFERSME
AXARNEDYR2HHRZI0ET DR L2, EDE. 25COIERE (16857HHA
HA-8RsMIREHA) ICHEB L7, MEISARICRODEFREEHE L., RAICHK > TR
REAZEH L, BRIFZEFICLYITo
FEHRE (%) ={FTHRH / (EFERHHFECTHEEH) 1X100

e, RRERIZ. REBZERNICBVTRRAETINLR (BZHERE)
. 2006 FREARHNICHEVWTHEINEZR, ZRICBVWTRREETINLR (
BARERM) =FEA L,

ZOFER, EEW22EWVWTNORIKICTK L TH0.01ng/E DUNIE TIERK]
00%. 0.005mg/EDUIEBETIHARKIONBULERLEZ, —H. 1345707
Ni&, 0.01mg/BE DB TIRREBE (RZMRM) 100% (EFFHRERRK) 50%
THo7lce Flo 7470201, 0.01ng/EOLETIEEER (RZHERKT)
100%, (BFARERME) 70%TH > 7,

COERLY., EEW2121Z, 124907 Y R, LV, 74 7O0ZIE
REMOEAMETVYAIIR LT, EWEREEZE T2 ENRIN,
SERGI2 1 (EEYRI2RUVAI4o0F) RO T/NTHHBEFMHEE B

7=in vitroftHEER

Pest Management Science(2003),59(3),347-352, & & UJournal of P
esticide Science(2004),29(2), 1M0-16ICEBHINTWD LI, 1 I 47
07 REBIEMAREEZZ T, RELEIhZEPALNTEY, Bk
EBOMBOVEDELTHEILNTWS, ZOLIRERLEESLL
ERICTT 2R EHER T D7-DICLTORREIT o7,

A T/NIAER(0.6450) 1T, 10nLd Y VEEH Y) U LB (pH7.4, ImM EDTA
28)zAmML, X2 MOV(BEEEMSWMEEAMICEY +2ICBRLE
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[0458]

[0459]

[0460]

[0461]

o TDE, 10,0009, 15PEORHEFICT, BEMERLDB L, BN L
SERE. T 51T, 100,0009, 60 E DR TRODBEITV. MEBEMEST,
DB EILD ) VEEA ) U ARERIOEHEIE, IhEEBRRE LT
ERLE, BRHEBEEIF. 2TKE, B LE 4CORBGETIT>
LoLBDF 2 —TICUTOBESTHEELREG L. 25CTARFERGI E 7
o RIS, TENVILEMATHER L, £ UL %12000ron T54 =D
BRELE, £EFO7E M ZBEL. LO/MSIEAL TR ZIT o7,
_ECREEE SRR - 300Ul
L&Y DDMSOEIR : 5ul
I OA—R6"Y) VEERAR : bul
NADP+A g : 5ul
JIOI—2R6Y VEET E ROHF F+—EEM : 5ul
) VERA ) U LKEER(pH7. 4, 1mM EDTAZEF) : 180uL
<HWERE>
A5 L ATy HC18MG
R ENEREM
0~3% : 85%7K. 5% 7t = MY, 10%FEEKAFR (0.1v/v%)
3~30% : 85325%7K. 5—=65% 7t b=k, 10%FEEAKAKR (0.1v/v%
)
30.1~369 : 90% 7t b= ML, 10%FBEAKAR (0.1v/v%)
NS LGRE 40°C R : 0.35mL 4 FEAE : 100uL
UEE : {b&#1212 : 325mm
4242071 K :300nm
Z DR, KEMOEBERDEEE. LEWMES21200.08TH DI L
A5 o07Y) RIF2.55THY., 124707 REEBRL T, b&5WE
S2120RFHDEF VA>T, LEDERICLY., 124 007) KR
HNELT 2EMMESRISHLTH, LEW2 1 2H0EMICEHRTETSE &

NRIns,
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[0462]

[0463]
[0464]

[0465]

[0466]

[0467]

[0468]

<BMWFEMERICKHT D HRRHE>
HEBI2 1 T4 b F< Y _BHIREER

L& D200ppm, 10ppmD 7t b VB RIOuL%Z, LBEHZ Z /81 PILICA
hico INZEYT—H—ICHE T, OEBIERNSEARL LT/ 7ILHEEIC
LEYMDRZA 74N LERRIE, 24EUE, N TPILELREIEE
B, ThICT7Y9 MNTFFIY Y Z10BEREL T, B% Lz, N1 7L
. 25C, BE8S%. SREFAUHDIERRICHE Lz, MEAIBRICEREBREL
RAICH S TRRBREAEH Lz, HBRIE. 28HICLYITo 7,
FERE (%) ={ZkrHh#/ (EFEHEHEHFETHRE) 1X100

