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S
Ar RoR 6-&-3-IkiE & -~ 6-@A-3-LEE - 6-&-5-5F -3-ML1E
£~ 6-R-3-UEIEEE  2-8-S-HE IR -
RIZREETF P E -

YEREETF -

Rée R RZHEPHE —HFE "HEFE HFE A
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Wi & -

ABEHCEELEYHEEN HRR S 2 L 2R
(1) iRt ey » B BFEE 500ppm W EEE -
0.1mg/ B + MBI R E - 2ug/ £ W B HIE A EE -
SOppm #9 %6V 42 % PR B - 200ppm A % B R T T B A B 9
EE (AW FRBFERERNGZES 30%A E - 50%L0 F -
80%LL L~ 100%) E (2EABHZRABH) - X » #HH
SR 15 Fime 20ug/ MW BRE BREABE 21 Ffox
9 3ppm WEEBRUHETESEB M FEME G BE K
(BHBHR) & -

KERERHEF > EEBLEKR 500ppm (Fl 2] 400ppm -
300ppm ~ 200ppm - 100ppm  50ppm - 30ppm -~ 10ppm -~
Sppm * 3ppm ~ 1.5ppm ~ 1.25ppm + lppm ~ 0.5ppm ) Z =
ETAEBBRELES -

782753-1 -26 -



1554210

THEETRES O BEEKLUEN 0.1mg/iEH (Fl A
0.05mg/8 -~ 0.0lmg/® ~ 0.005mg/# ~ 0.002mg/H ) Z &
EmMBEEHBEEMESR -

FHERAEEY  EESLUER 2ug/€ (FIW 1pg/
£ - 05ug/&E - 02pg/E) CBEMEBHEBEEESE -

R E S BEKLEMN 200ppm (440 100ppm -
50ppm ~ 30ppm ~ 10ppm) CIREMEAHEEMEE -

EREBEYT  EESUMEMN 20pg/8 (F 0 10pg/
B~ Sug/®E ~ 2pg/® -~ lpg/E - 0.5pg/mE -~ 0.lpg/HE
0.05pg/E ~ 0.03ug/E ~ 0.0lpg/EH ) ZREME ST BT
T -

KBRHCHLEYWHERBOHRINBHRE 1~5-
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(1]

RETan Ar RI R2 R3 R4
1 w H CN CH2CH2 SCH3
2 0] H CN CH2CH2 SCH2CH3
3 m H CN CH2CH2 SCH2CH2CH3
4 [4)) H CN CH2CH2CH2 H
5 [49) H CN CH2CH2CH2 SCH3
6 (€3] H CN CH2CH2 SCSSCH3
7 M H CN CH2CH2 SCSSCH2CH3
8 ) H CN CH2CH2 SCSSCH2CH2CH3
9 m H CN CH2CH2 SCSSCH2CH3
10 (m) H CN CH2CH2 SCSSCH2CH2CH3
11 n H CN CH2CH2 OCH3
12 {0 H CN CH2CH2CH2CH2 H
13 K] H CN CH2 H
14 )] H CN CH2CH2 H
15 D H CN CH(CH3)CH2 H
18 {)] H CN CH2CH2 N(CH3)2
12 D H CN CH2 )]
18 {1) Me - CN CH2CH2 H
19 [{19) H CN CH2CH? H
20 { H COMs CH2CH2 H
21 {1 H COCF3 CH2CH2 H
22 (1] H COCMe CH2CH2 H
23 {mn H CN CH2CH2 SCH3
24 (1] H COMe CH2CH2 SCH3
25 0 H COOPh CH2CH2 SCH3
26 n H S00PH CH2CH2 SCH3
27 0] H COOMe CH2CH2 SCH3
28 (1] H SO0OMe CH2CH2 SCH3
29 (n H CHO CH2CH2 SCH3
30 {0 H COPh CH2CH2 SCH3
31 {n H COCF3 CH2CH2 SCH3
32 () H CN CH2CH2 SCH2CH3
33 {1 H PO(0C2H5)2 CH2CH2 SCH3
34 (1) H COCCiI3 CH2CH2 SCH3
35 _phenyl H CN CH2CH2 H
36 3-pyridyl H CN CH2CH2 H
37 4—chlorophenyl H CN CH2CH2 H
38 phenyl H CN CHZ phenv
39 phonyl H GOMe CH2CH2 H
40 phenyl H COOMe CH2CH2 H
41 3-thienyl H CN CH2CH2 H
42 [{0) H CN CH2C=C H
43 (4] H CN CH2CH=CH H
44 (1] H CN CH2 phenyl
45 3-cyanophenyl H CN CH2CH2 H
46 6-triflucremethyl-3-pyridyl | H CN CH2CH2 H
47 6-trifluaromethyi-3-pyridyl | H CN CH2CH2 SCH3
48 G-trifluoromethyl-d-pyridyl | H CN CH2CH2 SCH2CH3
48 (0] H CN CH2CH2 §~CH2- (2-furanyl)
50 [(4) H CN CH2CH2 S-CH2-pheny!
51 (1 H CN CH2CH2 SOO0-phenyi
52 n H CN CH2CH2 S-ghenyl
53 n H CN CH2CH2 O-pheny!
54 {5 H CN CH2CH2 NHCOCH3
55 4-chloropheny! H CN CH2 4-chlorophenyl
56 (1Y H CN CH2 COOMe
57 [} H CN CH2CH2 phenyl
58 ()] H CN CHZCH2 CQO-phenyl
59 m H CN CH2 CN
80 )] H CN CH(Me) CN

-28 -
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[3R2].
Xl Ar R1 R2 R3 Ra
81 ) H CN CH2CH2 OCOMe
652 D H CN CH2 SCH3
83 (D H CN CH2CH2 OCOMe
654 (D H CN CH2 SCH3
85 [{1)] H CN CH20H2 COOMe
68 an H CN CH2 cyclopropyl
67 an H CN CH(Me)CH SCH3
68 i H CN 2-thiiranylene H
69 i) H CN 2-oxyranylen H
70 n R CN CH2CH2 COOMe
71 1)) H CN CH2 cyclopropyl
72 5.8~-dichloro—~3-pyridyl H CN CHZCH2 SCH3
73 1) Me GN CH2CH2 SCH3
74 an H CN CH2CH2 SCH3J
75 (n H CN CH2CH2 SCH2CH3
76 1) H CN J-tetrahydrothiophenylene H
1 (1) H CN CH(Me)CH SCH3
78 6-fluoro-3-pyridyl H CN CH2CH2 SCH3
79 6-chlora-5—~fluoro-3-pyridyl| H CN CH2CH2 SCHA
80 8-chloro~5~fluoro-3—pyridyi{ H CN CH2CH2 H
81 N H CQOCF3 CH2CHF H
82 n H CN CH2CHF H
83 (1 H CN CH2 ()
84 [0} H CN CH2CH2 OTs
85 (I} H CN CH2CH2 SCSN(Et)CH2Ph
86 (0 H CN CH2CH2 SCSOEt
87 a H CN CH2CH2 SCSOEt
88 ()] H CN CH2CH2 SCSN(Me)CH2Ph
89 [N Me COCF3 CH2CHF H
90 ( H CN CH2CH2 SCSOiPr
91 (I H CN GH2CH2 SCSOnPentyl
82 ( Me CN CH2CHF H
93 ( H CN CH2CH2 SCSOnPr
94 [ H CN CH2CH2 SCSO0nBu
95 (i) H CN CH2CF2 H
96 (K Me COCF3 CH2CF2 H
97 4} H COCF3 CH2CF2 H
S8 ¢} H COCF2C! CH2CF2 H
99 (M H COCCI3 CH2CF2 H
100 [ H CN CH2CH2CH2 OTs
101 ( H CN CH2CH2CH2 SCSOEt
102 (5 H CN CH2CH2CH2 SCSOnPr
103 N H CN CH2CH2CH?2 SCSNIEHICH2Ph
104 [} H SO2CF3 CH2CF2 H
108 H Me COCF3 CH2CH2 H
106 m Me COCF3 CH2CH2CF2 H
107 Q) Me SO2CF3 CH2CH?2 H
108 O] Me S02CF3 CH2CF2 H
109 ) Et COCF3 CH2CF2 "H
110 ) £t S02CF3 CH2GF2 H
in 0] Et COCF3 CH2CH2 H
112 ()] Et SO2CF3 GH2CH2 H
113 . (0] H CN CH2CH2 S-CH2—(2-imidazodyl)
114 6-trifluoromethyi—3-pyridyi | Me S02CF3 CH2CH2 H
115 G-trifluoromethyl-3-pyridy! | Me COCF3 CH2CH2 H
118 [¢1)] Ma S02CF3 CH2CH2 H
117 [{] Me S02CF3 CH2CF2 H
118 (11 Et COCFJ CH2CF2 H
119 4[] H CN CH2CH=CH H
120 (1 H CN CH2C=C H
782753-1 -29-
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[5%3]

782753-1

EER Ar R1 R2 R3 R4
121 an H CN CH2 H
122 (n H CN CH2CH2CH2 H
123 ()] Et SO2CF3 CH2CF2 H
124 2-pyridyl Me SQ2CF3 CH2CH2 H
125 () Et SO2CF3 CH2CF2 H
128 {(I) Et COCF3 CH2CH2 H
127 (o) Et S02CF3 CH2CH2 H
128 ()] H S02CF3 CH2C=C H
129 ()] H S02CF3 CH2 CN
130 4-triflucromethyl-3—pyridyl | H COCF3 CH2CH2 H
131 6-triflucromethyl-3-pyridyl | H S02CF3 CH2CH2 H
132 4-pyridyl Me COCF3 CH2CH2 H
133 J~pyridyl Mea COCF3 CH2CH?2 H
134 2-pyridyl Me " COCF3 CH2CH2 H
135 D H SQO2CF3 CH2 H
136 (1) H CN CH2CH2 OTs
137 (m H CN CH2CH2 SCSOEt
138 (m H CN CH2CH2 SCSN(CH2Ph)EL
139 © H CN CH2CH2 S(=0)0Ph
140 0 H S02CF3 CH2CH2CH2 H
141 1) H SO2CF3 CH2CH2CH2CH2Z H
142 n H SO2CF3 CH2CHZ SOOFPh
143 n H SOQ2CF3 CH2CH2 OPh
144 m H S02CF3 CH2CH2 H
145 m H S02CF3 CH2CH2CH2 H
148 (8] H S02CF3 CH2CH=CH H
147 n H S02CF3 CH2 Ph
148 4-fluoro-3—pyridyl H CN CH2CH2 H
149 4-bromo—3-pyridyl H CN CH2CH2 H
150 Kl H SO02CF3 GCH2CH2 NMe2
151 0} Me SO2CF3 CH2CH2 NMe2
152 il H SQ2CF3 CH2CH2G=C H
153 3-chloro~4-pyridy! H CN CH2CH2 H
154 J-chloro—2-pyridyl H CN CH2CH2 H
155 ) H SO2CF3 CH2CH2 OCH3
158 (D H SO2CF3 CH2CH2 OCH3
157 6-chloro-3-pyridazy! H GCOCF3 CH2CH2 H
168 3.5~dichloropheny| H CN CH2CH2 H
159 o)) H S02CF3 CH2CH2 CN
180 D H S02CF3 GH2 COOMe
161 {1) H S02CF3 ON2 COCH
182 4—fluoraphenyl H SO2CF3 CH2CH2 OCH3
163 an H S02CF3 CH2 CN
184 4~methylphenyl H S02CF3 CH2CH2 QCH3
165 6—trifluoromethyl-3-pyridyl | H SQ2CF3 CH2 CN
168 2-pyridyl H S02CF3 CH2CH2 ‘OCH3
167 §—chloro-5—fluoro—3—pyridyl| H SO2CF3 CH2 CN
168 3-pyridyl H S02CF3 CH2CH2 QOCH3
169 4—-pyridyl H SQ2CF3 CH2CH2 OCH3
170 )] Me SO2CF3 CH2 CN
171 [{)] Ms SO2CF3 CHIC=C H
172 an H SQ2CF3 CHIC=C H
173 6—fluaro—J-pyridyl H SQ2CF3 CH2CH2 QCH3
174 6~bromo—3—pyridyl H SO2CF) CH2CH2 QCH3
1725 3,5-dichlorophenyl Me COCF3 CH2CH2 H
176 3,5-dichloropheny! H COCF3 CH2CH2 H
177 pheny! H SO2CF3 CH2CH2 H
178 (1) H SO2CH2CF3 CH2CH? H
179 a H SO2CH2CF3 CH2C=C H
180 J-chlorophenyl H S02CF3 ] CH2CH2 H
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[R4]
S YE Ar R1 R2 R3 R4
181 4-chlorophenyt H SO2CF3 CH2CH2 H
182 3-cyanophany! H SO2CF3 CH2CH2 H
183 4-nitrophenyl H SO2CF) CH2CH2 H
184 3,5-dichlorophenyl H SOZCF3 CH2C=C H
185 4-methylphenyl H SO2CF3 CH2CH2 H
186 4-cyanopheny| H SO2ZCF3 CH2CH2 H
187 4-methoxyphenyl H SO2CF3 CH2CH2 H
188 4—flucrophenyl H SO2CF3 CH2CH2 H
189 3.5-dibromophenyi H SO2CF3 CH2CH2 H
130 4~bromophenyl H SOQ20F3 CH2CH2 H
191 3.5-dimethyliphenyl H SQ2CF3 CH2CH2 H
192 3=nitro-phenyl H SO2CF3 CH2CH2 H
193 2.4-dibromopheny! H SO2CF3 CH2CH2 H
194 3-nitro-5-bromophenyt H SO2CF3 CH2CH2 H
195 3,5-bistrifluvoromethylphenyl] H SO2CF3 CH2CH2 H
‘ 196 D H CN CH2CH2 SCSSCH2CO0CH3
197 an Ma CN CH2CH2 SCSSCH2CH2CH3
198 [te] H CN CH2CH2 SCSSCH20Me
199 18] H CN CH2CH2 SCSSCH2SMe
SCSSCH2C0-(4-
200 (0] H CN CH2CH2 methylphenyl)
204 3—tetrohydrofuranyl H CN CH2CH2 H
202 3-tetrohydrofuranyl H CN CH2CH?2 SMe
203 (1 H COPh CH2CH2 H
204 (3 H COCH2CH3 CF2 H
205 (1 H CONH2 CH2CH2 H
208 (1} H CONHMe CH2CH2 H
207 (1N H CONMea2 CH2CH2 H
208 (L H NO2 CH2CH2 H
209 (I H COCCIF2 CH2CH2 H
210 (I H CN phenylens H
211 (1 Me SO2CF3 CH?2 H
245 [N H COMe CH2 CN
248 (I, H COCF3 CH2 CN
(1) : 6-chlcro~3-pyridyl
(11): 5-chloro—-3—thiazolyl
-31-

782753-1

[y



1554210

[35]
femms A RI Rde Y
212 n H CF3 H
213 an H CF3 H
214 0 H OCH3 H
215 (1) H CF3 5—-Cl
216 ( - H CF3 5F
217 0)] H CF3 4-Cl
218 (m H CF3 5-Ci
219 (m H CF3 5-F
220 {m H CF3 4-Cl
221 D H CF3 3-Me
222 I H CF3 4-Me
223 (1) H CF3 5-Me
224 phenyl H CF3a H
225 4—chlorophanyl H CFJ H
226 3-pyridyl H CF3 H
227 6-chloro—5—fluoro~3—pyridy| H CF3 H
228 6~trifluoromethyl-3—pyridy! H CF3 H
229 6—fluoro—3-pyridyl H CF3 H
230 5.6-dichloro—3—pyridyl H CF3 H
231 G§-bromo—3-pyridy| H CF3 H
232 ® H CF3 4-F
233 €D H CF3 3-F
234 1)} H CHCI2 H
235 ) H CCI3 H
236 0] H CH2cClI H
237 (0] Me CF3 H
238 {1 H CHF2 H
- 239 {1 H CF2Cl H
240 0] H CHCIBr H
241 (3] H CHBr2 H
242 I H CF2CF3 H
243 2—chloro—5—-pyrimidiny! H CF3 H
244 (I H CH2Br H

REZLAEDDTHRARZEK S P A ECEHD
EWHRS 212 N- (1- C (6-&MEmE-3-F ) BHE ) ME-
2 (1H) -5i &) -222-ZR MM -

k& ma 227 N-(1- C (6-&-5-@WnE-3-F ) HE)
Mewg-2 (1H) -EE & ) -2,2,2- =% ZBEfIZ -
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2 104142934 5% KB 1054 4 5 26 HZ1E

CEWHmPFE 229 N- (1- ( (6-FMbrE-3-2) FE) MhnE-
2 (1H) -TEH ) -222-ZH Z B B% -
CEWHmPE 231 N- (1- ( (6-BMEnE-3-2) FHE) M-
2 (1H) -BEH ) -222-Z & Z B % -
LEWHESE 237 N- (1- (1- (6-@ME-3-%) Z %) 0
-2 (1H) -T% ) -2,2,2-= % Z kg -
HEWRPE 238 N- (1- ( (6-@MnE-3-2 ) P HE) -
@ 2(1H) THE) 22-ZHZEK -

HEWHERE 239 2-8-N- (1- ( (6-&MLrE-3-% ) FH&E)
MhoE-2 (1H) -EE&E ) -2,2-Z % Z B % -
CEWHFSE 242 N- (1- ( (6-FMEIE-3-% ) FHE) Hhuz-
2 (1H) -EE % ) -2,2,3,3,3-A & W B % -
CEWMmPE 243 1 N- (1- ( (2-|MEDE-5S-2£ ) FHEH) -
2 (1H) -TE¥E ) 222-ZH Z Bl -

B4 > & S PRBCAAWES 212 N- (1- ( (6-

@ zmwr3®) FE) ME-2 (1H) -HHE) 22,2-Z/2

BENYERAOTHRL ERERDEE > EF—LEFTX
B TR |

(a) MR X HEHD > TELRTHRBERA (20) L
BHmefmkE -

EEA  8.6X0.2°~ 14.210.2° ~ 17.5+0.2° ~ 18.3%£0.2° -
19.7£0.2° ~ 22.320.2° ~ 30.920.2° ~ 35.3%0.2°

(b)) FEREHREDN (DSC) b > EBRBY S
155~158°C -
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% 104142934 &5 RE 1054 4 A 26 HEIE
2824 1 BUAKENX () IRZEAXFHALSIH

HEEYHER > HEEAHPBRROBREZPE - 20T AT
| [

EEZELLWESSTE UBL G @#BPEFRE (-
PFERER  "EE - & En  DERE - HEEE -
A - BEE - fBiES (W E) C BES - RiE
B~ K - BB RXEHEBE S (Agrotis spp) ~ E
kT WM B F & ( Helicoverpa spp) -~ 1% % & B & &
( Heliothis spp) &) ~ @ EEF& (6120 hixr - &
- 58 ZkTsE - -HmEY - BEeEY D E 8
EERY - KkEYT - XEWEREY - NEYT - B2 -
R - RERY - WU &H - LERY  ERXR®BYHY - &
M - KB WY F <« 1 5 2 ( Aphididae » Adelgidae -
Phylloxeridae) - BERAHE - R/ HEEF CEEE - H
wR#x - BORLE  OERBFIRZE BEH - FHE
B - JHE - AEMMBEFCEE  REVS  REW L -
BEM&E LW EEME (Aleyrodidae) ~ R K ¥ 5k & -
HED T&&E  FENMES  AENMFERRFZNRBE
( Diaspididae -~ Margarodidae - Ortheziidae -+ Aclerdiae -
Dactylopiidae - Kerridae - Pseudococcidae - Coccidae -~

Eriococcidae -  Asterolecaniidae - Beesonidae
Lecanodiaspididae + Cerococcidae % ) - 8@ EH =& (I
e KBAKRKRERGR - HREREEH - KEMHSHE - BHEXRE
@ EAOEARE  FHFASE AFNESE - FHIE
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TRER PENZSTEH  MHMERS  RUHE X
4AEE) - BAHE (Pl ZHEWNR WHEEMN - HEE
mE)  EKEHUHEZ (0 BEEZEBEHE) EZBEH
(B0 - 8&%E) - EHBEHE&H (BP0 KIEE - &EWE
F) #ZAHETER (0 FHREE MHEEHEFE)
EwEHFEERS (B0 RERS  RERZ  BEMHR
B-mRMREF) F o

® BYETAMEERTE > UEL C  MEE (FIWNE X
Mmmed - BEFEFDE - FmE - &8 LKA DS -
R EmME - XM ARE - WRME - BFOHE - RAMN
M BERRmE EmEE - IEES - EEENELZ 2
BEOLW - -MFEE - RHNEZ REZ KREBEM)
Mig#E (P10 F&/Mdm ~ RKMdm) ~ BEEHE (HlW X
EEWH- - HEEE) - RWE (W FR&E) - FAES
H (W SEEAER  REFEH) - Sd@mE (4

® m’%ﬂ%)‘%&ﬂ%ﬁ‘ﬁ%ﬁ(%m’%ﬂ%~ﬁ
A ) ~EHE (PlW ZFE&E - R&EsE) - BE (4
m EmEAE -HERE BE) ~-PadE (/0 X
P~ #HEPz) - BAE (Bl AR K& - FHEAEA - A
A FH KB ) c FUEHE - 4EE - FEE - BEE -
B (Bl Bo) - WKW - 08 - BEE (6
HAEE S REER) - ZFBE (PIW FRE) - &
HMEE- - BHE WE EZRE - NEZRE - REHE
(flan > EpzaiE - a8 BEHEE (flW 8% 8

782753-1 -35-
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EEHS)  EELHE ZEHAE (FO B8 EXE
MBS WA  BRE-SBSE (Fa - BiE
B) WBEE (flm BEFEES BES BES - R
& WEHR)  KHEASE (flm EEARE - K
WOH WEHE HEKESR AODESS  HIH -
EH) c MKRBE (FN RHERS  HERHKKS T
MRS BEMMARS)  THRE KERHEE (flo R
WH-EEHR))  BRBE (FlM BAEMBES - A
E) - WEAE BRE (flm HEE (Sl 2KH
EiES) cEEE (fim REES) )  ESHES -
HEEH BLES FREEZH FRALEERZE
EESSE  UBE BE (FM GREE - REX
) -~ EEE (Bl BEHERE - HAEWK - EEE
WD) A EEAE (Bl EBAEM) - M (M R -
BRBIME - meBE - R BEE) - WE - BBUE -
BEERES (fi BASEH ABEXHE BHAK
HRECBE) HEREZHZEHY (FlM - RERE -
HEREEWN - FBHRSE)  SLYEHES (Flm KE) - %
REMCEEHY (fim BEHE WESE  ERE
H)  WKECHEHY (Fl AESW%) - w3 H
BE& (fl EFR)  BEBZEHZ®HY (Hl0 - 8%
MBS  EWERS (fl HAHE) BAERS
(flan > BEE)  FHERS (P %288 X
*XBBH AREE BREE EAS AUE B

M

=

7827531 - 36 -
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£ BEa BER4E) BEES (HIUN EHRE - X
BE) FAE LSEES (PN EXAS - EZWE
HES SBE%)  SRE (fIL Ba) % -
hErd BRABECEEEYBRBNNAE &
EMEHEEEA  SYWEETS SUHEA S@oe
B OWMUETA BUTLEEIBERELE - AMGKRA
(BT - N BB - B B BRE - B
® GRME - EERR - BRWE  ARMAKE - WE - HE
EHE - BARA - KAKSAR ZH  EAMBER
HRBFRIHELNEL | HAE)  FLESLHAE
fOWMEUETH MBS SESRENE- ZERH -
F Ut - AR R M AT A MGG A S E o e
PIMEEEEEAl  BUNSTERB B - BWH S
FEBHEB - BEEANGEE - BOEAL LA
B-EHMAEREANEE  XEEANLNL  ORES
@ EZETARAN BUABTLAVEN BUABETE
215 % B -
ABETEEEMBHER  EULER (D) Firz
EmEA - TR R R T LA
EABEEEA NG ANBEZE RS LBE - B
HEEOEBAER WEBRAE SBRER REE
P - 5 BB R H 60 BB R B BR S T L SL Bl -
B B KB - WEERE  BDE - A - SH -
WE - REE - BB IS S A R

ik
al
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EAEESE TSSMES - BEL - Bt B
T OWEL - EE - BB BERES

