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C.1-48 CHsCH2CHa FsC
C.1-49 {CHa).CH (CHa)CH
C.1-50 (CH3)2CH FsC
C.1-51 FaC FsC
C.1-52 -CH2-CHa-CHy-CHo-
C.I-53 ~CH2-CH2-CH2~CH2~-CHo-
C.I-54 -CH>-S-CH2-CHo-
C.I-55 CHs H
=1.A%0
C.I-56 1.A%.0 CH, F1C
C.I-57 1.A%0 CHs ClsC
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(BRIC) (fARYIC)
C.1-58 .LA%.0 CHs Cl.CH
C.I-59 1.A%.0 CHs CICH,
C.1-60 |.A.0 CHs CHs
C.1-61 1.A%0 CHs CHsCH,
C.1-62 1L.A%.0 CHs (CHa2)2CH
C.1-63 1A%0 CHs (CHa)sC
C.l-64 1.A%.0 CHs CH3CH;CH;
C.1-65 1.A%0 CHs CHsCH2CH:CH;
C.I-66 L.A%.0 CHs (CH3)sCCH;
C.I-67 1.A%.0 CHy CH:0
C.I-68 L.A%.0 CHs CH3CHZ0
C.1-69 LA%0 CHs FsCCH,0O
C.I-70 1LA%.0 CHs CH;3NH
C.1-71 LA%.0 - CHs CH3CH2NH
C.1-72 1.A%0 CHs (CH3)2N
C.1-73 .A%.0 CHa (CH3sCHa)oN
C.I-74 LA%.0 CHs (GH3CHz2)CHsN
C.I-75 1.A.0 CHi GsHs NH
C.I-76 L.A%.0 CHs (CeHs YCHaN
C.I-77 .A®.0 CHj (2,6-F2CgH3) NH
C.1-78 l.A%.0 CHs (2,6-F2CsH3)CHaN
C.1-79 LLA®.0 CHs >oOo7oel
C.I-80 1.A®.0 CHa o075 N
C.I-81 1.A%.0 CHs SHOARYFI
C.1-82 1.A%0 CHs SHOANFYIN
C.I-83 |.A®.0 CHs CNCH;
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(fERIC) (EBIE)
C.l-84 .LA%.0 CHs CHsOCH>
c.l-85 1.A%.0 CHs CH3CH20CH;
C.1-86 1.A%0 CHs CH3OCH2CHz
C.1-87 1.A%.0 CHs FsC CH;
C.I-88 1.A%.0 CHs CHsOCOCH;
C.-89 LA%0 CHs CH3SCH,
C.1-90 1.A%.0 CH3 CH3CH;SCH;
C.I-91 LA%.0 CHs CHsSCHCH;
C.1-92 LLA%.0 CHs CsHsCH;
C.1-93 1.A%0 CHs CHz=CHCH,
C.1-94 [LA%.0 CHs CH.=CH
C.1-95 [.A%.0 CH;3 CHsCH=CH
C.1-96 [LA%.0 CHs CeHs
C.1-97 LA%.0 CHs 2-F-CeHa
C.1-98 1.A%.0 CHs 3-F-CgH4
C.1-99 1.A%.0 CHs 4-F-CeHs
C.I-100 1LA%0 CHs 2-Cl-C¢H,
C.1-101 1LA%.0 CHs 3-Cl-CgHa
C.1-102 1.A.0 CHs 4-Cl-CgHq
C.-103 1.A.0 CHs 2-CHs-CgHs
C.1-104 1.A%.0 CHs 3-CHs-CgHa
C.I-105 1.A%.0 CHs 4-CHg-CoHa
C.1-106 |.A%.0 CHs 2-CH30-CsH4
C.1-107 1.A%.0 CHs 3-CH30-CsHa
C.1-108 1.A%0 CHs 4-CH30-CeHy
C.1-109 1.A%0 CHa 2-F3C-CeHs
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C.I-110 1.A%0 CHs 3-F3C-CgHa
C.1-111 1LA%.0 CHa 4-F5C-CeHs
C.1-112 1LA%0 CHs 2-Br-CeHz
C.I-113 |.A®.0 CHa 3-Br-CgHs
C.1-114 1.A%0 CHs 4-Br-CeHe
C.1-115 1.A%0 CHs 3-CN-CeHa
C.I-116 |.A%.0 CHs 4-CN-CeHa
C.1-117 |.A%.0 CHa EUSY o 1)L
C.1-118 1.A%.0 CHs 231
C.1-119 1.A%0 CH3 By A1 L
C.1-120 1.A%.0 CHs 2AFIN-EVZ -
5-1 )l
C.1-121 1.A%0 CHs BXFN-EVD -
2= N
C.1-122 1LA%0 CH, |ZZRA-EUZ-
34N
C.1-123 LAS0 CHs 2-700-EU2 -
a4l
C.1-124 LAS.0 CH, |ZZHAB-EUZZ-
51
C.1-125 LAS0 CHy | Z7HR-EVZ-
6-1J
C.1-126 LA%0 CH, |Z7RA-EUZZ-
G6-1J1
C.1127 LA%0 CHy,  |FRYZAATXT
-V 3-1 )L
C.1-128 |A%0 CHy | 3XTFAFAEY
D340
C.1-129 1LA%0 CHs 23-2700-EY
54
C.1-130 LAZ.0 CHs 25-2700-EU
S3-40
C.I-131 I.A3.0 CH3 2,6-§7ED-EU
. T3-A )
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N {BRIC) (BEIC)
C.1-132 |.A%0 CHa 35-rvnn-ev
T4 A )L
C.1-133 .A%0 cH,  |N-XF-EO—)L-
2-1 )L
C.1-134 1.A%.0 CHs EZT-2-1)
4-NUZNA[XF
C.1-135 |.A%.0 CHs M-EURS 54
iy
C.I-136 |.A%0 CHs TS52.0-4 )
C.I-137 1.A%.0 CHa 752314
C.1-138 LA%0 cH:  |*7 "5__':”/“':‘ 77
C.I-139 A0 cH, |ThZERDTZ
=l
C.1-140 |.A%.0 CHa FHTI2-4 )
C.1-141 |.A%.0 CHa FAT T34
1-XFI-3-bU7
C.-142 1.A%.0 CHs LADO-2F )L-1H-
EZV—=Il-4-1 )
1-XFJL-5-RU 7
C.I-143 LA%.0 CHjs JLAO-AFIL-1H-
BV —b-4-1 )
C.l-144 |.A%.0 CHs AVAFYT—)b-
5-A )L
C.1-145 A% cH, | 2ATATIL-TT
Y—JL-5-1 )L
ARNUZILAOXF
C.1-146 1.A%.0 CHs W-FF N —JL-5-A
Iy
BAFIN-AVYFF
C.1-147 1L.A%0 CH
j 51 L
34-So0O0-4Y
C.I-148 1.A%0 CH '
P FFY—ASsA
3
C.1-149 LA0 CHsCH H
C.I-150 LA".0 CHsGHs FiC
C.1-151 LA%0 CHsCHz ClC
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(EBI) (B2IC)
3
C.1-152 L.A%0 CH3sCH; Cl,CH
3
C.I-153 L.A"0 CHsCH; CICH,
3
C.I-154 L.A%0 CH3CH: CHa
3
C.I-155 1.A”0 CH3CH; CH3CH:
3
C.I-156 LA%O CHaCH> (CHs)2CH
3
C.1-157 LA0 CHsCH, (CHz)sC
1.A%.0 CH4CH
C.1-158 3CHz CHsCH:CH:
3
C.1-159 |.A%0 CHsCH; CH3CH2CH2CHa
L.A®.0 CH-CH
C.1-160 sCHz (CH3)sCCH
3
C.I-161 |.A%0 CH3CH; CH:O
3
C.1-162 |.A%0 CHsCH; CH3CH,0
3
C.1-163 L.A%0 CHsCHa FsCCH20
3
C.I-164 LA%0 CHsCH: CHsNH
LA%0 CH4CH
C.I-165 sCH; CHsCH;NH
3
C.I-166 A0 CH3CH (CHa)N
|.A.0 CH-CH
C.I-167 sCHz (CHsCH2)2N
1.A°.0 CHACH
C.-168 sCHz (CHsCH2)CHaN
LA®.0
C.1-169 CHsCH: CeHs NH
1.A30 CH-CH
C.1-170 3CH. (CeHs YCHaN
1L.AY0 CH-CH
C.1-171 sCHs (2,6-F2CsHs) NH
3
C.1-172 LA™0 CHsCHz | (2,6-F2CsHs)CH:N
3
C.1-173 1.A~.0 CH3CH; o070l
C.1-174 LA%.0 CH3CH; 5
- >oO07F)0
1.LA%0 CHsCH = o~
C.I-175 3Chz aOaRsFI
LA%0 CHsCH = s
C.I-176 3Lz oanE )
3
C.-177 I.A%0 CHasCHa CNCH.
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B - o ’ ’
(A1) (BRI
3
C.I-178 LA"0 CHaCH; CHsOCH,
1.A%.0 CH.CH
C.I1-179 sCHz CHsCH,OCH;
LA%0 CHaCH
C.1-180 3CH; CHsOCH,CHz
2
C.I1-181 L.A%0 CH4CH; F1C CH;
LA%0 CH.CH _
C.1-182 3CH; CHsOCOCH;
C.1-183 LA%0 CHyCH
.- 3 2 CHsSCH:
LA%0 CHsCH
C.I-184 sCH, CH3sCH2SCH2
. I.AS.O CH CH
C|'185 3 2 CH3SCH20H2
.- 3 2 CsHsCHa»
1.A%.0 CH.CH _
C.I1-187 sCH CHo=CHCH;
3
C.I1-188 L.A%0 CHsCH; CH,=CH
|.A°.0 CH.CH _
C.1-189 +CH; CHsCH=CH
3
C.1-190 L.A0 CHsCH; CeHs
3
C.1-191 L.A%0 CH:CH; 2-F-CeHa
3
C.I1-192 L.A"0 CHsCH; 3-F-CeHa
K]
C.1-193 L.A%0 CH4CH; 4-F-CqH,
3
C.1-194 L.A%0 CHaCH; 2-Cl-CeHs
3
C.I-195 L.A%0 CHaCH, 3-Cl-CeHe
3
C.I1-196 |L.A"0 CH4CH: 4-Cl-CgHa
A%0 CHeCH
C.I-197 3 2 2-CH3—CGH4
LA CH,CH
C.I-198 sCH, 3-CHg-CeHs
LA%.0 CHyCH
C.1-199 3CH; 4-CHa-CeHe
C.1-200 LA%.0 CH3CH. 2-CHsO-CsH
= - - KAWL W F )
C.1-201 LA%.0 CHsCHa 3-CHs0-CsH
= - KA i P
|.A%.0 CH-CH
C.1-202 3 2 4-CH30-C5H4
LA CH4CH
C.[-203 3CH2 2-F3C-CgH4
OoO0o0oognoaod
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R5 R® R6. R10
ﬁ% —t ! ]
- (BEIE) (BRI
3
C.1-204 LA"0 CH3CHa 3-F5C-CeHs
3
C.1-205 LA"0 CH3CHz 4-F3C-CoHa
3
C.1-206 LA%0 CHsCHz 2-Br-CeHs
3
C.1-207 LA0 CH3CH; 3-Br-CHs
3
C.1-208 1L.A%0 CH3CH 4-Br-CsHa
3
C.1-209 1L.A0 CHsCH2 3-CN-CgH4
3
C.I-210 L.A%0 CHsCH 4-CN-CeHa
3
C.1-211 L.A%0 CHCH: | FPUT~o-1)L
1L.A%.0
C.l-212 e CH3CH: U a3
3
C.1-213 LA0 CH:CH: | FUZ>aq)
|.A®.0 ) EEDE
C.l-214 CHsCH, | 2-XFIL-EUZ
5-1 )
1LA%0 _ e
C.1215 CHsCH, |3-XFIL-EUDZ
2-1 )l
1.A%.0 _ U
C.1-216 CHsCH, | 2-200-EUTY
3-1 )L
|.A%.0 - TR
C1-217 CHsCH, [2-700-eEUZZ
4-1 )
1.A%.0 N DN
C.1-218 CHsCH, |2-ZAR-EUIY
5-1 )
A0 ; U]
C.1-219 CHsCH, |2-200-EU
8-
.A%.0 CH-CH 2-o0O0-EUZ-
C.1-220 3CH;
6-1 )
C1oon 1.A%0 CH:CH, [4-BUZLAOXTF|.
' -1 2-3-14 )
|LA®.0 3- !
C.1-222 CHsCH> Xj:)b?# )
D310
1.A°.0 CHsCH, | 23->o0O0-Y
c 223 Sy 54l
1.A.0 CHsCH, | 25-2200-EV
Claed D34
1LA%.0 CH:CH, 2,6->o0O0-£V
o2z 3234l
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i * (EBIC) (BRI)
C.1-226 |.A3.0 CH3CH>» 3,5-'.-:/“’7 AQ-ey
' Syaq)l
|.A%.0 CHsCH, | N-XFEO—JL-2-
C.1-227 -
|.A%.0 o mon
C.1-228 CHsCH: ESTo-A )L
LA%0 CHCH, |4 NUZLAOXT
C.1-229 L-EUIT 54
N
3
C.1-230 |.A0 CHsCH; 7524l
|.A%.0 CH.CH =-
C.1-231 alhz 72340
C.1-232 LA%.0 O |27 FSEROTS
' =i
C.1-233 L.A%0 CH:CH, |3-ThZEROVZ
' =
LA%0 GHaCH -
C.1-234 aCH2 FAZ7I2-14)
3
C.1-235 LA%0 CHCH, | FA47 1234
L.A.0 CHiCHa | 1-XFIL3-RU7
C.1-236 A 0O-XFI)-1H-
ESY—IL-4-1 )
|.A”.0 CHiCH, | 1-AFIL5-RU7
C.1-237 JILAO-AF)-1H-
EZV—=)-4-14 )
1.A%.0 CHsCH, | A VAEHY—IL-
C.1-238 o
' 1.A%0 CHiCH, | 2A-SXFL-FF
e 54 )l
LA%0 CHCH, |4-NUZLAOXF
C.1-240 W-FF Y —J-5-A
L
LA%0 CHiCH, | 3XFLAVTFT
o S
- LAS.0 CH:CH, | 34-H0O00-1Y
claaz FFPI—N-5-A)
C.1-243 LA%0 CH3CH2CH H
C.1-244 I.A.0 CH3CHzCH:z FsC
C.I-245 1.LA%.0 CHsCH2CHa ChC
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(fABIK) (ERIC)
C.1-246 L.A%0 CH3CH,CHa ClLCH
C.1-247 L.A%.0 CH3CH,CH; CICH;
C.l-248 1LA%0 CH3CH2CH; CHs
C.1-249 1LA%.0 CH3CH2CH> CHsCH
C.1-250 1.A%0 CH3CHCH: (CH3).CH
C.I-251 1.A%0 CH3CH2CH (CHa)sC
C.l-252 LL.A%.0 CHsCH2CH:> CHsCH.CHa
C.1-253 1.A%.0 CH:CH2CH2 |  CH3CH,CH,CH.
C.I-254 |.A%.0 CHsCHoCH | (CHs)sCCH;
C.l-255 1.A%0 CH3CH2CH: CHsO
C.l-256 .A%.0 CH3CH2CH: CHsCH.0
C.1-257 |.A%.0 CHsCH>CH. F4CCH,O
C.l-258 .A%.0 CH3CHzCH; CHsNH
C.I-259 |.A%.0 CH3CH>CH> CHsCHzNH
C.I-260 |.A%.0 CH3sCH:CH> (CHa)aN
C.1-261 I.A%.0 CHsCH2CH (CHsCH2)N
C.1-262 I.A®.0 CHsCH2CH2 |  (CH3CH2)CHsN
C.l-263 1.A%.0 CH3CH2CH: CeHs NH
C.l-264 I.A%.0 CH3CHCH; (CsHs )CH:N
C.1-265 |.A%.0 CHsCH2CH2 | (2,6-F2CeHs) NH
C.1-266 LA%.0 CHsCHoCH: | (2,6-FoCeHs)CHoN-
C.1-267 LA%.0 CHsCH.CH: | > 4O7QaEiL
C.1-268 LA0 CHsCH.CHz | &7 F)L
C.1-269 1.A%0 CHiCH.CH: | o> FIL
C.1-270 1.A%.0 CHiCHxCH: | 2 4pA%L
C.1-271 LA®0 CH3CH2CH: CNCH,
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(fEBIC) (EBIIC)
C.l-272 |.A%.0 CH3sCHzCH:z CHsOCH
C.1-273 1.A%0 CH3;CH2CHz | CH3CHOCH:;
C.1-274 |.A%.0 CHsCHzCHz |  CH3OCH,CH
C.1-275 1.A%0 CHsCH»CH. F+C CH»
C.I-276 |.A%.0 CH3sCH2CH. CH:0COCH,
C.1-277 1.A%.0 CH3CH2CH. CHsSCH;
C.1-278 |.A%.0 CH3sCH2CH2 | CHaCH.SCHa
C.1-279 1.A%0 CH3CHzCHz | CH3SCH2CH;
C.1-280 1LA%0 CH3CH2CH; CeHsCH
C.1-281 LA%.0 CH3CH2CH2 CH»=CHCH,
C.1-282 [LA%0 CHsCH2CH. CH,=CH
C.1-283 [LA%.0 CH3sCHzCH. CHsCH=CH
C.1-284 LA%0 CH3sCH2CH. CeHs
C.1-285 LA%.0 CHsCH2CH, 2-F-CgHs
C.I-286 [.A%.0 CHsCH2CH; 3-F-CgHa
C.1-287 LA%0 CHsCH,CH, 4-F-CoHs
C.1-288 LA%0 CHsCH.CH> 2-Cl-CeHa
C.1-289 LA%0 CHsCH2CH> 3-Cl-CgHa
C.1-290 [LA%.0 CH3CH2CHa 4-Cl-CsHa
C.1-291 1.A%.0 CH3CH,CH, 2-CHs-CeHa
C.1-292 1.A%0 CH3CH2CH; 3-CHs-CeHq
C.1-293 .A%.0 CH3CH2CHa 4-CH3-CgHs
C.1-294 lLA%.0 CH3CH,CH, 2-CH30-CeHa
C.1-295 LLA%.0 CH3CH2CH: 3.CH30-CsHs
C.l-296 1.A%0 CH3sCH.CHz | 4-CHsO-CeHa
C.I-297 1.A%.0 CHsCH2CH: 2-F3G-CgHa
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(ERIC) (BRIC)
C.I-298 1.A%0 CHsCH2CH, 3-F3C-CeHa
C.1-299 LLA%.0 CH3yCHCH: 4-F3C-CsHa
C.1-300 1.A%0 CHsCH2CH, 2-Br-CeHs
C.1-301 1.A%.0 CH3CH,CH; 3-Br-CeHa
C.1-302 I.A%.0 CH3CH2CH; 4-Br-CeHa
C.1-303 1LA.0 CH3sCH,CH; 3-CN-CeHa
C.1-304 1L.A%0 CH3CH.CH; 4-CN-CgHs
C.1-305 LA%0 CHsCH:CHz2 | D> 2-1)L
C.1-306 LA%0 CH3CH.CH: | U2 -3-1 L
C.1-307 LA.0 CHiCH.CHz | US> a-4 )
CI'308 [.AS.O CHSCHZCHZ 2")( ?}I/"EIJ 9.‘/"
5-1 )
C.1-308 LA%0 CHsCH,CH, | 3 X T /-EVZ -
2-1 )
C.1-310 1.A%0 CH:CH,CH, | 2V HR-EVZ -
3-1JL
C.1-311 |LA%0 CHsCH,CH;, | 27 HH-EVZ -
g
C.1-312 .A%0 CHsCHzCH, | 27 AR-EUZ -
5-1
C.1-313 LA%0 CHsCH,CH, | ZZHB-EUZ -
6-1JL
C.1-314 1.A%0 CH:CH,CH, | 27 HR-EVZ -
6-1
-1
C.1-315 LA%0 CHCH,CH, [+-HY7AF0XF
N-EVZ2-3-14)
C.1-316 LA%0 CHiCHoCH, | S X T VT A-EL
T340
C.1-317 LA%0 CHaCH:CH, | 23 70H-E
D510
C.1-318 LA%0 CHCHoCH, | 2577 7HH-EY
T340
26->700-V
C.I-319 .A%.0 CHsCH,CH, | <°*
T 5234