ZDFER. 2000omDALREICHWT, £EWI,2,3,6,7,8,9,10,11,15,18, 1
9,20,21,39,41,42,43, 45,49, 50, 53, 58, 61,72, 86, 88, 89, 91,92, 93, 94, 96, 97, 1

01,102,105,107,108, 109, 111,112, 114, 115,119, 120, 130, 131, 132, 135, 137, 13

8,165, 196, 199, 200, 204, 212,213, 214D 5L RZKB0% LA L D& ¥ =R &R L 12
10ppmDALIBEICH W T, £EMWI,2,3,6,7,8,9,10,18,19, 42, 43,58, 88, 91,

93, 94, 165, 196, 208, 212, 213, 214AFE RFKBO% LA LD FE WER Y — R E R L e
BEHOHARICEWT, 134707 RiZ10ppnDLIBEICH VT, FEHREK

BT H > T,

BERGI2 2 YURRRTOIY NTFH_BhRTHE

¥~ ZX (I CR, i, 58%) OFERELZEFRN2cmiY, ZZILHE
T, SemiltIl->&T15mlARYAFLYIAZALF1—T %, BEEE
BRERVWTES L,

BFNG 11 ERRICL TRARBLUBEEMBHRAIO1 00 OFFERK20
ulz, EELEF1—THROYTRERISET Lz, T2ICRIBEI EE,
T9NTFFRI BN =1 0BEU EEZFa—TRICKELTEEZ L, KA
SHBEILZ7I NS FRYZDEFREHRE L, RAIHK> TRREXREZFH L

]
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[0469] RIMFEEZER (%) =100 —{RM&¥ =8 (EFF=HTETH =) } X
100

[0470] ZDfER. UTOEM2 1 2(FRMAEFEI 1 e L,

[0471] 5

RRRBRDOI IO 4 TOEHEOEICE Y EEZFHEL =, tE
IR H83. 13ppm& 72 3 & 5 RPMIT640i R 151 IC TRfEER. KRk I o 0O
743 TEIEERBIY., 20T DOAN, IICTEELL, HERHKBE
ABEFEIC, RARREI/O714 5 ) TOESMEEEHR L. UTOFMEREIC
& U SEME % SR L 7,
[0472] FMEE®E  A:2/3UEORELIET
B: IEFEAEDRKICMONDREE /2IE1/3L LD REHAFET
C: BERL~1/3KRBOREKNTE

[0473] ZD#ER. 3. 13ppmDALEBEICHEWT, &M 1. 2. 6. 7. 8, 9. 1
OMBULDBWERMRE R LT,

[0474] 7Zb, AEBICBITIHIHFELWMEEYMTHILEMES2 12, 22
7., 229, 231, 237, 238, 239, 242, 24 3DFKAWPE
DEEHERKRT 21K,

[0475]



WO 2012/029672 113 PCT/JP2011/069352

O S A

[0476] &7, ARBOBICHFZ LWMELEMTHZLEMES212, 227, 2
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[0477]

[0478]

29, 231, 237, 238, 239, 242, 243 :ERHADOERK
REMERIONT 2WROLEEBERT 3ICTT,
[£R13]

N FEAODh R EEER ) |
EARE DAL R L IRE ) AHL )
005mg pol 001mgpot 0.005mg/pat 0.062mg/ pet 0.09me/pot 0.005mg pot
212 100 100 95 85 100 90
227 90 100 7t
224 100 10 i
FEN| 100 1a mn
237 100 15
238 100 100 13
239 100 80 0
242 100
243 100
37 o4 20
RME ERmro)
Lk 0
R4 képz)
&R a
CREEIAS SERMA) oo e "
RS .
WIS RS 8 15 &
HRpe
HIEXMS WS 100 0 5
Heig7
(MRS EEMT) 83 § 2
HEmE 20
(RIFRS RAEHs)