W S AN O 2 SRS
BEE - RNE PEZER BOFZCEE- n-o kK
B BHECESRRE T CFE FEESE Y
EEBISE  CZER - CEBEE - A2 R
B ZERS YRS 2B BERABSCEE - —FEF
M CHEZMEESCBRMEE ADH - MEBSZ
R A - T T - K

X GEREESE > UEM LPG. R - A& - W
MR —HERSZ -

BRI - A8k - BN E S 2 FOE S A R 8B
HE o TEAANEERBEE RE (FE) BB @
B OREMERE (FE) BE - STEEE - AE % H
B

W EMEMRE WA FE o WA G
FEMEE  FMENAE B2  BEERES

P s REENEE - SRBERWEDE > THRE
T % BB R -

PRBEG AR N AR L ESRE  BY
ELBS 1~75 BER% - EWHFH 0325 BE% - &
KEBIhE 1~90 BE% - ZER B S 0.5~10 & E% -

PBR (1) FRshe?y  alE28E 0 R
S EHEMEEAY BB RSN TEANEE R

Ul'
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2 Y  EYEHE® (plant propagation materials ;
m-EF  EYEER RSP CRFIHEYKSEEY
F)  TE BRRBYIIZER BRRESCEHEEE
EURLEAMEEZEANEMEE - JEANEDY > &
=EZRNEHEY -

LECEARITNEBRAZIMRERET -

FRHIRELUAKER (le) iIRZUEWEFE KA - LU

® REZFHREMEEEYLERZIRESE »H HEHARFEELAE XK
EEARAEYCETF R K KRR -BRE -BHF
LTEY - $HEEY 18 BREABICER - BRARE
FTCEREBRERCHEELINE R UBREBITEREY
MR MELUBBEEELEY -
tHBBRHBSEREWZETFT R - XK - RBRIR
B G  BRTENRESN TEH  EFAFBEEZERBRITT I
BEREHRE REREE BHRE -BHKE KRTE - B
@ E- KEESF-

ERETHK @EHRHETEH JREMONEESE  BK
o BERE R BRE - KEE - EEXE - - BEER
BREEBTEENRERRVERRFPCTE W RERBEHE
BB FELRERNZEZZH RE > LMEEDKREE
MEREERBKNEBEFCRODRE XERHREBRERN
BHERABEBETFTREETEMNCERE BHEFERTET
W cRif&kE - & AIRBHERE FHEEBERE —#£—
EBR/N-EBRETBANAZE  REXYWHPEAEEF
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DRBCRBRNE ERSTEBJNCEEREFERETLZ
EEE EEHAFSAURRBACERREE T E X
% o

BRARERBFIEVASEEDRK > HTHEBREEZ ®E
KEE | SBO0NEE MARBEF®R BLEHBHFR B
TEr > MEURELEFEEY -

X BHAREYF R -HE RRIXREEFER > A
BHBEETF R -HE HRRIXREFEROSONEMT L
ERREBEUEERREETEEYEN  UFEEXRE
MEMAEREBEE  DRERSR ZEYCEBEREFINHEK
EHRBEFRBEERENT - EREBRTHETE - I EF
BIRZE > Bla0 - AT 1 /hNRFDLE - X > BRERBITHERE S
H o B0 5~457C -

FERETBECERSE TR TR URSHLER R
HAEEMcHBE AZSHAEMEELEYHEEREZIESE B
MEIFERARNLEPR LR E  KENITEBASGELGE
RES®A  F BERERNERSE b MAEEES
RENEREOHZECRERBUAZEBEHRE LET B
B E A

XN GEAPACKBETERLSFABTHALEGT Y H
BILRZEFHUHEMEELEYH BRI CREGRENBREETRN
TEPREHAE TREMNOLEBEA S & -

ARNERREHFBEEEZ KB RE RBYH - NFT
( Nutrient Film Technique) ~ S##HEF B 25 & &£ H

782753-1 -40 -
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HRIERPNBRERRERMAFIVEBERE CH IEIHER
ZHNEYIHBERZFEEMEELEDLBE CEE B
EFTRHESEACALIEELIREEEAALI®2EZE
B e E - |
X Ed@BAITES X (I ZLEYHEE - 5
L (le) TUEVREBZERE  RMEAEREBRT IR
o RO (1) KK (le) ThhEVITRERERBRTEEY
® BRESHWEBE -
L EREHTEZEMEYCHE  HEBAHRZIEHE
k& REREBTHIEVRE  BEEXREEREH
cEBHMARETR XN (1) ke HE - HA
(Ie) CULEYHREBERNE  TREET 10kg BKRESEF
H 1g~10kg > EEF 10g~1lkg- X » AR L #EE > X (1)
zmA%%Am‘ﬁﬁ(k)Zké%ﬁﬁ%%%’ﬁﬁ
Tt 10 SNEK > WER 0.1g~10kg» BER Ig~lkg- [
@ ENEVIERRE > AZRX (D ZASYRHEE - &
A (le) ChEYHREEWNE  HBEEH 10 208K > &
£/ 0.1g~10kg - EER lg~lkg ETTRERH -
EARBHCEETLEYN BB RS YT EMEET AL B
B RAURAE - 28  REOER - EEH - wREH -
e - ERE - MEAE BB BER - SEH - @
EEE - BERE - FLER - SRR - BB - BER - E
EE - sEmEEEFREMS  HPDURE  RAOEBHREEERS
Bl £ -

782753-1 -41 -
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WHEIR  JREE S ERE - &ROMAE - oEE B
BT E R - BEE - BELE  RER - EHASZIHKAE
eSS LtHEE-—SERE-—ROERPRE - AR
k- o8 BEMBSIAEEER G E B> 74
FAiReE REBERE (FE) RE - REZHEHEER
NERE REIHEVHERE =s4BE KEFEBRR
BB o BB A WEMIMERER AR ZHEE A
BEWEY  BE - -aRKBEEED>TF - BENE - &R
MEAEH > WEFaOEW - RZ2-EBEEF - BREMAESTH
TRFNHES  HE RAEBEE - WIUBEEBESE S %
EE AE > WEAMERRIFLA L A (BHT - BHA
)  BEANELE (ZFXEEE)  BHRERITANLH
% REBHH TBHMBBEZEETBRFER  HE
RLZEEMIER  HREZETERVERE HEEZR
EHmTHES  LBZER - - FEBEMEE - 2808 KB
BOREEMSEEBHEAXEEHERN AUHFE—FT S
EEH  EREE  AXBHIEEFELYLG BB B Z A KK
STHEE ERBEFBEBELIVTSEERRH -

AUAMIERcEE I E > TREGIMFEREEE
(RS AEE) - FTEESAHEE SHRIEKBE - B
BEls - BEWH  WEH - K- -FEF > FLAR - KREA -
MELHE - FR B BABRREFTRTHEEFEMNS
HEBEAKEEGER - LB A E - B 260 a0 8E BB WL
IER -  REZBHER  BEFRRELESFT  FEYL
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FELEVVBRFTZIEREAIBEE  ERALFHE — &L
0.5~70 EE%EE -

BEE - ARBNKER > DHEAZBHIEBRYPZER
ERoREEMMES  LHEBRBBERXEY B BEFELZ
BHERS FANABERREFCHEABRR/KEESH @ &
TEmMATEEA -

EHBLAREKRETFAER ETHB ST SEHL WA

® DoZABAREMBEFRIASPVERGEHE - THNAR
EHBCEEIE > WRELHHEWE  TEETBREFEE -
NEERENEEMRN _BECEVNBRTEDFZE - N-H
EMEER - HHETFRBRCAEREE AZHCEEFE
MBBEBRFTZERRDOSE  HEREHB N —KU
0.0I1~10 EE%E & -

AR RBERCER T > TR UKL IHER
REY REEZFRES WKLFECEML THRFEMRH

@ MAF_HEREE EBE_REE BHERERFITER - -R®
ZEMPTERERERER TR > WTEHHAOHRE - HHEK
B - MBREEFRTFUKRE  -BFE > REEE G - -
HEFITRR FAAFRSYAEE YA & E

HEHACEBTE TRLEYERFEUME (/A
Y IKBILBY IABRY ELTBRHECR
B BRODE  EFE KEZIEE HH- X5
B DEARBSTALTRE WP ARSI HY
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MR BSEERSEE) AU ESTEYHEBRSH
ERETHWEE HEHREEB—KRLELL 0.0001~90 EE%E
oo

ABHIBHEEYHEER > 75 A3 B QOB E S m =
FTEERABYWCEARN B TFIHEAHAGYZIERN Z B K
My MEUNBBEEFLEY X HRUBHIFZESZ R
A-TFE - -BHZBHA NI R FBRHZCEE LYY B E
ETHEAMBEEETEY -

ABHCEEFEYVI BRI AT EZFERH > HERE K
mef Ak ~ MR ZER  WECHRER - #Hik -8 - HF
SEHMBEWRBER -

XN KBACZCHELEYHERRITERNEMKZEA
Fam - RELZE - KRES - EYREHFHEGAE - EH8F -
MEBZEEFE > TEHEZREFM (FE 13 K The
British Crop Protection Council # 77 ) = SHIBUYA
INDEX ( % 13 Fg - 2008 %4 - SHIBUYA INDEX
RESEARCH GROUP #1717 ) FELEHE - EERBME » &
BE - KELBNERAEBETE > WTEBEL RE®R
( acephate ) -~ — £ # ( dichlorvos ) -~ EPN - # @
( fenitothion ) ~ 7 W # ( fenamifos ) - ¥ # i
( prothiofos ) ~ i & # ( profenofos ) ~ H I ™
( pyraclofos) -~ BAE #F ZE 48 ( chlorpyrifos-methyl) -~ %k
F] #% ( diazinon ) -~ f§ E # ( fosthiazate ) -~ #7 & &
(imicyafos ) 2 X A B BB E X&YW - W HE

782753-1 : -44 -
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( methomyl ) -~ Wi Bt % ( thiodicarb ) -~ B W =

(aldicarb) -~ BX# B ( oxamyl) -~ % Ff} (propoxur) -~ jll

& #l] (carbaryl) -~ T E B & & ( fenobucarb) -~ Z i B &

( ethiofencarb ) ~ 7% i % ( fenothiocarb ) ~ b o0 &

( pirimicarb ) -~ iO {# ¥ ( carbofuran ) -~ B H =

( benfuracarb ) EF X R £ B BB R tLtEe® - & H

(cartap) ~ Fifp & (thiocyclam) FZWHEBERMTEY -

B % 8k (dicofol) - B R4 (tetradifon) HFZX FHE A R 1
&Y - B %E (permethrin) -~ £ & % E ( tefluthrin)

FE W E (cypermethrin) -~ 3 ¥ 2 ( deltamethrin) -~ F§

Z= ( cyhalothrin ) -~ Z¥ fk | ( fenvalerate ) -~ & fk F

( fluvalinate ) ~ & %% Z ( ethofenprox ) -~ W £ Z¥

( silafluofen ) E Z R @2 H BB R k&8 W - = B &

( diflubenzuron) -~ 1§ f8 B ( teflubenzuron) -~ &H & E

( flufenoxﬁron) - 35 & [E ( chlorfluazuron ) % ¥ X H EE

® EREZRALKEY  BEMRSEFE (methoprene) FZR Y

BMERLEY THHEEIREBEERELEY -BE  H

& AHE > T8 HMASFE (buprofezin) - & %

( hexythiazox ) -~ # B Bt ( amitraz ) -~ 3 3T i

( chlordimeform ) - 2 3% & ( pyridaben )

P4
=

i

fenpyroxymate ) ~ & (K % ( pyrimidifen )

il =
= P OF oYM W
i

(

( tebufenpyrad ) -~ HE % ¥ ( tolfenpyrad )
( fluacrypyrim ) ~ 53 B & ( acequinocyl )
(

oY

cyflumetofen ) ~ & K & ( flubendizmide ) -~ %%

782753-1 -45 -
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ethiprole ) ~ & # B ( fipronil ) ~ Z & K& &
ethoxazole ) ~ B #F B& ( imidacloprid ) - HJAJ:’(:J T
clothianidin ) -~ & # % ( thiamethoxam ) -~ 18 & 5%
acetamiprid ) ~ /% € £ & ( nitenpyram ) -~ B R 5
thiacloprid ) ~ ¥ % ® ( dinotefuran ) -~ JK W =
( pymetrozine ) ~ 4 25 @ ( bifenazate ) -~ Bj Ik ZF
( spirodiclofen ) -~ % H i g ( spiromesifen) -~ & JE %
( flonicamid ) ~ %@ JL J& ( chlorfenapyr ) ~ B #Fl ¥ %5
( pyriproxyfen) -~ 2. 7= ( indoxacarb ) ~ = & F it Bk
( pyridalyl ) = B & #% ( spinosad ) ~ [ BE 7T
( avermectin ) ~ fZ Jk /> ( milbemycin ) ~ £ /b 3 i

NN N NN

( cyenopyrafen ) - Hj & % ( spinetoram ) -~ i ¥l & &%
( pyrifluquinazon) -~ %l 2 % ( chlorantraniliprole ) -~ #
£ B B ( cyantraniliprole ) ~ Bj UK & ( spirotetramat )
Bt tE £ 77 (lepimectin) ~ £ & # ( metaflumizone) -~
i & % ( pyrafluprole) -~ i Fll % ( pyriprole) ~ EF X%
( hydramethylnon) ~ M #F g (triazamate ) -~ F UE & & &
( sulfoxaflor) ~ @ IbHh —EE ( flupyradifurone) -~ H &
A ( flometoquin) - FEHEBRLEY - ZWHWERMLS
Y EBRLALEY RERXRLKLEY =ZBRLEY - B
ZED -

AFHCEZSEYHEE - JRa 8 BT Bl - B&AKE
FEBEAHFCHEYEEZRERXHR -

ARERMBEHACKRERE S E - 7] 2 6 40 5 7 &K

782753-1 -46 -
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( azoxystrobin) -~ 7 I X ( kresoxym-methyl ) -~ = & &
( trifloxystrobin) ~ E & B & ( metominostrobin) -~ f5 X
B & (orysastrobin) FZXHERNGRERLEY - HIKMA
( mepanipyrim ) ~ JK 2 JE ( pyrimethanil ) ~ £ ¥ ¥
cyprodinil ) % Z X B E R &YW - = F 5
triadimefon ) -~ tb % B ( bitertanol ) ~ = & A
triflumizole ) -~ 2 %@ B ( metoconazole ) -~ ¥ T3 ¥
propiconazole ) ~ 4~ % E ( penconazole ) -~ ¥ ¥ 5

cyproconazole ) -~ & ™ E ( tebuconazole ) -~ JE 7
hexaconazole ) ~ Bf # % ( prochloraz ) -~ # #H ¥
simeconazole ) % < ™ R { & % -~ W W &
quinomethionate ) % Z B E W Rtk &% - K & &

( maneb) -~ 8 Z & (zineb) -~ EH 4 ( mancozeb) -~ &
fe 2L B Bk B8 ( polycarbamate) -~ WK & ( propineb) F X
® “THRREEFRERLEY - £ %8 B (diethofencarb) F
Z X E B EAFEEREARALEY - H&ER E X
( chlorothalonil) ~ A& E X ( quintozene ) & Z H #
£ X tEYW - RESH (benomyl) -~ B E Z K F
( thiophanate-methyl) -~ K& ¥ ( carbendazole) F
XKk R LEY - BWEZE ( metalaxyl ) B % Hr
( oxadixyl ) -~ BX Bk Bt % ( ofurase ) K OE L
( benalaxyl ) - B & T ( furalaxyl ) -~ B B &
(cyprofuram ) F X X EMBE RALEY - FaBE K

(
(
(
(
( flusilazole ) ~ B B ™ ( myclobutanil ) - B M E2
(
(
(
(
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( dichlofluanid ) B AL EYW - @ & ( I1II)
( copper hydroxide) - ¥R s Mk $7 ( oxine-copper) =&
HAERLEY - REREEW (hydroxyisoxazole) F Z £ &
WRAEYW - ZZ BB (fosetyl-aluminium) -~ B F 37
fi % ( tolclofos-methyl ) HZ X A B R LEW - F
( captan) ~ & f+ (captafol) -~ WE 3+ (folpet) F Z
N-RHERREERLALEY - H#FBEZE (procymidone) -~ K
% @& ( iprodione) - % % Z ( vinchlozolin) % ¥ = ¥ %
B oi gk 2 tk& W - 8 % E ( flutolanil ) ~ | FH =
( mepronil ) ~ & # tb ( furamepyr ) -~ F & W AL H
( thifluzamide ) ~ B 7 %] ( boscalid ) -~ 0ff & ired
( penthiopyrad ) E X ZEXE LYW RILEYW - T E &
( fenpropimorph) -~ ZFE K 3 8 ( dimethomorph) F Z U Ik
2EW - §8AL=FKFH (fenthin hydroxide) - BB
= XK K % (fenthin acetate) EXERGFRLEYW  TEE
# vk 2 ( fludioxonil) -~ #EK ( fenpiclonil) F v & &
e R &YW - Hfth=F W (tricyclazole) ~ H R E
( pyroquilon) -~ fin & f& ( carpropamid) - € & & E I

( diclocymet ) # & ( fenoxanil ) ~ Z & Hiy

a3
( fthalide ) - B F B ( fluazinam ) = C)
( cymoxanil ) #Z 8 2= ( triforine ) ~ b &
( pyrifenox ) ~ Z¥ ¥ B ( fenarimol ) = 8 IE
( fenpropidin ) -~ X B [ ( pencycuron ) B Kk &5
( ferimzone ) ~ EH B W ( cyazofamid ) ~ E N EH &

782753-1 -48 -



1554210

( iprovalicarb ) - E R E X E & & ( benthiavalicarb-

isopropyl ) ~ T &8 ¥ ( i X E B B ) ( iminoctadin-

albesilate ) -~ & & ( cyflufenamid ) ~ H & 8 &

| ( kasugamycin ) -~ # | gl & ( validamycin ) -~ $# & &
( streptomycin) -~ BRZE K B ( oxolinic-acid) ~ B R &
( tebufloquin) -~ F A KX E W ( probenazole) -~ EEE FH %
( tiadinil) ~ 2 H % (isotianil) & -

(KBHZALEWH G HKE)

(1) UTRAEER (la) frrzttea? > RREBEM
D2 (1) frinztkea®w L # R2(R2 (RE L FE
HER (D) AERBRE) N - kY - BF
EBEFETRIFFEETRENS -

[1E7]
Ar” NR3R,
R (1a)
(K Ar ERTBWALEE  KALMAZ 5-6 B
) 5% 78

R2 RTAHEEMDAIREIREREFIMALZL Cl~6 %2 & &
E KRERS-UTREERETRNAZ Cl~6 SEKEE - i
EHHARERRFNARZ Cl~6 [T EFEBEZE - CONR6RT
(£ > R6-R7T EMHBIL  RAGET - I RERIA
Z Cl~6 &) - RREHTITRLXNREREFNALZ C1~6
O,0-feEBi&aE - & & - FEE - NBE -

782753-1 -49 -

sy



1554210

RAERRABEEZRFIARZ C1~8 g - I RHE
FFHRMRZ C2~8 E  IRMERE FIHMARLZ C2~8 f#
RE - RN CHERE - JRINMAZ 5~6 BERHE _H
% N

R4 ERARERF  -AIRMARZCEE - FRIWAZ 3~8
EWmEHE - MEHKT - ORS - OCORS - OCOORS5 ~
CORS5 -~ COOR5 ~ SR5 ~ SOR5 ~ SO,R5 (fEHt * RS F A
REEWMRZ CI1~C6 k& - FH - FfE) - N-CO-
OR8  N-CO-SR8 - N-CS-OR8 - N-CS-SR8 - N-O-CO-R8§ -
0-CO-R8  O-CO-OR8 - O-CO-SR8 - O-CS-OR8 - 0O-CS-
SR8  S-CS-OR8 -~ S-CS-SR8 - S-CO-OR8 - S-CO-SR8 ( £
> R8 HREKLWMARZ Cl~6 E AR EEITENE -
Cl~4 fiEHEHE -~ Cl~4 [TERE - THHNEHRLE RN
RZ Cl~4 REFNRARAZFEFHE - Cl~4 EKE -
Cl~4 feZ B A FE ) - NROR10 (f£f - R9 - R10 B EHH
oo BRRERETF - URKRMEINMARZ Cl~6 fHE - EL S
TREZRERTFTHNARZ Cl~6 EHE REEXSTRLRKNE
BHFE L Cl~6 fEERESE)

Moo Ar BoR 2,6- & -4-MEER - R2 TRIZEL S
IREEEFNARZ Cl~6 I EHEE - )

[1£8]

A NHRRs (1)

(XFZ Ar~-R3I-R4FEHE LM EMEZENX (I) HEEER

EZ4

782753-1 -50 -



1554210

R2 ZRY  FAY BAHE  RUEHABEBESEL
- oMmEESEENLY EEHESEY  O0-EHE
ARy > RBREF - Z“he B KB - REE - BREE
F O OHEHEME  RUERZEBEEELALY  EFEIER -
FhERERAY EBR_ZER - ZABERE - 7R
LEBEFRE -

EMEFETETRKER @AimE > i ATERAEL
MECHBEBELY  BREANBKRBRAFTIRESE - &4
Tt  EdE A EFLRESBAELY  ZZ2ERKREZE 3
W E Mg - THERERES ZCENAKEFA
E<ZWHEsE -

REBRAEABARUEASREEZBE B ERET -
EREER fl IS FEFEE —FEIEBEESF
CHEEE ZBFECRE CHREDEFCEEE -
AR NaRHEFECRE BRIER BERTERESEZ
BEE - X ZBE HESFZIGFEERE H8B - Z2E-
AEZFCEE WEH  BFEZEFRFIEHE it - F
e - FRFIREHEREE - &8k - &7 &F - Z &
FELRRRE  KFCHRHEEH | ERHEE 2ELULE
H > EHPFUER_RERER - 26K BE - —&F K -

BAEBE -

RFEFEE ] R-80~100C#ETT > ELLH 20~50C 2 & E
ETEBE -
B2 Lt tENX (Ia) 2 R2 BREFSUTRRNER 7

782753-1 -51-



1554210

MR Cl~6 FeEHRER - HREE 2 (1) i
&% - fELL R2'-COOH (7Rt » R2'/ A B i K E F B AX
Z Cl~6 & ) IR ZCARBRER KSR EFETRER

@ -

MKfEEE AE FRAUEF_RCOER —Bom K -~ 1-
ZEZ-(3-“HERERE) R-_BUZERES 2k -
Mok REME -

REFRUFERABERETESE  LUEMR | BEXAEG 2
BUOEGIM —_FEREEK —HEZEBKEFCEEE &

EECREE  _FETRECEREE  ZZER - HE K
HMEIRE BERZIER BERTEESFZIEE - F
R -HFEXECFERRE AW R EZEFRAEZLE

|l

Okt - BRIt FRECEREE - Z&F K - &
h &BF —EKEFXEZIINIERE MEPFLUZ&FE - &
HERE -

[ FESE & 0] A -80~100°C ¥ 17 » E LU HL 20~50C Z # &

ETEBE -
EEMmAER (la) Z R2BEER » FBRERK (1)
FiRehEWE  BEAZAELABEREE T LEE
7T K R T -
 ORERHBIAE  FUERRE R - -k
W RS W AR WAL SR
% o
MR T TR ER - B A E - £R A6 B A & A

782753-1 -52 - S



1554210

MECHMeBELY BRBEANMRBMAEFIHREKRE - BR
MERSBREERE =Z2ERKREZE 3 RKEE - WE - 4-
" HEEEUHEF RN ENNAOMEE -
RERAIERAENERERERLE B HERET

FEREHER Sl Ss _FEFREER —_FEZEREZ
Bl - CBEFChEE  —HEDREFELCEIRE —2&
Bt - WS KHEFELCHE BERZER BERTEREFCE

PS B X _HBHE HBHEEIIFEERRLE - -FE - -ZE-R
BECEE VWH FEZCEREFCHE Sk - Bk
FHRECEIRRE &8k & &F - Z&FF
LEBRRE - -AKFZHEE OBFEH I BRES 2 BULEE
A HEHPLUERZIZER  WaKMEIBHE - —&fH
e - 8 ECKERERE - XEBEBE TR 0~100T #
T BUR OCMAREALRALE rREWMELIZRE
20~50CELRERE -

® AR (1) FARZhEY » HFAHKAMUL
23 (la) 8k 2B (b)) FrinctbEWERKE K -

[1£9]
ATX (1T1a)

(L XK REFH OTs » OMs F ]
[{£10]

N
Ar™ "NHz  (111p)

(FZ ArfrE EstEARN (1) RHERERE )

782753-1 -53-



1554210

B (Ila) it hSWAaRE » IR (1lla) fFRZ
ey GHEUAER (IVa) FRIIEWERE
ETRECETRERE -

[{E11]

-R3Rq
HN (1Va)

(Rt R3-R4MHE FRAEMSBR (D HEXEAE)
ERMEETEARES  BAE TEBAM &%

METBREBOLY  BREIIBBRASIHRE 55 2O
i RELRETREBEALY SZHESZE 3
PR MEDE - 4-T PR R LR S 2 MU B A A
ECHEEZE -

IS HE R T A B B 06 D B R MR B R
EREER  PINTS - FEREE CFHEZBRS Y
B - 2SS CEETWE S TRE 2%
B ST BE RMZER BBRTERS R
wK - —HE RRSsEAEREE "m-oze-on ©
R U EE - IN PEZEMSYEE - O B
e IEBRISE CAERE A 8% CAEZ
CHERESYARER  BRMAc 22BN EEAL 0 A
He AR EEEE - 20 B8 CHETE - &
=

K FESEE A 0~200C # 1T » (HLALHR OCHI AR -
EIgH A E 20~50°C - A 1K JE 1T 09 1 BB K 2R
ETBENLEBE -

782753-1 -54 - S



1554210

A (IIa) FimZ b EVHHRIIMEHL (IVa) IR
e TIHEL (IVa) iRz hkEaEYH | FEEMS
U (lla) FIn L EWHRMERL 1 FEEUTER
£ -

HEL CIIb) FraRZ b &M E K » R (1Ib) A
N EFERBEUALEZR (IVD) Rz EYE @
FETHRIIFETREMS -

. [1E12]

X,R3R4 (1Vb)
(= F R3 R4 RE FAEMHMERX (1) HEXEBFRZ - X
KA ERFEH OTs » OMs & )

EMAFAETETRER @A HE > AJFEHAGW - &4k
MECHESBILY BREFUNBREBENEFIHREBE - &5
H S8 CINECHESTBERENLY ZZ2EBEEZE 3
BEE Wi 4 HERERESIENARE S A

® =.umsm.