goooogao

10

20

30

40



(46)

JP 2010-516724 A 2010.5.20

R5 RS R6. R10
&S : ’
- * (BRIC) (BRI)
C.1-320 1.A%.0 CHaCHaCH, | 35~ 7HR-EU
D44 )
C.1-321 1.A%0 CHCH,CH; | N-*F-EO—IL-
2-14 )
C.I-322 CLA%0 CHsCH:.CHz | ES3v-2-4))
: 4-~NUZAOXTF
C.-323 1.A%.0 CH3sCH:CHz | JL-E 12254
%
C.I-324 1.A%.0 CH3CH2CH, 7530-4 )|
C.I-325 1.A%.0 CHaCH:CHz | 75231 )L
C.I-326 1.A%.0 CHaCH2CHa 2’7_']‘3_1:»'{':'73
C.1-327 1.A%0 CHaCHCH, 3"?*‘7_*:):”77
C.I-328 1.A%.0 CHsCH2CHy | F4 7 T-2-1 )L
C.I-329 1.A%.0 CH3CH2CH2 | Fo47 22-3-4 )L
1-AFIN-3-81)7
C.1-330 1L.A%.0 CHsCH2CHz | JLAD-XF)L-1H-
EZ3V 41N
A-AFI-5-RJT7
C.1-331 LA%0 CH3CH2CHz | JLAO-XFJL-1H-
EZYV—=N-4-1)
AVFFYI—I-
- 1.A%.0 CH3CH.CH
C.1-332 alH20H2 5t Il
24-AFIN-FF
- 1.A%0 CH3CH,CH '
C.1-333 322 G 15t L
4-RUZNFAOXF
C.1-334 L.A%0 CH3CHCHz | JL-F 7V —IL-5-4
Y|
3JAFIN-1VFT
- 1.A%.0 CHsCH2CH
C.I-335 3CH2CH2 S L5t L
34-Tonn-4Y
- LLA%0 CH3CH-CH ’
€38 S SRS )
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C.I-337 CHs H
= .A%1

C.1-338 1A% CHs FsC
C.I-339 1.A%1 CH, ChC
C.1-340 |.A®.1 CHs Clo.CH
C.I1-341 |.A%.1 CHa CICH;
C.1-342 LA CHs CHs
C.-343 |.A®.1 CHs CHaCH;
C.1-344 |LA®1 CHs (CHa).CH
C.1-345 1.A%.1 CH, (CHa)sC
C.-346 A1 CHs CH4CHZCH;
C.1-347 .A.1 CH3 CHsCH,CH,CH
C.1-348 |.A®.1 CHs (CH3)sCCH3
C.-349 |.A®.1 CHs CH;0
C.I-350 LA CHs CHsCHo0
C.I-351 1.A%1 CHs F3CCH:0
C.1-352 I.A%.1 CHs CH3sNH
C.1-353 |LA%1 CHs CH3CH2NH
C.1-354 LLA%A CHs (CHs):N
C.1-355 1LA®A CH;s (CH3sCH2):N
C.1-356 1.A%1 CHs (CH3CH2)CHsN
C.I-357 |.A% 1 CHa CeHs NH
C.1-358 .A%.1 CHs (CeHs YCH3N
C.I-359 L.A%A CHs (2,6-F2CeHa) NH
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5 % RS, R® Ré, R0
(REIC) (EBIC)
C.1-360 [A%1 CHs (2,6-F2CsH3)CH3N
C.1-361 A% CHs on7ael
C.I-362 |LA%A CHs LHATFN
C.1-363 |.LA%.1 CHs LHAORF L
C.I-364 1A% CHs SHOONFYN
C.1-365 1LA®1 CHs CNCH;
C.1-366 LA%1 CHs CH3OCH>
C.1-367 1.A®.1 CHs CH3CH,0OCH;
C.1-368 LA CHs CHsOCH,CH;
C.1-369 1LA%1 CHj3 FsC CH
C.I-370 LA®A CHs CH;0COCH
C.1-371 LLA®1 CHs CH3SCH>
C.-372 [LA%1 CH; CH3CH2SCH>
C.-373 |LA®.1 CHs CH3SCHCH
C.1-374 1.A%A CHs CsHsCHa
C.I-375 .A%1 CHs CH,=CHCH;
C.1-376 1.A%1 CHs CH2=CH
C.-377 .A%1 CHs CH3CH=CH
C.1-378 1.A%1 CHs CeHs
C.1-379 1.A%1 CH;s 2-F-CeHs
C.1-380 1.A%1 CHs 3-F-CoHa
C.I-381 |LA®.1 CHa 4-F-CeHq
C.1-382 1.A%A CHs 2-Cl-CeHa
C.1-383 A% CHs 3-Cl-CgH4
C.I-384 1A% CH;, 4-Cl-CoHy
C.I-385 |.A%A CHs 2-CH3-CeHs
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ﬁ% :—;t R5’ RG RS, R10
(RBAIC) (BRI
3
C.1-386 LA 1 CHs 3-CH3-CsHq4
3
C.1-387 LA™ CHs 4-CH3-CeHa
3
C.1-388 LA CHs 2-CH30-CgH4
3
C.1-389 LAY CHs 3-CHs;0-CsHa4
3
C.I-390 A" CHs 4-CH:0-CgHa
3
C.1-391 [LA®A1 CHs 2-F3C-CgHa
3
C.1-392 LA®A CHs5 3-FsC-CsHa4
C.1-393 [LA%1 CHs 4-F3C-CeHa
C.1-394 [.A%.1 CHs 2-Br-CeHa
C.I-395 LA%1 CHs 3-Br-CgHa
C.-396 LA CH;, 4-Br-CeHq
C.I-397 1A% 1 CHs 3-CN-CeHs
C.I-398 1L.A3.1 CH; 4-GN-CeHa
3
C.I-399 i.A%1 CHs EUT2-4)
C.1-400 1.A%.1 CHs EUSS 8.4
C.1-401 1.A%A CHs BT 44 )
C.1-402 A% 1 CHs 2-XFI)I-E)D -
5-1 )
C|-403 |A31 CH3 3-)(?“»-8')9.'/-
2-1 )0
C.1.404 LA% 1 CHs 2-z00-)>-
3-1 I
C.1.405 LA 1 CHa 2-o00-E)2 .
4-A )
C.1406 LAG 1 CHs 2-o00-EV2 -
5-1 )
C.1.407 LAS 1 CHa 2-20Q0-Eus -
6-1J
C.1408 LAS A CHs 2-o0[-Yss-
6-1J
C.1-409 LA® 1 CHs 4-R) 7 AOXF
IW-EUD 3.1 )
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10

20

30

40

50



(50)

JP 2010-516724 A 2010.5.20

R5 R® R6. R10
%m r ¥
~ = (ERIC) BEIC)
C,I—41O IA31 CH3 3-)(9:}|13:7.|'-EU
3140
2,3-oOn-gu
C.l-411 1.A%.1 CH '
i Y54
C.l-412 |A31 CH3 2,5'97DD'|:‘.’U
S-3-14)
C1-413 |A31 CH3 2,6'.3}9DD'EU
S3-14)
C|-414 |A31 CH3 3,5'¥7DD'EU
D410
N-XFI-E0—)-
- 1.A%.1 CH
C.I-415 3 ot L
C.1-416 1LA%.1 CHs ESUv2-4 )L
A-NUZINAOXTF
C.1-417 1.A%1 CHs IL-BEUIT 54
N
C.1-418 1.A%1 CHs 7524
C.l-419 1.A.1 CHs; 75314
—J)L
C.1-422 1A% 1 CHs FATI-2-4)
C.1-423 1A% 1 CHs FATI-3-1)
1-AFIN-3-BU7
C.l-424 1.A%.1 CHs L ADO-XF I-1H-
ESYV—=l-4-14)
1-XFI-5-RU 7T
C.1-425 |.A.1 CHs VAT -AFIL-1H-
EZY—I-4-14 )
AIVFFY—])|-
- [LA% 1 CH
C.1-426 3 5t Il
2ATXFIV-FT
- 1A% CH '
N 3 Y= -5 )
4-MNUZINIFOXTF
C.1-428 1.A%1 CHs -FF Y —=)L-5-1
' 1P
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s = RS, R? Re, R10
(fERIC) (fEBIZ)
C.1-429 [ A 1 CHs 3-XFN-14UFT
Y—JL-5-1 )l
61430 LA® 1 CHa 34-To0O0-AY
FPY=N5A)
C.1-431 [.A31 CH3CH. H
C.1-432 LA CH3CHs FaC
C.1-433 IL.A%1 CHaCH: ClC
C.1-434 1LA®.1 CHsCH: CLCH
C.-435 .A%.1 CH3CH; CICH,
C.1-436 1.A%1 CHsCH: CHs
C.1-437 1A% CHsCHz CHsCHa
C.1-438 1LA®A CHsCH; (CHa)>CH
C.1-439 1.A%1 CH3CH: (CHz3)sC
C.1-440 1.A%1 CH3;CH: CH3CH.CH.
C.l-441 1.A%1 CHsCHz | CHsCH.CH:CH;
C.1-442 1.AZ.1 CH3sCH: (CH3)sCCHa
C.1-443 1LA%.1 CH3CH; CH;0
C.I-444 1.A%1 CH3CH:> CHsCH:0
C.1-445 1.A®.1 CH3CH, FsCCH,0
C.1-446 1.A%1 CHsCH: GHsNH
C.1-447 1.A%1 CHsCH: CH3CHZNH
C.1-448 LA CHsCH: (CHs)aN
C.1-449 |.A% CHsCHz (CH3CHa).N
C.1-450 1LA%1 CH3CH; (CHsCH2)CH3N
C.1-451 1.A%1 CH3CH: CeHs NH
C.I-452 LA CH3CH> (CeHs )CH:N
C.1-453 |.A®.1 CH3CHz (2,6-F2CeHs) NH
C.l-454 1A CHsCHz2 | (2,6-F5CeHs)CH:N
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s = RS, R? RS, R0

(RIBIC) (fERIC)
C.1-455 1A% CHCH: | sop7oei
C.1-456 L.A®.1 CH3CH; SHO7F)L
C.l-457 |.A®.1 CH3CHz SHORY T
C.|-458 1A% 1 CH3CHa oOnFvl
C.1-459 1A% CH3CH: CNCH;
C.1-460 1.A%1 CH3sCH; CHsOCH;
C.1-461 .A®.1 CH3CHz CH3CH>OCH,
C.i-462 LA CH3CHz CH30CH,CH;
C.1-463 1.A%1 CH3CHz F1C CH,
C.1-464 LA%. CHsCH; CHsOCOCH;
C.1-465 LA% CHsCH; CH3SCHo
C.1-466 LA CHsCHz CHsCH,SCH;
C.1-467 |.A®.1 CH;CHz CHsSCH>CH.
C.1-468 1.A%1 CH3CHz CeHsCH.
C.1-469 1.A%1 CH;CHz CH,=CHCH,
C.1-470 1.A%1 CH;CH:2 CH,=CH
C.1-471 1.A%1 CH3CH; CHsCH=CH
C.1-472 |.A%1 CH3CH; CsHs
C.1-473 |.A%A CHsCH; 2-F-CgHs
C.1-474 AR CHsCHz 3-F-CeHs
C.1-475 1.A%1 CHsCH: 4-F-CgHq
C.1-476 1.A%.1 CHsCH; 2-Cl-CeHa
C.1-477 1.A%1 CHsCH2 3-Cl-CeHa
C.1-478 L.A%1 CH3CH2 4-Cl-CgH4
C.1-479 A% CH3CH. 2-CHs-CeHa
C.1-480 1LA%1 CH3CH: 3-CHa-CsHs
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(BBIC) (f8lBI4)
3
C.1-481 [LA®.1 CH3CH2 4-CH3-CeH4
C.[-482 1L.A%1 CH3CH> 2-CH30-CgHg
3
C.1-483 LA®A CH;3CH; 3-CH30-CeH4
C.1-484 ILA®1 CH3CH: 4-CH30-CoHs
3
C.1-485 lLA®1 CHsCH: 2-F3C-CeHa
3
C.1-486 |LA®1 CHsCH: 3-F3C-CgHa
3
C.1-487 .A% 1 CHsCH: 4-F3G-CoHa
C.1-488 1A% CH3CH> 2-Br-CeHa
C.1-489 1LA%1 CH3CH. 3-Br-CeHa
C.1-490 1A% CH3;CH2 4-Br-CeHs
C.1-491 LA®A CH3CHz 3-CN-CgH;
C.1-492 [LA%1 CH3CH; 4-CN-CgHs4
C.1-493 LLA%1 CH3CHa EUD-2-1)L
C.1-494 [.A%1 CH3sCH2 B34 )L
C.1-495 lLA%1 CH3CH; BT 4oL
C 1496 A% CHisCH, | 2-XFIL-EEUZ -
51
C 1457 LA® A CHsCH, | 3-XAFIL-EUZ -
2-1)
C 1498 LA 1 CH,CH, |2-700-EUZ>-
-1
1499 LA 1 CHisCH, |2-700-EUZ/-
4-1 )l
12500 LAZ A CH:CH, |2-7A[-EUZ2/-
5-1JL
1501 | A% 1 CHsCH, ' |2-200-BUZ> -
6-1 I
C 1502 A% A CH:CH, |2-200-EUZ-
6-1J
1503 "y CHsCH, |4-BUZILFOXTF
N-EDZ23-1)
1504 LAY 1 CHsCH, | 3-AFILFH-EV
T3-AN
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R5 R® R6_R10
®S ' ’
= * (fEBILZ) (fEBIC)
C.I'505 [.A3.1 CH30H2 , 2,3—-;7DD'EIJ
540
C.1-506 1A% CHiCHy | 25-Y70H-EY
D-3-1)
C.1-507 1.A%1 CHsCH; | 26-2200-V
T3-1 0
C.1-508 1.A%1 CHsCH, | 3.5-¥~00-EU
DA-A)
C.I1-509 .A%1 CH3CH- N-XAFEO—)-2-
14N
C.1-510 1.A%1 CH3CH. S 2-4L
\ CHsCH, |4-NUZLAOXF
C.I-511 [.LA®1 N-FPUIT54
)h
C.I-512 |.A% 1 CH3CH. 755041
C.I-513 |.A%1 CH3CH> 7523
C.|-514 1 A% 1 CH:CH, |2-7bhZEROTZZ
' =l
C.1-515 1.A%1 CH,CH, |3-ThZEROTZZ
' =)
C.I-516 1.A%1 CHiCH: | 471221l
C.1-517 1LA®1 CHiCH: | FA4T7T-3-1)
CHsCH, 1-XFI-3-bJ7
C.I-518 1LA%1 LAO-XF IL-1H-
EZV—=I-4-1 )
\ CHiCH, | 1-XFN-5-RU7
C.1-519 LA™ JLAD-XFI-1H-
EZYV—I-4-1 )l
) LAS A CH3CH: AV FFH I —)-
C.1-520 e
3 LA® 1 CH3CHa 2,4-FXFIN-FTF
c o2 V—)-5-1 )
CH.CH, |4-BPUZ0AOXAF
C.i-522 1.LA%1 WN-FFVJ—=I-5-1
I
i LA 1 CHsCH, | 3-AFI-A1VFTF
o3 V=51 JL
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o Rs, R? RS, R10