EX Lo A
AEBOTIVEERIE, 2AFH. NREVI R, 75T7TILY &
XNEDYAH, NEq/OD YA, Yyx/OIANRNA, JINTFIT=FD
BEDOBEEEMICH L TENLERIREE T 5, . FICTVHERAIC
WU TCTRHEABRZEORBICEFEVIRERT IENTES, IHIK, £
BORIEEKICWET 2 TEMRETRL, FEEDPRRICRET IR
EERBTEDIENDS, BEEYOBRICEVWTRLICERTES, toT
. AFEBPIE, EEEYOBRODFICEWTKRKECEMLIZEDTH S,
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[E5KIR1]

5 3K D 3
FlER () TRINBLANELTEZOEEIRCEE 1]
BEE A TR BEEEMBIRA,
(1]

R4
P
Ar N~ >R

Rz (1)

[, Arld, BEEINMTOWTHELIVWT I ZIUE, FLEFEBERINT
WTHELIW~6EDATORZRL.

RUE, KERBEF., F/EC1~67 L FILEETRL

R2I&, ZILFILEENNOT VRFICIYBBLIN TV TH LULCT
~6TIFILAIIKRZIVE, ZILFILEBINNOTVRFICELY BB
INTVWTEHELWCTI~6T7ILFILAFTAILRZIIVE, PILFILES
PMNOFVRERFICLIYBBRINTWTEIWCI~67ILFILRILEZ
JLEL, CONR6R7, ZILFIUEMAANOATVEFICLYBBRINTWT
HEWCI~6 0,0 -FZIFILERARYILE, o7/ RILIIILE
Tk bOFE%ERL,

R3IE, NOTVEFICLIYBERINTVWTEHELWI~87ILFL Y
HE NOFYVEFILYBBRINTWTELW2~87 )Ly V&
CNOTVEFICLYEBBINTVWTELIW2~87ILF =L VE,
BEINTWTHIWIIZ L VE, FEEEBEBRINTULTEL WS
~6EDATORMEAETL.

R4, KREF. 7 /&, BREINTLWTHLIWIZIZILE, B
BINTUVWTHELIWI~BEDRRTILFIESIVCEBRINTWVT
HEW3~8EDAFTOR, /O VRERF. OR5 0COR5, 0COOR5, CO
RS, COOR5, SR5, SOR5, SO,R5, N-CO-OR8, N-CO-SR8, N-CS-OR8, N-C
S-SR8, N-0-CO-R8, 0-CO-R8, 0-CO-OR8, 0-CO-SR8, 0-CS-OR8, 0-CS-
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SR8, S-CS-0R8, S-CS-SR8, S-C0-OR8, S-CO-SR8, S-CS-R8, ZF7=ILNR
9R10, 0-CO-NROR10, 0-CS-NROR10, S—-CO-NROR10, S—-CS-NROR10% ;~g
ZZTROIENOTFVRFICIYBRINTULTELWCI~6T7)LF
WE, NOFVEFICLYEBBRBINTWTELWT Y —LE, NOF
VEFILLYBBRINTWTELIWT IILFILEERT,

R6, R7TIGEWIHIIL T, KRREF. NOTVRERFICLYEBEHRIh
TWTHLWCI~6T7IILFILEERT,

R8IZ. BHIINTWTHLWCI~67ILFILEARL, BHINT
WTHSLWEBBER, NOFVEF, CI~47ILFILAF RS AR
WE, Cl~47 )L FIAINKRZIIE, Oy VRERFELENOT VR
FICLYUBBEINTWTELWCTI~4TIILFIILEICBBRINTUVTE
SWBWRYYAIE, Cl~4T7INFNFFIHEH, Cl~AT7ILFILFFESE
NI

RO, RIGIFEWICHRIIL T, KRREF. NILIIE NOFVRETF
ICEYBBINTVWTELWCI~67ILFILE, ZILFIILEBLHI/NO
TUVRFICLYBBINTVWTHE LW ~67ILFILAIRZIVE,
TILFILBEANOTF VRFICLYBBRINTVWTELIWI~67 )L
FILALRZLAFIE, BEINTVWTELIVWI I ZILE (BRY
NTWTHLVWEBBEL LTE, NOFYEREFFLIEINOFVERFIC
BERINTVWTELWCI-4AT7ILFILE, NOFVEFICEBRINLTW
THLWCTHATLFILAFIHE) | BEINTOVTESIWRYIILE
(BEINTOWTEHSLIWVWEBRE S LT, Oy v EENOFVIC
BEINTWTHLIWCI-4TIILFILE, NOFVICBEBRINTWTH
SWCT-47 I FILAFOE) ZR-dH RI, RIONERZFE L TIDLL
FTOERRFEELI-VEODATOT 7OV ILFIEERTI N Tk
(&N, R9, RIOAIREZFEK L TIDULDBRREFEZSL5-6BDFEK
ANTHRZETT,