REFRTHEARNKFRAYREREZE B HERELT
FEHAERS U Ss _FEFEE  —SFEZERSZ
R - Z2BEFECHEE  —_FESDHEFZEERE  ZZ2F
B UERMEECHRE BERIIEE BB ITEEEZE
HoF _HE BEEZIFEERE - HE-ZE R
REESCEE Al FEZEFZS2HE O E:
FHRECELNERE —_&FK & &F Z_&F &
LEERE KEFEZHEFRA 1 ERES 28U L H

782753-1 -55-



1554210

GUER-FEEEE 2 BE CHTE 855
5 -

K OHESE % TR 0T ~200T 1T » B 0C AR « 2
B HEE 20-50C - H K MEETH G KR EE X
WL EE R |

BLCIVE) iRz & W mES L (1IIb) Fi 7 2
faw . EI (1) FRZLaWN 1| SEEME -
BCIVE) FimZ e AN E R | SEENTES
= - |

ZooEit (1D FARZAE » RR (IIb) FimZ
hemh  EBMEETREEET » WA %2 S
(IVe) Fime ke WELT REEE - 35 S 68 ER
e T 15 - |

[1£13]

o=

Rs (IVc)

(HXH " RI-RI"ABFHBHMER  FEH XT&ERE T XK
Cl~7 Zki% > X R3’EL R3” A — P& E - ## > R3'H
RIAFEKERET&A&R F » R3'E R3I"AATE FRIKRE F<Z & B
BRI /N 7- RAGRE EAKERX (1) REEERE)

NERDUERAEEEZ  BERIERATE  Z2EBEF
ZIEREE -2  Z&%%K > Z&4REEC HPLUERAE
BE-ZEERE -

FRHER WEARAAOERE - WA ERAZFERE

782753-1 -56 -



1554210

B -BERFE -
BERERATERAAMI Y  HREWELY -
ZZEBEEEHMECDECa D ERAR
HE EENERUEEHEASBEBREIEBIS MK
KFERET - BB SE  TEMAE -8 - & - 8 &

48

RFEEH AR 20~100C #E 1T -
(2) A (la) Tt EaWHE T ERAEDMAER

®
(Va) Frmmztb&awamk -
[1614]
Ar/\r;m
Rz (Va)
(K< Ar-R2 FRE FRUMAMESN (o) HEEEFH
% )
Ll (Va) Finztb &% X-R3R4 [ R3R4 {RE# E i
® FHENX (D) AEEEFRE X EANIRETF) ERE

ETHKIFFETREMSE
EMAFEAETETKER @5 E - & #A PG 0S4k
FmeBa Y  BREFUNBKERMASFTIEKERE S &1
H -SSR FEIREBIELY  ZZ2EBFZE 3 &
FEZE ~ Wog ~4-“HEBREMREFIENRKIEENRE
ZHEE BUERASAAFcasBa Y ERE -
RERUEBARUEREREEZE B HRET
ERAARE PN _HERERK —HEZEEREZ

782753-1 -57-



1554210

CCHETRSZEEE - 2%
B A CME BBIER BEBRTHEESCE
K “HE - RESCEEREE PR ZE R
BErEE NE PEZEMSCIEE O B
EHRECIEBERE 69K 815 8% —A%S
CEERE RS EEER 1 ERMAS 2 EHU L K
EEA_mETHE 2B BE CHTK - B SH
£

Bl (Va) Fimzi&w » RK (1Ib) Fimz ke
b R2(R2FBELERELER (1) HEBEAE) =
Sy EAY  EEEBEETRIEETREMNS -

R2 Z &Ly - ®okw - BEAE - 1% 0 6 5 620 #% B
R BEESESLY  BEERLY - 0,0-kE
BEESE LY BEBE - TR BEE - BEBE - B
B AERLYE -

RERUEAERBE THZFETEE - —FE g
CHGETHEE ZBSoEE —RETERS TR
- ZEB NEEHEIRE BRI BB
HEZCEE ¥ 0¥ BEZCEBRLE - F
B2 AESCESE - FR FEZERSIHE -
Ol Bk ERECEPRSE CEEK - &1 - &
* “REETHERLE KETHEBER | BREL 2
B E  EPFEUEA-ZER  NEEHETRES

=
S
i
N
43%
N
’ﬁ?ﬁ

& -

782753-1 58 - S



1554210

EREETETRKER > mGimE - RA6EMAP WSk
WELBMEBINLY BEBEAXNGCBRNEIEKEKE - €€
tH  SEMCMEFEIREBIELD ZZEBREFZLE 3
MR - HE A “HEEEREFIENAIERNA
EZWMEHE -

Moo BL(Va) Fimmttda® > R (1lla) ARt
S®WH > L R2-NH, (R2 fRE EMELZR (1) HE
ZERE) IR EY EBFEMKEFETREM

@ -

KEBRUERSAERSE WIS _HFEFEKE  _—FE
CHBEECHEE ZJEBESCBEE “HETRFIIR
M ZER UKW ELHRE BRIERE BEKERT
ERESFIEE  F “HEX HFESFIZIFERLKE H
BE - ZFF  VFWESCEE Wl HBHEZERFZIEE -
Ot R - FRELELERE - Z&HKE - &7 - &

@ F —EEFTIHREE KFZEHRHEAR 1 ERMEHE 2
BLUE HPLUERZIBEFRE -

ERMEFETETRER @AE - R HE W&k
MEZLREBIALY  BRANBKBRNFIEERE @&
i SR ECRMEFIBRMEBIELCY  ZZ2EKEFZE 3
B REEE c MhE C4-“HRHERERESF I ENAKEFNAR
#=®=Z W uEZE -

(3) U (Ia) it &¥WARTAE B ®EDEKEZEK
(Vb)) FimZ &R EG AL -

782753-1 _59.



1554210

[1t15]

R

Re (Vb)
(<~ R2-R3-R4 RE EWMAEMLER (1) REELEH
6] 5% )

HELL (Vb)) Rtk &aWE L Ar-CH2-X [ Ar {RE L
MAELKER (1) HEEERE X ERRARRR T K
OTs - OMs & ) TR ULEVEBRGFETHRIFEFAE TR E
s e

FEHmAELTTETRER  ®AHE @ FRAEHAIR 1k
MECHETBSLY BEAXNBKBRASZZIHEKRE - & 5
e  SEMINECRESBLCELY =ZZ2EBREFEZE 3
MR HE Wb - HFEHEUHEFZIENAKE TR A
EcomEE HbDEAshnFcE B RE -

REFRABBEENEHNERNERET B I BEERET
FREHERE U _FEREKR —HELHEEFEZ
BEfE M - CBEFCBE —_HECDCRIFIZIERE 22 &
B - MEKMECBE BRIER BRTEBESCE
B X “HBHEX HEIFZCHFERRE  HE - -ZE- W
BEEvEE VWl FEZEFEFZREE 2K - F)
FHRECEERRERE &9k & &F - Z &
LHRERE  KFJFCHEEEH |ERESs 2B E - &
DER_HREREE - 2K  BRE 40K &FF B

(£

3F

~

P

%
ch

\

782753-1 -60 -



1554210

L (Vb)) FimZtt&® - RREL (IVa) FrRZ b &
e o ER2(R2MBREEREMEN (1) REXRERE )
XE? - BEARY BEFEBFETXRFEEFETRKEM

=]
= °

R2 2Bk - kW - BEAE - A6 B4 % B
9 BEEREGLY  BRELY 0,0 KEHE
ER Y - HBE CHEEAE BB RRE BE

@ UF AEALNE

REFRUGERERSE TH-FEFHE - 9%
ZHMESCHES  ZHESHE _PETBRELEH
M ZZER WERWEIRE BRIER - B®RT
HESCHEE ¥ "FF BESLEERGSE T
BZE - AESYEE W FEZEFSIWEE -
Tt Bl RS ZEBELSE ST K &1 &
¥ “REASTERAE KETHEHEER | ERAE 2

@ UL EFRLUEA-ZER NEKEIIRES
£ -

T TR KR BT E R A B
METMEBENY BRIRBBMASIHESE G5
W BRLASLREBERLY  ZZEBIZE 3
RRBE  WE &SR EREUES Y EWARE AN
2 0 A -

X BL(Vb) FiRZ AW > RH X-R3R4 [R3 - R4
FEELRECRBR (1) AEEERALE X EREEE

782753-1 -61-



1554210

F ) R2-NH, (R2 fRE Eat £ 22X (1) RHEE
ERE) IrncheaWERFEAKRFFETREMmMS
REFRUERBERSE I "R EREK - —HE
CHEECHmEE - Z2BEFCBEE R ETEEEF TR
M ZER - MEKRWEFIRE BEERILER BERT
EBEECEREE X “HEX HEFZHFETEHEEE - H
28 NWESCEE Il BPEIEFFIEE -
Ot ~ B - THRECEIREE - Z&Fk - &7 - &
X C_EFEINERE  KFZHREER 1 BEEG 2
BLUALE > HPDUERHZBERMNARKRMEEEE -
THMEETETRER @iHE  RUEAHMOR L
MECHmESBELY  BREFANBKEBRAFIERE - €%
he$f - SEMAEIBRESBERENLNY  —ZLEHFZE 3
M E - g 4-“FEBKBEREFEZMINAIEF RN
E M EE - ;
(4) At I 2K (Ib) iz & > KK E o
R2NH, (R2 R EAEMAEN (1) HERZZERE ) FTR
ZHEDFR  HEL ACHX (X RAREFEFRET ) iRt
EVERBFETRFEFEITXREmMSE -

[1E16]

PN

hlJAr
Ra (Ib)

Ar

(X2 Ar,R2 R Bt FEL 230 (1) BREEZ R E )
A FTETKER ®@Am  RAEMHA DS

MECHMEBILY MRERAKBKBRNEIERE - 55

782753-1 - 62 - S



1554210

t#H SR LAEFECBREBEELY  =ZZ2EKEZE 3
WEE - WE 4 FEREUESEZENARIEF WA
HEZMUEHE -
RERTUEEENERAYREESE B ERET
ERAES fUNTS _FEFERK —_HFEIEREZ
MEHEE - CBSECchEE —_BETRSCCERE  ZZ2&%
Bt NERMECRE  BBRIERE BEBRTEESZE
® B X -“_HEX HEFZILFEERE FE -Z2EBE R
BRECEHE - "E - @%Z%Wézmﬁ oke - BRBE
ERECEBLRERRE  —&fF8K & &F  _&FF
CHERREECHAEERN 1 ENEE6 2L L HpDUH
RZBEERE -
RFEBEARK 0~200C #E1T » LR 20~407TC ho A
B > R 60~80CETREES# -
(5) Bl 2BX (Ic) FinzhkEYw > RATRKRK
@ EUWEX (Via) FimZA&®F » £ R2 (R2 REE
M AEAZEX () RERERE) 840y - BKY - B
FUEBMEFETHREFETREMS -

[1617]
Ry

Ar f;‘R3R4
R (1c)

(ZEH » R1 £ Cl1~6 & -~ Ar~ R2 - R3 - R4 1R 8 it
FMHERX (I HEEEHFZE )

782753-1 -63-



1554210

[1k18]

H (Vla)
(fEt > R1 R Cl1~6 fE & - Ar~ R3 - R4 {RE Elt 7E 1L
BX () AEREBRE)

R2 W ~ KK -BEHE > \IFEHAAREXL
o ESERNLY  BEERESAKY - 0,07t & B =
EXitY - RBRE > “HKEE_WBBEE - RBRE > WBEE
o EBUERAAM 2HEEAY  KFRIER - B bk
EHmEELY  EBE _Z2ERE - —HAEREN  BRIE
BEERE -

TETHmAEETETRER @A@E > FROTEANTSR L
MECHEBA LY  BREHANKEBRINFT ZIHBKERE - g K
h#f - SELMUMEFEIBEBALRLY - ZZ2EHEZFE 3
MR - WhoE ~ 4A-" R EMFEMESF Z HEINARE R IR
UL IE S -

RERTEAEIAEAAREREZ B B RRKET
FEREREES (NS _HRERER - —FEILIERFZ
Mz - ZBEFELHEE  “RETBRSFEILEE  Z2EF
B MEKRmMECHME BHRIIER BERITEEFCE
H X "“HEX HEFZCHFERKEE - ¥E - -ZEBE KW
BEECEE AR BREZERASFIEE Sk - R -
EMECENREE &8k &7 &% Z&FF
CEERE KEZHEBEFER 1EXMES 2EU L Hf

Ar

782753-1 - 64 -



1554210

BRUGER _ P EFER - 2B BRE- - —&FK &H%
BEE -

[ FE 8 W R Y -80~100C # 1T » {HLL 20~50C & % B #
TEBE -

EL (Ie) iRz tEYH R2 BREETHSITRKE
FTHEMAZ Cl~6 e HEBERF - 7R (Via) FiRrZz ik
¥yep - {ELL R2'-COOH ( £ It - ROIFAMERR FHMALZ
Cl~6 i & ) IR EBERKBEBHEAEATREMSE -

MAKMEEHTH RUFEHA_BRCER _BEE - |
LE-3-(3-ZHERENE) B _BOfEBBESE K=
MO RbEeawWE -

RERUERBEETEE o TSP HPE
s CHEZBEEFECHEKRE ZJBSCBEE - —HHED
ECEHEEE “Z2ER NWERHEIRE BEBIHE
B BRTERFCEE X _HX HEEZIFEKE
KE - Nl BREZEFREFIFRE O Bl ¥KE
XERERE  —fF8Kk & &F  —EFXZEIXE
MR 1 BRMEE 2BUL HEPUEA AT - &
FERE -

[ FE & % Al jR -80~100C # 1T » E LI 20~50C 2 & &
ETEBE -

ELN (Ic) TRt &EWH R2 BEER > 7R L
(IVa) FiRZtkEayd  FEHNEELCRBERER
THIEFETREMmMSE -

782753-1 -65-



1554210

SEEARB T E UTHEHRS - B - 1-J &K%
- EFXH = IR ENREEHRERALDSE -

EHMTEETETRER @mAH  ROEAMOSEL
WECHESBELY  MEFAUBKRNEFEIKERE - R
MNEBMSBERE =Z2EKRSEZE 3 RIEE - ULE - 4-
“HEREWRES M - BRENARES -

RIEFRTEAEXEAYNEERZEE CBFRKRE
@%@ﬁﬁ’WMﬂ~:$%$%M‘:$%Z%%§Z
MEE  CBEFCEE " HFEDREFLEEE - —4F
B NEKRFEEIRE BERZIERE ERTEEFIE
X _BHE BEFZIFEERKRE - -HE - ZE W
BEECERE WNH FEZEFEIHFE - S - Rk -
ERECERRRE &9k & - &% Z&FXF
CRERE - KEZCHHEER 1ERMEAEG 2EUE > Kf

DER_ZER NEREECBRE &9k &%
CHRERESE -
REBE TR 0~100C#fT » HELKR 0C A&

SE o REBMEEABEE 20-50CEEESE -

| Bl (VIa) fimefb&y » RNtk (VID)
Firethaw s EBMEET  RIEFEET > AL
H,N-R3R4 (R3 - R4 FH EBEMRMER (1) HEHEE
Z)F T hEYHKRERE BEHREERETS -

782753-1 - 66 -



1554210

[1£19]
O

AT Ry (v

(Rl {%EL E 48 )

RERUEREESHE FHEUEHAFE - 2ES 2
EREX G AHSSE  FUEHZEBS -

FRABEE  THERAGAMBEE - INMA - ERNAZER
B EBEEBE -

BENEFRUERAMWE LY S EHE LY RH
SZHMEEWMENYWE LW BERERAR -

NE > BEREATEAGFASBEBBESEBE MK
RERET S&BHESFHE > WHEHE - 8- 8 - 8 %
%’ o

KFEB ESE % A 20°C ~100C 2 & B & # 175 -

(6) it U BR (1d) FIRZEY » TR T L
X BR (Journal of Medicinal Chemistry 1999, 42 ( 12) ,
2227-2234) FRBEZ FESRZ BB ER (VIID) A
R &M EBREET B FHABE - U R8-X s
& (RS RELHRELER (1) HHEHEEFSE - X

RAHIRERT] REME -

[{c20]

Rz (1d)
(Ar~R2-R3-R8 RE FiAELER (1) HEEEH

782753-1 _67-



1554210

# )
[1k21]

r/—‘N S
NH (VILII)

(Ar {8 FsizEf 2 (1) HEEZERE )

BAE RUEAESLHNSECTBEBELY - BB
KBMASCHEBEE  GALT  SELHEIBREBE
ALY FRANAKBEZEBRLY ZZ2EBEZ g
%03 MIEE - WE 4 FEBEEHESCENRRES
WMAEZHEE t-TRESZHABSE -

REROTRAERNEANIEESEZHHEREST
ERAEEE MU S_FEEEE —FEZEKE
MEE  ZBSeRE —_FEIRSCTHEE - 22
B A HE o RE  BERER BRTERSCE
Bk CHE BESCFERRQE - FE-ZE A
EEEE -WNE- PHEZEMSCEE CK - Bk - @
ERECIEBERE —H88 K &0 BF - ZH£EFF
CTHERE  KECHBEER 1 BERMEA 2 BUE HF
LA FE Y 4 I TR S B S (E

FZ e 5% % T A -80~100°C 4T » 1B LLK 20~50C #1753

A

D2 (le) fiIRZHKEY » RHEKRLZ S
(IX) fimz & WE Ll ArCH (R1) X [ Ar~ R1 ZE &
REFTHRARE > X KRAREEH OTs - OMs F ) fimz bt &

782753-1 - 68 - S



1554210

W EBREETRHEETRENRSE -

[1£22]

)
Af\'/Nj/” Y
I
Ry N_ _Rg

o (Ie)

(3F > Ar~R1- Y - R4e U EEREFTMAHE )

[1623]
®
HN'/\’—Y
T
Y“
o (IX)
(P Y Rde W EEREFTARAAER )
CTWMTFETETRER  ®A8E > RO HA W&k
WEvTHEBE LY BEBIAUKBAEIHEEBRE - €&
hif  SENINECHRESBEENLY ZZ2EKEEZE 3
® MR - 4-“HEEREREECENRKKEEFEINAR

EZUEHE -
REGAEBERNERASREELZE B ERET
EHERE PN —HEREE  —HFEZERES
BiEE CFFCFE  “HFEDEFICIBE - —2F
B-HEaRWEIRE BERIER BERTEBESZHE
FF _HE HRHEFCHFEHRRE FE- -ZEBE R

BE - Z2RNEESCEE TR FEZERSCHEE -
e &

R FRFLLEERERE &% K - &1
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TERFEINERESEIFECEN L ERMESG 2 E U
EoHEBLUERZEEZERE -

[ FEE % A 0~200C #E AT - LI 20~40°C fm A &
Bl » R 60~80CEITREERBEZE -

EdUERX (IX) iRz Eayw  RIE&E LR
(IXa) Fiorzth&WH - HHE R4e-C (=0) X R4e-C
(=0) OC (=0) R4e - R4eC (=0) OR’ [ X EREKEH
T8 OTs -~ OMs & - R* R/ C1~C6 f E - Rde By E F 1R
BT AERE) EATRZELEYERGFE THRIFFAETXIE
& e

P

[{E24]

72y

N .~

NHz  (Xa)
(d YR E & (REFTAAEE )

EMELETETKER @A E - RAEHG D&t
MECHESBELY BEANBKRAFIHKEKRE - 88§
i GELINEIBREBEENLY ZZ2EBKFZE 3
MR - WE 4 Z“HFEKERREE CENAKERRA

M EsE -
RENERBRTENT  NEAYRKERAEEEZHE
R ET - FRHEER  flW0 I_HEREEK - —H

HZMEECHBEE  JBESCEE  —FEEEFELE
ME - —Z2ER UK BMEIRE HRILERE - BB
TEESCEE X "“BEX HFEEZIHFETHREHE -H
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B2 - ZF  AEBEECEE AR FEZERSECEHE -
Ok B - FRFZEHERRE - —&F8K - &1 - &
K-_EFECRNERE  KECHBEEFER 1 BXESE 2
BLOAE HPRUEA_FEFEEK 2B - BE- - Z&
A  BBTERE -

RFEE® TR-80~100C #EFT » BRI 20~50C 2 & H
ETERE -

tt R ERX (IX) iRzt &Y > & 6§72
(IXa) TR Z & E Ll R4e-COOH ([ Rée-#Y F 5 R &
ATt AR ) MR AR HARKEESE H T®BEETH
EEETREMSE -

MAKMER T HE  rUJER _RCER _BERK - 1
EI3-(3-THERENE) R_BTEKUERESE IR _6
ERALEYWE -

EHEETETRER > @A @ > °F A6 RS
@ FHEMMITIWKRE ZSZEESIH 3 WEE - WiE -

- —HEBEURERECENAKEFNAEZRIEES -

REBRUERBEETRE  flWl - IS _FEFE

- _HREZHERECHEE  2BScBE —BHEE

BEsEBE 258 NaEFEMSIRE BB

B  HEBETEBRBSEIEE ¥ "“BEX HEEZHFFRK

RE W BREZERECHEE Cit - Bt - RS

LERBRRE 88K &6 &F  —&HEFFZINRER

REFH 1 BXMEE 28U L HPDUFERA_&H 5K - &

782753-1 -71-
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= -

X FE B B Y -80~100°C # 7 » B LAY 20~50TC Z &8 H
EITERE

E AKX (le) AR ZEY - KRR &R L E
(IXb) fimZ &YW HES » f HE R4e-C (=0)
X -~ R4e-C (=0) OC (=0) R4de ~ R4e-C (=0) OR’ [ X &
REERERTF R ER C1~C6 e  Rde BY E F £& B 5
ME) FAZCAEY  ERBEFAETRIFFETXREM