sl & (ERIC) (B

C.1-524 LA 1 CH:CH; 3,4-*“/“07 og-—4Y
FT7U—b-5-A )
rR\ 0
R N_</ “
C.1-525 oo CH; H
3 S
) R - (\>3)
2 =].A%2
C.1-526 A2 CHs FsC
C.1-527 [.A%.2 CHs Cl;C
C.1-528 |.A%.2 CH; Cl,CH
C.1-529 |.A%.2 CHs CICH;
C.1-530 |.A%.2 CH, CHa
C.1-531 |.A%.2 CH, CH3CH
C.1-532 I.A%.2 CHs (CHa).CH
C.1-533 1.A%.2 CHs (CH3)3C
C.I-534 |.A%2 CHs CH3CHzCHa
C.I-535 |.A%2 CHs CHsCH,CH,CHs
C.1-536 |LA2 CHs (CH3)3CCH;
C.1-537 1.A%.2 CHs CH30
C.-538 |.A%.2 CHs CH3CH20
C.1-539 |.A%2 CHs FsCCH:0
C.1-540 |.A%2 CH3 CHsNH
C.I-541 |.A®.2 CHs CH3CHzNH
C.1-542 |.A%2 CHs (CHa)2N
C.1-543 |.A%.2 CHs (CH3CHz)2N
C.I-544 1.A%.2 CHs (CHsCH2)CHsN
C.1-545 1LA>2 CHs CeHs NH
C.1-546 I.A%2 CHs (CsHs YCHaN
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(fEBI) (fERIE)
C.I-547 1.A%2 CH;, (2,6-F2CsHs) NH
C.1-548 1.A%.2 CHs (2,6-F2CsH3)CHaN
C.1-549 |.A%.2 CH, oO7ael
C.1-550 LA®.2 CHs oa7F
C.I-551 LA®.2 CHa JHOARYF)N
C.I1-552 1.A%.2 CHs SoONFET I
C.I-553 LAY2 CH, CNCH;
C.I-554 [.A°2 CHa CHsOCH;
C.1-555 L.A%2 CHs CH3CH,0OCH;
C.|-556 |.A%.2 CHs CH3OCH,CHs
C.1-557 L.A%2 CHs FaC CHz
C.I-558 |.A%2 CH, CH3;OCOCH;
C.1-559 |.A%2 CH;s CHsSCH,
C.1-560 |.A%2 CHs CH3CH2SCH;
C.1-561 |.A%2 CH, CH3SCH;CHa
C.I-562 1.A%2 CHs CgHsCH;
C.1-563 LLA®2 CHs CH,=CHCH.
C.|-564 A2 CHs CHo=CH
C.I-565 1A% 2 CHa CHsCH=CH
C.I-566 1.A%2 CHs CeHs
C.1-567 1LA%2 CHs 2-F-CgHs
C.1-568 |.A®2 CHs 3-F-CeHa
C.I-569 |.A®.2 CHa 4-F-CgHs
C.I-570 |.A%.2 CHs 2-Cl-CeHs
C.I-571 1.A%.2 CHs 3-Cl-CsHs
C.I-572 1.A%2 CH, 4-Cl-CeHs
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(fEBI) (fEBIC)
3
C.I-573 lLA%.2 CHs 2-CH3-CeHs4
C.|-574 1L.A%2 CHs, 3-CH3-CeHs
C.I-575 LA®.2 CHa 4-CHa-CeHs
C.I-576 |.A%2 CHj 2-CH30-CgH.
3
C.1-577 L.A".2 CHs 3-CH30-CgHas
C.I-578 |.A%2 CH, 4-CH30-CeHq
C.I-579 |.A%2 CHs 2-F3C-CoHs
C.1-580 1.A%2 CHs 3-F3C-CgHa
C.1-5681 1.A%2 CHs 4-F3C-CgHa
C.1-582 LA%2 CHs 2-Br-CgHa
C.I-583 lLA%2 CHs 3-Br-CgHs
C.I-584 |.A®.2 CHs A-Br-CeHa
C.1-585 |.A%.2 CHs 3-CN-CsHa
C.l-586 |.A%.2 CHs 4-CN-CgHs
C.1-587 1L.A%2 CHs; FUT 2
C.I-588 1.A%.2 CH, EUT 3
C.1-589 1.A%.2 CHj U dA )
C.I-590 [.ASLZ CH3 2'X a‘_}l/‘tulj.y\/'
5-1)l
C.1-591 (A3 2 CHs FXAFIN-EUD -
2-1J
C.1-592 [.A32 CHs 2-700-EUZ -
3-1 )
C.1-593 [LA%2 CHs 220 I:I-I;"'J*}"‘/-
‘ 4-1 )
61504 LA% 2 CHs 2-o00-E1 -
5-1 ]l
C.1-595 |A32 CH3 Z'QGD'E]):}“‘/'
6-1 JL
C,I-596 I.A3.2 CH3 2'9DD"EIJ :/'“‘/"
-1
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R5, R? R6, R10
ﬁn H ]
i = (EBIC) ({8 5IC)
C.1-597 L.A®2 cH, |4hY7LA0XF
W-EVD2-3-1)
C.I-598 LA%2 CH SXFINTH-EY
T -3-A )
C.I-599 |.A%.2 CHs 2,;3-2on00-£y
Tr5AN
C.1-600 LA%.2 CHs 25-2Y0H-E1
T340
C.1-601 .A%.2 CHs 26-o0n-£v
T340
C.1-602 |.A%2 CHs 3,5-o200-1
TA-A )
N-XFI-E0—)L-
C.1-603 IL.A®2 CH
) 24l
C.1-604 1.A%2 CHa ES5SY o4
4-MUZINAOXF
C.1-605 ]A32 CH3 L-EURT 54
I
C.1-606 1.A%2 CHs 5504l
C.1-607 1.A%.2 CHs T5%3-4
C.1-608 1.A%2 CHs |27 W_t)l,m?'?
C.1-609 1.A®2 cH, |¥7Fh 3_%1,'* 0oz
C.1-610 1.A%.2 CHs oot oA
C.I-611 |.A®2 CHs FAT L -3A)N
1-XFIL-3-~NU7
C.l-612 1.A%2 CHa LAD-AFIL-1H-
22V —=N-4-1)
1-XFIL-5-RU7
C.-613 LA%2 CHs | LADE-XF)-1H-
ESV=)-4-1]
A I FFYT—)-
- |.A%2 CH
C.1-614 ) o
24D AFI-FF
- LA%2 CH =
R j V—JL5-1 I
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S = Re, R? R®, R
EE (faR)
\ 4-NUZNLAOXTF
C.1-616 LA”.2 CH3 IL-FFI—)L-5-A
)
C.1-617 1L.A%2 CHs SAFN-AIFT
V=I-5-1)
C.1-618 1A®2 CHs 34-2U0R-1Y
FF7I=I-5-1)
C.I-619 1.A%2 CHsCH. H
C.1-620 |.A®.2 CH3CH: FaC
C.1-621 1LA%.2 CHzCH; ClC
C.I-622 1.A%2 CH3CH: Cl,CH
C.1-623 [LA%.2 CHsCH: CICH,
C.1-624 L.A%2 CHsCHz CH
C.1-625 [LA%.2 CHsCH CH:CH,
C.1-626 LA%2 CHsCHa (CHa)2CH
C.1-827 .A%.2 CH3CH; (CHa)sC
C.I-628 |.A®.2 CH3CH CHsCHyCH,
C.I-829 |.A®.2 CHsCH; CHsCH2CH2CH
C.1-630 |.A®.2 CH3CH: (CH3):CCHz
C.1-631 LA®2 CHsCH: CHsO
C.1-632 1.A%2 CH:CH. CHsCH,0
C.1-633 1.A%.2 CH3CHz FaCCHo0
C.1-634 I.A%2 CHsCH: CHsNH
C.1-835 1.A%.2 CHsCHz CH:CH2NH
C.1-836 |.A%.2 CHsCH; (CHa)2N
C.I-637 l.A®2 CH;CHg (CH3CH2)2N
3
C.1-638 [LA°.2 CH3CH: (CH3CH2)CHsN
C.I-639 1.A%.2 CHsCH> CeHs NH
C.1-640 1.A%2 CH:CH: (CeHs )CHsN
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s % RS, R? RS, R0

' (B5IC) (BBIHC)
C.1-641 1.A®2 CH:iCH. (2,6-F2C¢Hs) NH
C.1-642 L.A%2 CH3CH2 | (2,6-F2CgHs)CH3N
C.1-643 1.A%2 CH3CH> o070
C.1-644 L.A®2 CH3CHy LHa7F)
C.-645 I.A%2 CHaCH; SHORVFI
C.1-646 1.A%.2 CHsCH; SOOAEDIN
C.1-647 [LA%.2 CHsCHz CNCH;
C.1-648 [.A%2 CHsCH CH3OCH.
C.1-649 1.A%.2 CH3CH:> CH3CHz0CH,
C.1-650 1.A%2 CHsCH: CH30OCH:CH.
C.1-651 |.A%.2 CH3CH FsC CH,
C.1-652 |.A%2 CHsCH: CHsOCOCH,
C.1-653 |.A%.2 CHsCH: CHsSCH,
C.1-654 |.A%2 CHsCH: CHiCH.SCHs
C.1-655 |.A®2 CHsCH: CH3SCH,CH.
C.1-656 |LA%2 CH3CH. CeHsCH:
C.I-857 I.A%2 CH3CH; CHy=CHCH;
C.1-658 1.A%2 CHsCHa CH,=CH
C.I-659 1.A°.2 CHsCH; CHsCH=CH
C.1-860 1LA%2 CHsCH:> CsHs
C.I-661 1L.A®2 CHsCH 2-F-CeHa
C.1-662 L.A%.2 CH3CH> 3-F-CgHq
C.1-663 |L.A®2 CHsCHz 4-F-CHg
C.1-664 1.A%2 CHsCH: 2-Cl-CeHa
C.1-665 |.A%2 CH3CH: 3-Cl-CeHa
C.1-666 LA®.2 CH3CH; 4-Cl-CgHs
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s = RS, R? RE, R10
(fEBI) (ABIC)
3
C.1-667 LA°.2 CHsCH: 2-CH3-CsHa
3
C.-668 A2 CH3CH- 3-CHs-CsHa
3
C.1-669 1.A%.2 CH3CHa 4-CHa-CsHa
3
C.I-670 LA®.2 CH3CH, 2-CH30-CgHs
C.1-671 I.A%.2 CHsCH: 3-CH30-CgH4
3
C.I-672 LA°.2 CH3CH:2 4-CH30-CsH4
3
C.I-673 LA".2 CH3CH:> 2-F2C-CsHa
3
C.1-674 lL.A%.2 CH3CH: 3-F3C-CeHa4
3
C.1-675 LA®.2 CH3CH: 4-F3C-CsHa
C.I-876 |.A®2 CHsCH: 2-Br-CgHa4
C.I-677 1.A%2 CHaCH: 3-Br-CsHa
C.1-678 1.A%2 CHsCH: 4-Br-CgHs
C.1-879 1.A®.2 CHsCH: 3-CN-CgHs
C.I1-680 [.A®2 CHsCH; 4-CN-CigHa
C.1-681 [.A%2 CH;CH: U214
C.1-682 |.A%.2 CH;CH. BEUT 31
C.1-683 |.A%.2 CH3sCH, PUS4q )
C 1684 LAS D CHsCH, |2-XFIL-EVUDZ/-
5-14J)
C.1-685 A% 2 CHsCH, |3-XAFIL-EVUD> -
2-1 )
1686 A% 2 CHsCH, |2-Z7RR-EEVUZZ-
3-14/I
C.1-687 A% 2 CHsCH, |2-200-EUZ>-
4-1 )
C.1-688 | A% 2 CH:CH, |2-700-EUZ>-
5-1J)L
C.1.689 LA CH:CH., |2-200-EUZ-
6--1JL
C.1-690 LA® 2 CHsCH, 2-o00-BUD -
6-1 Jl
Do0o0ooo

10

20

30

40

50



(62)

JP 2010-516724 A 2010.5.20

e :‘:ﬁ R3, R® RS, R1
(fABIIC) (EBIC)
C.1-691 |.A%2 CHisCH, [|4-MUZNAOXF
LN-EUD3-()
C.1-692 1.A%2 CH3CH> -XFIFH-EU
D314
C.1-693 [.A32 CH3CH; 2,3-ToOnO-kE1)
T5-A)
C.1-694 |.A%2 CHsCHz 2,5-o00-2Y
31
C.I-695 |LA®2 CH1iCH2 26->onnO-£y
3N
C.I-696 |.A32 CH3CH: 3,5-roOQ-u
D44
C.1-697 .A%2 CH3CH: N-XFEO—J)L-2-
1)
C.1-698 1.A®.2 CHsCH; ESTv2-4)
CHsCH, |4-RUZLAOXF
CI'699 IA32 )I/_tﬁ IJ -:-9\/—5"{
| L
C.1-700 1.A%2 CH:CHa )
C.1-701 L.A®.2 CH;CH. CIS53.3-4)L
C.I-702 [A32 CHsCH, |2-Th 5_1:)LI< 075
C.I-703 [.A3.2 CHsCH; |3-T bk 3_*:}:* a73
C.I-704 A%2 CH:iCH: | FA7TV24 )L
C.I-705 |.A®2 CHsCH: FATLTU3-1I
, CH3CH, 1-XF)N-3-K1) 7
EZV—=I-4-14 )
CH3CH; 1-XFIJ-5-R) 7
Cl-ro7 LA%2 LAD-XFIL-1H-
Bz —Ii-4-14)
C.1-708 1.A%2 CH3CH> e
5-14)
C.I-70¢ |.A% 2 CH3CH: 2,4—“*/“><T)L-?7
=51

goooogao

10

20

30

40



(63)

JP 2010-516724 A 2010.5.20

o R5 R? R8s R10
%F Et ! ]
(fERIC) (fABIC)
CHsCH, [4-BU7ILAOXF
c.71o LA%2 W-FF I —5et
N
C.I-711 1.A% 2 CHsCH; 3-XFI-AIFTF
V—=)-5-1J
C.I-712 |.A%2 CH3CH: 3.4-2700-04Y
FTYI=N-5-1)
Ooo0o00ooano
Oo0o00ao
googimimmooocggognoog
Ooo0ooao
1
R A
RZ
N
N
3 S/
R 4 %
R* (O "
Ooo0oo00ooano
(0O0O0A0O
Ooo0oao
Xl Az
7
[ ol
RN TR
R2 N—S—R
\N
R ’
IR ()8

it A%
R1
R2
R
R
000000

=X O
\—¢
S R10

/N
S
(I-A3)

10

20

30

40

50



(64) JP 2010-516724 A 2010.5.20

0000000000000 00000000000000000I000000000
oooooo)

goooooDO0D0aoirnao
ooonD

N N
/7
S\\
4 (0)
R " =il-a

goooooaon
[DoOOyYyoOODOOOoOoo-so,.R(EODOOOROOOOOODOOODOOOODOOODOD

00000 oo (@UO0DO0YODODOODODODDODOODOODODODODOODODO-0000000D0
00000 IOOORMIRPOREOODORMOIDODOODODODODOOODO]
0000000000000 D000DD0D0DDO0ODDO0OD0DO0OO0DDO0OO0DDODO0O0DDO0ODODDOOD
O
oooooao
ODOADATD D DOA200000D00000000D000O0O0OAY-HO O O A2-HO
Ooooo