F7. N, R2, R3, RAD’—#EICA> TR (E) THRINBE%EZRLT
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[E5KIR2]

[E53KIR3]

[E5K1R4]

B,
[1E2]

7
N |
g
T
O (E)

CITYRKRRF. NOFTVIRF. KBEE, NOFTVICLYEBEHRS
NTWTHELWCT~6TILFILE, NOFVICLYBBRINATWT
HELWCT~67ILFILAFIE, YT /E FILINE —bOoE
Zam L. RleldnOF VICEYBEBRINKLCT ~6 PILFILELTIEN
O VICEYBBINTWTHELIWT ~6T7ILFILAFIRERT

720, Arp2,6->o00-4-BY) DIEERT EX, R2IZT7ILF
WERANOTF VRFICLYBRINTWTELIWI~6F7ILFILF
FUANRIINEEZRIRWN]

2R (I) FDArd, 6-/00-3-BY) VI EFAIF5-y00-3-
FPYVIETHD, BEREICEEHEDOBEEZEYHIRAL

b2 (1) BDR2A, ZILFILBAANOTF VERFICLY BHRS
NTVWTHELWCT ~B6 7ILFILAILRIIVE, ZILFLESH/NO
TUVRFICLYBBEINTVWTHLIWCT ~6 PILFILRILKRZILE
FREOT/ETHD. BERET FE 2 ICEBOESEYRAREL

£ZE® (I) TRINZEEMHATRIEER (Ie) TRINZILEY
THd. BHREICEEHDOBEEMHIRAL,
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[E53KIR5]

[E53K1R6]

[ RIET]

[E53KIR8]

o (Ie)

b2 (Ie) HDRIeHR, NATVEFICLIYEBEHRINSZCT1~67
IWEIVETH B, BEREL ICEHOEEEMMHIRHE,

L2 (Ie) HOYA, KRFEFHLEFNOQOTVIRFTHB, 55K
IH4 ICRBOBESEYRRRRA

b2 (Ie) HDRIeHR, NATVEFICLIYEBEHRINSZCT1~67
IWERILETHY, YA, KREFELEINOTFVEFTHD., BKIE
4 |CEEBHDESEMIBARE,

tZEX (Ie) THRINZLEWMA. N— (11— ((6—2D0OKEY
=3 —=4II) XFIL) EYYv-2 (1H) —4YVFV] -2,
2, 2—=MNYZAO7EHFIR, N=— (11— ((6—2O00-5-—
A0y =3—a4I)) XFI) EYYY—=2 (TH) —11)
Fv)] =2, 2,2=NY)70A07EHI R, N= (1— ( (66—
Z0A0EY Y —=3—a4I)) XFI) EYIY—=2 (TH) —11)
Fv)] =2, 2, 2=pM)7NAOTESYIR N— [1—- ( (66—
JOEEYSY—=3—4) XFI) EYVYY—=2 (1TH) —14UF
v)] =2, 2, 2—-KY)7ZAO7EH4ZT K, N=— (11— (1— (6
—s0O0EYYy—=3—-4J) TFIL) EYPY—=2 (TH) —1Y)
Fv)] =2, 2, 2=pM)7NAOTESYIR N— [1—- ( (66—
oOonEY T Y —=3—4J)) XFIL) EYIYr—-2 (1H) —14YTF
v)] =2, 2=U7)047EHSIR, 2-08—-N— [1— ((
6—oOnEY)I =3 —4)) XFII) EYIY—=2 (1H) —4
V7Fv) —2, 2=Io0#4A07€FIR, N= (11— ((2-20O
Y I —=5—4)) XFI) EYYY—=2 (1H) —4)F>
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[E5KIR9]

[E5K1R10]

[E5KIR11]

[E5K1R12]

] =2, 2, 2—=RMY07407E24IRELTN—- [1— ( (66—
o0 Y—=3—4J) XFI) EYYY-=-2 (1TH) —14UF
v)] =2, 2, 3, 3, 3=RvHI)LFOTONRTIRNLLBE
JYBRINZILEYMTH D, BEKRIFES ICEEDOBEZEYHIRAL,