G

[1£25]

Ry X
Ar)_N\n/Y

NH (IXb)
(& > Ar~ Rl YW ERREFT R F )
CHEETETRER > @5 E - £ 686081k
MEsHBLBELY BRENRBNEIHRESE %
e  BELMNELBREBEELY ZZ2EBEEZE 3
BBE - Mg - 4" FEBRERESZ ENARESNR
B2 N E R
RENMERBE THET  XEAYKELERECE
WMAREST - FEAGEE  fl THA-FEPERK -
BEZHmESECHMKE  ZESCREE _RETEBRECE
B CZER NERBMECIRE BRBRZIER B
THERESCEE ¥ 9% BXEIFERLE - F
B2 WESCEE WEH FEZEFRSCIEE -
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R - FIECERKEE &8k - & &
CCRAFELHRLE KFEZIBAHEMER 1 BHES 2
 HPRUERA _—_REFEE - 2B BRE - Z&

FFEE H "R -80~100C 1T > B LI 20~50C 2 € &
ETERBE -

Eit LR ERX (le) Fimz &Y » K FEFE
(IXb) iRtk EY R HE B E Ll R4e-COOH [ R4e M E
HREFTAER ) FrRckE  FARKESE  E#HE
ETHEFETREMmMS -

RkEE®THEH  AIER_BCER _BEEK - 1
H-3-(3-Z“HERERNE) R _HBTREBRES W K
RERLELEME -

FEwFETETRKER - @A E - 7 6 F 6 a0 B
RN ECRERE - ZZEBESECHE 3 RIKE - g -
4-_HEBREHESFCENAXREENREZIHEEES

REBRUERBRETEE > fl > A7 HEHE
B _HEZBBESFCHEE  ZBEESZBEE - _FHESD
MECERE —Z2EBR - - WEKMEIRE BEBRZE
Be BB TEESFIEE X "X HEXEZHFBIE
RE - Al PFEZEFSCHE CR- B ¥KRE%
ZIEBREE €8k &  &F  _EFXFEIINE
REFH I BREG 28U HFUFEA_&F K &
% -

782753-1 -73 -
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2 FE S8 & W A -80~100C # 97 » BE LIY 20~50C Z & H
ETERE -

Estt Bl (IXb) Finzth &Y MRERTAM LI (IXa) Ff
mZfEWELL ArCH (R1) X (Ar~ R1 -~ X WWERMKRHE
Rt AEE ) AR &Y FHEE TRIEFETREm

g -

FMEETETRER - @AE Fr_fﬁ)%%;’mﬁﬂﬁ
MECTHESBSELY BEANBKBASZIHKEE - S
hef  EELMECBEBEELRY  ZZEHFZE 3
FREAE - MIE 4 REBEHRES CENAREEFRR
BEZ W EE -

RETGERBEETES DERYERKEREEZEEZHE
BAREST - FHEER  fIW I _HEFEK - —H

EZERECERE ZBEYBEE  —_HENBRFZLDR
M - —ZER - WEERMEECRE  FBRIIERE  BER
THESCCEE X - _BX BEFEZIFEERKLEHE - H ®
BB ZFE  WNEESECEE WH BHEZEFNFZIEREE -
Okt~ Bt FRECEHERERE - —&%FK - &1 - &
K ZEFXECHRERRE - KECBRBEER 1 EHHES 2
B E HFRUFEHA_FEFRERIK 2B BE - —&
Hift - BHERE -

[ FESE & 7] fA-80~100°C # 1T » B DL 20~50C Z #E H
ETTEBE -

M2k (IXa) iRz hkE& R (IX) TEK
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(Ie) B » 2K (IXa) FInZzhkE&WR (IXb) i
& (le) B > AT AEH (IX) 2 (IXb) [ & 4 i & 17
K E > XHUER—F&AEH (IXa) £ (Ie) £ ik HE

S—

& 17 -

[EF BV ]
wE  CJIBEHEOLLERBMAPREFEH - HARHEH
® I AZRREZEEFEHS -

2 EF 1 2-F-5- (N- (2-FERKRZE) ) BEREM
E (ham 23)
W 2-HEMA-ZFEK 3.0g (33mmol) BN EKZ
FEFMEE 25ml f o KFMA 2-F-S-FE KM 5.3
( 33mmol ) - & b 88 ( 60% ) 1.6g ( # HE
950mg,40mmol) -+ A 70C I 90 H & - BREHE D A E
@ 0C Mk ml VELEMMATEKERLR U8
F kg SOml SEFT 2 REW - 6 — £ 5 5 B L% Ak B B 4
IR EE M-S LWEBEBEREN (O B2
BE=l: >R "R EE B 19> " &5
CEFEE=1 10) Mk B 4.65 (E K 64%)

S

GBIl 2-8-5- ([ N-BE-N-(2-BERRZE) ) gHE
BEME (&% 1)
RI|E & 123mg (1.16mmol ) H 0 A /K = Z £ B
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4ml > WAIE 0C - REF  BEBEBEREKXKZZER 3ml
Z 2-8-5-(N- (2-HERARZE) JEERFEYHRE (2
#2 & 1) ( 250mg ; 1l.16mmol ) -~ [FEE B 8 95mg
(l.16mmol) IKFMA » EEEBH B - REKE®RP
A I%E S KBERK 1oml - B#H 1 N> MAZZLE
% 20ml PUSWE - F ZZ2EBERF LK 10ml~ 1%
RS loml Bk DIEKFBEERZE > TLUERER

M5 o EE 209mg (EE 75%)

SR B 2 2-8-5- (N-FEE-N- (2-FBHEBRNRZE) ) K
EEELE (L&YW 29) |

B O2-F-5- (N- (2-BERRR) 28 ) EFEY®E
(%4 1) 132mg ( 0.61mmol) & > I A F B Z & &
10ml > SEH 3 /86 - FREREIRZEEZE%  BHEET L
MESE  U_SAVWBEEREN (St BBZEE
=7:3->1:1) #ifk r BEEHY - EE 159mg ( E X

81% )

Gl 3 2-&-5- (N-Z=FLEBE-N-ZLE) BREFEN
E (&% 21)

FRBETEAK=ZSER (140mg;: 0.67mmol) A Sml
MoK —EEBPIR PR EE > NEM®T L US2009306041
FREEZHFEEAERNZE- (2-&-5-LEHEHFE) KZ
( 120mg ; 070mmol) 8 = Z Z % ( 10lmg ; lmmol)

782753-1 -76- 4 | S
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Sml EAK_EBREFPAABEBRS > 2 TFLLKESEHET -
BMTREZRBHE —BE  BREBRKRFLURKKSEZ 1%
RALAKBE ~ K- 1%EBREZKZIEFER - I
HMAKGMBELZRE HFHREBEEZAEWMBSENY - EE
107mg ( ZEE 78%) '

GBI 4 2-8-5- (N-FE-N-2-BFE) B FH 5o
(L&Y 15)
A 2-F-S-HEEZEMIE SOmg (0.26mmol) F AR
Bl 2ml - B B2 1ml > % 0B B #R 43mg ( 0.52mmol) #% »
EBREBE 4 N - BE . MAS LW H 30mg
(0.78mmol) > MEWEH 1 /B - HRERBEZE
W O MABBRZERBAKTUSE - 5558 LUE K
SERBIEG > UAMA TLC BAKE T UM - 23 2-
&-5-(N- (2-BREBREFE) ) BE - 8 17mg (&F
‘ R 36% )
ERAFAEBZ 2-8-5- (N- (2-EREBREFE) ) I
B STmg MARE | hEBTHFEESINENY - BEE

Samg ( EE 47%)

GHHB S 2-&-5- (N-RE-N- (2-AHRE) ) BERER
e (&Y 42)

B 2-R-S5S-EEZEWRE 1.50g (10.6mmol) ¥ A &
KZHEHFEE 10ml> RKFEMASHIH (60%) 486mg

782753-1 -77 -



1554210

( # E 292mg,12.7mmol ) ~ & f& W R 1.25g
(10.6mmol) - & 70C##H 3 HIF/IKF - EXEBRKIE
HER G BEBMMAKTMEREEFEL  LIEBRIEEREET
HEH - FREBIERBEBLUEKRKMEBELZRERERE LI
hWwRBBEEXEBWN (Ch - BERRZLEBR=1'1) TLUM
o BE 2-8-5- (N-(2-WRE) ) MEFEMIE - &
B 892mg (E X 47%)

HRMREZ 2-&-5- (N- (2-WRE ) J HEFEIR
I 60mg: DIEKG | PREBCAEAVERENY - EE

20mg ( E X 30%)

EHHB 6 2-F-5- (N-|RE-N- (6-&-3-Mhrg FHE) ]
EREME (L&YW 17)

% 6-E-3-EEFEME (648mg,4mmol) -~ 50%8% & 1k
kW (100mg) -~ BREESF (590mg,5mmol) B &N L
5 (20ml) b fZGEF 40 NEF AOBF B UE RN UE
W BREBELBEKESL FHARIENFEEZEHOR
EMETESEL MEENY - EE 28mg
1H-NMR ( CDCI3, 6 ,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)

GHEAE 7T 4-8-(N-FE-N-(4-FFPFHR) ] EEFRE

782753-1 -78 -
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x (&Y S55)

DlESEp 6 KB AFE € 4-82FXFEEKLY
l.olg BEELZHKEY - EE 450mg (EFE 15%)
IH-NMR ( CDCI3, 6 ,ppm ) = 4.10 ( 2H,s ) ,7.23
(2H,d) ,7.36 (2H,d)
MS : m/z=291 ( M+H)

GBI 8 N-(1-(6-&-3-lfmgH) 2% ) -N-REZHEK
(k&Y 18)

F 6-8-3-Z B & Mg (1.03g,0.3mmol) # 30%Z %
BHREBE®R (1.0ml) BEEMN 8Sml Z&MHBH » FLUER - 8
INEETR > BN 30%ZEBEFEER Iml BRABET#
EER 12/ - -#BERKN KEEBESZN 10ml Z FE
FLUKE - PEDVEHMIMASEI® (1g) » B —K -
MEFE BRREBEULZEBEYL BEREXELK  -BEH
@ RIBELBEBEBERERZ HEBHEBRNAHH
1%NaOHaq ¥t » & (FHLIE#® KOH &k - ¥ B 8 &
K15 /5 N-(1-(6-&R-3-lfmEH) 2F ) -N-ZEEKH
HMAERY (MEZE 80%) 790mg -

HHFRB/BZ N-(1-(6-&-3-NhgHE) o2& ) -N-2 &
R HAERY 100mg IGHS 1 PEBZTEATRED
¥ - EE 55mg (EXR 60%)

IH-NMR ( CDCI3, 6 ,ppm ) = 1.25 ( 3H,t ) ,1.66
(3H,d) ,2.91 (2H,m) ,4.14 ( 1H,q) ,7.37 ( 1H,d) ,7.73

782753-1 -79-
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(1H,dd) ,8.30 ( 1H,d)
IR : 2211 (CN) : 2206 (CN)

ER B 9:2-[N-(6-8-3-ltmEHEFE) &) 2 & H
EWR =1k (k& o6)

7 % LI % Bt ( Journal of Medicinal Chemistry 1999,
42(12), 2227) P RBEZ FBE S KK (6-8 -3-1f 1F £ H
B 2-Tm i E-1,3-NE EMW (228mg,Immol ) & & R
15ml 2 M & Bk W Fr KBS W F > m A t-T & &
(112mg,1mmol) » ZE\ TEH 30 nER P ELEM
MAZHF LR (228mg,3mmol) » HREEEH 1 /K - &
THEL B E (142mg,Immol) - ##H 2 /N - T EEE
BEWERELITUREE  BBEEER HFBEEHNERIE
FE/ok (1 1,52h) FEREABEL SV EBEE
HEER REPHNBEEEEZCOHRRKZIENY - EE
130mg (41%)
1H-NMR ( CDCI13, § ,ppm ) : 2.76 ( 3H,s ) ,3.31 ( 2H,
t) ,3.63 ( 2H,t ) ,4.28 ( 2H,s ) ,7.38 ( 1H,d ) ,7.73
(1H,dd) ,8.35 ( 1H,d)

IR : 2211 (CN)

GRE 10 2-8-5- (N-Z@BEEE-N- (2-FHRE) J &
EHREME (LE% 152)
BLLERD 5 FREEBZTERSHN 2-&-5- (N- (2-

782753-1 - 80 -
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NWRE) ] EERHEME 104mg (0.58mmol ) # #& i & K
— & B L 1oml > fn A £ oKk = & B B 191ul
(1l.16mmol,326mg) R ERBEH 2 /N NFF - RIEBFR®K -
RREBRFMAZEKFREFUBRE - KF L 1%&E & L
KB - 1%ERKEBEBREFR  UEKBEBRELZER - B
BEHW U_SUYEBEBEREBN (Ot ' BB ZEE
=2:8) FPLHML HBHEHEHNY  EE S5Smg ( FEX
30%)

A 11 2-8-5- (N-RE-N- (EREFE) ) EH
Eutoe (thk&® 71)

LAt Bl HEEMRB N-( (6-&ME-3-%) H
%) & 30mg (0.18mmol) EE R /K DMF 3ml- i A
ey (60%) 10mg (HE 6mg,0.26mmol ) [ = F 8 #
20 ¢ - EE OMKRFMA (KRFE) BER K S2pg
(0.57mmol) ~ B L# Smg> RERBH 20 NKF - L FE
BRER  MEKERTMALVENAKEIERE L 1%E
MEMBMRBRIEBTUSKR BHEREBLU 1%EBEEFR
LE KM BRSELZE  BEBERE 72N A TLC B iR
(0.5mm B 1 /v ~ LiChe ' BEBRZEE=11REH)
FLUMAL  SEEHOY - EE 18mg (E X 45%)

GEpl 12 2- (N-(6-&-3-leEFHE) ) 2& O-
LEW Wi (ke 86)

782753-1 -81-
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Bo1,2-% (H B X BEBRSE ) J Kk 8.86g
(24.0mmol) %N &7k DMF100ml § » yK¥ TR0 A
Dltb#plz FEa M N-( (6-&MbE-3-F) FE ] &
Bz 2.00g ( 12.0mmol ) - NaH ( 60% ) 500mg ( #f &=
300mg,13.2mmol) -~ KI 44mg - MER B 80 0 - X FE
EHRB N OCAHEADEMMAFTE #F > MAKEK
FEE - REBPINABEBRERRE 1% ERBETSR &
EHEBEL 1%YEBESRZ  DDUEKERSEZE  BREBR
W LZESAWBBEMHEEN (Ck BRI ERE=2'8
—6:4) M WESHNYWEIMLTFLURME » KW
DMF BH¥® > WMALENEERIER LI 1%EEREF 2
Rtk FERUBMAKRESELZR - WMEIRNEMWER DMF
BE 2-(N-(6-&-3-EEFHE) &) o2& 4-HEFE
R (L& 84) - EE 1.43g (EER 33%)

MRZEEFRBHF 45mg ( 0.28mmol) HF I A K ZIF
3ml > IMABLUEIR 2 FEERB 2- (N- (6-8-3-0nE &
BE) §) 2# 4-FEXEMEE 50mg (0.14mmol) &
BN Z B 2ml FiEcE > X SOCHE®R 50 08 - NEFX
®%o BWEREBRE®R MABBIERE 1%ERTIHUD
W -BMEBREBUEKREBRSELZEREEBEWR 0 Lo A
TLC E#iK (0.5mm EHK 1 F - LISk @ BB 2 E By
=2:3 #To®W) FUHML HHEHWNY  EE 23mg

(EXR 18%)

782753-1 -82- S
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BBl 13 2- (N-(6-&F-3-MEEFE) RE) 2&E X
RE (ZH) RE_RAPRE (LE5Y 85)
HERFEZEK S55mg (0.4lmmol) EF#MN K THF
Sml & > A t-TE# 46mg (0.4lmmol) BN EFIRBE#
20 > #E - ®FEF > KR KF MW A Z B O Bk 49ug
( 62mg,0.41mmol) -~ FLEHKH 12 £ HFEEHRH 2-
(N-(6-F-3-HiEEFE) &fF) 2& 4-FEFHEREE
(k&% 84) S0mg (0.14mmol) ¥ fE R #& 7K THF 3ml
FrAE & ~ B8 Smg R 40CHBE 1 N - - REKGRE
" MALERNKEREFL  FRAVELEBERER
WikRBRERK DSV BEEEEN (Ot - BBEZ E
§=7:3) FPLUML BEHENY  EE 4lmg ( E X
72% )
KEKRE 1~13 FIRBZHUEVMRUAKRAERBZ
K EVRI BB BEETNE 6~9 -
o KPP ZERETIRRENT -
PEERRBE 1~5 - 10 F 2 G
PHEERPE 6T R HE
ARG 8 AT
PHEERPE I FEKLZ G
PSP 1 REZ G ®
PHEERH 12 13EAKZAE

oM g O W o»