[O], [0,

|| RS g
HN:S<6 HN—S—R

R I|¥

(A1-H) i (AZ-H)

oooooao

(O00DO0DO0OO0OORPIRSOR/DOORRODIDODOODOOODODOOOOODOODN)

goobooooobooogao

gooodaad
ooocooDoOoOnm-aboooocobobOO0OO0oooooobobObobobooooooooobooao
-gggogoooogooboogogobos-goobooooboooobbooobbood
ocooocoooO0oooDOoooOo@oUoooDOoooDoooooDooooo)H)YbOoono
ooocooao
gon-a0ggoboogogooboogobbbooobbooobbooobboooooboao
goooogao

gooodad

opPoO.0O3-000-00DODODODOOOODO
03-000-0000D0D0D000dPO-1DHOOS. W. WalinskyO (Organic Process Resear
ch & Development 1999, 3, 126-130)0 0 0 0000000 DOOOCOODOOODOOOO
ooooooooooeEePOo-IDO0OODD0ODO0DO0DDODDODDODOOODODDUODODDOODODODODODODO
0o@uoooooooooooog(duso)oD)H)yoooooDooooooooooooOoao
ooooao



(65) JP 2010-516724 A 2010.5.20

ooon
R1
R2 ) ’;—N H
R' R
=° S I] RA A
I
RS R N
R 8
4 2 R*
R R Ra=R7 X[ R®
3
R 10
(PO-I1) (PO-1)
oOooooo
O02-000-000000(O-11D)O0OH. BoerzelO (Inorganic Chemistry 2003, 1604-16
500000000000 00000000 o0ooOoDooooDooodEco-INHDooooodd
ocooooo(@vso)ODoooDooooooooDUoooDoooooDoooDoooOg
Oooo
R1
R? =N
R1 ——
2 —N
R R s Il 20
s R R’
R SH
R4
R R
RS
(PO-I1) (PO-I1)
goooboao
02-000-0000000O-111D)O 0 J. Markertd (Liebigs Annalen d. Chemie 1980
, /68-778)0 0 0 00 0O00DDODUODODODDDODODODODDDUOOODODOOGO PO-1V)Y)O O NaOCH
sdooobboooooooooobobooooooooooaf 30
oo
R1
R% =N
——
R® SH
R4
(PO-1V) (PO-1il)
gooooao 40

ocooocooo0oooDOoooobooooDoobOoobooo20D0D0-00O0O0000DO (PO
-Wooooooooooooooogeo-v)OOOODODOooODOODOD



(66)

O0o00ao
1 1
R O R H
R% RA
H — \N
R cl R® S
R* R*
(PO-V) (PO-IV)
0Ooo0o0oo

JP 2010-516724 A 2010.5.20

0doooood2-000-000000O-1DOOV. M. Negrimovskyll (Phosphorus, Sulf
ur & The Related Elements 1995, 104, 161-167)0 00 00000 OODODODODOODODO2
-goo0oo-0ooooo-vHOODODODOODDODDODODDOODODDODDODDOODODODODOONaSOOOO

gogobooboooobobboooobboooobboood
goooao

R

R3 =N
R )

R® NH, R

R R* R?

RS
(PO-VI) (PO-II)
oooooao

02-000-0000 (PO-VI)O O D. H. Klaubert (J. Med. Chem. 1981, 24, 742-748)0
oooobobOooooooooobobbooooooooobDDbobo2-000-000000¢0C

PO-VIDNDO ODODOOODODOOODOD

ooooo
R1
R% =N
3
R NH,
R4
(PO-VIN) (PO-VI)
oooooao

ocooooos-000-1,2-0000000000 ((O-1)O0 H. Boeshagend (Justus Lie
big Annalen der Chemie, 1977, 20) 0 0000000 O0O0OOCOO0OO0OOOO3-000-00

OdlooooooDEo-vIlIia)U O oooobDboooooao
gooooaad

o000 -000duooooooCEo-VINIa) OO ODoooooooooeo-1X)ood
J.P. YevichO (Journal of Medicinal Chemistry 1986, 29, 359-369)0 0 0 0 O OO O

OCooooooo)pCcizg0 000000 O0O0OO0O0o00On0an(¢s. 6. ZiutinO (Journal of Or
ganic Chemistry 2000, 65, 8439-8443)0 0 0 00O O O O)PCIg/PCIgO0 0D 000000

oooobObOoOoooooooobobooooo
oooooaoD

10

20

30

40

50



(67) JP 2010-516724 A 2010.5.20

ooO0s3-000-1,2-0000C000000OCECO-1HOOOODOODOS3590680 (US 5359068)
ocooocoooOoooDOo-oo0oo0O0oo00oDO0oOo0O0@MOoODO0o0DbDOoDbD-8-00000~D0 (PO
-vilip) 0 ooooooooooooooooooooobooboobooooooooao
ocooooooOoooDOoooDOooUoooDUooDUOoooDooU0o0-0DDoooDUoooooDOrL
dooopDoo-3-0Dooogog(o-VvIIIbO OoOoooooao

Oooo0oan
1 1 H
R R 1 \
2 % X R N—R"
R R2 Rz
. N
R3 3 S /
R " R R 4 >
R
X = Cl X[£0SOLCF; RA=R? Xi& R®
(PO-IX) (PO-Vlila/Vvllib) (PO-1)
Ooooooao
O00D0DO000S.G. ZwtinD O D OODOOSOCL,00DOD0DDO0O0DODO0DDO0DOD0ODODd?2
-000D00000DD0D-000000CO-X)UDDODOODDDOOODDODO(PO-1X)O DO 20
0000000000 oOo0Oan
00000
R1 O
R2 NH, R1 0
R2
R3 s —_— N
R4 R3 s
: R4
(PO-X) (PO-1X)
30
Ooooooao
O0OODODODOOEP 10811410 D 0D 00D O0DDO0O2-(0 00000 (alkythio))D OO O OO
O-XxvDOODODODDDDD0DO0DO0DOoDOoO@-XnN\)0ooooooooooooooao
Oooono
40
(PO-XI) (PO-I1X)

goooan

palbobooooobboooub-1-0b0040aoan

O0O00O0O0DOO0O000O0O0 Po-1)O O Chemische Berichte, 103, 3166-31810 0O O O
oooobObOooooooooooooEe1-HDOODoDoboDbDboooooooboooDboboo
OO0OHNOO H,O./0 000 Om-0000CO00O00O00O0DO0RDC

O Ooooo



(68) JP 2010-516724 A 2010.5.20

Doooao
R’ H\N’Rﬁ R’ H\N’Ra
RZ R2
/N /N
R® S R® S RA=RTXIER
R* g# O
(PO-1) (P1-1) 10
000000

opP203-0000D0DO0D0OO0O0O0OOODO-1,1-00000
03-00o00o0oooo0oooo-1,1-00 000 (2-)0 0 Journal of the Chemical S
ocitey Perkin Transaction 2, 2001, 1315-13240 0 0 0D 0D 00 O0ODODDOOOODODDOOOO
000000000 DO0ooO0Do0oD0ooDo0ooDo0DO0o0D0Do0ooDU0ooODoDO0ooDOoDOooDoDoOooDoOooaO
0oooo0oooooDooo0oo3-0D0Do0-0o0o0doooooono-1,2-00000 (P2
-INDOD00D000D0DO0DO0DDOOO

Oo00o0oao
1 , H A 20
. R Cl R \N’R
R R3
A\ A
’N + HN—R —_— N
3 /
R 6;3:\\0 Ra ,,SQ."O
Rr* R 0
RA=R? X|d R®
(P2-11) (P2-1)
oooooao
03-000-000[MdOoobboo0dd-1,1-00000402-11H)0O 0 D. Doppd (Synthesis
2001, 8, 1228-1235)0 0 0 0 0 0 O O R. Salman (Chem. Eng. Data 1987, 32, 391)0 30

O0O000000R. W. Lang (Helvetica Chimica Acta 1989, 72, 1248-1252)0 0 0O O O
OO0ooO0oooOooOU0oO0ooU0ooOoOoooOoooooOooooceze-1nogccico,ccizd PClg/
pociz0 0 Osoci,00o0oooOoooooooooooooooooooooooao
ooooao

1 1

R o) R Cl

R R
/N _ XN

R ,,Sbo R® ’/S““O

R 0 R* o]

40
(P2-11) (P2-11)
gooo0O0oao

Ooooooooe2-11)Ho oM. C. Bell (Bioorganic & Medicinal Letters 1991, N
o. 12, 733-736)0 0 000 DO 0O O M. L. TrudellO ((Journal of Heterocyclic Chem. 20
04, 41, 435H) 0 000 0000DODODO0DO0OO0OOOD2e-0D0000000-0000000O0
O2-IV)OOODODOoODOOoOODOooODOoDoDOooDOoDoooooDooooao



(69) JP 2010-516724 A 2010.5.20

R 0
RZ
3 ’
R P20
4 O
R
(P2-11)
000000
0000000000000 000000000000000000000000000
0000000 CC2-V)J0D0002-00000000-00000000CCP2-1V)0000
0000000000000 0000000D0G. Hamprechtd (Chimia (2004), 58, 117-
122)0 000000000000
ooooo
R o
R o -
R® NH,
R4
(P2-V) (P2-1V)
000000
000000000000 CP2-V)DODOO0DO0O0000000J. F. W. Keanal (Bioorgani
c & Medicinal Chemistry 11 (2003) 1769-1780)0 0 0 000 000000000000
0002-00000000000000C2-VvD0ID0000000000000000
000
00000
R o
RZ
O/
R’ NH,
R4
(P2-V1) (P2-V)

oooooao

OoOO0O0OO0O0O0O00DOE2-11)00K. F. Burri (Helvetica Chimica Acta 1990, 73, 6
9-80)J 0000000 DOO0D0OD0DU0DODDODOON-t-00D00D0D0O0CC2-VIDHODODO
ooooobobooooooooobbbooooooooobbbbooooooboooDbOoo
ooo

10

20

30

40



OooooooQgooo Oo0ooogoogoao

O Ooooo

(70) JP 2010-516724 A 2010.5.20

0oood
R1 o R‘l 0
R2 R
- — j
R® P20 R® P30
R R
(P2-VII) (P2-11)
Oo00o0Oao
N-t-O00o0DoooodE-viDhDOoOoDoooooooooood@2-vIiIDoOoooooao
goooooooooobobo0obo0obo0obU0obU0bU0bU0 b0 bbb UobUoboboo
goooooooboobobobobo0obo0obU0obU0bU0obU0obU0obDU0obUobUobUobobooo
00000 O0OD. Beckerl (Tetrahedron 1992, 2515-2522)0 0 0 0000 O0O0OOoOOad
0000 N. MurugesanO (J. Med. Chem. 1998, 41, 5198-5218)0 0 0 O O O O 0O O O
go0o0oo0oobobobobobao
oooano
R1
R% H
A —
R® P
R 0]
(P2-VIII) (P2-VII)
Ooooao
0oo0oo0ooo3-000-1,2-0000000000-1,1-00000(P2-DHDOODDOOO
OoooooodP2-IX)D DO O0O0oDoDoo0oooDoooooDoDooooDoDooonao
Oo0o0oDoDoOoooDoDoo0ooDoDo0dMeatd)D 000D ODO0OO0O0ODODO@ODOOOODODO
O0o0oDooo@HHO 0D O0DO0O0O0o0DoOD0OO0O0o0DDODoODO0OoooDOD)YODOoDOooobDDoDOoOoao
gooboooooob oo ooob oo oooDob oo oooDooboDbooooao
I I I e e 1 I 1 I o 6 6 0 R B R A A N N O A W R N W
goooooooooobobo0obo0obo0obU0obU0bU0bU0 b0 bbb UobUoboboo
Oo0o0oo00oo0oo0oo0oooooo0oooooobo
0oood
R‘l H\N—'RA
RZ
N
o-7nént HN—R _— N
R 4§::0
T RA=R’ XI% R R
(P2-1X} (P2-I)

OO0ooao

OO000000e2-1xX)0 O Journal of Organic Chemistry 1963, 28, 2902-29030 O
000000 DoDO0ooo0O02-0000000000000D0EC2-X)00O0O0DODO0DODDOOO
0000000000000 o0DU0o0o0DO0O0o0Do0ooDo0ooDOooDOoDOooO0ogoaoP2-X)o
WO 2005/0354860 D D O 0D O DODODDOOODODODODODOOO

10

20

30

40



(P2-X)
oo0oo0ogad
Ooo0o0o0ooOogoao
00000000000
00000000000
Ooo0ooogOoooggao
goo0ooocogoooggao
00000000000
Oo00o00O0oQgoao
ooooao
R1
, NH,
R
. N
N +
3 S,
R NS
R* ©)
lll-a
Ooo0o0o0ogag

ocowvooooooodod
ed Organic Chemistry,
ooooao

OoDoooo
ooooooooooaog
OoDoooDoooooao
ooooooooood
nigd 0)00O0DOOOO

goooano

]
R Y
RZ
\N +
¢ R
R? S
R4 (O)n
Il-a
000000

+

71

O-FILHIL

-

x>
O-7iL%)

kS

e
N
@]
O

(P2-1X)

I-A'- (000 000A0ANDDODOODODDOOODDOOmIODOO)

oooocooobobobooooooocoobooooorn-anoog
iviDoOooooooooobbooooooooboboboogodo
oopooooooo@wWooooooooouoopoooooodod
oooooobooboooooooooobobobbooooooooooao
goooobooboooooooooobobobobooooooooobooao

R
W Nﬁé\‘
O RZ r°
A, — \
R>RP N
r® S, .
R4 (O)n
v 1-A1-0

ooDoooOOoo0o0ooDODO0ODbODO0OOob0O0O0oDbOO0ODOJ. March, Advanc

040 , Wiley, 1992, p.12970 0000000000 OCODOO

oogooooooboboooobobooooboooon-agbgg
gogobooovoboooboooobboooobooooDbao

oo
R5
R’ =8
5 y—
R, R )R
- N ~0\S —_— \N
AN /
0 R? S,
R* ©
vV 1-A1-0

O00O00O0O0O0OVvVODO Tetrahedron 1975, 31, 3035-30400 0 0 00 O00CODOOOODOOO

ooooOobDoooaod
oooooDaD

OCoOO0OnOO0100020000000OMDO 1000000 1-A1-10 O Journal

JP 2010-516724 A 2010.5.20

g
g
OoDOoooOOooO0oOooO0oOooON-ODODOOCDODODOO0OO0ODODO (Hue
O

of Heteroc

10

20

30

40

50



(72) JP 2010-516724 A 2010.5.20

yclic Chemistry 2005, 42, 599-607 (H,0,)O Journal of Organic Chemistry 1984, 49,
2282-2284 (NaOCI)O O O Heterocycles 1998, 49, 181-190 (U0 OO 0O OO O O O (mcp
ba) )0 O 0ODODO0DDODODOODOOODODUODODODOOmMOOOOODOODOI-Al-O0000O0CDOOAO
OH0,0NaOCID 0D O03-0000000000)YOOOOODOO0OODDODOODODODOODOD
0

Oo0o0oo0oao
R1 o\\S/'R5
2 N"\G
R R
\N
/
R3 S¢
R4 (O )n

goooogao

ODOADA2000D000O0D0D0O0O0DODODOOODDOOI-A20 0 Farmaco 1992, 47, 265-274
cooocooo0oooDOoooOoboOoooDoobDOoooooOooDoDIIMI-POCO0O0O0OO0OODO
ooocoobobooooooooovibooooooooobboboooooooooboao

OoOO0O00O0oo00o0DoDO0o0O0D0DoOU0O0D0DOdOQCHenigOODOoOoOOoDOoooooooDoDOd
ooooao

7
2 INH R1 N/S\ 8
R . (ﬂ)q R2 R
N S - = N
. < o RE N
R 00 R3 S\
R4 ( )n 4 (O)n
-b V] I-A2
gooooaod

03-000-1,2-000000000O0(CO-DHDOO2-000000OC0O00O0O00PO-XID)
0000000000 O0O000D0D0DOdL.K.A. RahmanO , J.Chem.Soc. Perkin Trans 1, 1
983, 2973-29770 00000000 DOUODOLOUODOLOODOLODOOLODODLODODLDODODODODODOO

000
00000
1 H
2 R R1 \N"'RA
R =N R2
. +  HNRA — N
R S R® S
R RA=R7 X[ R° i
M=H XiZ7IHIEE
PO-XII PO-|

oooooo
ODOADASDDDD0D0O0D0D0O0O0D0O0O0O0O0O0O0O0O0O01-A30000000000000 (@
O0EP 133418)0 0 0 000000000 O0DOOOODODOODOOOOOOOOOOOODO
000000000000 (Hal-C(O)-R)D 0000000000000 (R -c(0)-0-c(0)
R0 0000000000000 00000000000000000O0O0O0o0DOoOan

10

20

30

40

50



00
00
oo

4,6-

gd

0O
00

(73) JP 2010-516724 A 2010.5.20

oooobobooooooooboboobooooooobbbboooooboobooDboboao
oooobObOO0oO0oDooooooobobobobooooooooOobbbOoooooooboooOoN-O
ooocoobobooooooooobooboboboooooooobbboboooooooononaez,

gooooz,4-00000004-0000000000000D0OD0O0O0O00O0DO0DO0
gogao

H 9 ’ R9
R1 N\ __R R‘I \ 0
N Hal-G(O)-R1? 2 N—</
' 10
XN + Xix — EN R
S 3
Le R10.C(0)-0-C(O)-R0 R f
R
P0-l-R? 1-A3-0
0000