ABER, ¥WMBEER, FPHIVVEER WHEEH. #¥E
ER. BMFEMD ./ IFCY ., RRRROSA DB L YBIRS
N3P EH 1 DORBEICH L THREHZET S, BFKETHS
8 DWI N ICEEDE S EMBIRAL,

BEEEMY. BRELOERFLIEEMTEMERTH S, BHRE
1559 DVWTNMIRBERDOBESEYHIRA

BEEMD. FRERMEOESEYNTH S, BRE1HL590VT
NAMCEEBDEE EFHIRE,

TitZE (I) TRINZ 7 IVEERFLITEDIE,
[1t4]

R4

Ar/l\ /R3

R
Rz (1)

[Hh, Arid, BESNTWTELIVW T T ZILE, FAEEEBRINT
WTHLWE~EDATORZTRL,

RUEZ, KREF. F/IFC1~67ILFILEETRL

R2i&, ZILFILEADNOATVRERFICLYBBLINTWNTH LU
~B6FILFILAIRZILE, PILFLBIBNQATVRFICLY EHR
INTVWTEHELWCTI~6T7ILFILAFTAILRZIIVE, PILFILES
ANAOTVRERFICIYBBRINTOWTELIWCI~6FILFIL ALK
JLE, CONR6R7, ZILFILMHANOFVEREFICLYBRINTWVT
HEEWCI~6 0,00 -FILFIKRRAKRYILE, 7 /& RILIILE
Erel gl i P~ 57 N N
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R3E, NOTVEFICLIYBEINTVWTHLWI~87ILFL Y
HE NOFYVEFILYBBRINTWTELW2~87 )Ly V&
CNOTVEFICLYEBBINTVWTELIW2~87ILF =L VE,
BEINTWTHIWIIZ L VE, FEEEBEBRINTULTEL WS
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Box No. II Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet)

This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

L Claims Nos.: 21,23,24
because they relate to subject matter not required to be searched by this Authority, namely:
Claims 21, 23, and 24 pertain to methods for treatment of the human body
bytherapyandthusrelatetoasubjectmatterwhichthisInternational Searching
Authority is not required, under the provisions of PCTRule 39.1(iv), to search.

2. I:l Claims Nos.:

because they relate to parts of the international application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3. I:l Claims Nos.:
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No. III Observations where unity of invention is lacking (Continuation of item 3 of first sheet)

This International Searching Authority found multiple inventions in this international application, as follows:

L I:l As all required additional search fees were timely paid by the applicant, this international search report covers all searchable
claims.

2. I:l As all searchable claims could be searched without effort justifying additional fees, this Authority did not invite payment of
additional fees.

3. I:l As only some of the required additional search fees were timely paid by the applicant, this international search report covers
only those claims for which fees were paid, specifically claims Nos.:

4. I:l No required additional search fees were timely paid by the applicant. Consequently, this international search report is
restricted to the invention first mentioned in the claims; it is covered by claims Nos.:

Remark on Protest I:l The additional search fees were accompanied by the applicant’s protest and, where applicable, the

payment of a protest fee.

I:l The additional search fees were accompanied by the applicant’s protest but the applicable protest
fee was not paid within the time limit specified in the invitation.

I:l No protest accompanied the payment of additional search fees.
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The amine derivative compound recited in claims 12-20, the noxious
organism control agent recited in claims 1-11, and the control method
recited in claim 22 include great many compounds within their scopes,
and relate to a noxious organism control agent comprising any one of
the compounds, a control method using any one of the compounds or the
control agent.

However, among the compounds, the noxious organism control agent and
the control method as claimed, those which are disclosed in the meaning
within PCT Article 5 are only a compound having a specific ring structure,
a noxious organism control agent comprising the compound, or a control
method using the compound or the control agent. Therefore, these claims
are not supported satisfactorily in the meaning within PCT Article 6.

Such being the case, the search was carried out on the scope which
is supported by and disclosed in the description, i.e., a compound
represented by chemical formula (I) wherein the group Ar has a specific
ring structure as described in the section “examples”, a noxious organism
control agent comprising the compound, and a control method using the
compound or the control agent. With regard to claims 4-8 and 15-19, the
search was carried out completely.
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