782753-1 -83 -
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[5%6]
o] ames |'v-nMR CDCI3, 6. ppm) R (KB ) or M
_@%ﬁ = , O, ppm r,v,cm }or MS
1 A 7.40 (OH, 5). 2.86 (21, 5) 3.35 (2H_ 5). 4.27 (2H_s). 7.40 (1, 9, 775 (. dd). 1211 (CN)
, R 192 GH 0, 2.68 (2H. c). 287 (GH, 9, 336 (M. 0, 427 TH, 3). 741 (1H, 9. 778 |po11 o)
(1H_dd), B.37 (1H.d} . '
\ R 0.99 (3H U, 1,69 (2H, ), 2,65 (2H, ©, 268 (2N, 0, 334 (21, O, 427 GH, 39, 740 |11 o
(1H. d)_ 7,74 (IH, dd). 8.36 (1H, d) ;
1 A 0.97 (3R, ), 1.69 (?H._m), 2.92 (2H_1), 4.18 (2H_ =), 7.99 ({0 . 371 (IR dd),__ 12209 (M)
5 A 1.96 (2H. m), 2.11 (3H, s). 258 (2H, 1), 3.11 (2H, 1), 4.21 (2H, s), 7.39 (IH, d), 7.71 2210 (CN)
(1H, dd), B.35 (1H_d)
5 £ 2.76 (3H_s) 3.31 (2H, ¥}, 3.63 (21, ). 4.28 (2H_ 5). 7.08 (11, d), 7.73 (1H, o), 8,95 2211 (CN). m/z = 318 (WD)
1.36 (3H. 1), 3.30 (2H, v), 3.36 (2H, q), 3.61 (2H. 1), 427 (2H. &%, 739 (IR ), 7.93 _
’? £ UHdQ&%G%& m/z = 332 (M+H)
1.02 (3H, 1), 173 (2H, m), 3.30 (ZA, ©. 3.34 (F, 1), 381 2H, 0. 4.27 2. 3). 7.38 -
8 E (1M, =, 7.73 (11, dd). 8.36 (1, d) m/z = 346 (M+H)
3 E 1,37 (3H. 1), 2.33 (2H. ©), 3.38 (2H_a), 442 (2H_3). 751 (1H_3) 3213 (CN)_m7/z = 338 (WD)
10 Ie 1.03(3H, ), 1.75 (2H, g), 332 (2H, t). 3.36 (2H_U), 3.63 (H, ), 342 (2H. =) 761 |2214 (CN). m/z = 352 (MeHD)
11 1A 3.9 (2H. 1), 338 (OH, 5;. 361 (2H, 1), 430 (2H, 5). 1,38 (1H. d). 7.2 (1H. dof). 6.95]2212 (CN)
2 la 0.63 (31, ), 1.39 (2H, m). 1.65 (2H, m), 296 (2R, 1). 419 (2. o). 7.38 (1H 85, 7.7 |y oy
(1H, de). 8.33 (1H. d) )
3| 2.83 (3H, 5), 447 (2H.3), 7.41 (I ). 7.7 L (11, 49, B34 (1A &) 2208 (CR)
14 |A 130 (3H, ¢}, 3.03 (2H, o', 4.20 (2H, 5}, 7.39 (1K, d), 7.71 (1H. dd). B3 (1. &) |2210 1GN)
5 1A 1.28 (6H. &), 3.15 (1H_sept), 4,20 (2H, s), 7.38 (1H, 3, 7.70 (IH, dd). 8.34 (1H_d) 12210 (O
6 IA 2.23(6H, 5) 254 (2H.t) 306 (H. 1), 4.6 (2H, 5) 7.37 ‘1H_ d), 7.73 (IH, dd, B.34]2211 (ON)
1.66 {1H, m). 1.82 (2H, rmy, 2.20 (1A, =), 3.03 (1H, m), 3.17 CIH. m). 4.13 (IR D..
R 7.22 {{H_m). 7.68 ({H d), 857 {1H, &) 2207 (CN)
5 [c uuwaﬁw&izmuHmJnuuulmuHalnouaz 2306 (CN)
15 Ia 1.28 (3H, t,, 3,03 (2H, g). 4.2 (2. 5). 7.47 (IH, ) 2213 (CN)
1.12. 1.17 (3H. 0, 2.12, 217 (3K, =, 328, 3.41 (2H. g, 453, 455 (2H, 5. 7.99, N
i 7.35 {1H, &), 7.41, 7.63 (2H_ dd). 827 UH, &) 1635 (G=0)
1.13. 1.26 (3H, 0, 0.38, 344 (2H, o), .60, 4.61 (ZH, 5), 7.31, 7.38 (I, ), 7.54, ~
noA 7.61 {1H,_dd’. 8.28, 8.30 (1H, d) 1891 (C=0)
22 A ;j;g 3:1 :3 325 (2H. mi. 3.74 (3H, m), 4.44 (2H, m). 7.29 (1H, m), 7.58 (I1H, m), 1702 (C=D)
2.12.2.13 (31, =), 2.1%, 221 (31, 5). 2.62, 2.67 (2N, T 5.46, 354 (2, ©), 460,463, _
A (2H_s). 7.30,7.36 (1H, d}, 7.51, 7.63 (11, dd), 8.27 (IH. mz = 259 (M+H)
2,12, 2,13 (3H, ¢). 2.72 (3H, 1), 3.57, 3.58 (3H, t), 4.58, 469 (2H, 5), 7.07-7.43 (BH, | , _
A . m). 7 88 (1H, dd}. 8.37 (IH, o) m/2z = 337 (M+H)
1.98 (3H, s). 2.44 (2H, t), 323 (2H, O, 4.37 (2H. =), 7.93 (1N, d), 750 (2H, o), 763
2% A (1M, td), 7.74 (1H, dd), 7.84 (2H, dd}, 8.23 (1M, d) m/z = 357 (M+H)
2.10 (3H. s), 2.63 (2H. m). 3.43 (2H, m), 3.76 (3H, m), 452 (ZH, 5), 7.30 (TH, ), -
A 7.60 (1H. m), 8.30 (1H_m) m/z = 275 (M+H)
207 (3H, 5, 2.58 (2H. v). 301 @H, s, 3.38 (2H, V), 442 (2H. o), 7.36 (11, &, 780 -
% A (1H, dd). 8.34 (1H. d) m/z = 295 (MHD
209, 2.10 (3H, 3), 257, 261 (ZH. 01, 3.97. 3.42 (2N, D), 4.52, 4.5 (2H, 2), 732, 737,
2 A (1H. &) 7.56, 7.64 (1H, od), 8.31. 8.32 (1H. d) m/z = 245 (MH)
1.80 (3H, m), 2.60 (2H, m), 3.50 (2H, m), 4.74 ZH, m), 7.92 (11, 9). 7.42 SH. . N
20 A 753, 7.68 (1H_ dg). 8,18 (IH. d) m/z = 321 (M+H)
211, 2.13 (3H, ), 2.67 (2H. t). 3.50, 3.58 (2H, 0, 4.67, 474 (2N, =), 704, 738 CIH. |-
3 ]A d). 7.55, 7.62 (1H_dd), 8.30_8.32 (1H_ g) m/z = 313 (M)
1.33 (6H, t), 2.06 (3H. s), 2.56 (2H, 1), 3.00 (2H. ). 408 (3H, m), 426 (ZH. o), -
B A 2.32 (1M, d), 7.72 (1H, dg3 8.33 (IH, d) m/z = 353 (M+H)
% 1A 2.13(3H,_s). 2.90 (2H_t), 3.14 (2H, £), 4.19 (2H. 5). 7.4 (1. 0% B.17 CIH_ dé). B.AT |m7» =361 (Wet)
35 A 1.26 (SH. b), 298 (2H. a), 4.18 (2H, s), 7.35 (5H, m) m/z = 161 (M+H)
% A L2s :?LL 2;;3'02 (H o), 422 (2H, ). 7.36 (1H. dd) 773011 400 836 (IR . [ | com
7 A 127 (3, t). 3,00 (ZH_q), 416 (H.3), 7.27 (2N, d). 7.35 GH. &) m7/z = 185 (W)
38 A 112 (3H, 0% 2), 211, 2.18 (3H. 5), 128, 143 (2H_ ). 451, 4.58 (ZH_=) 7.28 (5H.
20 A 1.07 (3H, m), 3.25 (ZH_m), 3.74 (3H. 5). 447 (2H. 5. 7.28 (5H. m)
1A 1.25 (3H, t), 2.99 (2H. @), 420 (2H ) 7.11 (H_m)_2.25 (1H, m), 736 OH. ) |m/z = 167 (MHD
42 A 254 (1H t), 3.81 (2H. d), 4.30 (2H. s), 7.40 (1H, d). 7.73 (1H, dd), 8.39 {1H, d) m/z = 206 (M+H)
3.62 (2H, dd), 4.19 (2H. 5), 5.37(2H, dd x 2), 5.85 (1H, tdd), 7.39 (1H ), 2.71 (1H, |_, .
M L_dd) 833 U & m/z = 208 (M)
A 410 (?H_s), 4.17 (2, s, 7.33 (6H_ m), 7.65 (1A dd}, 823 (i d) w7z = 258 (D
s A 1,32 (3. 1), 3.03 (2H, ). 4.23 (2H. ), 7.53 (IH. m) 7.64 (3H. o) m/z =188 (M+H)
46 A 1.32 (3H, t), 3.06 (2H, g), 4.31 (2H_s). 7.75 {iH. d), 7.83 (1H, dd). 868 (1H, d} m/z = 230 (MHH)
a7 1A 2,14 (3H ¢} 2.78 (2H_1). 3.25 (2H, 1), 4.38 (2R, 5). 7.78 (IH, &, 7.67 (1H. dd), 872 |m/z = 276 (MeH)
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1.26 (3H, 1), 2.56 (2H, m), 281 (2H. o). 324 (2H. . 438 ZH, ), 7.75 (1 91, 796 |~ :
® |A UH 0, .78 (1H, £) m/z = 290 (MeH;
2.75 (2H, 1), 3.05 (2H 1), 373 (2H. 5). 420 (2H, =), 6 18 (1N, &), 6.31 (1N, 4d), J35| :
49 A , &), 2.38 OH, d)_7.7) (1H, dd)_ 8.31 (1H. ) m/z = 308 (MeH}
50 JA 2.65 (2H, 1) 299 (21, t) 3.72 (2H, 5), 4.11 (2H, 5} 7.30 (6H. m), 7.64 (1 ddy_ Irmrz = 318 (MvFD)
344 (2H, m}, 3.4B (M, m), 4.23 (2H, 5), 7.37 (11, . 7.6 (2H, ). 7.70 ZH, m), R
A 7.91 (2H. m’. 833 ({H_ g} m/z = 336 (MeH)
52 JA 3.12 (2H, td), 3.17 (3H, td}, 4.18 (9, ¢). 731 (6H, m, 7.68 (iFL dd), 8.25 (1H. ) Jmorz = 304 (WeE)
343 (2H, ©. 419 (2H, ). 4.35 (2H. 5), 6.88 (M. d), 7.02 (1H, m), 7.31 (3H, m). 2.2
53 A (1H, dd). 8.38 (1H, d) ‘ m/z = 268 (M+H)
201 (3H ). 3.17 (2H ), 350 (21, @), 4.24 GA, =), 5.82 (1M, br 5, 7.38 (1L ) N
A 7,69 (|H, dd) 838 (IH. d) m/z = 253 (M+H)
55 I8 408 (4R,'s). 723 (4H_a), 7.36 A1 o) m7z = 291 (M+H)
y e g_?g g: :}), S2QR. €407 GH 2, 71T R w0, 129 G m 748 (R a@). [~ o "
343 (2H, 0. 4.98 (2H, 5). 453 (2H, ©, 7.33 (T, &), 747 (1. m). 7.60 GAL ) 771
lﬁ’ E O o s, Dag 2t m/2 = 316 (M+H)
N 3 398 (2t 5) 436 (2H, ), .45 (1H_d), 7.74 (11 4d), 6.42 (I d) m7z = 207 (M-H)
61 IE 211 (3H, s), 3.28 (2H t), 3.27 (4H, m). 740 (1H_d). 7.71 (1H. 5d) B35 CIFi M
2 IE 225 4.7 (2H. ), 433 (2H, 5) 7.33 (1H, d), 7,72 (IH. 8d). 8.37 (1K, g} Im/z = 228 (Nott)
s | 221 (1M, dd), 258 (1H, dd), 3.08 (2H, m), 3.32 (1H, &), 431 (2H. dd, 7.33 (1ML 9,
@ 172 (1. dd), 636 (1. &)
s e 2.60 (1H. dd), 288 (2H, m), 321 (1H, ). 3,48 (1H, 4, 431 C2HL 5, 738 (I a).
2,24 (1. dd), .38 (1H. d)
36 IE 270 (2H, ). 3.30 (2H, v) 3.7 (3H, s), 4.25 (OH =) 7.38 7.72 (11l dd). 8.35
0.27 (2H."m), 0/65 (2H. m), 1.06 (1M, m>. 288 (2H. ds, 428 (2H, 8), 740 (1H. 3. |
n_E 715 (1H__dd)_8.34 (1H, &) m/z =222 (M+H)
7 A 214 QH, ) 2.77 (2H, ), 323 (OH_1), 4.28 (21, 3). 7.87 (I, 9), 828 (I ) w7z =276 (W)
1.69 (3H. d), 2.90 (3H. 5), 2.77 (2H, m}, 3.08 (2H, m), 4.23 (1H. ). 7.38 (1H. d), N
A i 7.76 (1H_dd), 8.33 ({H. d) m/z = 256 (MsH)
74 |A 2.5 (3H, 6), 275 (M. € 323 (A 1. 424 (231 I51 (A< w7z = 248 (WH)
75 A 1.27 (3H, 1), 2.56 {2H, q), 278 (2H, t). 3.2 (2H, t), 4.42 (?H. 51 7.51 (IH, 5. m/z = 262 (M+H)
e Ia 222 gz g;). 292 (M. m). 363 (1H, m), 426 (2H,3). 798 (1, . 773 CH &) |, _ o0 P
1.36 (3H, d), 2.11 (3R d), 262 (1M, dd), 278 (T, dd), 3.15 (1, m), 4B O, O |
7oA 4.32 (1H, ). 7.38 ({H, d), 7.76 (1H. dd. 8.37 (1H. 4) m/z = 256 (M+H)
77 [A 2,11 (3H,'s) 275 (2H, £, 321 (2H, +)_ 4,27 (2H, +), 7,00 (1M, dd). 7.88 (A ) Im/a = 226 GoFD
79 A 214 (3H, 3), 278 (2H, ¢}, 3.23 (2H, t). 430 (2H, 5), 7.59 (1K, dd}, 8.21 (1H, 5) m/2 = 280 (M+H)
lBo—a 130 (3H t*, 3.01 (2H, 0", 4.21 (?H. s>, 7.54 (1H d).8.18 (IH_s) Mz = 214 (MsH)
3.60. 368, 3.70 (2H, dt % 2), 4.60, 4.69 (2H. tx 2), 4.77, 4.78 (2H, s X 2), 7,33, 7.99 _
W (1H, dx2) 7.55 .63 (JH, dd X 2), B.30, 8,33 (1H d X 2) m/2 = 285 (MeH)
82 1a 3.30 (2H, dv), 4.31 (2H, 5), 4.31~4.73 (2, m)_ 7.39 (1H, ). 7.73 (11l 990, 836 OF. [m/z = 214 (WrD)
B3 E 4.18 (2. ) 4,32 (2H, &) 7.40 (1H, d), 7.48 (1H, s) 7.69 (1H_dd), 8.33 (1H, d) m/z = 298 (M+H)
247 (3H, 5), 331 (2H, 1), 4.21 (2H, =), 4.23 (2H, 3), 7.37 (3H. m), 7.68 (IH, 3d), .
8¢ IE 2,79 2H. d). 830 (1H. d) m/z = 366 (M+H)
1.22 (3H, tX2), 3.36 (M tx 2), 3.60 (2H. ¢ 2), 3.71 (2, a), 402 (2H. ), 435, R
' & |F 4.32 {2H, s 2) 4.94,53) (2H 5% 2) 732 (6H m) 774 {I1H_m). 838 JH. ) |™Z= 105 (MH)
142 (3H. €, 331 (2H, 1). 3.38 (2H, 1) 4.28 (2H, 3), 4.63 (2H, q). 7.98 (1H. ). 232 o
& |F (iH, dd). 8.37 (1. d) m/z = 316 MH)
325, 347 (3H, s X2). 336 (2H, tx 2). 3.60 (2, 1x2), 4.29, 632 (2 s < 2), 4.98, -
88 IF 533 [2H, s x2), 7.18-7.37 (6H_ m), 7.73 (24, m), B41 (1H. m) m/2 = 391 (M+H)
174 (3H, m), 3.18 (1H, m}, 3.37-3.82 (1H, m), 4.31-4,66 (2H. m). 5.33 (1H, m). -
8 |0 737 {1, 4% 2), 757, 7.70 {1H. ¢d % 2). 8.35. 8.8 (1H. dx2) m/2 = 293 (M+H)
TG 1.39 (6H, d). 3.30-3 40 (4H, m), 573 (1H, m). 1.38 (1H_d), 7,73 GH, dd). 837 (IH, |m/z = 330 (e
082 {3H, 1. 1.37 [4H. m), 1.79 (2H, m), 3.3 (2H. ©, 3.38 (ZH, 3, 4.28 (2, ), 457 ] , _
i (2H, ). 7,38 {1H, ). 7.78 (1H, dd), 8.37 (IH_d) Mz 2 358 (k)
a2 c ;.;g E:Ix: :;. 3.22 (2H, m), 4.29 (1H, o). 464 (2H, m) 733 (1H, &). 7.74 (11 dd), m/2 = 228 (M+H)
1.00 (3H. 1 1.38 (2H. m), 331 @M. €, 3.38 (2H, V), 429 (ZH, ). 453 21 C. 738 | . "
i (1H, &), 7.73 (iH, dd). 8.37 (1H, d) M7z = 350 (eH)
e Ir 096 (3 . 141 2H.m), 1.8 OH. m). 337 2H. 0, 398 (1A 0. 428 (20, ). 438 | _ oo
(2H, v, 2.38 {1H, 8), 173 J1H. dd), B.36 (IH, &
%5 JA 3.68, 376 (2, tdx 2, 4.78, 4.8 (2H,_s X 2). 5.85-6.15 (IFL m), 7,52, 7.56 (|1, s X [m/z = 309 (M+tD)
. 1.73 (3H, d), 3.16, 3.49 (2H, m X 2), 527, 5.37 (1M qX2), 2.33, 7.40 (1H 9% 2), -
%8 c 7.56,2.70 (1H, dx 2) 8.36 (1H, d) mfz =317 (M)
3.60, 371 (2H, tdX 23, 478 (2H. 5). 5.85-6.18 (TH m), 7.35. 740 (1L A 2). 753, | . _
97 A 7.60 (1H_dd x 2), 830 B.36 (1H_d x 2) m72 = 303 (M)

782753-1

-85-




1554210

[3%8]

3.5, 3.87 (2H, td X 2), 4.76, 405 (21, s X 25, 5.86-6.17 (1F, m). 7.37. 741 (H. x|,

s F 2), 7.5, 7.62 (1H_d x 2). 8.31_ 832 (1H,s % 2) m/2 = 319 (M+H)

53 3.50 (21 m), 5.11 (2H, m), 6.10 (1H, m), 7.37 (1H_ ). 7.60 (1H. dJ, 8.32 (iH.e) _ |m/z = 351 (Metd)
2.03 (2H, m). 2.47 (3H, 5). 3.09 (2H, 1), 412 (ZH, 1), 418 (2H, ), 2.38 (3H. m). 7.70|  _

0 F (1H, dd), 7.78 {1H. d), 8,33 {IH, d) mz = 350 (M)
143 (3H, 0), 2.10 (2H, m), 3.10 (2H, 0, 320 (H . 421 (2H,s), 4.66 (2H, @), 7.80 | ,__

o F (H. & 2710 (IH. dd). B34 {1H, ¢) m/z = 330 (M+H)
1.00 (2H, 9), 1.83 @H, ¢). 2.1 (2H, o), .09 (2H. 1), 318 (2H.v), 4.21 (2H, 5, 855 |, _

ez |F (2H, 1), 7.38 (1H, d), 7.71 {IH, dd), B.34 (IH, &) m/z = 344 (M+H)
1.25 (3H, m), 2.12 (2H. m), 3.08, 3.12 (2H, tx 2), 3.36, 3.40 (ZH, tx 2), 3.71, 4.05 R

R (21, g %2), 418, 423 (2H. s x2). 4.94, 5,33 (2H. 5 X 2). 7.3 (7H, m), 712 (1H_my, | ™72 = 319 (MeH)

(D 3.58 (2H,_m), 4.67 (2H, m)_ 5.77-6.07 (1H_ m), 7.41 (1H. d), 2.2 (IH, dd). 8.37 (IH,
1,01, 1.17 (3R, tX2), 1.72 (3H, d % 2), 3.02-3.54 (ZH. m), 5.98, 5.38 (1H, q X 2). -

105 |6 734, 7.38 (1K, d X 2), 7.57, 166 (1H, dd x 2), 8,37 (1H, m} m{z = 281 (MeH)

7o 1.02 (34, 1), 1.72 (3t d). 928 (ZH, m), 5.26 (1H, 0), 7.37 (I ). 7.77 (N, d). 8.4 |m7z = 317 (M*tD)
1.70, 175 (3H, % 2), 3.16-358 (2H, ), 5.30 (1H. . 6.61-598 (1H, m), 7.38, 2.41] ,

1 |C (IH, dx 'd 8.44 (1H. dx 2}, m/z = 353 (Met)
1.01 (3H, m), 203, 2.24 (7H. mx 2), 3.32, 3.72 (34, mx2). 503 (1H. ), 5.80-6.20 |,

19 ¢ (IH, m), 7.37. 741 (1H. d x2), 7 x2) 8.38 (. d) m/z = 331 (M)
0.07(3H, t5, 2.04-232 (2H, m). 3.30-380 (2H, m), 5.72-8.00 (1H, mY, 7.41 (1H, o), -

1o ¢ 7.72 (1H. m), 8.44 (1H. 5) m/z = 367 (M+H)
1.02 (3H, m), 2.00-2.30 (2H, m), 3.14-3.38 {(2H, m), 4.94~5.12 (I1H, m), 7.26-1.34 gy =

LA (Lt ) 760-178 UH ) 38 (1H, m) m/z = 295 (M+H)
0.96. 1.05 (3H, t), 2.06. 2.24 (2H, m X 2). 32 (2H, m), 480 (17, o), 7.38 (1H, ). ~

L 7.75 (1H,_m), 8.45 (iH, s) : m/z = 331 (MH)

e o ;ﬁ; gt'i)‘ 18)78 @H. 0), 320-2.45 (T m). 532 (1H, @ 7.3 (T, @, 768 (IR, | oo
1.03, 1.23 (3H, tx 2), 1.78 (3H, d % 2), 3.00-3.60 (2H, m), 5.34 (1H, o), 7.69.7.93 |, _

A i (1H. dx2), 780, 7.88 (1H. d x2), 8.70. 871 (IH, d % 2) m/z = 315 (M)

1o e 3,63 (2H_d)_4 3. 5.38 (2H_m). 583 (OH_m), 7.47 (1H.5) 7z = Z14 (M)

120 [E 255 (IH t), 383 (2H, d), 4468 (2H, s), 7.55 (1H, 8} m/z = 212 (M+H)

121 [E 2.86 (3H, 5. 4.31 (2H_ s> 7.50 (1H,_s) mrz = 186 (M+H)

122 [E 0.98 (3H_ D, 1.69 (2H, m), 2.85 (2H_ ¥}, 4.33 (2H_5). 749 (1H.5) ) m7z = 216 (M¥H)

i2e |G g.gg t::l: :;). 173 (3H ), 347 (2H, m), 522 (1H, m». 1.25 @H,m). 790 CHL @Y. |, _ pa3 ety

7 A 2,50 (1H_ 1), 4.23 (2H_ m). 471 (2H. m}, 7.41 (JH. ). 775 (1H_ddy 8.41 (1H_d) _ |m7z = 313 (M#H)_

120 1A 3.86 (ZH, m), 4,55 (2H, m), 7.43 (1H. d), 7.74 (1H_ dd), 8.4 ‘1H.d) m7z = 318 (MH)

AR ;.;i ﬁm z);'?) 349 (ZH, a2), 486 (P, s x2), 7.56 (1H, d%2), 858 A sX2) |, _ a0

B A 1.20 (3H, t), 3.42 (2H_m). 4.64 (2H_m), 7.74 L{H_d). 7.96 (1H.dd). 8,30 ({H.g) __|m7z = 337 (M+H)
1.04. 1.16, 1.31 (3H, t%3), 1.70 (3H. d X 2), 260-3.58 (ZH. m), 5.25, 5.40 (1H, g X -

132 | 2), 7.22, 7.4 (2H. d x 2), 8.60, 8,55 (2H, d % 2) m/z = 247 (MsH)
0.97. 1.10 (3, t x2), 1.73 (3H, d). 3.07-3.52 (2H, m), 5.32, 5.52 (I, q < 2), 7.34 -

133 | liH, m). 7.62. 7.70 (1. d % 2). 8.56_8,60 (1H. d X 2) miz = 247 (M)
0.92, 1.08 (3H, tx2), 1.71 (3H. d), 2.18-3.58 2H, mY, 5.28, 5.53 (1M, q X 2), 7.20- N

134 jC 7.36 (2H, m), 7.69 (1H, m), 8,57, B.62 (1H, dx 2) m/z = 247 (M+H)

E [2.34 (3H, ), 452 (2H, m), 7.39 (1H, d), 1.71 (IHL_dd), 8.34 (10, J) .= 289 (M*H)

136 IE 2.47 (3H,s). 3.33 (2H, 1), 4.22 (2H_ 1), 439 (2H_s), 7.38 (2H, . 7.4B (IH_ 5., 7.81 |m/z = 372 (M+H)

137 _|F 1,43 (3H.1)_3.37 (4H. m), 4,43 (2H_s) 4.67 (2H. a). 2,51 (1H. &) m/z = 322 (M+H)
1.26 (3H, 1), 340 (ZH. tx 2), 360 (2H tx2), 374. 406 (2H, qx2), 443,448 (2H4, | , _

18 |F 5 X 23, 4.95, 5,30 (2H, 5 X 23, 7.20-7.40 (SH_ m), 752 7.58 (1H, s x 2) m/z = 4110286 (MH)
2.70 (3H, 53, 287 (1H, m), 3.10 (1H, m), 351 (2H, m), 431 (2H, d), 7.40 (I, 3, ~

139 1A 776 {1H, dd) B.40 (IH, d} m/z = 238 (M+H)

10 A 1.53 (6H, d), 4,24 (1H_m), 454 (2H_m). 135 (. 3. 7.81 (1H.d3). 8 37 (1H_d) _|m/z = 317 (W+th)
0.83 (3H, b, 1.22 (2H, m), 1.55 (2H, m). 2.28 (2H. m). 4.61 (2H, m), 7.40 (1H. d), N

141 1A 274 (1H, dd), 8.34 (1H, d m/z = 331 ()

%2 1A 3.23 (2H, ), 3.70 (2H, m), 4.60 (2H_m), 7.24 (2H. m), 1.247.83 (7H, m), 8.32 (11 |m/z - 443 (M*H)
3.70 (2H, m), 411 (2H, m), 4.74 (2H. m). 6.81 (2H. m). 7.26 (1H. d). 7.34 (3H, m), N

143 A 7.75 ({H, d), 8.41 (1H, s} m/z = 395 (M+H)

144 1A 1,16 {(3H, £ 3.38 (2H. m), 4.74 {2H, m), 7.39 {I1H. d), .75 (IH. dd). B.35 (1H d) _[m/z = 303 (M+H)

s Ia g.g; l(m :')) 153 @H. m), .25 (2H, €. 455 @M ™, 2.37 (M. 0, 776 (H ad). | -~
3.89 (2H, m), 4.72 (2H, mY, 5.22 (1H. od), 5.36 (TR, dd), 5.71 (IRLm), 7.39 OH. &, | .. _

146 A 7.72 (1H_ dd), 8.28 (1H, &} m/z = 315 (MHD)

147 A 4.44 (4H, m), 7.18 (2H, m), 7.25 {(1H. &) 7.33 OH, m), 7.53 (1H, dd) 8.03 (I1H, d) |m/z = 365 (M+H)

138 |A 1.30 (3H, ©), 3.05 (2H. g), 421 (2H_s) 2.00 (1H. dd), 7.86 (1H, td). 8.18 (1H_d) __|m/z = 180 (M*H)

143 1A 1.29 (3H, t), 3.02 (2H. o), 4.18 (2H. s), 2.53 (1H, d) 7.61 (1H_dd), 8.32 (1H, d) m/z = 240 (M+H)
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150 JA 2.15 (BH. s), 3.36 (2H, ¢). 4.60 (4 7.38 (i 7.76 (1H,_dd), 8.36 ((H_d [m/z = 346 (M+H
151 A 1.04 (3H, 1). 3.37 (2H, q), 452 (2H, 5) 2.37 (1H. d), 7.80 ({H, dd), 8.32 (1H, d) m/z = 401 (M+H)
52 |a 2.07 (1M, ;)) 243 (2H, m), 3.48 (2H. 1), . 4.68 (2H, m). 7.40 (1H, d), 7.76 ((H. dd), miz = 327 (M+H)
153 A 1.32 (3H. ) 3.06 (2H. ), 4.21 (2H, ) 7.23 (1K, dd), 7.31 (1H. d), 8.42 (1H, &) m/z = 196 (M+H)
154 A 130 (BH &), 3.14 (2H_q), 4.31 (2H, 5), 7,30 (1H, d), 7.38 (1H.d), 7.72 (IH, dd) m/z = 198 (M+H)
1585 JA 3.29 (3H, 5), 3.45 (4H m), 4.68 (2H, m), 7.86 (1H_d)_ 7.74 (1H. dd). 8.37 (IH. d) |m/z = 333 (M+H)
157 A 117, 1.31 (3H, tX ), 3.48, 3.83 (2H, g% 2), 7.52 (1H, d), 2.50 (1H, d) m/3 = 268 (M+H)
158 A 1.30 (3H, ), 3.01 (2H, q), 4.13 (2H, 5), 7.23 (2H,_s), 7.35 (JH_ =) m/2 = 229 (M+H)
159 _|a 258 (2H m), 3.81 (2H, t) 4.52 (2H, m}, 7.43 (1H_d;, 7.78 (1H_dd), 8.41 (IH &) |m/z = 328 (M+H)
160  |A 3.75 (3H, ), 3,94 m), 471 (2H. m), 7.39 (1H. d)_7.72 (1H, dd), 8.2 d m/z = 347 (M+H)
161 A 403 (2H m) _4.74 (2H m), 7.40 (IH, d), 7,33 (1H. dd}, 8.31 (1H d) m/z = 333 (M+H)
163 JA 4.26 (2H_m), 482 (2H. m), 7.63 (1H a) m/z = 320 (M-H)
165 |A 4.02 (2H m), 4.84 (2H m), 7.78 (1H, d), B.00 (1H_dd’, 8.78 (1H_d) m/z = 348 (M+H)
167 [A 4.20 (2H, m), 4.64 (2H, m),_7.58 (IH_dd, 8.27 (1H, g’ m/z = 332 (M+H)
170 _|¢c 1.80 (3H. d), 383 (1H, d),_4.27 (1H, d). 5.42 7.43 (1 2.6 (1H_dd m/z = 328 (M+H)