000000000000 0000O0RYR20R3I R R0 R®ORORBO RSO O ORT

‘0000000000 @UO0OO0O0O0DO0OO0DO0NO0NO0NO0OO0OO0OOOO)DDODOOOD

OoooOoooooooooobooOoooaOd
oo oooooooooooogooog

O
od

oooao
goooooooboboogoobooobobobooooboooooboboImoboooobno
gooboboooooooooobboooobooobobbooooobooooboboboao

O

goooboooobobooobboooobbooobbooo
(oobooooooooOooDbDUoooboooH)YOooDbOoooo
ooocooobOobooboooooooobobboboooooooboao
goobobooooboboooobobooobbooobbooo
gbobobobooooboboooobboooobboooobboooao
oad

Oooooogogao
O 0o oooogd
OO0 ooooogdg
OO0 ooooogd
O0Ooo0oooao
O0Oo0oooog
O0Ooo0oooao
O 0Oo0oooaog
O0Ooo0Oooao
O 0Ooo0oooaog
O0Ooo0o0ooao.o

O

IiDoogogooboo0ooobobobooooboboooooboooobbooobooooDban
gugboboboooobobooooboboogooooboad
gooao

gd

iIiDoogogobobodoooboboboooouobboooooboooobboooobooooDban

oo@uoo)H)ooooooooboDbbooooo@uoOoOoooooODDaO (Agrotis

ypsilon)) D 0D OO OO @OODODOOODODO (Agrotis segetum))O0 0 000 ODOOOO

00
00
0O
lus

(Alabama argillacea) D 0 000D DO OOO0ODOOOODODO Anticarsia gemmatalis)O
0000000 @OODODO0OO0OO00D0D0O0O0O0OO0D (Argyresthia conjugella))D 00 0O
O0@OUOoooDD0O0OO0O0dAutographa gamma))0 0 0 0 00O 0O0O00O0OOO (Bupa
piniarius)J 0 000 O000O00O00OOO Cacoecia murinana)J OO OO0 0O 00O O (Cap

ua reticulana)D 000000 0O0ODODOO (Cheimatobia brumata)0 O 00000 O0OO

og
ad

(0O00O0O0oo0oDbDDbODb0O0000 (Choristoneura funmiferana)) 0 D0 OO0 O0OODODOOO
0 O 0O 0O O Choristoneura occidentalis) D 0 0000 @QOO00D0DDOOOO0ODODOAOC(C

irphis unipuncta)) 0 00000 (@M DOOO00O0DODOO (Cydia pomonella))0 000 00O00O

OO
nia
aea
o0
o0
0o

OO0 (Pendrolimus pin DD OD0D0DDOOODOOOO@OOOOOODDOGOOAO (Diapha
nitidalis))J 0 00 00OD0DD0DOD0DO0OO0OOOOD@@OOOOODDODOOOOOO (Diatr
grandiocsella))0 0 0000000 @OODOOOODODOOAOO (Earias insulana))d
00000000 @oODODOoOO0O0o0DDoDD0DO0O0O00D0Do0ad Elasmopalpus lignosellus))O
00o0o0oDDDoD(@UOO0ODDO0O00O0O0OO0ODDODO (Bupoecilia ambiguella)) 00 0O O
O000000Evetria boulian2a) D O 0D OO0 O0OD0ODOOOODODODOFeltia subterranea)

10

20

30

40

50



(74) JP 2010-516724 A 2010.5.20

Oo0o0o0DDDoDo00Oo0@DODOO0OO0O0OOoO Galleriamellonella)) 000 0O0O0OOODOAO
0 O (Grapholitha funebrana)J 0 OO0 00000 @MOOOODODOOOO (Grapholitha m
olesta)) 0 0000 @MOO0ODDOOOODODAOO (Heliothis armigera))0 00 000 O (O
00000000040 (Heliothis virescens)) D OO OO DO OOOOHeliothis zea)O O
OOo0Q0Oo0DDOO0O0O@DODDODOO0OO00OOO (Hellula undalis)) OO0 O0OO0oODDODOOOOoOoOoOC(C
Hibernia defoliaria) J 0 00 000000 (OOO0DDOOOODODO (Hyphantria cunea
YOOOOoooOooDDOOO (Hyponomeuta malinellus) D 0D 0D O0OD0DDOOO0OOOOOO
O (Keiferia lycopersicella) D 0 OO0 OO0 O0O0O00O0OO0O0O (Lambdina fiscellaria)d O
0o0Q0O0ODDOO0O0O0O(@DbODOOO0DOUOO0OD0ODODDODOLaphygma exigua)) O OO ooooODOO
O O O (Leucoptera coffeella)D 0 000 0O OO0 OO (Leucoptera scitella)d O O 0O
O0O00ODD0OO0O0000Od((Lithocolletis blancardella) 0 00000000 @OO0OAO
0000 (Lobesia botrana)) D 0 000 O0O0OO0O0DOOOOODO (Loxostege sticticalis
YboooooO@ooooDbDDboDoOoOod ymantria dispar)) D000 O0O0OO@OOO
000000 (Lymantria monacha)) 0 0 0 0 00 00 ((@UOOOOOODOOOO (Lyonetia
clerkella)) DD ODD OO @UOUODDODOOODODOOOO (Malacosoma neustria))d O 0O O
0(@OO0D0DD0DD0OO0O00D0DO0O0O (Mamestra brassicae)) D 0000 DOOOODDOOO (Org
yia pseudotsugata)D D 0D D0 0000000 OOOOCODDODOOOOOstrinia nub
ilalis)) D 00000 @OOO0O0O0D0O0OOO0 (Panolis flammea)) D O OO OO 0O0OO (O
O000000O00D0ODOOOdPectinophora gossypiella)) 0 00000 OO@OODOADO
00 0D0DO Peridroma saucia))0 0000 00O00O0O0ODOOPhalera bucephalad 0 0O O
O0o0DDD0OD(@DODODDODO0OO0O0O0O0OODODODO (Phthorimaea operculella))l 000 00O 0O
O@UOOOoOOoOOoODoODOOO0OOOgag Phyllocnistis citrella)) 00 0O0OOOCODODOO(CO
O
O

|
O

O000D0ODOQ0O (Pieris brassicae)) 0 000 0O0O0O00O0OOO (Plathypena scabra)O
(000 OoooooooOlutella xylostella)) 0 D DD o oOooDoDOoOOoOoOOd

O Pseudoplusia includens0 O OO0 O000OO0OOODODOOOO (Rhyacionia frustran
OO0O0D0DD0OO0OO0O00D0O0OdaOd((Scrobipalpula absoluta)0 000 @OOOOOO
OO0O0OD0ODSitotroga cerealella)) 0 0 0 0000 @OOOOOODODDODOOAO (Sparga
nothis pilleriana))D 000000000 @ODOOOOOODODOGDOAOAO (Spodoptera fr
ugiperda))0 0D 0D 00 O0O0DO@OOOODODOOOODODODQO (Spodoptera littoralis))O
Oo0O0O0ODDOO@DODODOOO0O0ODO (Spodoptera litura))D OO DO DOOOOOOOO
0O O O (Thaumatopoea pityocampa)l 0 O O 0O 0O 0O 0O OO OO (Tortrix viridanall O O 0O
Ooo0oDDoOO@DODODODOO0OO0OO0O @richoplusiani)i 0000 DODDOODOOOODOGO
0 O 0O O Zeiraphera canadensis)U

oooo@uo)Y ooouooooooooooo@UOUOoOoOooooooo Agrilus sinu
atus)) D 0 OO O OO0OD0ODOOOODO (Agriotes lineatus)D 0O OO0 O OO0OO0ODOOOO0ODOC(C
Agriotes obscurus) D 0 00000 OOO0OD0OOOOODODOOOAmphimallus solstitialis)
00O00DDDO0D00O000O00Anisandrus dispar0 0000 0oOooDoDOoO@OODOOO
O0O00D0D0O Anthonomus grandis))D 00000000 @OO0D0OOOOODODODODAOANth
onomus pomorum))0 0 OO OO OO O OO O (Aphthona euphoridae)l 0 OO OO 0O0ODO
OO0o@OUooOoooboOoDbDbO0OOOdAthous haemorrhoidalis)) D 0000 O0O0oQOOoOODOO
Atomaria linearis)U 0D 00O OO0 O OO0OOOQODODO (Blastophagus piniperda)d O O O
Ooo0OoOD0ODDOO0O00O@Blitophaga undata)0 000000 0O @OODOOOOOOOOO
Bruchus rufimanus)) 0 0 00000 OO0O0ODDO@DODOOODODDODOOBruchus pisorum))
O0O0O0oDDD0DO0OO0O00@ruchus lentis) I 000 000D0DDODO0@OOODODOOOODO
0 Byctiscus betulae)) 0 0 0 00000 OOOODODODOADOAO Cassida nebulosa))d O
OO0O0O0ODODOO0O0OdCerotoma trifurcata) 0D 000 0J 00O @UOooooobooao
O Cetonia aurata))J 0 0000 O0OO0O0ODDOOOODOD Ceuthorrhynchus assimilis)O O
000000000 dCeuthorrhynchus napi) 0 000 00O 00O 0ODODO O (Chaetocnema
tibialis) D00 O0DO0OOOODODOOODODODConoderus vespertinusO O OO0 O0O0OQ0OOOAOd
0 000 0O Crioceris asparagi)J 0000 0D DO O (Ctenicera ssp.) 000 0D00O00OO

O Oooo

10

20

30

40

50



(75) JP 2010-516724 A 2010.5.20

0000000 (piabrotica longicornis)l 000 OO0OD0ODOO0OOOOOQO (Diabrotica
semipunctata) ] 0 00 00 0O 0O 12-0 0 0 O O O Diabrotica 12-punctata)0 0 O 0O 0O O
0000000 (Piabrotica speciosa)l 0 0 000 00DDOO0O0ODO (Diabrotica virgi
feraDO D000 O0DOO0DOOD@UOOOODDOOOOOOO (Epilachna varivestis))Od 0 0 O
OO0Q0CO0ODDOO0O0O0O0OOd(Epitrix hirtipennis)D 0 000 O0O0OQOD0ODODDODOOOOOOGO
0 Eutinobothrus brasiliensis) 0 0000000 OO0OO0O@ODDODOOODDOOO (Hyl
obius abietis)) D 000 OO0O0ODODODOOOOO (Hypera brunneipennis) 0000 DO O
Oo0Qo0o0DDD0OO0O@DODODODOO0O0OO (Hypera postica)) 0 000000 @OOOOOOAO
O 0 (Ips typographus))0 0 OO0 OO 0ODODO (Lema bilineata)DJ OO0 0O 00O O O (Lema
melanopus)D O OO DODDDOO@ODODDOOOOOOODODODODEDDRDO (Leptinotarsa decemline
ata))J 000000000 DODODODOLimonius californicus) D OO O OOOOO@O
OO0O0OO0ODODOO0O0O00O0OO0ODODADO (Lissorhoptrus oryzophilus)) DO OO OO oQooOOoOOOO
(Melanotus communis)D 0 0 00O O0OO0O0DOO0O (Meligethes aeneus)I OO0 0O 0O 0ODO DO
O00O0O0O0ODOMelolontha hippocastani)D D 0 00 O0O0O0O0DOOD@OOOOODDO
0 O 0O (Melolontha melolontha)) D 0 0 OO O OOOO@OOOOODODOO O (OQulema ory
zae)) DO OO ODDODOOODDOOOOAO Ortiorrhynchus sulcatus)D D000 0ODOO0OO
O O O (Otiorrhynchus ovatus)D 0 0 0 00 OO 0O0OO0ODO DO (Phaedon cochleariae)d O
00000000 hyllobius pyriDD 000000 OOODOOCOOO (Phyllotreta chry
socephala) D 0D 000 D0DDO0OO@OODDOO sp- (Phyllophaga sp.)) 00 0ooOoOdaad
OO0OO0ODEDOPhyllopertha horticola)D O DD O O0O0OO@OOOOOOODDODOOPH
yllotreta nemorum))0 0 0 0 0 000D MOODODDOOOOODODODOPHhyllotreta st
riclata)) 0 0 0000 @OODODDOOOO0O (Popillia japonica))D OO0 O oOoOooOOad
OoO0OO0OD@ObOOoOOoODbDDbOOoOogsiwona lineatus)) D 0O ODODODOOOODOODODOO
O Sitophilus granaria)C
ooooDoDoO(@UoOoOH)YooooOoDDOOODOO(@UOUOOOODDODODO (Aedes aegypti)
YDOoooOoQoODDO(@OODDODOUOOUOUOAUODAO (Aedes albopictus)) 0 000 doQoO@
OO0O0OO0ODDDOO0OO Aedes vexans)) U O OO D DOOOOOOODO (Anastrepha ludens)O
O0O00ODDOO0O000O0OODODODO (Anopheles maculipennis) D 0 00000 O0O0ooOOoOOOO
(Anopheles crucians)D 0 0 00O OOO0O00O0OOO (Anopheles albimanus)d 0 O O O
OO0O0OO0OD@OODDODOOOOO (Anopheles gambiae))D DO DO DODOOOOOOO
O (Anopheles freeborni) D 0 0 000 @M O0O0O0O0OOODOO0ODODOOOOO (Anopheles leu
cosphyrus)) 0 0 OO0 00000 @MOOOO0ODODOOOODO (Anopheles minimus))O O O O
0000D0O0O00D0DO0O0OOOdO (Anopheles quadrimaculatus)D 00000 OO0 @O0OAO
OO0O0O0 (Calliphora vicina)) DD OO0 O0OODOO@UOOODO O0O0OOAO (Ceratitis
capitata)) 0 D 0000 0OO0OOODODO (Chrysomya bezzianad O OO0 OO0 0OO0OOO0OADO
0 O (Chrysomya hominivorax)J 0 0O 00O 0O 0O 0O O O O O (Chrysomya macellaria)d O O
OO0 @OUOoooooDoDOdChrysops discalis)) 0 000 O000O0D0DOOAO (Chrysops s
ilacea) I 00D 0D O0ODODODOOOOOODO (Chrysops atlanticus) D 0 000 Q0O0ODO@OAO
OO0QO0O0ODDOO0O0O0O0OO0ODO (Cochliomyia hominivorax)) D 0D OO0 O0O0OdOoOQO@OOOAO
00000000 (Contarinia sorghicola)) 0 0 00D O0DO0O@OOOODODOODDOOO
0O 00O (Cordylobia anthropophaga))D O OO0 O OO O O0O0O 0O (Culicoides furens)l
OO0o0Oo0DOD@UOoooOoDDoODO0OO0O00dd Culex pipiens)) D000 000ODODODOOOO(Cu
lex nigripalpus) D 0D 000000 (@OOO0O0DODOOOODOOOAOAO (Culex quingquefas
ciatus)) U OO ODODDOO@DOOOOOOODODO (Culex tarsalis)) 0000 O0QOO
0000 (Culiseta inornata)J 0 0 000 0O0DO0O (Culiseta melanurad 0 0O 0 0O 0O (
000000000 (acus cucurbitae)) D 00D OO OO0ODO@DODOOOODO (Dacus oleae
NOODDODDOOOO0DODOOAO (Pasineura brassicae)l 00000 O0O0ODO (Delia antiqu
e)J 00 000O0DO0OD0ODOO (Pelia coarctata)l 0 000 (@ O0OO0DOODODODelia platur
a))DO0D0DODD0OO0OO0O0OOOd@eliaradicum)D 000 O0O0O@OOOOOOODODODO (Perm
atobia hominis)) 0 0 D0 OO0 @ODDOOODODOOAOAO (Fannia canicularis))d O
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O0O00ODDODO0O0000O0O0O(Geomyza Tripunctata)l 0 0 00 (000 O00ooooooOOaO
0O 0O0D0OD (Gasterophilus intestinalis)) D 000000 @OO0O0OOOOOODOO
Glossina morsitans)) D 0 00000 OO0ODODO (Glossina palpalis) I 00 OO 0O0DODO
0O00D0ODOGlossina fuscipes)D 0D 0D 00O OO0ODODODODO (Glossina tachinoides)O O
OO0D0O@OO0OO0ODODDODO0OO0O0O0O0OOd (Haematobia irritans))D 0000 0O0OOOOAO
O 0 0 0O (Haplodiplosis equestris)D 000 00 0O O O 0O (Hippelates spp.)0 000
OO0OO0DDOOO0O (Hylemyia platura)D 0 0 OO0 0O OO DO DO O O Hypoderma lineata)l O
OO0O0D0DO0OO0OO0000((Leptoconops torrens)l OO0 00000 OO@OOoOoOOoOOO
O (Liriomyza sativae)) D 0 00D 0O O0O0DOD@DODOOOODDOOOOODRDOLiriomyza t
rifolii))D 0000000000 LuciliacaprinaA0 00000 ODO@DODODOOOOOY
OO0 Lucilia cuprina))0 0 0 000 00(@MOOOODODODODODAOLucilia sericata))d O
0000000000 (Lycoria pectoralis) D 0000 OO0O0O0DOOO (Mansonia titill
anus) 0 0D 00 0D0DDO0D((MOOOO0ODDOOO0DODOOOO (Mayetiola destructor))d 0 0O O
00000000 (Musca auvtumnalis)l 0 0 00 (000 O00O0O0OODODO Musca domestica
NOODDODODODODO@OOOOOoOooODODO Muscina stabulans))0 00000 @O0O0OO
00000 estrus ovis)) U OO DODDODOOODODO (Opomyza florumO OO OO0 DODO0OO
O (Oscinella frit)J 0000000000 (Pegomya hysocyami)O O OO OO O0O0OAO
O (Phorbia antiqua)l 0O O 0O 0O 0O OO O O O (Phorbia brassicae)l 0 0000 4Od3O0Oa0O
0 0 (Phorbia coarctata)0 0 0 00000 @OO0DO0ODOOOO0ODOOOOODO (Phiebotomus
argentipes)) D 0000 O O00O0ODODO O (Psorophora columbiae)l O OO0 O ODOOO (O
Oo0OooDD0OECPsilarosae))D 00 0000O0OODODODO (Psorophora discolor)d O O
OoQo0oODDOO0OO0O0O0d (Prosimulium mixtum)D OO ODODDODODODODOOOO@OOORO
0000 (Rhagoletis cerasi))D 00000 O (@OOO0DDOOOODO (Rhagoletis pomon
ella)) 00 0000ODDOOOOOODO (Sarcophaga haemorrhoidalis)D 0 0 00O 0O 0O O
(00DO0OO0OO00 sp- (Sarcophaga sp.)) 0000 0O0O0COO0O0O00O0DO (Simulium vittatum)d
0000 @DODOO0OO0O0DbDDOO0O0DnDaDstomoxys calcitrans))D 0000 O0OODODO (Ta
banus bovinus)D 0O 0 00O O0O0OO0ODO (Tabanus atratus)0 O OO OO DO DO O O (Tabanu
s linecld) D OO ODODDDOOOOOODQO (Tabanus similis) D 000000 0OD0ODO (Tipula
oleracea)J 0 00D D OOO@ODODOOOODO (Tipula paludosa))d
oooobDDbOO@oODoO)H)YooOoODODbDboOoOoOooooooDbDDbDDOaOoaOpichromothrips corb
etti) 0D 0000 OODDODO (Dichromothrips spp. ) 00 00O0OD0DDOOOOOOO (Fra
nkliniella fusca) OO O OO DOD0ODO0DOOO@OUOOOODOODDOOOOOAO(Frank
liniella occidentalis)) D 00000 OOODODOOOO (Frankliniella tritici)d 0O 0O
OO0O0OO0ODDOO0OO0OScirtothrips citri)d00000OD0DOOAO (Thrips oryzae)d O O
OoooDDoDoOOo0oOo@DbODOOooooo hrips palmi))0 000 O0OOOOODO@ORO
00000 (Thrips tabaci))O
oooooDoD@UOoOoH)Y D0OoDOoODODDODOO0DOOODODDODDO (Calotermes flavicollis)
O0O00DD0DD0OD0O0000OD0ODODAO (Leucotermes flavipes)D DO OO0 OoodooooooOoO
eterotermes aureus)J 0 0000 D0ODDOOO0OO0OO@OUOOOOODOODODOGOAODAUO(Retic
ulitermes flavipes)) D D OO OO0 OODDODDODODODOO@OOOOoOooOoOoDoODoDDDbDOOOC
Reticulitermes virginicus)) 0 0D 0 000 O0O0oO0OO0ODDDO@OODODDODODOOOOOOOO
(Reticulitermes lucifugus)) 0 00O OO0 O OD0ODOOOO0OODOO (Reticulitermes san
tonensis) D 0000 O0O0O0DODOOOOD (Reticulitermes grassei)J 000 O00O0O0DOADO
OO0 (Termes natalensis) D 0 000 O0O0OCDODDO@ODODDODOOOOOOOOOD (Copto
termes formosanus))O
gooooOoOO0O0oOoOooooobDbObOoOooUoUoUooooDbDDbOooo@booooOoUooo
00 (Blattella germanica)) 0 0 00000000 DDODO(MOOODDOOODO (Blatte
Ila asahinae)) 0 0 000D O0DO0ODOD@OOOODOOOOOO (Periplaneta americana)l
0000000 @OoooDooooDnoDadadPeriplaneta japonica)) O OO oOOdOoOaoO
(0D0DDOO0OO0OO0DODDOO0O0OO00 Periplaneta brunnea)) 0 000 O0DDOO(@OOODDOOO
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0O O 0O (Periplaneta fuliginosa))0 0 00 O0DO0DO0ODO0ODO0@ODOODO0DO0DO0OOoDoODoOODOOO
(Periplaneta australasiae)) 0 0 0000 00DDOO@OODODDOOODDOOOO(Bla
tta orientalis))l
ooooDoDoODO00o0oo0oooooDoDoDo0DU0Do0o0o0oooDoDoDoDoDooooo@ooH)oao
000000 o0ooDoDoDOo(@UOoOoooDooOooDbDad Acrosternum hilare))O OO O 0O O
Oo0Q0O0ODDOOO(@DODOOOOOOO0ODbOORDBlissus leucopterus)) D 00 O0O0O0OAO
OO0OO0O0ODDOCyrtopeltis notatus)D 0 0 000 O0O0O0@OOOOoOoODOOOOOO by
sdercus cingulatus)) 0 O 00000 OOO0OODOOOOADO (Dysdercus intermedius) O
00000000 D0D@DODOO0OO0O0D0DD0ODO0OO0O0DDdOOd (BEurygaster integriceps))d O 0O
OO0O0OO0ODDOOO0OOO0O0OO0DOOD (Buschistus impictiventris)D OO DO O0DO0OOO0OAO
0000 (Leptoglossus phyllopus) D 0D 0 00000 O0Oo@UOOoOOooOoODDOOO (Lygus
lineolaris)) 0 0 00 OOOODODODO (Lygus pratensis)J 000 0O0DO0OOO@DOOO
0000 (Nezara viridula)) DO O OO O0D0O0O0O0O0ODO (Piesma quadrata)D 0 00 0O 0O 0O
O (Solubea insularis)D 00000 0OQODOOOQO (Thyanta perditor)d 00 0O O
000000 (Acyrthosiphon onobrychis) D 0 0000 O0OdoOooOOoOO@OOO
0 0 (Adelges laricis)) 0 0 000 O000O00O0OO0ODO (Aphidula nasturtii)d O
000D @UOoOoooDDoDDO0phis fabae)) DD OO 00 O0O0OO@OODOO
(Aphis forbest)) D D OO0 ODODDODOOOO0OOO@OOO0ODODO (Aphis pomi))
OO0D0DDDO(@ODODDDOO0OO0OOO Aphis gossypii))DO0DODDOOOOOOODOO (Aph
is grossulariae)D 0D 00000 0OO0ODODO (Aphis schneideridD)0D 000000 O0O0OO
(00O0O0oDOoOOoDoO0O0O00phis spiraecola))) 0 0000000 ODO@OOOOODOOO
O (Aphis sambuci)) D 00000 O0O0O0OD0ODOCOOOD@ODODOOOODODOOAO (Acyrthosip
hon pisum))0 00000 OODDOOOODO@OOOODDOOOODO (Aulacorthum sol
ani)) D 0DDDODO0DO0OO0OO0OO0OOODD@OODODDDOOOOOOD (Bemisa argentifolii))O
0000000000000 Brachycaudus cardud)0 000D O0O0O0O0OOoOOOoO0OO@aO
0000000000 O0OdBrachycaudus helichrysi))OD OO0 00O OOODODOOOO (Brach
ycaudus persicae)l 0 0 0O OO O0ODDOOOO (Brachycaudus prunicolall 0 0 0 O O
O0O00DD(@DODODDODDOO0OOOODO (Brevicoryne brassicae)) D 0000 O0O00O0OAO
0 O Capitophorus horni)D 0 0000 OO O DO O O Cerosipha gossypiil 000 0O00O0O
000000 (@O0O0D0ODD0OO0O00DDOOAOD Chaetosiphon fragaefolii))d OO0 0O 0O
O0O0O0ODD0OO0OOCryptomyzus ribis) D 0 000 O0O0OODDOOOOOO (Dreyfusia nor
dmannianae)d 0 O 0O 0O 0O 00O 0O OO (Preyfusia piceae)l 0 0D OO0 O0DODOOO@OO
0000000 ((ysaphis radicola)) 0 0 0D 00 000O0OO0O0DODOOOOAO (Dysaulacort
hum pseudosolan)D DO D DO O0DO0O0OO@OOOOOOODDOGOAOAO (Dysaphis plan
taginea))J 0 OO O OO0ODODO (Dysaphis pyrD0 00000 O0OODDODOO(@OOODODO
00000 (Empoasca fabae)) D 0 DD OO ODDODDODOO(MOODDDOOODODO (Hyalopt
erus pruni))D 0 0D0DOO0OOOODO@O OO0O0ODDOO0OO0OO0 (Hyperomyzus lactuc
ae)) 00 0O0OoOOoODODDOOO@OOOOO 0O 000 (Macrosiphum avenae))d O O O
oooDDOOoOD0oOoOooo@ooooooao OO0 0O 0 (Macrosiphum euphorbiae))d O
00000000 (Macrosiphon rosae)d O 0o0o0ooDoDooooDoDo(@UOoooooao
(Megoura viciae))D D00 O0O0O0O00ODODODO (Melanaphis pyrarius) 0000 00O
Oo0o0ooD@oboooooooodon (Metopolophium dirhodum)O OO OO DOO0OO
O (Myzodes persicae)l 0 000 O00OO0DO0D0O0O (Myzus ascalonicus)0 OO0 0O 0O O
OooDDoDOoO@DODDODOO0OO0O0 Myzus cerasi))D00D0DDO0D0DO0DOOO@OOO0OOO
00 (Myzus varians)) D OO0 OO0 00O @OO0OOODODODODORDOAO (Nasonovia ribi
snigri)) 0 0000000 (@ODOOOO0DDOOODO (Nilaparvata lugens))0 OO0 O 0 Qd
OO0oO0ODDOO0OO0O (Pemphigus bursarius)D 00D DO O0DO0OOO@OOOOOOODODOO
O O (Perkinsiella saccharicida))0 0 0 000 0O0O0ODO0DD0O@OODODOOOO (Phorodon
humuli)))0 0D OO OO0O0O@OOOOO0ECsyllamali))O0O0O00O00O0OOO (Psylla pi
ri)D0000D0ODOOOODDOOOO (Rhopalomyzus ascalonicus0 OO OO0 O0O0ODOO0OO

O 0O 0o0oo0od
OoOoo0oo0ogao
O o0Ooo0Oo0ooao
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O0@Ooooooooood Rhopalosiphum maidis)) D 000000 O0O0ODO@OAO
000000 (Rhopalosiphum padi))0 00000 OOO0DODOOOO (Rhopalosiphum inse
rtum)0 000000000 (Sappaphis mala)D 0 00 0O 0O 0O O O O (Sappaphis mali)O
0o0o0o0oDDDoDo0Do0o0o0@UOOO0OO0ooooDooanschizaphis graminum))d 00 0O 0O 0O
0000000 ((Schizoneura lanuginosa)D 0 0000 O0OO0OODOoODO(@OOODODOOO
O O (Sitobion avenae)D 0 0D D0 O0O0OODOD(@@OODODDOODOOOOOODEO rial
eurodes vaporariorum)0 0 0 0000000 @OOOODDOOOOODO (Toxoptera
aurantin))J 000D DODODO0OOOOOO@OOOOODODODGOAO(Viteus vitifolii))O O
0000 @UOooODoDDDbO0OO0OOOOCimex lectularius)D 000000 @UOUOoOoOoO
00000 (Cimex hemipterus))0 0000000000 (R®duvius senilis) 00 00O
000 @OoooO spp- (Triatoma spp-)) 00000 0O0OOOCODODODO (Arilus crita
tus)l
goooobobOoOooooooobDoooo@obooH)YYODoDbDbOoooooob@oooco
000 (Athalia rosae))D D00 D00 CODDOOOOOO (Atta cephalotes))d O O
000000 00Atta capiguara)J 0 0000 @ OO0OO00O0DO0OOO (Atta cephalotes
NOODDDODOOODO0DDO (Atta laevigatal 0 0 00 00O 0O0ODODOAtta robusta)d 0 0O 0O
0o0ooDDoDDoD@UOoODoODDO0OO0O0O00 Attasexdens)) D DD OO0 0 O0Oooo@OOOO
000 Atta texana))D O OO OO0 0000 @OOOO0O00OO spp-(Crematogaster spp
DO O0OO0O0DD0DDOO00D0D0 (Hoplocampa minutadJ 0 OO0 OO 0ODO0ODOOOODODO (Hoploca
mpa testudinea) D D 000D 0O (MOOO0DDOOO(Lasius niger))0 00O O0O0OD0O (@
000000000000 (Monomorium pharaonis))0 0 000 O0Oo@OoOoooooOOaO
0 O 0O Solenopsis geminata))0 0 OO0 (O OOOO0ODOOOODODO (Solenopsis invicta)
YO OOOOODOOOOGORD (Solenopsis richteri) il D00 0O0O0O0DO0OOO0O (Solenopsi
sxylon ) DO ODODOOODODOOD@OOODODDOOOOOOODODO (Pogonomyrmex barbat
us)) 0 OO O0oDoDOoOoOoo0ooo0O0oo0ooaod (Pogonomyrmex californicus) OO0 0O 0O 0O
0O0@Oo0ODo0DO0O0O0oo0D0O0O0O0O0Dn (Pheidole megacephala)) D 0D 000 00O @OO
OO0O0OO0ODDOOO0OO0O0O0O0 asymutilla occidentalis)) 0 00 O0QOODDOO@DDOO s
pp-(Bombus spp.))0 000 DODOOO0OO0O (Vespula squamosa)l O DO ODOOOOOd
0 O (Paravespula vulgaris) D 0 00000 0O0O0O0DO0OOOdO (Paravespula pennsylvani
ca)l D0 O000DODDOO0O0ODODO (Paravespula germanica)D 0 000000 @O0ODODO
OO0O0O0DDO0OO0O (Pbolichovespula maculata))0 0 0 00O ODO0ODO@ODODOOOO (Vespa
crabro))0 000 O00DO00O0O0OODO (Polistes rubiginosa)l OO0 OO0 O0O0OD0OOOODOADO
0 (Camponotus floridanus)D 0 0 00D 0O O0OO0ODODDODOO(MOODDDOOOO (Linepithema
humile))O
gooooDoOOoO0oO0oodoooO@Uuoo)yoodoooooobooooooo@Uoooao
0000 (Acheta domestica))J 0 0D O0O0O0OD0OO0OOOOODOOOGryllotalpa gryllota
Ilp2)D 0000000 @OO0O0O000D0D0DD (Locusta migratoria))l 000 O0ODOO
000000 (Melanoplus bivittatus)D OO OO0 0 O0OOOOODODOO (Melanoplus fem
urrubrumd)0 000000 O0O000O0OCOO Melanoplus mexicanus)D O 00 00O 0OOOAO
00000 (Melanoplus sanguinipes)0 00 00O O00O0OO0OODODO (Melanoplus spretus)
ooooDDbO@ObOoODDbOO0DO0O0o0ooOooO0ODDDO (Nomadacris septemfasciata))l
00000 @OO0OO0oo0o0OD0OO0O000o0Dad(Schistocerca americana))d 0000000
(00DD0DO0OO0OO0DDOOOODOD (Schistocerca gregaria))J 0000 O00ODO0O@DODOAO
OO0OOO0ODDOOO0OO0Oociostaurus maroccanus)) D D OO D OO @ODODDOOOOO
0O O (Tachycines asynamorus))0 0 0 0 00 00O OO ODODOOO (Oedaleus senegale
nsis)I 00 000D0D0O00O0OD0ODO (Zonozerus variegatus)D 0000 OOO0ODODOOOO
0 O (Hieroglyphus daganensis)0 00D 000000 OODDOOOO (Kraussaria angulif
era)J 0000000 D0O0O0OOCalliptamus italicus) D D00 O0DODO0OOO0O0OOOC(
0000000 0D000OO000DO0 (Chortoicetes terminifera))J 000 O0O0O00O00O00OOC(
0000D00O00D0D0O0Od (Locustana pardalina))d
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0000 (Arachnoideal O OO DODDOOO@DOODYDODODDOOOOOO (Argasidae)d O
000 (Ixodidae)D OO O DODODODODOO (Sarcoptidae)l 00 0DD0OD0ODODODOOOOODOGO
000@oOoODO0oOo0o0oo0Do0DoDO00oo0o0D (Amblyomma americanum))O 00 000 OOO0OAO
0000 (Amblyomma variegatum)0 0 0 0 00 O 00O 0ODO0OOOO (Ambryomma maculatum)
00000000000 Argas persicus)D 00000 0OO0O0DODOOOOAO (Boophilus ann
ulatus) D O OO0 O0DODDOOOO0ODOOQO (Boophilus decoloratus)l 00O 0O OO @OO
OO0O0O0ODDOO0OO00 Boophilus microplus))J OO ODODODOOOOOOODO (Dermacent
or silvarum)D 00000 OOO0O0O0OCOOODO (Dermacentor andersoni)d O O O 0O 0O O
0000D@DODOO0OO0oo0DbODO0OO0O00D0D0OdPermacentor variabilis))O OO O OOO0OO
O00OD0O (Hyalomma truncatum)0 0 0 00 000 O0OO0OOO0OODDO (Ixodes ricinus
YWOOOOOODODDDOOO(Ixodes rubicundus) I 0000000 @OOOOODOOO
0000 (Ixodes scapularis)) 0 0000000000 @UOoUOoooooDbDOOOd (Ixod
es holocyclus)) D D 000 DDOOO0O@ODDODOOODDOOOAO (Ixodes pacificus))
000000000 00O0ODO (Ornithodorus moubata)D O OO0 000 O0OODOODO (Ornit
hodorus hermsi)J O OO0 OO 0O0OOOODOO (Ornithodorus turicata)d 00 00O (0O
0000000000 @rnithonyssus bacoti))D 0O O0D0ODOOOODODO (Otobius megnin
NDOODODD@OODODDDOOOOODO (Permanyssus gallinae)) 0 00O O0O0QOODOOO
Ooo0@uooooooogdPsoroptes ovis)) U O OODDODODODOoOooo@OOOOAO
000000000 (Rhipicephalus sanguineus))0 0 00D OO @OODODDOOOO0OO
0000000 (Rhipicephalus appendiculatus))D0 0 000 O O0ODO0OOO0ODO (Rhipic
ephalus evertsi) D 0D OO OO0 @MDODOOOOOODOODODO (Sarcoptes scabiei))d O 0O
OO0Q0CO0ODDOO0OO0OOd(Eriophyidae spp.) 0 000 0QC00D0DOO0OO@OOOOOODOGO
0 000 (Aculus schlechtendali)) 0 00O OOO0ODODDOOOODODOO (Phyllocoptrata ol
eivora)J 00000000 OODODODOOOAO(Eriophyes sheldoni)J O OO OODODOAO
0 Tarsonemidae spp )0 0 0000 00D0ODOCOOODODO@ODOOOODODOOOOO (Phyton
emus pallidus))0 0 000 Q0QO0ODODDOOO0O@DDODOOOOOOODODODOGDODEO (Polyphago
tarsonemus latus))O O OO O OO O O (Tenuipalpidae spp. ) D00 OOCDODOOOOO
O(@O0OO0ooooooDoDoOogagBrevipalpus phoenicis))d 00 O 0O O O (Tetranychida
espp )00 0DDOOODDODO(@OOODDOOODOGDOOOAO (Tetranychus cinnaba
rinus)) 0 0000000 @ODDOOOO0O0DODOOO (Tetranychus kanzawai))d 0O O O
O00D@OO0ODOoODO0oDD0DD0DO00000O0aOoO(Tetranychus pacificus))D O OO OO0 OQg@O
00000000 (Tetranychus telarius)) 0 0000 0O0D0OO(@OOOODOOO
O (Tetranychus urticae))0 00D 0000 @MDODOOOODODOO (Panonychus ulmi))
O
O