1.86 (3H, d), 2.28 (1H. t), 378 (1H, d), 417 (1H, d), 5.34 (1R, q), 7.37 (IH, d). 2.78 _

. 171 ¢ (144, d), 8.47 (1H. ) rr/z = 327 (M+H)
172 |a 251 (1H, t), .25 (2H, m), 4.81 (2H, m), 2.56 (1M, 2) m/z = 319 (M+H)
176 A 1.62 (3H t), 3.40 (2H, m), 4.03 (2H_m)_7.24 (2H, d), 7.38 (1H. d) m/z = 335 (M)
177 IA 1.12 (3H, 1), 3.36 (2H, ), 4.57 (2H, m), 7.38 (SH_m)

178 a ;i ;g (\m :;). 3.31 (2H, m), 3.81 (2H, m), 4.43 (2H, s), 7.38 (1H, ¢), 7.78 (IH, dd), miz = 317 (M+R)
179 |A 251 (1H, 1) 3.97 (4H, m), 452 (2H, s) 7.7 (1H_d), 7.75 (1H, dd), 8.37 (1H. d) m/z = 327 (M+H)
180 [A 1.14 (3H ¢, 3.39 (2H, m), 4.50 (2H,_m). 7.26 (2H, 7.34 (3H, m) m/z = 301 (M)
181 A 1.12 (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, 1), 3.39 (2H _m), 4.50 (2H, m), 7.54 (1H, m). 7.67 (3H, m) m/z = 292 (M)
183 _|a 1.16 (2H, 1), 3 m), 4.50 (2H, m). 7.54 (2H. d)_8.27 (2H_ d m/z = 312 (M)
184 |A 2.50 (1H, +}, 400 (2H, ), 4.65 (2H, m) 7.27 (2H. m}, 7.38 (1H_ m) m/z = 345 (M)
185 JA 1.49 (3H. 2,36 (3H, ) 3.34 (2H. m), 448 (7H_m), 7.20 (2H, d), 7.24 (2H_ 4. m/z = 281 (M)
188__|A 1.14 (3H. £/, 3.39 (2H, m), 4.82 (2H, m)_7.48 (2H, d). 7,69 (2H, d) m/z = 292 (M)
187 |A 1.11 8H, ¢, 3,34 (2H, m), 3.82 (3H, s), 4.40 (2H._m)_6.88 (2H, d), 7.28 2H. d) m/z = 297 (M)
188 [A 112 :3H, £}, 3.36 (2H, m), 4.51 (2H,_m). 7.07 PH. m). 7.33 (ZH. m) m/z = 285 (M)
189 [A 1.18 3H. ¥, 3.40 (2H, m), 4.50 (2H, m). 7.43 (2H, d). 7.66 (I1H, d)

190 A 1,12 {3H t, 3.36 (2H m), 4.58 (2H,_m). 7.24 (2H, d). 7.52 (2H. d) m/z = 345 (M)

91 A 1.12 (3H, ¢, 2.32 (6H, s) 336 2H. M), 4.51 (2H, m), 6.94 (2H s) 6.97 (1H. =) m/z = 295 (M)
192 A 1,17 (3H, v), 3.42 (2H _m), 463 (2H, m), 7.82 (1H_ m), 7.75 (1. d) 8.20 ({1H_ &) m/z = 312 (M}
193 [A 1.17 (3H, ©), 343 (7H, m), 4.62 (2H, m) 7.37 (1H, d), 7.52 (1H, dd), 704 {IH. ) |m/z = 423 (M)
194 |a 1.92 (3H, ©) 3.45 (2H, m), 4.60 (2H, m), 7.87 (AH_s), B.{4 ‘1H s, B.38 (1H, &) m/z = 390 (M)
195 |A 1.19 {(3H t) 3.43 (2H, m), 4.68 (2H, m), 7.81 (2H, s), 7.80 ‘1H, s) m/z = 403 (M)

3.32 {2H, 1), 3.63 (2H. 1), 3.76 (3H. s), 4.19 2H. s), 427 i2H, <), 7.39 (IH, d}, 7.73 .
‘ 186 |E CIH, dd). 835 (M, d) : ( ) 1740(C=0), 2212 {CN)
3.32 (2H, 1). 3.40(3H. 5), 3.63 (2H. 1), 4.28 2H, s) 5.48 (2H, ). 7.39 (1H. d). 7.73
i (1H, dd), 8.36 (lH(d) I ( 2212 (©
2.22 (3H. 5). 3.31 (2H, V), 363 (2H. t), 4.27 {2H, s), 4.48 (2H 5. 7.39 (1N, 4.. 7.73
199 E (1K, dd), 8.36 (1H, d) 5 - ) ( - 2212 CN)
2.44 (3H, 5). 3.31 (2H, t), 3.62 (2H, 1), 4.26 (2H, s), 4.89 (2H, 5,, 7.30 (2H, 4., 7.39 o 0
00 [ (1M, d), 7.72 (1H, dd). 7.90 (2H, &), 8.34 ‘{H. &) : - 1684(C=0), 2211 (CN)
1.29 {3H. ©), 1.63 (1H. m). 213 (1H. m), 2.83 {tH, m), 2.89 (zH, m), 3.08 (2H. m),
200 A 352 (1H_m), 376 (1H._q). 3.87 (2H. m) T : 2209(CN)
1.64 (1H, m), 2.15 (4H, m). 2.75 (2H. t). 3.04 (2K, m), 3.24 (2H. v), 3.69 (1K, d), .
202 A 3.26 (1H_g), 3.86 (2H, m) 2207 (CK:
203 |A 1.12 (3H, m),_3.25 (ZH, m), 4.56 (2H, m), 7.32 (1H, d) 7.75 (1H, m)_ 837 (1H.m) _|1632, 1458, 1388
hod A 1.16, 1.24 (34, £x2), 331, 3.45 (2H, g x 2), 4.58, 4.66 (2H, s X2), 6.16 (2H. td).
331, 7.36 (4H, d x2), 7.56, 7.61 (JH, dd % 2), 830 (1H. d)
1.14 (3H. ). 3.23 (2H, ). 4.48 (2H, s). 5.08 (2Hm br s), 7.29 (1H, d), 7.62 (1H. dd),
205 JA 8.27 (IH_¢; -
208 la 1.13 (3H, t). 2.83 (3H, 5). 3.20 (2H, q). 4.44 (1H, br s), 4.49 (2H, 35), 7.27 (IH. ),
2.84 (IH gdd), 8.27 (1H, &)
) 207 |A 1.14 (3H, 1) 284 (6H, 5), 3.14 (2H, m), 429 (2H, ¢), 7.25 (1H, ), 7.63 (IH_d), 8.30
208 JA 1.19 (3H, <), 3.85 (9H, q). 5.06 (2H. s). 7.35 (IH, d), 7.73 /1H, dd), 6.27 (IH_ 4, m/z = 216 (MH)
211 C 1.70 (3H, 4, 2.81 (3H s), 533 (1H. q), 7.38 (1H, d), 7.71 (1H, dd), 8.41 {tH. d) 1463 1380 1237
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A A 14 N- (1- C (6-&MWEuE-3-F ) B E ) Mg -2
(1H) -GEHE ) -222-ZH 28Kk (k&YW 212)

(1) ¥ 2-BRE Mg 25g (270mmol) & BN HE K Z &
BHfE 200ml> fHA=ZZEME 41ml (30g,300mmol) & 15 4l
Z 0C - FE# = F B KE 38ml (57g,270mmol) 7% 15
SEBETHET RZEFERBEH 2NEF  KEBREZ HXE
WEAK 100ml Bgkok > B#H 10 o - BE DB S
ETOW BEBEBL 150ml A/KBEE 2 K ~ DL 150ml B
1%HCL /KEWBEFE 2 Rz LEKREEREGZE - BKE R
MM 2,22-=#-N- (HmE-2 (1H) -8 &) ZEEK 36g
(EET1%)
1H-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 ( CDCI3, § ,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-&-5-&F FEMLog 20g ( 126mmol) & & R
K ZBE 200ml > O ALDARTM < FEFRBE 2,2,2-= & -N-
(Mbwg-2 (1H) -iE & ) ZEE % 24g (126mmol) - i Bk &
21g (151mmol) - fNEAEF 6 /NEFER > MEBEBEH 10 /h
B - RIERER®R > BERER  BHREBRBRERWE - RHES
MAZZEBRTUHESGL  BRNERSZEH U2
EMEKTESER KB HERN 0CHEBEE 1/
B SEIENY - EE 2628 (EZXR 66%)
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IH-NMR ( CDCI13, § ,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 ( CDCI3, 6§ ,ppm ) : 53.8,115.5,117.2 ( q ) ,
122.1,124.7,130.0,139.2,140.0,142.5,149.7,151.8,158.9,163.5

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

(3) ¥R X 875 &8
MR XBEHT - RUATRGESFHE -

&4 ¢ RINT-2200 ( f& 3 2 5 RIGAKU)

X % : Cu-Ka (40kV - 20mA)

frfm g B - 4~40" HUARIBE - 0.02° FHEEAE - 1'/5
mROT (B 1)

BEHEA (260 ) 8.7~ 14.2°+ 17.5°~ 18.3°~ 19.8° ~ 22.4° -

30.9°~ 35.3°
[ _

(4) "ERBEHE N (DSC)
NRERBRESNTD > RUTHGEGFHE -

BEEHE : 50C~250C (HF#E :10C/4)
mARBETARE 2-
(5) X FARHUT@HZ (1) ~(iv) FEREHHE

782753-1 -89-
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paf|

(- -~AME) EAEES  MEARSZES - HED
a7 DB E R R YT R X A 5
FRTERBHEDT -

(i) 28 -8

Ri&EY 212 (700mg) FMASER 25ml -~ BEER &
EEMH 25ml> DIKBRIMBAE 5CHEEXT2EMR - FLHER
BHMKEEZTER FE M BEKEWNTLENES DD
ENCK  BEBRIERE=95'5 AREELEH - FEEA
st TRBEEBTEREZE 2 /K S HEKEE
349mg -

MR XBESBITERAW TR (E 3)

EmE S (20 ) 8.5 14.0°~ 17.3°~ 18.1° ~ 19.6°

22.2° - 30.8°~ 35.2°
TEMERESONMOWERETRNRE 4-

(ii) B =8

Rik&Y 212 (1.0g) A 2-FNEE 28ml - DLk 0
BE SMCHEZT2HEMR  BHEEHKEEZER  FE
— R  BEKENENER  DULPEN 2-NELRER B
ANEZBRBERNRBEB THERZLE 2 /NF > £F 068
695mg

TEREBERESIMCERERRKE S -

782753-1 -90 - S
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Ciii) 55 Y & &

RiEEYW 212 (700mg) MAFEH 30ml - LLsKEBE M
RE SCTHHEZT2ER KUHBEMKEZTZEER  WE
— M - BEBEN TGS LX’)‘%%@%‘EE???& B A
RS ENRBEEB THEEEZE 2 > B3 AGER
440mg -

MR XBRERBTERFBOTHATR (B 6)

wmE A (260 ) 8.6 14.2°~ 17.5°~ 18.3°~ 19.7°
22.3°+ 30.9°+ 35.3°

NERBRESHCERERKE 7 -

(iv) 28 A & &%

RAe&EY 212 (S0mg) FMAFBEKY 2ml - K
2ml > DIKWBIIBAE 65CABEER - FHKEE = 8%
HE K- - @ARKENTENES S 06EEME 16mg-

REMBRAESNMCERERRE 8 -

BEB 14 FER (1) Z bk

B 2-BEE Mo 1.0g (10.6mmol) ¥ & iR EE B £ £ B
10ml > MMA=ZZ & 1.78ml (1.2eq) K% TEHM =&
B BRET 1.62ml (l.leq) - ¥ #& »r MEBE®R 2 KK
MABEBRZEE 10ml Kk 10ml REEHRBETHE - BEE
BRZEBEREBLK 10ml %@ 2 X% > UIEKRE ST
B RBEBREMS 2,2,2-=#%-N- (Hw@E-2 (1H) -8

782753-1 -9 -
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H) ZBE 1.56g (77.2%)

EEE 14 B (1) Mk 2

¥ 2-BRE M EE 0.94g ( 10mmol) ¥ f# A THF 20mL -
MREGDMAZRAEBRZER 2.84g (20mmol) K ZH E
EobnE 1.22g (10mmol) > B 22 /K - 88X THF #& -
U-&a&hwBBEMLE (BEHAER ChR/BERZIER
4/1) fid > B2 2,2,2-=Z&-N- (Mkwg-2 (1H) -E2& ) &
BE iz 0.26g ( E=E 13.7%)

& B 14 2 i &

% 2-8-5-8 F E e 3.00g (18.6mmol) & A HY K
DMF 20ml > g A 2-FFEMEE 1.75g (18.6mmol) A 80T
B s/ RERER S /MK - RERBR®Z BEBHEX
DMF  MAZBERFTHE®R KEBERKE YLUIZERD
B gk B8 1-( (6-EUmE-3-F) HE ) ME-2
(1H) -G E 2.07g ( EX 44%)
1H-NMR ( DMSO-d6, 6 ,ppm ) : 5.65 ( 2H,s ) ,6.96
(14,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)

BLlRift e FEMBZ 1-( (6-&ILME-3-F ) H
H) ME-2 (1H) -G B EEE S50mg (0.20mmol) BHERN
mAK &P L Sml RIKH THEFIMA DMAP 122mg
(1.00mmol) ~ = #H FEBE S50mg (0.24mmol) » RER

782753-1 -92 -
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BE1/NEF REGHERZ BRERIL_-&F
I%BEAFR DEKTRRELZE BE#EEZ_-&F K
mEENY - EE 42mg (EXR 67%) - NMR {REFjM &
At E—2 -

BREBI 152, 2-Z®-N- ([ 1- C (6-&MEmE-3-F) FE)
Mbwe-2 (1H) -G % ) -ZEEZ (k&YW 241)

KLU E/RE 14 2fbEhicEc AEMRBH 1- ( (6-
gMtrE-3-F) FHE ) MwE-2 (1H) -THREKRBE 200mg

( 0.78mmol) -~ DMAP 238mg ( 1.95mmol ) - EDC-HCI,

224mg (1.17mmol) BENEK KT LK 10ml A K
EEEZ 101pl (202mg,1.17mmol) EEBE BB —M - K FERE
Rk BREBRUL_ZEFREZHERE > DAKER 1 ® - U
1%HCI /KIEWREF 2 Rt > UEAKAMBRETZE  BEBEERB
mMSEHBY - EE 50mg ( EX 15%)

1H-NMR ( CDCI3, § ,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 ( CDCI3, & ,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

GRB 16 N-(1-( (6-&-5-FMmE-3-F) FE) moE-
2 (1H) -m& ) -222-=Z=&8 28Kk (k& 227)
B 2-8-3-8-5-BHBEIMIE 4.00g (27.6mmol) B FEN

782753-1 -93-
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b & f Bk 80ml - o A N-® T Z @B =@ & 7.37g
(41.4mmol) -~ BEAEXFEEE 20mg & 0 FE FL— B -
RIEMZREZ > BFREBRKEZZRETERERE LD
SUWRBBERREN (O BRIERE=19: 1) F LM
- B E 5- (REE) 2-&-3-FWE 3.06g ( X
51%)
1H-NMR ( CDCI3, § ,ppm ) : 4.45 ( 2H,s ) ,7.54 ( 1H,
dd) ,8.23 ( 1H,s) | |

B et FEMRBE 5- (REBE) -2-8-3-% 0k 1€
50mg ( 0.22mmol) BFWENRE/KZE S5ml KFMA LS K
Bl 142 (1) FEREBZHERBH 2,2,2-=F-N- (I TE-2
(1H) -BEE) 2% 42mg (0.22mmol) -~ MRERFF 36mg
(0.26mmol) » MBEEWR 7 /NFF - REKERR B XIER
WEZZE > BEIAAEY  LHBERREBRGE HRNHEG
MAZ_ZERFAEERBIL  KABERKE  UZZEBREKE
B DLERSFSETHREBZBRENMSENY - EE 29mg
(ER 40%)
IH-NMR ( CDCI3, § ,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)

gl 17 N- [ 1- C (6-FMEmE-3-5 ) HE) U 0g-2
(1H) -EE & ) -222-=Z=®R 2K (L&Y 229)

782753-1 -94 -
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R 2-F-S-FEMEE 500mg (4.50mmol) EFME R TUE
i SO0ml> oA N-y 8 T —EEfE g 1.20g ( 6.76mmol)
BEMLEFEE 20mg > MBAER 2.5 MNE - KEZH
R OFHAREBREZEZR  BERFURBHEE > LU=

SUWBRBEEEN (O ' BEBZEFE=19: 1) F LM
ft B T2 S-REE-2-FULUE 300mg ( E XK 35%) -

MU ERGEFRBSZ S-REE-2-FURE 57mg
(0.30mmol) BEHEMNM/KZE 10ml > KF AL E K H

¢ 14 2 (1) FRHREEIHFEERH 2,2,2-Z % -N- (Mg -2
(1H) -mn &) ZEiE STmg (0.30mmol) - BEEE$F 69mg
(0.50mmol) - JIEEI 6 N - RIEFEKR%Z > BHKRER
WMEZEZR BREABEY THRBERBRBEEBERE  UZ-&1k
WEBERBEMXENR (CHt " BEBZIEE=1:1-3:1) FUU
Mt BSEEHNY - EE 2lmg ( E X 23%)
1H-NMR ( CDCI3, § ,ppm ) : 5.56 ( 2H,s ) ,6.89 ( 1H,

P 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)

R 18 N-(1- C (6-RUMLIE-3-F ) FE) Mg -2
(1H) -IR& ] -222-=Z & Z8E (L&YW 231)

K 2-R-5S-BHEME 500mg (2.92mmol) ¥ R MU &
ffix 15ml: jn A N-JR T ZBESEfZ 623mg ( 3.50mmol)
WERAFETEE 0mg > JNEAEEE 19 MK - REZSER

782753-1 -95 -
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BMREBRREEZRMETHERRE DS UV EBREE
HEN (O BRZER=19:1) FLUM/AL =2 2-
R-5-R B EMEIE 143mg ( E R 20%)

1H-NMR ( CDCI3, § ,ppm ) : 4.42 ( 2H,s ) ,7.47 ( 1H,
d) ,7.59 (1H,dd) ,8.38 ( 1H,d)

B et AERB L 2-1R-5-R B EMIE 70mg
(0.28mmol) HME R FAK ZHE 10ml - &7 0ALLE BBl
14 2 (1) HER#Ez HAEERB 2,2,2-=Z % -N- (B 0E-2
(1H) -;i &) ZBEEM 54mg (0.28mmol) -~ BXEEFF 46mg
(0.34mmol) - MMEGEFR 6 NEFF - REFKRR » B K ER
MEEEE  BEFRBY LHERREBE®RE KR HEF
MAZZEBREFEBRBFTY  KEABEKE LU ZER
R EZREBBRBEZEMBSENY - EE 8lmg ( E X
82% )

IH-NMR ( CDCI3, 6 ,ppm ) : 5.52 ( 2H,s ) ,6.88 ( IH,
t) ,7.48 ( 1H,d) ,7.78 ( 2H,m) ,7.84 ( 1H,d) ,8.44 ( 1H,
d) ,8.53 (1H,d)

MS : m/z=360 ( M+H)

AEBE 19 2-8-N- [ 1- ( (6-&MEmE-3-F ) HHE ) MbIE-
2 (1H) -TEE ) ZBEMK (k&Y 236)

BULERE 14 Sk PRESHzTEMREN 1-( (6-
FUboE-3-F) BAE ) WE-2 (1H) -EEREKE 70mg
(0.27mmol) BENRHE K _K B 4ml - R I A DMAP

782753-1 -96 -
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82mg ( 0.67mmol) - & EEE 25mg ( 0.27mmol) - EDC-
HCl 62mg ( 0.32mmol) - EE R EH®H — 8 - REZ X
®OMAZRBEFLUHRE » LK - 1% HClag. 3 1# » LU
EAFBRELZER  RBRRBREMBSENY - EE 4mg
(EE 5%)

1H-NMR ( CDCI3, § ,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 )

=Bl 200 N- [1- C1- (6-EMtug-3-% ) Z &) MiE-2
(1H) -G ) -2,22-Z&4 28K (L&Y 237)
HLUERE 14 2 (1) FREBEZAEMBH 2,2,2-=
#-N- (ME-2 (1H) -;5 &) Z B 44mg ( 0.23mmol)
wERENKZE 8ml - i A Bl Biosci. Biotechnol.
Biochem., 67(5), 980-988, 2003 g & v HFES KW 1-
(6-% Mt oE -3-FH ) Z & 4-F E X EBEE 72mg
(0.23mmol) -~ FxBEFR 38mg > HIZE I 100 /& - X JE
FERER BREBRKEZZR  BABYWTLULABEER
BERRERER U_SfGCVWBRBEEEBN (S BB Z
HE=3:1) FLUMWL SHEMNY  EE 24mg (EX
32%)
1H-NMR ( CDCI3, § ,ppm ) : 1.89 ( 3H,d) ,6.89 ( 1H,
td) ,7.08 (1H,q) ,7.32 ( 1H,d) ,7.66 ( 1H,dd) ,7.76 ( 2H,
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m) ,8.44 (1H,d) ,8.50 ( 1H,d)
13C-NMR ( CDCI3, § ,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)

R Bl 21 N-(1-C (6-&MEnE-3-F ) B &) ME-2
(1H) -miE ) -2, 2-Z“H LEE (L& 238)

e 2-FEE UL IE 400mg (4.26mmol) EER K Z & F
2 10ml - 0 A — & B B 322ul ( 490mg ~ 5.11mmol)
EDC-HCl 982mg ( 5.10mmol ) -+ DMAP 622mg
(5.1lmmol) » RERBEH 61 INF - KEFERE X
FEWRLL & FmE - LAk¥E® 1 R ~ LL 1%HClaq. & 1§ 2
R DAEKBRBRSELE REBEEMS 2, 2-Z#-N-
(MEwE-2 (1H) -IEE ) Z8E 102mg ( EE 14%)
1H-NMR ( CDCI3, § ,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)

BB BERSH 2, 2- & -N- (g -2
(1H) -FE& ) Z B 100mg (0.58mmol) BN &K &
= 10ml > B 2-8-5-8 B E Mg 949mg ( 0.58mmol) A #E
REKZE sml M A > BZF > 0 Ak BESF 84mg
(0.63mmol) - JNZEFE 140 5388 - RIEMFE KRR > FRIE

>

782753-1 -98 -



1554210

BRkEEZR BEERTIBYERBEBERE - RN HE P
ABREEBENE B TFUBEKRE Ao RESE I H
Y - EE 63mg ( E X 37%)

I1H-NMR ( CDCI13, ¢ ,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 ( 1H,d)

13C-NMR ( DMSO-d6, 6 ,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)

ERB 22 2-8-N- (1- ( (6-FMbnE-3-2) FHE) UgE-
2(1H) -EE& ) -2, 2- "R ZEMK (tkE&W 239)

o 2-BEEMEBE 200mg (2.13mmol) BN Z &8 F i
5ml » 4k FF i1 A EDC-HCl 491mg ( 2.55mmol) - DMAP