O

Oo0D0DD@OOoOoDOoO0O00ganonychus citri)) 0000 0O0OOOOODOOO
(oligonychus pratensis) D 0 00000 Od0O0O0DOoDOoOOo0OoooDo@OOOooOooOOO
0000 (Latrodectus mactans)) 0 0 00000 O0DO(@OOOODODOOOOAO (Loxo
sceles reclusa))O

O00O@Oo@o)o (Siphonaptera)) 0 0 000 o0ooDoOD(@OOODODODO0ODODOOOOO

0 (Ctenocephalides felis) ) 0 O OO0 O @ OODOOOO0ODOOOOODO (Ctenocephalides
canis)) D 00000 000D @DODDODOO0O0DDOOODD (Xenopsylla cheopsis))d O
oo @uouoooooooogdrulex irritans))D 0 00D0@OOODDOOOO (Tu
nga penetrans))0 0000 000DOCOO0OO0ODDODOD@OOOODODDOOODODOOOO (Nosopsy
l1lus fasciatus))O
oooooDoDooo@oDO))oDDDO0D0D0DO000Oo0D@UOoOOoOooDoDDOO (Lepisma sa
ccharin))D OO ODDODO@DODOOOOOOODODO (Thermobia domestica))O
oooo@Uuoo) ooooooQpoDoboOo(@DDbOOOUOUOUODODOODRD (scutigera coleop
trata))Od

O0o0ooD@oo)goooooo0Oooodad (Narceus spp-)0
gooooDoO(@oOoOH)YoOooQooDoOOoOooooUooooDDbOoo@oOooODOoOoooooao

0 00 0O (Forficula auricularia))ld
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ooooD@ooo)H)yodoooooooooo@UOUOoOooooooDoDOoOoOOoOoao (Pedi
cullus humanus capitis)) 0 000 000 @ODODODOOODODDODOOODODOOOOAO ((Pedi
cullus humanus corporis))0 0000 (@M DO OOO0DODOO (Pthirus pubis))0 OO OO0O
(000000 D0DO0OD00000O0O0 ((Haematopinus eurysternus)) D 0 00 00O @ OO0
000000 ((Haematopinus suis)) D 0000000 (@OO0OD0OO0OOODO ((Linognat
hus viwuli)) DO OO OOO@OOOOODODO(@Bovicola bovis)) DO OOOOODODOC(C
OO0O0oOoDD0DD0O0O00 Menopon gallinae))D D DD 0D 00 O0O0DODOD@OODODODOODDOOO
0000 (Menacanthus stramineus)) 0 0 00000 O0O0O0ODODO(@OOODODOOOOORO
O (Solenopotes capillatus))d
oooooD@oooo)H)YDoDoDoDDoDODO0ODO0DO0DODOO0D@OOOO0O0 ssp- (Onychiurus ssp
O
oooooao
ooooobobooooooooobbOoOoooooobobobpbobopoooooooob oo
OO00D0D0 (root knot nematodes) I 0D 0D 0D DD 00000 @OUOOOODODODODOAO (Meloi
dogyne hapla))0 0 00D D 000000000 @OODOOOODODOOOODO (Meloidogyn
eidncognita)) 0 0 0D 00 0DD0ODOOO0OO0O@ODODOOOODDOOOOTAO (Meloidogyne javan
ica))J 0 0 00O0DO0ODDOOO0O (Meloidogyned) O OO ODDODOOOOO (cyst-forming
nematodes)1 D 0D 0000 O0D0ODOO0DDOD@MOOOODOOOODODODOOO(Globodera ro
stochiensis)) 0 0000000000 Ioboder2) 0 OO0 OOODDOOOODOC@DODRDO
0000000 (Heterodera avenae))0 00D 000 D0DDOOODD@ODODOOODDOOO
O (Heterodera glycines)) 0 0D 000000 O00OOOO@OOOODDOOOOO (Hetero
dera schachtii))J 0 OO O0OOO0O0ODODOOOOD@ODDOOOODODOOQO (Heterodera tri
folii))J OO DODDODOODODDDOOHeterodera) D OO D DODOOOODDOOODO (Seed gall
nematodes)D OO O 0O CAnguina)DJ D0 O 0O O0OOODODOOOOOOO (Stem and foliar n
ematodes) 0 0 OO OO O O O (Aphelenchoides)l O OO 0O OO 0O0OOO (Sting nemato
des)0 O U O OQOOQOODODDOOOO(@DOOODODOUOOOODDOGDOGOOO  (Belonolaimus lon
gicaudatus))U O O 0D DO OO0OOOODODO(Belonoclaimus) D OO OOOOOOOO (Pine
nematodes) D 0 00000000 OMOOODDODDODDDODOODOOOODODO (Bursaphelenc
hus xylophilus)) D 0 00O OO0 OODODOOOOAO (Bursaphelenchus)D 0000 0O0OOAO
(Ring nematodes)0 0 0O 0 O 0O (Criconema)d 0 OO0 O O 0O OO (Criconemella)d O O
OO0O0DDOOO0O (Criconemoides)I 0D 00O ODOOOOO (Mesocriconema)d O OO O OO
OO0O00D0OO0O0000(stem and bulb nematodes)D 0 OO0 OO OOOODDO@ODOOOO
OOO0ODDOOO0OO(itylenchus destructor)) D 0 000 O0O0Q0OCO@OOODODOO
O 0O (Ditylenchus dipsaci)) 0 0 000000 O0OO0ODO @itylenchus)D 00 000O0O
OO0 0 (Awl nematodes)0 O O O O 0O O (DolichodorusO OO0 OO0 OO0 OOODODOO (Spi
ral nematodes) I 0 0D 000 O0DODDOOOOODOOOODODO (Helicotylenchus multicinctu
s )Y D0 000 0O0O0oooDDD0OO000d (Helicotylenchus) D OO OO0 O0O0O0O0OooOOoOOOO
0 00 0O O (Sheath and sheathoid nematodes)d 0O O O O O O O O (Hemicycliophora)Od
0000000 0000O0d0R0 (Hemicriconemoides)l 0 OO0 OOODOOOO (Hirshmanni
ella) 0000000000 (Lance nematodes)D 0 0 0O 0O O O O (Hoploaimus)O O O O
gogao O00OD0ODDO (false rootknot nematodes)d O O O O (Nacobbus)O 0 0O OO O
(Needle nematodes) 1 D 000 OO OOODODOOO (Longidorus elongates) O
00000 (Longidorus)D 0 OO0 OO0ODOOOODO (Lesion nematodes) O O O
OO0OODODDOO (Pratylencus neglectus)D 00000 O0O0OOOO@OOOO
O00D0D0O (Pratylenchus penetrans)) 0 0 000000 @OOO0OOOODOAO
0 O (Pratylenchus curvitatus))D 0 00O OOO0ODODOOOODO (Pratylenchus good
eyDOOODDOOOODDDODOOO (Pratylenchus) D OO0 DODDOOODODOOOO (Burrowing
nematodes) 0 0 0000000 ODODDODMODODDOOOOOO (Radopholus similis))
0000000000 (Radopholus) D 0O DO O OOODOOOODODO (Reniform nematodes)
0000000000000 (Rotylenchus robustus)D 00000 OOODODO (Rotylench
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us)D 00000000 (Scutellonema)l1 0 OO0 ODODODOOOOOO (Stubby root nemato
des) i 000D OO OO0ODODOOODO (Trichodorus primitivus)D 0000 O0O0O0O0OOO(T
richodorus)l 0 OO0 OO0 DO O0OO (Paratrichodorus) D 000000 OOODODOO (Stu
nt nematodes)1 0 000D D0DD0DO0ODO0DO0DO0OO@ODODOOOOODODODOGOGOAO (Tylenchorhync
hus claytoni))O OO0 0 0O0OO0OODODOOOO (Tylenchorhynchus dubius) OO0 0O 0O 0O
0000000 ((Tylenchorhynchus)D 0 OO0 O 0OODODOOQOO (Citrus nematodes)d 0O O
OO0O00 ylenchulus)D 000 O0O0O0OO0OODODOOAO (Pagger nematodes)] 0 0 O 0O O O (
Xiphinema)J 0 0 0 0 Q0Q0OO0ODO0ODOO0ODOOOOOOAO
ooooono
IN000o0o0o0oDoDoDoDo0o0oo0odoo0oDoDoDoDo0Do0oo0ooDoDoDoDoD@ooooOoan
ooooDoDoOo0o0oooodooooDoDoODOoo0ooooooo)Yoooooooooodd
ooooao
OO0@UOoooOo)ooooooDbDbOOOOdgFrankliniella fusca)l 00 00O
0o0o0ooDD@DODOoOoDoODO0DO0O0O0O0ooooDaO Frankliniella occidentalis))O O
OO00o0O0O00000 (Frankliniella tritici)D0000O0OOOODODOOO (Scirtoth
rips citri) D 0000 0DDOOOThripsoryzae)J OO O OOODDOOOO@ODODADO
OO0O0O0O((hrips palmi)) 0 000 0O0OO0OCODDO@ODODDODOOAO (Thrips tabaci))O
0oo0o0DDoDoODo0o00ooo0@UuoooooDoAthalia rosae))d 0 0o0oo@oooOO
0000 (Atta cephalotes)) D 0 00000 OO0 @ODDOOOODDOO (Atta sexdens
NODDODODODODODODDOD@UOOCODODD (Atta texana))D OO DO OOOOOO (Hopl
ocampa minuta)J 0O 0 0000 00O O0O0O OO (Hoplocampa testudinea)l 0 0O 0O 0O 0O O (
0000000000000 Monomorium pharaonis))0 0D OO0 00O @OOOOOOAO
000 0O Solenopsis geminata)) 0 0 00000 @OOOOODODOOOODO (Solenopsis
invicta))UO
0oo0o0DD0DDOO000O0oUooooDoD@OboOoOoODDOOOdO (Acheta domestica))d 00 0O 0O
OoooO@UuUobooobDbOOoUogd Blatta orientalis))J 00 0O0ODOOO@DOOO
0000000 Blattella germanica)) 0 0 0 0 0 00DD0DDO@ODODODODOOOOODO
0O 0 0O (Forficula auricularia))0 0 0 0000 O0O0OO0OD00O0OOOO (Gryllotalpa gryll
otalp2)) D 000D DDODOO@OODDOOODODOAO (Locusta migratoria))l 0 0 0O 0O O
00000000 (Melanoplus bivittatus) D 0O 000000 OO0ODOOOO (Melanoplus
femurrubrumJ 0 00O O0OD0DOO0O0OOO0OO (Melanoplus mexicanus)D O OO 0O 0O O0Od
0000000 (Melanoplus sanguinipes)D 0 0000 OO0O0OD0OOO (Melanoplus spre
tus) 0 D00 O0O00D0D(@ODODOO0OO0ODDDODOOD0DODOOOAO (Nomadacris septemfasciata)
>UoooDDoOOoOo(@DbDOOOoOooooODaD Periplaneta americana))d 0 00 00O 0O
0(@OO00DD0DO0O000D0D0O0d((Schistocerca americana))0 000 O0O00OOOOO0OAO
0 (Schistocerca peregrina))J 0 0000000 OO0ODODOO (Stauronotus maroccanus
Y D OooooooDoDoo(d@DDODODOOOOOOOoOaOo (Tachycines asynamorus))l
0000000000000 Q0O0ODDOO0O0O0OOO0ODDODOD (Acyrthosiphon onobrychis)
OO0Q00DDDOO0O000O0OO0O@UUuUOoooOoDDOOAdelges laricis)) D 0000 OOAO
OO0C0O0OD Aphidula nasturtindD)0 0000 00OOCO@OOOODODEOO (Aphis faba
e))0DDD0D0DU0D0D0ODU0@UUOUOOooDOoDD Aphis forbesi)) DD DD ODOOOODODO
Oo0o@uooooo @phispomi)0 0000 O0OCO@UOOOODODOGOAO (Aphis goss
ypil)) D OO OOO0ODODOOOO0ODO (Aphis grossulariae)l 000 00O00O00O0O0ODO (Aphis
schneideri)D 0 00 00OO0OO0CODD@ODODDOODOOOODO (Aphis spiraecola))d O
0o0o0oDDoDoDoo0o@DODDODOO0O0O0OO Aphis sambuc)D DO O0OODODDODOOOOODOC
OO0O0CO0ODDOOO0OO0O0OO0O (Acyrthosiphon pisum)))000D0DOOOOOOOOODODOCE@ECO
O
O

OOoooooo
OO oOgoog

|

ooooooao 0 (Aulacorthum solani))0 00000 0OOODODOOO (Brachycaudus c
ardui)d 0 O 0O Oo0o0oDoDoDo0Do0o0oo@OoU0o0oogodooooonoan (Brachycaudus hel
ichrysi)) D OO OOODODOOOODODO (Brachycaudus persicae)l 0 0000 O0O0O0OO
0 O 0O (Brachycaudus prunicolaD0 0 0 000 0D0OOO0O@ODDODOOODDOOOAO (Bre
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vicoryne brassicae)) D 0 0000 00O O0OO0O QO Capitophorus horni)l 0 00 0O OO O
0 0OO0ODO0OCerosipha gossypiil 0000 000O00OOOODOD(@OODODDODDODOODOOQOORO
0 O Chaetosiphon fragaefolii))OJ 00 0O OOOODOD OO O Cryptomyzus ribis)d 0O O
O0O0O0OD0DDO0O0000O0OO0ODO0O (Dreyfusia nordmannianae)J 0 00 00O 00O DO OO (Dreyfu
siapiceae)l 000 00O0DODOOO@OODODOOOODODO (Dysaphis radicola))d O O
00000000000 O000 (Dysaulacorthum pseudosolani)l 000 OO 0O0O00OOO(
OO0O0OD0DDOOO0OO0 (bysaphis plantaginea))d 0 0 0 0O O O O O (Dysaphis pyr
Oo0o0o0DDoODDoOO00O0o(@bOOO0O0O0O0oDoDOaDn (Empoasca fabae)) D O OO O OO
(0OO0OCQCODODDO0O0Od (Hyalopterus prunid))0J 000 Q0Oo0oDOoOOOoOogE@O
OO0OO0D0ODDO (Hyperomyzus lactucae))D OO DD ODO0OOOOO@OOOOO
O
O