PY 31lmg ( 2.55mmol ) ~ & Z S B ® 187ul ( 2.23mmol -

290mg) BREBEBH - - NEBHERER  BRERU &K F K
MidkE o DAk~ I%BEBRAESRR  DEBEKREBESECREME 2-
£-2, 2-" & -N- (mMtmg-2 (1H) -TiE ) ZEIF 105mg
(EE 24%)
1H-NMR ( CDCI3, 6 ,ppm ) : 7.19 ( 1H,dd) ,7.82 ( 1H,
m) ,8.18 (1H,d) ,8.36 ( 1H,d) ,9.35 ( 1H,brs)

MU EWRZGTESREY 2-8-2,2-Z & -N- (0 oE -2
(1H) -2 &) ZEiE 68mg (0.33mmol) 1 » i A B & &

782753-1 -99-
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B Sk 7 fE 6ml By 2-%% -5-% B M1 53mg ( 0.33
mmol) » % > JOABES 50mg (0.36mmol) - fuFE
Bl /E  RESERZ BREBRKEZEEREZTLUHE
By FAREFIMNMAZZEREEEBEZNMLE  KBE K
£ LEmMEBEENY - EE 49mg ( EE 45%)

IH-NMR ( CDCI3, & ,ppm ) : 5.56 ( 2H,s ) ,6.92 ( 1H,
t) .7.33 (1H,d) ,7.82 ( 1H,m) ,7.91 ( 1H,dd) ,8.02 ( 1H,
d) ,8.45 (1H,d) ,8.48 ( 1H,d)

13C-NMR ( CDCI3, § ,ppm ) @ 53.8,115.2,120.1 ( t) ,
122.1,124.8,139.0,140.0,142.3,150.0,151.9,159.1,159.1,165.8
(t)

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

SRl 231 2,2,2- S & -N- (1- ( (6-FMLIE-3-3 ) FH)
Mg -2 (1H) -THE ) ZE (L& 235)

LA Rl 14 ZHETRBEL FEREN 1-( (6
S E-3-E) B WoE-2 (1H) -EHEEEE 70mg
(0.27mmol) BN EA EEL 4ml - KRFMA=Z &
B 94pl (0.68mmol - 68mg) ~ ZMZEE R LW 33ng
(0.27mmol - 49mg) » REBEE 1 INE « K IER K
% MAKEREEIE  U-GREHEAKETHR - B A
BBLIKYER | K- bl I%EEERE 2 Ri& > UEKEER
gEwm - HERE - - BRERMAZZERES G 8N
H WIRBEKE  HETEENY - E8 6lmg (EX
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62% )

1H-NMR ( CDCI3, 6§ ,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)

ERCB 24 N-(1- C (6-&RMEunE-3-% ) FE ) g -2
(1H) -FE# ) -2,2333-AENEK (L&Y 242)

e 2-fZ ZE WL GE 300mg (3.19mmol ) BN HEK ZEHF
f% 15ml > & F 0 A EDC-HCI 919mg ( 4.78mmol )
DMAP 583mg (4.78mmol) ~ A &H KN B 397ul ( 628mg -
3.83mmol) » EERBH B - REBHRZ  BRE®BRIU
“EREWmE o DIAKREBE LR DL I%EERESE 2 R
DU KRB S 1R - WBERME - 58 2,2,3,3,3-H £ -N-
(Mtog-2 (1H) -5a &) NEEMK 85mg ( EZE 11%)

RLLEd FBEFRBZ 2,2,3,3,3-A & -N- (g -2
(1H) - &) WEE 77mg (0.32mmol) & » M AE & &
A K Z B Sml B9 2- & 5- & P E W S2mg
(0.32mmol) -~ HKEEH 49mg (0.35mmol) - JnZE K 1
NE - RIERRZ  BREBRREEZZR  BELIEBEY -
WHREBEREBRGE U_S4VBEBEEREN (St B
BRERE=1:3) FTLUMAL SIENY - - EE 12mg ( E
2 10% )

1H-NMR ( CDCI3, § ,ppm ) : 5.56 ( 2H,s ) ,6.90 ( 1H,
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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)

SEH 25 N- (1-( (2-EWEng-5-2£ ) B E ) IHE-2
(1H) -Ti& ) 222-ZHRZHME (e 243)

4 2-%-5-F EWEIE 1.04g (8.13mmol) ¥ P&
B 30ml> A N-B T “EEEE M 1.73g ( 9.75mmol) - i
GLEFEEE 20mg MBSER 6 K - REBEE
RERREE=AMEFRBER U - SLwBEEE
B (Ot BB ZHEE=3:1) FUMA  BF S-mF
E-2-82 Mg 64lmg ( E X 38%)
1H-NMR ( CDCI3,8 ,ppm) : 4.42 (2H,s) ,8.66 ( 2H,s)

WL B EE L S-MEE-2-F WIE 104mg
(0.50mmol) BERENKILE 6ml MALLEGEKSE 14 &
(1) hE#z HFEFREN 2,2,2-Z&H-N- (BEE-2 (1H) -
moE ) Z B 96mg ( 0.50mmol ) -~ R ER #f T76mg
(0.55mmol) -~ MIZAE W 1 /NEF o 52 JE 465 SR 1% » 5 I FE
KEEZE BREYFUBRER  HREEFER - ©
REFMAZZEBBEEEEFLY  SEBEKE  U-Z
ERESEBEALRENTURESSR SHENY - &
f 92mg (E R 58%)

JH-NMR ( CDCI3, § ,ppm ) : 5.54 ( 2H,s ) ,6.98 ( 1H,
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m) ,7.87 ( 1H,m ) ,8.18 ( 1H,m ) ,8.48 ( 1H,m ) ,8.83
(2H,m)
13C-NMR ( CDCI3, § ,ppm ) : 60.0,115.6,117.1 ( q)

b

122.1,127.5,139.2,142.9,158.8,160.3 ( 2C ) ,161.4,163.8

(q)
MS : m/z=317 ( M+H)

® LB S R B 14~25 A2 HEFTS 2 L& Wt
BIHETRE 10-11 -

782753-1 -103 -



1554210

[£%10]

3% |'H-NMR (CDCIA, 8. ppm) ' IR (KBr. v, cm ') or MS

212 5.57 (2H, s), 6.82 (1H. 1d), 7.31 (1K, d). 7.80 (1H, td), 7.87 (1H, dd;. 7.99 (iH, dd), 8.48 (2H, m) m/z2 = 316 (M+H]

213 |5.61 (2H, 5), 8.93 (1H, dc), 7.68 (1H, s), 7.83 (1H, td), 7.97 (1H, d), 8.53 {1H. &) m/z = 322 (M+H)
14 ?1"114 SH. s) 5.40 (2H, s). 6.45 (1H, td). 7.29 (1H, d), 7.46 (2H, m), 7.73 (1H. dd), 8.12 (1H, dd), 8.40 m?z = 278 (M+H}
215|553 (2H s) 7.34 (1H, d). .71 (1H, ¢d), 7.87 (1H, dd), 7.94 (1H, s), 849 (IH, d), 8.55 (1H. s) m,2 = 350 (M+H}
216 $.54 (2H, 5), 7.34 (1H, d). 7.70 (1H, m}, 7.80 (1H, m), 7.88 (1H, dd). 848 I:IH.'d), 8.64 (1H, m) m/z = 334 (M+H]

217 5.49 (2H, s), 8.85 (1H, de), 7.35 (1H, o}, 7.76 (1H, dd), 7.85 (1H, de), 844 (1H, d), 8.62 (1H, s) m/z = 350 (M+H}

218 5.56 (2H. 5). 7.68 (1H. s). 7.74 (1H. dd), 7.84 {1K, d), 8 58 (1H, d) m/z = 356 (M+H)
219 5.60 (2H, s), 7.69 (1H, s). 7.72 (1H, td). 7.88 (1H, m), 8.67 (1H, m) m/z = 340 (M+H;
220 6.58 (2H, s), 8.90 (1H, d). .67 (1H, 1), 7.30 (1H, d&}, 861 (1H, 5} m/z = 356 (M+H)
221 231 (3H, s), 550 (2H. s}. 6,98 {1H. m), 7.34 (1H, d). 7.73 {1H, dd), 7.77 (2H, m), 8.42 (1H. ) m/z = 330 (M+H}
237 (2]:'0 ;(;H §). 549 (2, s), 8.70 (1H, ad), 732 (1H, d}, 7.70 (1H, d}, 7.86 (IH, dd), B.37 (IH, 5), 8.43 /2 = 330 (M+H;
223 (21i|8 '(SH ), 5.52 (2H, ). 7.32 (1H. d). 7.62 (1H, s), 7.65 {1H, dd), 7.88 (1H, dd), B.46 (1H d). 8.50 7z = 330 (M+]
224 $.58 (2H, 5). 6.81 ('I'H. m). .37 (4H m). 7.77 (2H, m}, 8.50 (1H. d) m/2 = 281 (M+H;
225 552 (2H, 5), 8.85 (1H, m), 7.30 (2H, d}, 7.38 (2H, d). 7.75 [1H. td), 7.84 (IH, d), 8.47 (IH, d) Mz = 315 (M+H;

226 557 (2H, s), 6.86 (1H. m). 7.26-7.35 (2H. m). 7.78 (1 H. td). 7.86 (1H. m). 8.63 (2H. m), 8.67 (1H, ) [m/2 = 282 (N+H}

227|554 (2H, <), 889 (1H, td), 7.76 (1H. dd), 7.80 (1H, 1d). 2.85 (1M, &. 8.29 (IH, d). 8.57 1M, &) Mz = 334 (M +H}
238 (5&2 SH s 6.90 (1H. 1), 7.69 (1H, &, 7.81 (1H. 1), 7.88 (1H, d). 8.06 {IH. d). 8.56 (IH. d). 8.78 /2 = 350 (N+H)
229 ?1?4& ;’L)’H. s). 889 (1H. td), 894 (1H. d). 779 (1H, =d), 787 (1H. d), 803 (TH.m). 831 (1H 5). 854 | _ . (M .
230 [549 (2H, <), B.89 (1H, 1), 7.78~7.90 (2H, m). 8.04 {1H, d), 8.37 (1H, d), 8.56 (1H, m} m/2 = 360 (M+H)
231|552 (2H, 5), 6.88 (1H, 1), 7.48 (1H, d), 7.78 (2H. i), 7.84 (1H, d), 8.44 (1H, d), 8.53 (IH, d) m/2 = 360 (M+H}

232 552 (2H ), 6.71 (1H. m). 2.35 (1H, 4}, 7.86 (1H. de), 7.94 {1H, m}. 8.33 {1H, dd), 844 (1H, d} msz = 334 (M+H}

233 5.63 (2H, 8), 8.74 (1H, m}, 7.33 (1H, d;, 7.87 (1H. do), 8.07 (1H, m) 8.29 {IH, dd), 845 (1H, d) m/z = 334 (M+H])

5.54 (2H. 5). 602 (1H, 5). 6.77 (1K, ), 7.32 (1H, m), 7.69 (1H, m), 7.77 {1H, d), 7.89 (1H, m), 842 m#z = 330 (M+H)

234 1(1H. m), 849 (1H, )
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[Z11]

8BS 'w-nmMRr (cOC13, 8. ppm) IR (KBr, v, cm™") or MS

235 5.99 (2H, s), 8.88 (1H, t), 7.32 (1H. 4, 7.78 (1H td). 7.91 (2H. m), 8.43 (1R, d), 850 (1 H, d) m/z = 364 (M+H)
14.17 (2H, €), 5.46 (2H, 5), 8.64 (1H, td). .31 (IM, ¢), 7.50 (1H. td). 7.84 (IH, dd), .80 (1H, dd), — ,

235 (339 (1M, d), 845 (iH. d) m/z = 208 MeH)

247 (I]B: SSH d), 6.89 (1H, td), 2.08 (1 H, q). 7.32 (1H, d), 7.88 (1H, dd), 7.76 (2H, m), 8.44 (1H. d). 8.5D m/z = 330 (M+H)
552 (2H. s), 580 (1H. 1), 6.79 (1H, 1d), 733 (1H, &), 7.71 (1H. m). 7.77 (1H. dd), 7.85 (1H, dd). 8.45 o _

238 (1H, d), 8.50 (1H, &) m/2 = 208 (M+H)

3} '.

138 (s‘s'f 2H. ). 652 (14, . 133 (1H, ), 782 (1M, m’. .91 (1H, &6), 802 (IH, @), 845 (IH. &) 848 | _ /2 = 332 (Mok)
5.53 (1H. d), 5.58 (1H. d), .08 (1K, s). .76 (1H, td), 7.32 (1H, d), 7.69 (1H. m), 2.70 (1H, m), 7.80 _

240 JIH, dd. 8.40 (1H. ), 8.50 (1K, d) ) m/2 =374 (M+H)
5.68 (2H, 8). 5.99 (1H, s). 6.78 (1H, td), 7.33 (1H, d), 2.69 (1H, td). 7.78 {1H, dd), 7.93 {1H, dd), _

247 18239 (1H. d), 8.50 (1H. &) m/2 = 418 (M+H)

1242 5.56 (2H, ), 6.90 (1H, td), 7.32 (1H. q). 7.78 (2H, m). 7.84 {1H, ¢), 8.43 (1H, d), 8.56 (1H, d) m/z = 366 (M+H)

243 554 (2H. s). 6.98 {1H, m). 7.87 (1H, m). 8.18 (1H. m), 8.43 (1H, m}, 8.83 (2H, m) n/z = 317 (M+H)

244 417 (2H. s), 5.46 2H. s), 6.63 (IH. td), 7.31 (1H. d), 7.60 (1H, td), 7.85 (1H. dd), 7.80 (1H, dd),
832 (1H. &), 847 {IH. d)

S pl 1 : N-( (6-&MbE-3-5) FE) &K (FH
2003-26661 &% 1) )

B E 220mg (2.09mmol) BN ME/AKES 10ml >
WAlE 0C - RESF BHTEH 2-8&-5-FKFEFEME
500mg ( 3.49mmol ) BFHENEKE 10ml K 2B -
ROCH®H 1/ - BREKER MAKFUSER  #
KRTMEBUEKGERELZR  URBEEBESE - KWL Z& 14
WERBEREREBN (Cit - BBEZEBE=1:1) FLUMKL
FEEZEALEY 122mg ( EE 35%) -

IH-NMR ( CDCI3,8,ppm ) : 4.21 ( 2H,s ) ,5.74 ( 1H,
brs) ,7.36 ( 1H,d) ,7.71 ( 1H,dd) ,8.30 ( 1H,d)
13C-NMR (CDCI3,5,ppm) : 46.5,116.1,124.8,131.5,138.9,148.9,151.4

MS : m/z=166 ( M-H)

782753-1 -105 -



1554210

tb#fl 2 N- (1- C (6-FMmE-3-F ) FE) HuE-2
(1H) -&E ] &K (EFMXB 6 {LE® 20)

[{b26]

a
B "
P NCN
Cl N

BLERE 14 2k F Bz HFERSESRN 1- [ (6-
& MbwE-3-FE ) B E) MwE-2 (1H) - & 128mg
(0.58mmol) ¥ R 7K DMF 5Sml - ji A NaH (AR -
fMiE 60%) 40mg (M E 24mg,l.04mmol) » RERE #
30 8 - MEFMARE 60mg (0.57mmol ) BRI\ H —
Mo RIEEREZ  MEERPMAKERERZERE TS
W B EBREBLUEBARBELZBERBERWE - L TLC &
i (0.5mm EATAR 1 A ~ LB Z & B 100%R8B) T
DLt BEEWY - & 14mg (E R 10%)

IN-NMR ( CDCI3, § ,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)

fb#fl 3 : N-(1- C (6-&MmE-3-%&) B E) HE-2
(2H) -mE ) ZHEk (EMXEK4 KED 2)

[1627]

782753-1 - 106 -



1554210

RUEKRE 14 bR BT HAERSHN 1- ( (6-
S MboE-3-F) FE ) MuE-2 (1H) -FREEE 118mg
(0.46mmol) H M AMK &K F I 20ml ITA=ZZ HZ
159pul (1.16mmol ~ 116mg) ~ ZEEE&E LY 33ul BN =E
BmEBH 1S o# NRREBFMAKMERESEIL &
FHAETSR KEBBUBENELEZ KBREFRRE
e MACKKEREREBEBAL R TFTUERERKE  %E - R
SHEEZBERIENY - EE 2lmg (EZE 17%)
IN-NMR ( CDCI3, § ,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)

tew el 4:3-(1-C (6-&MEuE-3-F ) HE) BKME-2-11
) -LLI-Z&AL-2-8 (FHXE S EHEH 4)

® [128]
M\

/(Y—N NH
(T 1
Cl N

COCF,

® NaH (48 -~ # & 60% ) 1.30g ( 33.9mmol -
780mg) F 0 A /K DMF 15ml - Al E 0C - REFHT
1,1,1- =8 A AHBE 1.52ml ( 1.90g ~ 17.0mmol) » A 0C#E#
10 ;78 - R EFMAZHR ALK 7.0ml ( 110mmol -
8.35g) » JY SO0CHH | /A -8EF BRE®BR®BAE O
C® MABARE 2.1ml (34.0mmol ~ 4.81g) » EER
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B —h RERGREZ  BRERETAKRKS  BHEZ
KB - BESRRE}  UERZEREEL  BHEHE D
A REKkESRER DEKREBELZE  KEEBRME - L
“ENLCWEBBEMREN (O  BBR ZEFE=95:5) #
> WESEMNWZH &R FURBEBERRE HREG M
EEEEEEAE  BHRABEKE UUCDKEBRRT
SEBRME LLI-=Z/-4,4-% (FEmMMA) 3-T /% -2-1
460mg ( EE 13%)
IN-NMR ( CDCI3, § ,ppm ) : 2.56 ( 3H,s ) ,2.58 ( 2H,

s) ,6.25 ( 1H,s)

Mo 2-8-5-BFEME 2.0g ( 12.4mmol) HF 1A
ZWE Z B 20ml B  REBRZ  SERERE
MAZBE®RBRERAEY - BHBEBBEEMS N- ( (6-
M E-3-2£ ) FHE) Z 8k -1,2- 2 & 2.45¢ ( E =R
100%) -«

MRl b FERBH 1,1,1-Z & -4,4-% (B ER ®
R ) 3-T-2-B1 60mg (0.28mmol) F - #& DL £k &2 75 ¥
By N-( (6-8ME-3-£) FE) S 4t-1,2-2 77mg
(0.42mmol) WA MKLE 8ml RO A - IMEEF 40
NE - -REBGHRZ BREBRKEZ=ZHEMETHER
o O MABBZEEHEHKTFULSE - B B EE DK KRR
ELREPRBBEE  D_SfAWBBRERLEN (CHi - B
BZER=3:1) FPOUML SHENY - EE S9mg ( E
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K 69%)

IN-NMR ( CDCI3, § ,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)

g 5 3-(3-(C (6-8Mug-3-F) FE) NG Eu-2-
BE])-LLI-=HRK-2-B0 (EFB S ERBG 3)

[1£29]
N/_\S
A
JOEA
CI~ 'N COCF,4

LB 4 FRBZ HEFEE L1, 1-Z 5 -4,4-
(FREMRM) 3-T /H%-2-F 100mg (0.46mmol) H > jn AE

Vs R Z B2 10ml B9 2-f5 3 Z 52 B B2 36mg ( 0.46mmol)
MBE 6 NE® > REBBEH 13 N - KIESRE
@ pwire FEAREBRZEEELKES 1K - L
 EAFBMEERAREEE B L,1L1-S6-3- (HEE

W -2-TEE ) P AE-2-F 73mg (E K 81%)
IN-NMR ( CDCI3, § ,ppm ) : 3.35 ( 2H,m ) ,4.02 ( 2H,
m) ,5.61 (1H,s) ,10.40 ( 1H,brs)

Rt FEFREZ LLILLI-=&-3- (Mg EW-2-15
H) Ah-2-B0 65mg (0.33mmol) 1 0 A BB N EK
g 8ml By 2-&-5-82 F Mg 80mg ( 0.50mmol) -~ [ B
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$#f 69mg (0.50mmol) - MMEEFR 2 NEF - REHKRE -
BRERKREZZR BEEBRIBFD®R  BEBRE
DS wBBEREBN (S BERZERE=1:1->1:
3) PLUMA  BEBENY - EE S3mg ( EZR 50%)
IN-NMR ( CDCI3, 6 ,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)

th#fl 6:3-(1-(C (6-&EBEnE-3-% ) FF E ) BRIEIE-2-58
B -1,L,1L,5,5,5-RNEKke-2,4-2 1 (EFIXR 5 H Bl
5)

[{£30]

Joe
Cl

N"F,coc” “cock,

LI EG 4 PREe FEmen 3-(1-( (-5 @
E-3-d ) B ) BRMnE-2-TE 3 ) -1,1,1-Z H R ke -2-F
31mg (0.10mmol) MM MAK ZHF & 2ml - & F 0 A I
E 20ul ( 0.25mmol -~ 20mg ) ~ = % B B EBF 28ul
(0.20mmol - 42mg) > RE WM 30 5 & - Ll TLC R 7
REEFE  REBBY ML= A K 84ul
(0.60mmol ~ 62mg) ME WM | IEF - K JEEH% -
WE G K FEW > DL TLC BT (0.5mm BT 1 K -
DBk B ER=-2:8 BE) FTLUML £ K

782753-1 -110 - S
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% 104142934 5% EBE 1054 4 H 26 HEIE

Y o EE 30mg ( EXR 75%)
IN-NMR ( CD30D, § ,ppm )
s) ,7.50 (1H,d) ,7.82 ( 1H,dd) ,8.35 ( 1H,d)

: 3.87 (4H,m ) ,4.51 ( 2H,

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

b Bl 7 N-(1-C (6-&MLog-3-F ) FE) BkME-2-5
H)-222-=RZEE (EFXEKS A 7)

[{1£31]
N/_—\NH
Sa gt
Cl N 3
Y

B R ER —BEDER REFIRERE 425

(18.2mmol) BFHMKRIUIE 30ml T8 BB E 3.80ml
(5.73g,27.3mmol ) -~ EEZREBEH — 0 - BB E X E
W LR RREKRETOE - G EBRE LRGBS
BEBERE B _FHE (222-Z#2BE) W8 DK
“WiEg 5.36g (EZX 100%)

&g dl 4 hEdi e 5k > 8 N- ( (6-8 ML mE-3-
EH) BE) Z#-1,2-2 % 4.61g (24.9mmol) - & Ik ¥4 &
FREEKZEE 40ml > IMALL LR AEFRBZ ZFHE (2,2,2-
ZRLElE) MBI W E 4.60g (21.3mmol) -
PEF 90 o  REMRER  BRERKEEZEZEBEEZ
BEREEER  BERENHCER DL EWNZELS
MmMEEMNY - -EE 2.17g ( E =X 33%)

1N-NMR ( CDCI3, § ,ppm ) : 3.50 ( 2H,m )
782753-1 -111 -

,3.76 ( 2H,



1554210

25 104142934 5% RE 1054 4 H 26 HE1E

m) ,4.60 ( 2H,s ) ,7.34 ( 1H,d) 7.70 ( 1H,dd ) 8.33
(1H,d)
85 168-170°C

b fl 8 N-(3-(C (6-&MuE-3-2 ) FE) MamEms-2-
HE)-222-ZHZEE (EFXK 5 BiEdl 6)

[1632]

f_\
S

A e
O

R 2-BEZKEHEE 77mg (1.0mmol) &l A Z B
20ml > B AL ES 7 FEREB LT EAERN R E
(222-ZH B E ) i Z BEDE i Z Fi BB 2l6mmol
(1.0mmol) » EEEBEH -~ - R EBHKE  BBEET
DRB@gE DS YBEEREN (Ck - BRI E
EE=1:1) FLUfif B3 2,2,2-Z&H-N- ([HEEWR-2-18
E) 2Bk 100mg (EXR 51%) - K HEKEDLRKENE K
FEHEET GFTHE 2,22-=#H -N- (MEEW-2-58
%) ZBEfZ 350mg -