= O
O

O (Macrosiphum avenae)) 0 0 0 0 00 0Q0O0ODDODO0ODODOO@OOOOOO
0 (Macrosiphum euphorbiae))Od
O0ooDoooDoo@UooDoo
O (Melanaphis pyrarius)0 00 0 0O O

OoOoo0oo0ogao

00000000 (Macrosiphon rosae)d

OO0Ooo0ooodg
Oo0oooogodg

O

O (Megoura viciae)) D OO OO OODDOOOAOd
I o o o O o 1=}
O
O

O Ooo0oooao

opolophium dirhodum))d0 O OO O O OO 0 (Myzodes persicae)l 0 OO O 0O0O0OO

0 00 (Myzus ascalonicus)d 0 00O 00O 00D0DDo0DO0OO0O@OooDbDoDodMyzus ceras
D) 000 o0o0oDoDoDoo0@DOO00o00on Wyzus varians)) D O o ooDD0O0OaO(
000000000000 Nasonovia ribisnigrid)) 0000000 @OOOOO0OAO
O 00 (Nilaparvata lugens))0 0 OO0 OO0 O0D00OOOODODO (Pemphigus bursarius) O
0000000 @OODbODD0OO0OO00D0D0O0O0O0aD (Perkinsiella saccharicida))d 00 O

oooooDoo@ooo0O0o0odPhorodon humuli)D OO ODOoOoOODOD@OOOOOO
(Psyllamali))D OO OO OOO(CPsyllapirDD 00O OODDODOOOODOOO (Rhopal
omyzus ascalonicus0 00D 00 0D0D0OOOO0ODDDO(MOOOODDOOODO (Rhopalosiphu
mmaidis)) U OO0 O0OD0DDO00O0O0O0@OO0O000O0DO0D (Rhopalosiphum padi))d O 0O O
0000000000 (Rhopalosiphum insertum)d O 0O 0O 0O 0O 0O O O O (Sappaphis mala)
Oo0oQ0O0ODDOO0OO0O0Od Gappaphismalid) 00 goooooboOoo(@ObOOoDOoOoOoOoooOoO

O O (Schizaphis graminum))O 00 D000 O OO0OQOOQODO (Schizoneura lanuginosa)d O
O
O

O 0OoOooog

O00DDDODO000O0@UOO0OOO0O0O0oDODOaDOSitobion avenaed)J OO O OOOOOOC(
00000000000 0O000((Trialeurodes vaporariorum))O O OO0 O0O0ODOOOO
(OC0OO0O0O0DO0O0OO0O0ODO0OD0DO (Toxoptera aurantii))D 000 0OCDODOOCODODOO @O
O000OD0OD0O (Viteus vitifolii))d
Oooao
Ilo000o00o0o00oo0o00o00ooDU0ooDO0oo0Do0ooODU0ooDoDUooDoDOooDooDOOo
Oo0o0o0o0DoooooDooooao
Oooao

0
4
O
0
O
0o

Iinooogoooooooboboouooboooo0oobbbooobboooboboo
gbooboboooobobooooooooooboboooooboooooboobooodo
gboboboooobbooooboooobboooooboooobbooadd
gooocooooooommoboooooooocbobbbobooooooan
goooao
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Ooo0ooao
#C:
L&Y LEMOEE il 5l HPLC-MS (t= i) XIE
=it Fo H NMR (in CDCls): & [ppm]
1. ? t= 2,16 min, mfz= 295
\ 1
¥ ”J\- [M+23]
\N
S/
IS
2. i - : -
F*o \N/[z t= 2.31 min, m/z= 305 [M+1]
\N
%o
3. { p t= 2.75 min, m/z= 255 [M+1]
Cl ,(
s,
S/
4, Fo t= 2.11 min, m/z= 257 [M+1]
Ne.
N
O:S\g
S. ( ’@ t= 2.62 min, m/z= 251 [M+1]
-~
\N
S/
6. ~ Jz t= 2.25 min, miz= 245 [M+1]
\/N
L é?‘\o
7. o N Jz t= 2.32 min, m/z= 237 [M+1]
N
S/N
8. & t= 2.45 min, m/z= 241 [M+1
cl \N,/« . me [M1]
\/N
S
9. N ’[z, t= 2.79 min, m/z= 255 [M+1]
\N
S/
10. a N /@ﬂ t= 3.07 min, m/z= 269 [M+1]
N
Co
S/
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L&Y EEIDEE HPLC-MS (t= RIFERE) XX
=yt 'H NMR (in CDCl3): 3 [ppm]
11. o N 40% t= 2.84 min, m/z= 267 [M+1]
N
8
12. N Y = 3.39 min, mfz= 295 [M+1]
Ct &F
W F
13. < o t= 3.08 min, m/z= 269 [M+1]
ol NJ&/
N
S/N
14. L o t= 3.39 min, m/z= 317 [M+1]
Gl Ny
s
15. : L o t= 3.35 min, m/z= 283 [M+1]
cl N.’[«,\
Co
1]
16. . L o t= 3.12 min, m/z= 281 [M+1]
cl N.%
N
17. N o t= 3.14 min, m/z= 303 [M+1]
cl N
O
S/
18. P ? t= 2.06 min, m/z= 291 [M+1]
o N J<
\N
o
0
19. < o t= 3.69 min, m/z="309 [M+1]
Cl N’&F
Ny F
S/
20. N ’Ok\ t= 2.93 min, m/z= 301 [M+1]
N
/N
5
o
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H{A=x7] {LEMDEE = HPLC-MS (t= REFRER)X(Z
E YRt Fp [°C] "H NMR (in CDCl3): & [ppm]
21. N 4@{ t= 3.14 min, m/z= 327 [M+1]
N
S
&%
22. ( o = 2.86 min, m/z= 301 [M+1]
Gl N,&/
,N
’/S\\
Qo 0
23. L o t= 3.28 min, m/z= 349 [M+1]
Cl N
N
24. L o t= 3.15 min, m/z= 315 [M+1]
cl N,/(’\
. S
. _ &%
25. RF t= 2.53 min, m/z= 273 [M+1]
oy I_<°
N
\/N
8
26. P - : -
>/F ( . t= 2.62 min, m/z= 341 [M+1]
N
27. S/F t= 2.84 min, m/z= 287 [M+1]
1 8]
N
é[ﬁ”{_
s/
28. F/\/F t= 2.35 min, m/z= 327 [M+1]
0]
‘NJS%
\/N E FF
]
29. F)/F t= 2.89 min, m/z= 298 [M+1]
0 L4<>
Q
30. F)/F ( t= 2.79 min, mfz= 287 [M+1]
)
0 N_/<
\N
S/
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it&m L&D tEE LY HPLC-MS (t= fRiFrRl) X IL
S HE /Al Fp [°C] 'H NMR (in CDCly): & [ppm]
31, RF t= 3.16 min, m/z= 335 [M+1]
y l 0
N
S/
32. DFyF ( . t= 3.12 min, mfz= 313 [M+1]
N
ssl
S/
33. 3; r, "H NMR (in CDCly): 8 [ppm] =
0 N_<°_ 1.04 {t, 3H),1.20 {t, 3H), 1.89
\)\l (m, 1H), 2.10 (m, 1H), 3.41
s (m, 1H), 4.22 (m, 1H), 6.68 (t,
1H), 7.19 (t, 1H), 7.57 {t, 1H),
7.75(d, 1H)
34, F)/F ( . t= 3.12 min, m/z= 349 [M+1]
N
TN
S’N
35. L o t= 2.95 min, mfz= 335
a NJ% [M+23]
o
e
o0 :
36. o \NJ/O\/ t= 2.63 min, m/z= 251 [M+1]
s
S/
37. N t= 2.95 min, m/z= 299 [M+1]
N
& O
S/
38. PN 9 'H NMR (in CDCls): 3 [ppm] =
(0]
N’Ak<7 0.50 (m, 1H), 0.61 (m, 1H),
\/N 1.02 (m, 2H), 3.30 (s, 3H),
s 3.92 (s, 3H), .72 (d, 1H),
7.48 (m, 2H)
39. N ’z/\ t= 2.90 min, m/z= 265 [M+1]
\N
S/
40, ( o t= 3.17 min, m/z= 313 [M+1]
O/
N
O
s _
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EETOEE

NR=x7] LT HPLC-MS (t= FREERXI(E
==y Fo [°C] 'H NMR (in CDCls): & [ppm]
41, < 0 t= 3.07 min, m/z= 277 [M+1]
o 4%
N
N
S
42. ( o t= 2.89 min, m/z= 265 [M+1]
o~ Nf&/
J
43, < o = 3.12 min, m/z= 279 [M+1]
o7 N/(//
P8
S/
44, /JF\ 189-192 = 2.32 min, m/z= 335 [M+1]
o N:S<:]
EN
é?*o
45. i t= 2.00 min, m/z= 309 [M+1]
o N=g
N
XN
c/f*‘o
46. /E\ 188-192  |t= 2.35 min, m/z= 353 [M+1]
F o sti::?
XN
70
0
47. j\ >_ 112-113 t= 2.75 min, mfz= 365 [M+1]
F o] N=S
\,N >—
0
o
48. : t= 2.27 min, m/z= 303 [M+1]
of ;é::) ‘
CEQ
/S‘{":O
O/
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L& EEDEE T HPLC-MS (t= REFERE)X
it Fo [°C] "H NMR (in CDCly): 5 [ppm]
49. / 95-97
N
\,N
s
50. t= 1.80 min, m/z= 271 [M+1]
. n=S
\/N
S
o1. F t= 2.04 min, m/z= 303 [M+1]

A ’

N/
LS
S/
92. oj\F | t= 1.90 min, m/z= 277 [M+1]
N
\/N
93, £ . t= 2.44 min, m/z= 351 [M+1]
~ Ao X0 ’
\/N
g
Q, — F —
54, o N’—‘\\SO t= 2.35 min, m/z= 319 [M+1]
\(N
70
0 30
5b. t= 2.49 min, m/z= 303 [M+1]
56. t= 2.74 min, m/z= 317 [M+1]
57. t= 3.03 min, mfz= 370 [M+1]
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=% L&D EE g HPLC-MS (t= BEFEFR)XE
EhEH Fo [°C] 'H NMR (in CDCly): & [ppm]
58. tré 3.26 min, m/z= 384 [M+1]
59. t= 2.39 min, m/z= 271 [M+1]
60. 141-143°C

61. t= 2.97 min, m/z= 301 [M+1]
62. t= 3.06 min, m/z= 271 [M+1]
63. tr:_ 3.35 min, mfz= 325 [M+1]
64. t= 2.95 min, m/z= 284 [M+1]
65. t= 2.34 min, m/z= 270 [M+1]
66. t= 3.17 min, mfz= 368 [M+1]
67. t= 2.97 min, m/z= 354 [M+1]
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&% LEHoEE HPLC-MS (= EREFE) XX
S 'H NMR (in CDCly): 8 [ppm]
68. cl t= 2.88 min, m/z= 334 [M+1]
/ N
<N
N
0
o
S/
69. cl t= 2.97 min, m/z= 338 [M+1]
Iy
o Ny
0
Y
SI
70. cl t= 3.23 min, m/z= 352 [M+1]
7w '
cl <N
0
A\
N
S
71. t= 3.23 min, m/z= 382 [M+1]
72. t= 3.31 min, m/z= 386 [M+1]
73. ol t= 3.11 min, m/z= 348 [M+1]
[ Su
s
0
A\
N
S
74. 8r t= 3.2 min, m/z= 470 [M+1]
o. A }N
¢t § N
O
O C
5
Ooooo0oao
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&% EEMOEE AR HPLC-MS (t= FREHE)X X
EhE 5 Fo [°C] 'H NMR (in CDClis): & [ppm]
73, F F t= 3.5 min, m/z= 458 [M+1]
F
o M Y
o g N
esiog
s &
76, F}/F t= 2.49 min, mfz= 303 [M+1]
|0
Gt
0
e
S
7. F t= 2.74 min, m/z= 317 [M+1]
BN
N
0
S
78. F t= 3.49 min, m/z= 490 [M+1]
F——F
F SN
BN
N N/ N
0 =
8
79. F>/F o t= 2.81 min, m/z= 356 [M+1]
O
80. F t= 3.66 min, m/z= 504 [M+1]
F——F
F =N
ot L
N N/ N
0 —
ssh
S
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=37 &3 10t 35 B HPLC-MS (t= REERE) X1
=Sy Fo [°Cl 'H NMR (in CDCl3): & [ppm]
87, F t= 3.83 min, m/z= 518 [M+1]
F——F
82. t= 3.03 min, m/z= 370 [M+1]
83. t= 3.24 min, m/z= 384 [M+1]
84. F 178-179
E F
~N
\_ @
-~ N
@] N o N B
EN
S
85. F 117-120
E F
=N
\_ ¢
AN \
0] N o N P
XN _
S
86. F t= 3.87 min, m/z= 482 [M+1]
F
F
~N
< \ 4
07 Ny VAR
o N__
S
Ooo0o00ooano
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L& ILEYDREE b HPLC-MS (t= {RFErEFRE) X%
ko5 Fp [°CI H NMR (in CDCl3): 8 [ppm]
87. o) t= 2.39 min, m/z= 271 [M+1]
o A
O
N AN
N
rd
3
88. Br t= 3.27 min, m/z= 466 [M+1]
=N
\ & cl
-
0 N
NN N/—‘—
\)N
)
89. Br f= 3.27 min, m/z= 502 [M+1]
/i\ \\}? cl
0" F
N— Nl X
0 o
S
90. F>/F o t= 2.89 min, m/z= 390 [M+1]
a1. F>/F o 141-143
o
N
N
o C
S
FLF
92. Br t= 3.42 min, mfz= 516 [M+1]
;E\ \\}F cl
o F |
N N/ AN
o =
S
93. F>/F o t= 2.97 min, m/z= 301 [M+1]
0 L—4§_’\\.
S

goooogao
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i A=x7] LEMDEE 2T HPLC-MS (t= REER)X[E
=2 HE A F "H NMR (in CDCls): 3 [ppm]
94. Br "H NMR (in CDCI3): d [ppm] =
\\ 3.32 (s, 3H), 3.93 (s, 3H),
PN 5.51 (s, 1H), 6.78 (d, 1H),
O NN 7.40 {m, 1H), 7.49 (m, 2H),
@j& 7.89 (d, 1H), 8.48 (d, 1H)
]
95. t= 2.74 min, m/z= 320 [M+1]
N
o7y X
s
96. t= 2.88 min, m/z= 334 [M+1]
/N
o7 Ny
AN
Crd
S
‘97. t=2.97min, m/z= 338 [M+1]
] N
N
cl N
s
98. t= 3.23 min, m/z= 352 [M+1]
/Y
T
\/N
99. e 7 t= 2.77 min, m/z= 354 [M+1]
F
~ F
o N
S
Ooo0o00ooano
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t&% EEMOEE E Y- HPLC-MS (t= RERR)XIX
£l Fo [°C] 'H NMR (in CDCl): 8 [ppm]
100. t= 3.23 min, m/z= 382 [M+1]
101. F t= 2.69 min, mfz= 358 [M+1]
F 7\
N
F ——
o N
O
S
102. F t= 3.31 min, m/z= 386 [M+1]
103. Cl t= 3.11 min, m/z= 348 [M+1]
J “n
o~ <N
0]
\/N
S
104. Cl t= 2.67 min, m/z= 324 [M+1]
Y
105. t= 3.00 min, m/z= 368 [M+1]
OoooO00Ooaod

10

20

30

40

50



(111)

JP 2010-516724 A 2010.5.20

=% E&MDEE Bl HPLC-MS (t= {&¥FEFRE) X &
=Syt Fp [°C] 'H NMR (in CDCly): d [ppm]
106. F t= 3.07 min, mfz= 372 [M+1]
F 72\
N
F —
o}
i“
s
107. F FF t= 3.04 min, m/z= 358 [M+1]
Y
cl N
o
S
108. F E t= 3.31 min, m/z= 372 [M+1]
I N
o Oy
s
109. F F . t= 3.06 min, mfz= 372 [M+1]
/N
110. t= 2.63 min, m/z= 304 [M+1]
111. Cl 1= 2.94 min, m/z= 324 [M+1]
/N
N
0
jon’
4
Cl S
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=27 LEMDEE Bhe HPLC-MS (t= BERER) XX
== 4R Fp [°C] 'H NMR (in CDCly): & [ppm]
112, Cl t= 2.87 min, m/z= 309 [M+1]
Y
F N
o
\,N
S
113. F = 3.28 min, m/z= 438 [M+1]
E F
=N
\ Y
N
N o No =
iN
S
114. t= 3.51 min, m/z= 458 [M+1]
115. t= 3.12 min, m/z= 392 [M+1]
116. t= 3.33 min, m/z= 392 [M+1]
117. f= 3.09 min, m/z= 372 [M+1]
118. F F t= 3.20 min, m/z= 315 [M+1]
.ijf K:éi’_\\
N
S
oooooaQ
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&Y LEDDEE Ak HPLC-MS (t= fRiFmE]) X 1E
SR e F, [°C] "H NMR (in CDCls): 8 [ppm]
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