MU E AR BZ 2,2,2-Z 4, -N- (/U & %W -2-25
) Z BB 162mg ( 0.82mmol) # g A DMF 2ml - THF
18ml > HpgA 2-8-5S-85F E g 198mg ( 1.23mmol)
BREESR 150mg ( 1.09mmol) & 0 ZGE 5 20 /N - X ERS
Rt BREBRKEZZER > BEANEY 1K EKREKE

782753-1 -112 -
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2E 104142934 5% KB 1054 4 8 26 HEEIE

J=HE o ULl TLC AR (0.5mm EHIR 2 K - DLEE B
ZHEE 100%EEE) FTLMMAL BSIEHHY  EE 230mg
(EE8T%)

IN-NMR ( CDCI3, § ,ppm) : 3.27 ( 2H,m ) ,3.73 ( 2H,
m) ,4.86 ( 2H,s) ,7.36 ( 1H,d) 7.72 ( 1H,dd) 8.36 ( 1H,

d)
B8E - 96°C
®
( &L A B )
BLEIB 1 (KA )
A=/ SEE%
B L | 40 = 8 %
wAa 10 EE %
&t 43 EE%
RE RERS 2EE
®

K EEoDE— BB ERES  MAKTSHIRHER
T LAE R Bz R T e RL A -

HE B2 [ RHE )

&% 212 2EE%
SANX P-252 5 EE%
=L 1.5 EEB %
& AL e KA 0.5 EE%

782753-1 -113 -
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58 104142934 5% RE 105 4 H 26 HfZ1IE

& L+ 91 & & %

B EMRE S - BES > MAKRRTERER
TLLEREZEREMSEAHE -

BLEIB 3 (kEH )

&Y 3 30 EE %
&t S50 EE %
H i | 2EE%
(5 Y 13 EE %
KB %= rE R 4EEY
A 2 B B 4 1 EE%

BEE o —MES > FUMWBERSE KA -

BLE B 4 (RLAR K & B )

EY 212 30 E 2 %
&+ 60 & & %
H ¥5 SEEY%
MERKBEREY 4 EEY
A 5 5B W | EE%

BERESE—WHBIES  MAKTSERE > F

DLiE R Bz 1 15 B RLAR 7K & & -

782753-1 - 114 -
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BB S (9% RBIRE )

T tkEW S 25 BB %
POEREZMEXERH B D 5 & & %

N ZEE 6 EE%
BEEt+ 1 E 8%
S 1%k % 3 & B %
PRONAL EX-300 ( R EB T EKRHB LT ) 0.05 EE%

‘ ADDAC 827 ( K - I 1k g % 13 2 5] ) 0.02 EE %
7K HoE] 100 & & %

HAEARSHLIABRESERSIE 1%KEAKREEE S
KIS EZER  REXDBEERBE - 2% > WA =1l
B O I%SKBRERGBEN K B 100 EE%ZHMEBRK

B -

@ g F 6 (LAl ) |
&% 1 15EE%

N,N-Z B & ¥ B % 20 E B %
SOLVESSO150 ( Exxon Mobil HE /&) 55 EE%

Rl REFER 10 & &= %
B Laligatg—tiES  BEmMESALHE -

HEE 7 (%E )

782753-1 -115-
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& 14
5+
% 5
WS

LS — RS

SLE 1 8 (DL ¥ Al )
=7/

DL %t £+

=R

T fig BR £5
BB g A

B bt g — RS

BLE 9 (PR A F )
&YW 3

& #

B ik

HISOL SAS-296

bt g — iR &

782753-1

1 5 %7

2 EE %
60 EE®
37T BB %

1 EEE%

2EE%
94.5 E &= %
2 EE %
1 & 2%
0.5 & 2%

o

2 EE%
94 E & %
2EE%
2EE%

=& Bl -

-116 -
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BB B 10 ( ¥& 1k 7 Al )

& 1 I0EE%
= HHEEE TA9EEY
W ¥ Bix BX Be 1ISEE%
BHT 0.1 EE%

® Lt gy — e - B R AR -

d A 11 (% E )
tkE® 212 48 EE%
Z Bz 52 EB%
Bl S —ESMERABER -
XEAGZHALEYVHRFNNEZSEYHBEZREESHERY
Bl FRmamT - '
[ _
WA 12 (KL H )
&Y 212 2EEY
M PN E 24 EE %
s & Bl 30EE%
& AL MR BB 0.5 EEY%
T+ 70.5 EE %

BEMESE - BES  MAKZERSEBERE

782753-1 -117 -
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T UL 3E KL g7 1 T #5 AL A -

( & &6 ]

<KEWARERE >

B -1 NP EE R
REBRREIERBEYRER S5.0cm ZEE > RE

G AR K S0%AEI K (HNA 0.05% Tween 20) Z R E ¥

ENABHALEWCER TLLERM - BiEZ&  RNESFKE

QNS 2B BHER2SCZEEE (16 //NFFAHH-8

INEEREHA D) - B 3 HRBEZEHVEISE > BUTAEHER

B B 2EHAR

BHEBR)-ECRBH/(EFRBLCEBE)}*100

HiERERSY > #H S500ppm WEEREH - LE5Y
9~ 10 49~ 196 ~ 211 ~ 81 ~ 82 ~ 89 ~ 92 - 104 -~ 107 - P
108 ~ 109 ~ 110~ 111~ 112~ 114~ 128 ~ 131 ~ 140 - 141 -
144 ~ 145 ~ 146 ~ 152~ 165 167~ 170 ~ 171 ~ 172 ~ 176 ~
179 ~ 180 ~ 181 ~ 183 -~ 184~ 186~ 188 ~ 189~ 190 ~ 193 -
194 ~ 212 ~ 219 ~ 226 ~ 227 ~ 229~ 230 ~ 234 ~ 235~ 237 ~

239 ~ 240 ~ 241 ~ 242243 EEHHHFEK 80%L FHWEEE

AEA 1-2 NZREBEGE A

782753-1 -118 - S
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REFRRECEERKBEYLHER S.0cm 2 E# > RE
R S0%REIK (A 0.05% Tween 20) Z #H E B
ENAZHELEMIERTLUHKRA - Bk REPKRE
2 EmshE o 2B KHHEEBER2SCZRBE (16 /NKFEAH-8
INHFEEHR ) o RE 3 HERBEHMWEE  BUTHELERK
ERR - HiE 2 EHAE -

RBR(V)={ECEB/(EFHHELTEHE)}*100

@
HERBE L > #H 100ppm WEREERH > K5Y
81 - 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 238239242243 EFHBER 0% LB EE
(6
®

HEBEG 2 BREEBRGERAR

REBRMBCHEREEYHER S.0cm X EH - B HE
AR S0%AREAK (A 0.05% Tween 20) Z iR E &
EHNAZHLCEYZIERTURM - Rz REFKE
3SR o2’k BHER25SCZHEEBE (16 /NEFBHH-8
INEFESHE ) - B 3 HREBEHNESL  BUTAELRE
g2 X o B 2 EHIHE -

782753-1 - 119 -
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FHER)={FECHH/(EFHHE LT HEHE)I*100

HigRERE ¥l 500ppm WXEREHE - LEY
46 -~ 202 - 68~ 82 - 89~ 9296+ 104 108 - 128 - 140 -
176 ~ 184 ~ 189 ~ 190 ~ 193 ~ 212+ 219 ~ 227 ~ 229 ~ 230 -
239 EEFKRB R 0% EHFZABZEE -

REBA 3-1 MR e R R

REBRBZEBZ/NERYPYHER 2.0cm Z EHE > REF
B K S0%RE K (A 0.05% Tween 20) ZRERE
MAZHALEWZER FTLUEMA - BiZR > REBKE
B4 - 2%k BB 25CZEERE (16 /MRS
INFEEREHR ) o T8 3 HRE FE &Ry 4G EUCF‘E%&H
B o HiE 2 EHH B

[o—y

% & R (%)= {%Cﬁﬁﬁ/(éfﬁ%+%tﬁ§ﬁ)}xloo

HiGRERE > #H 500ppm WEERH - LS5Y
1~2-3-6~7-~8~9~10~12+ 1415~ 18~ 20~ 21 ~
22 ~25+27-29~30~31~32-33-34-36-37" 41"
42, 43 ~ 44~ 45 46~ 49~ 50 52~ 58 - 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 ~

782753-1 -120 -
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186 189~ 192~ 193~ 194~ 196 ~ 199 ~ 200 -+ 202 ~ 208 -
210 211~ 212~ 219~ 221~ 222~ 223 ~ 225+ 226 ~ 227 »
228 229 - 230~ 233+ 234~ 235+ 237 - 239 243 EHE %
R BN EHKZEEN -

S—FE LEFR 1 (£ 2003-26661 57 1~ % )
TEREZMEY | (N- [ (6-&MtE-3-F) FE) &%)
MHMELGEETHE > & 500ppm WEEGRH I MK S
K 65%

SER B 3-2 A% BT B 9 B B

RABRBEZ/NENYHER 2.00m ZEg > RHEh
wor BABL A 50% N EIK (HOA 0.05% Tween 20) Z iR EE E
AR LS Y BT O - B 0 B E e
W % 2k WIHER 25C 2 EEE (16 NI -8
INESEEHI) - el 3 HRBESWERL  BEUTIEHS
BE- T2 EHRAE

[y

MBR)={ECHRB/(EFHBHE LT EHH)} =100

HEGRERDL - #H 100ppm HXEREHE > LG Y
1~ 2~3+6+~7~8~9-10- 14245+ 18+ 21 34~ 43 -
49 ~ 50~ 71~ 76 - 83~ 8586 88~ 8990 91~ 92 -
93 ~ 94 - 96 + 97 ~ 102+ 105 ~ 113 ~ 128 ~ 131 - 137 -

138 ~ 139 -~ 140 - 141 ~ 145~ 149 ~ 152 ~ 157 ~ 163 ~ 183 -~

7827531 -121 -
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186 ~ 196 ~ 199 ~ 200 ~ 204 ~ 208~ 212~ 213 ~ 214 ~ 215~
216 ~ 219 ~ 222 ~ 223 ~ 225~ 226~ 227 ~ 228 ~ 229 ~ 230 ~
232 ~ 233 -~ 234~ 235~ 236 ~ 237~ 238 ~ 239~ 240 ~ 241 -

242 ~ 243 ~ 244 EE R FHE 0% ERIRABEE -

A BBl 3-3 MG R

REFETEZNERUYHEER 2.0cm ZEE - RHEF
GRS S0%REIAK (MM 0.05% Tween 20) Z M E R E
MABHALEGYZERTLURM - Bk > REFHRE 1
B o2k KBHEEBER 25CEERE=E (16 /K-8
INEFEEHE ) - A 3 HRBESRWAESE  BUTAEHEK
B - B 2 EREERE -

F@BE()={FECHBB/( EFHKRHEECTaRE)}*100

HSERETRH > #m 20ppm A EERE > LE5® 1
2~3-~6-~7-~8-~14-~18-~21 8286~ 88 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

BEEHBEIONL LB TEM -

REG 4 BkEFBG e B
RAEBRREZERBEYLHE R 2.8cem 2R - NE

782753-1 -122 - S
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TRE 4 EFAKE - H 1 BR RERS BRESL
ETH | BYBHERES 10 £ - 2% HEFERL
MM ER > BmBARK S0%NEK (MA 0.05% Tween
20) KR ERENABHAEGY CER - ik HEER
MELEZEF > ERN 25CZXEEZE (16 JNFKHI-8 NKHE
H) - M6 3 HRBEASWAEL  BUTHEHZHEK -
B2 ER AR -

HBR)={ECHBE/(EFHEFIEC A B)} =100

HEGERBEM®DL > 3@ 100ppm WEEERH > LG5Y
1+2+3-6~7-~8-9-~10-11-212 EEHKHBE 80%LI

ERIREBENE -

B S EREGEAE

HARMEZEE r FHEBK S0OWE K (mMA
0.05% Tween 20) CHAERENAZHLEW Z ER T L
EEBMER - AR REPKRE 28608 - 2% B
R 25CiRil= (16 /NEFBAEA-8 /NIFEEHE ) - k& 3 H
REEROVESL BUTAEDLKSEE - B 2 EHH
B o

MBROK)=tCRB/(EFHELTHH))x100

782753-1 -123-

[ €y
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HGERERM - #h 100ppm WEZERE > 5%
212~ 213~ 215~ 216~ 227~ 229230 EHFHHBE 80%LA

ERREBELE -

SE 6 EaMmBEAR

HAaRRB oA BHANK S0%WMA (A
0.05% Tween 20) ZH EWEN A BT LAY L BT LU
WEHRAARE - Ak REPRA 2B - 2% &
A 25CwEIBE (16 NEEEH-8 NEEREH) - ke 6 H
BEEHWAELE  BUTREHRSBER - B 2 #HHR

BBRN={(FEC A/ (EFHETECHE))*100

HERERL  #FH 100ppm WERERHE - L5 Y
1-2-3-6-~7-8EEHRBEIOWUALHZATER -

KBBl 7T BT RBERR

HARBELBE > BENKE SO%RMA (M
0.05% Tween 20) ¥ ¥ &I R B9 A 2 91 {L & 1 2 B IR T I
HEHAARE  REE NEORE L BOSE - 2% B
B 25C 2 HIBE (16 /NI HE-8 NEEREH) - M e 4 H
GEBANET  BUTAEHLSEE - B 2 &R
E"ﬁﬁ o

782753-1 -124 -
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MBRK)={ECRB/(EFHEIECTHEK)}x100

HERBEMNL » H0 100ppm MEERHE - LEY |
BEEXZBE O U LHRBEMS

A EY 8 ERAENHEHR
HEREEZRE  BHAEK S0REK (A
0.05% Tween 20) ZHRERENAZHLEY CER T LU

®
KEHARE - Rz RESKRE 2@H8HE - 2& B
R 25CZEBEE (16 NRFEHH-8 NIFEREH ) - k& 4 H
BRERBVESL  BUTAEHZSEX - HiE 2 EHH
E o
Fa B (N)={ECBB/(EFHHE LT HB)}*100
® HiERERL - B 100ppm HEEFRHE > LAY

1212 EE#Z BT 0% LB BE M -

ABO Y BREMHRTERER
RERfEZ/ P NaENLLKRAREHDZKSH > EHEEWN
1 - EJRRAE | HRR " BRERS > BHER 25CZHEB
Z (16 INEFHAH-8 NIFEEH ) - EINRER 3 Bk ®#/0
HEMYEER 2.0em 2XEE > BRENER  RETBEAE
WK S0%AEI K (N 0.05% Tween 20) ZHERBREN

782753-1 -125 -
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Y - Bk BHER 25CZEEZE (16 /NKHEHH-8

INRFEEHE) - BIEHRA 14 HRSBVAEIL  BUTAELH
MEBE-HiE 2 EH7HE -

HMEBR)={((ENE-EFHE)/EINH}=100

HGRERL > #H 100ppm WXERHE > T Y
212~ 229230 EH AR SN LN EHRHBETHE -

oo FEEH 200ppm WRERHE - bEY 213 EE K&
R BO%LL L EFarEE -

A BB 10-1 #4631 AT % B va B B

RARBBECHIVHER 2.8cm ZER > NEF K
B S0%AE K (AN 0.05% Tween 20) Z % E IR E B
AZPRLEWMIEBRTUEAM - B2tk > REFHE 1 &
hah - 2tk BHER 25SCZEBRE (16 NEFHEHE-8 /N
RS - e 3 BRBERNES  BUTAR L K&
Ko B2 ERHAR -

BB BE)={ECHB/(EFHHEECEE)}*100

HERETRE > FH S00ppm WEERHE » t5 Y
49 ~ 50 ~ 85~ 8690919394+ 104+ 107 ~ 108 -

114 ~ 128 ~ 131 ~ 135~ 137 ~ 140 ~ 141 -~ 144 ~ 145~ 146 ~

782753-1 -126 -
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147 ~ 152~ 167~ 170 ~ 171 ~ 172~ 176 ~ 181 ~ 182 ~ 183 -
184 - 186 ~ 189~ 190~ 193 -~ 196 ~ 199 ~ 200 ~ 208 ~ 211 -
212~ 222~ 226~ 227 ~ 229 ~ 230~ 231 ~ 237 ~ 240 ~ 242 -
243 A s R 0% LM EHBIEME > FH 200ppm &
XKEERHE tE®W 123678910 EFHHE
80%LL EXMm R &BIE N -

A EG 10-2 MBEAEHEHAR

MERMBCH IV HER 2.8cm ZER > REDE
B S0%WEIK (HNA 0.05% Tween 20) ZHEBEDN
AZHACCMZIERTUKRM - Ak REPKE | &
Mgk o X BUER 25CZEBE (16 //NEFEHE-8 /)
BFEEHA ) - TRE 3 ARBEH/ETL  BUTHKEHK
KRB 2EHRAE -

MBR)={ECHB/(EFHRHE+IEC HE)}*<100

HERBE /NG > %58 100ppm MEEEH - LE5Y
2-3-6~7-8~9~10-90-91- 104~ 128~ 137 - 186 -
193~ 212213216238 EHFHXHR SO%U LW EHS

ARG 1l AERMAENERR
RERRKME S0%NE K (MA 0.05% Tween 20) H#

782753-1 - 127 -
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TRECABHALEYHWERY > FERE 4 HRWNINEH
HEMBE 30 Wig - Ak BHBAFERD BE
FEHENOEBEHRRE 2 EAEMKE 2 e - e
o O MRBLBELEF BN 25CTEEEZE (16 /NEFHHH-
8 NNEEREH) - HBHRRBTHEAKGENE - DREHEEFT
HAENER - RHE 3 HREEYHBNAEI L BUTAE

BMaR(W={tCRa R/ (EFHEIEC a2 B)}=100 .

HERE Y #FHRE Oppm WEREE LS
% 132 ~ 141 ~ 144 ~ 183 ~ 184 - 189+ 190 ~ 192 ~ 193 -

194 ~ 212 ~ 227 ~ 229 ~ 230 ~ 231 ~ 233~ 236 ~ 239 - 242 -
243 B R BE 0% LK BEMN -

AR EA 12 mEERIE SR

EHENARENHERGYR G - BAHAR B 50%A B K
(fnfe 0.05% Tween 20) ZRERENAZE HIE W E
BBk KILELBABEBHASD  BKe 2 EHEKRE -
MeE®k BN 25CEBE (16 /K HH HH -8 /K8
Hl) - Me 6 BREZEHRSBNEL > HU TAELKE

K o

=+

BBR(W={ECHB/(EFHHEIEC &HH)}*100

782753-1 -128 -



1554210

HERBARLY  #FEH SOppm WEEFEHE - L&YW 212
EEHBHE S0 FHWRBIEMHE -

SO 13 BMARAHKRR

RENREGRKABEE  BUNFANREERE
ABPELSWOEEE 1L (/1 £) DUNEH B ET
BEEEE  BEEEBR BAABHBGES | KE 5
% BR 2BSTZHEBE (16 NEHH-8 NEEE) - &
B A4S NSABERANEE  BUTXHHRAE -

MEBR(N)={TECHB/(EFHEHITL T HHE)}*100

HERETR HEOSug/EWREES - LEW 1 8-
QIEFRHBE WU LHNEHXBHRE -

® AEM 14 ZEHERARE
REBEZANERBETEH  UAFARKRAERE
LABZHMAGWHIERE el (/1 &) ETEHE - EH
RERZ REUBBTEBHESSE S € BERN 25CTZ
Hw=E (16 /INEFEIHEA-8 NEFREHA ) - EHE 24 K& B
ZRBUERRE  BUTHEEHEMENEER - RBTVEE
2 EH e

HERBR){FTHIBB/(EFSEFRHE)) =100

782753-1 ) . =129 -



1554210

HiERER £ 2ng/EWEEEY > tbEaY 33 -
212~ 213 -~214- 216 EFER & X 80%U LW EHFRHXK

B .

<IREEREHEH B>
R EA 1S IR G S B

fEERE 48 MR/ EBHRET - AR 10%K
KBEERBEZABHLKEYHNER TFTLUEREH - 72 /N
HEHERBRBEER®K RETIREEREZE 2 @&
10 & - 2% > BN 2SCZEEBRE (16 /NKFEHEH-8 /NEFHE
W) - el 4 BREZHWAESE BUTAELZESEEX -
REBETER2ES -

MEaB(W)={ECHBE /(EFHEECHH)} =100

HERETR > £ 200ug/HWEBREETS - LEY 212 -
213~ 215~ 216 ~ 222 ~ 223 ~ 226 ~ 227 ~ 228 ~ 230 ~ 231 -~
233 ~ 234 ~ 235~ 237~ 212~ 213~ 214 ~ 215~ 216 ~ 222 ~

223 ~ 227 ~ 228 ~ 229 ~ 231 ~ 233~ 234 ~ 235~ 237 ~ 238 ~

239240241 EAR#BE WL LW ESHEGEE -

<TEHEEBETEREHERE>
REBEPl 16 IR &P EEE
HERMELHE > FHARK I0%NBHAAKNAERE

782753-1 -130 -
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CEABRACEYNERET L BETRE - E® 3 H
MREFZKRE 10 ERREE 2 848HE - 2% BN 25CTZ
= (16 NEBHHE-8 NEREE) - Ked 3 HEBES
WESE BUTAEBELHZSR -RBHER 2 EH -

MBR)=ECHBB/(EFHBEILCTHH)}I*100

HERER £ 0Omg/FNEHET > LEY
212 + 227 ~ 229 ~ 231 ~ 233 ~ 237 ~ 238 ~ 239 - 242 - 243
EARBRBIONU LNV EREEME > MAE 0.005meg/FHH R
HET EW222EERHBR IS EHHHBIFNKE -

A 17T BERBBEAER
HERME AT > BHRARK 10%NEKNHEERE
CABZHAC YW ERET LRETIRE - B8 3 H# >
o MREFEKE 10 EOERE 28548 - 2% BR 25T
ZMEE|E (16 FFHEAL-8 RERKEH) - We 3 HREE
@IESE BUTABEHRRER HBHER 2 E4 -

mEaER (%) {ECHE/ (EFHH+IEC &
8 ) }x100

HERETR  F 00Smg/ HEHNREED » bEY
212 ~ 227~ 229231 EFHXZBHBEX 0% LW EHXETE

782753-1 -131 -
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M e

RmES 18 KEKFREAV BER

HEaaREcRE  DFARRK 10%N EEKZERT LU
TEHETRHE - BE 2HK > REPEFHREH S ERBAR
EHREE XK EBER 2SCZER=ZE (16 /NEFHEE-8 /)
RPEEHA ) - 8 3 AREEHENESE BUTAELHKE
BB ER 2 ER -

MEaE (%) {(StCB/ (£AF &HH+IEC EH
) }x100

HERER £ 0.lmg/5iNEHEETD > kEaY 212 B
ERGBERIONU LW EHETEME -

<HERRZHERIEFZBHKR>
REBA 19 BEREGEHEE
HaRfkEcle  BHEK 10%FAER KR ERE
CABHNMEYNERET I EEETZE - B 3 1R
REPRRE 10 ERFEEZEEAREZ 2 & -
% BN 2SCZEBE=E (16 INFFHH-8 /NEFEH) - K
Bl 3 HREZHMWAESL  BUTAELRBR -BHAEBI0E
e 2 FEH -

782753-1 -132 -
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HmE R (%) {(ECHE/ (EFHHB+IELC &H
) }x100

o4 AREERAEAERFHEAEEREAEENS
(BZMHERK) - FEHAE (1) 2007 FEREAHA - (1)
2005 FREABATRER RERNEBEAREBEHRENH
(FIHRERK)

HERBERN  he® 212 HE—-RKRHKME - L

O smpmmmmama® 0m- 0.005meg/% #y 55 5 8
B ST 0% L B—FE > WK (imidacloprid)
Bl 00Smeg/BMEET > RBEEH (BETHRL)
100% ~ (I) 40% - (II) 60% -

oA RERE - 6 E W 212 ¥ 5K E K
(imidacloprid) BEMEZ R AMBTH S > BESRA
&
®

A BBl 20 BEARZE 56 B

HERKREZIHE  FHERRK 0%AEANREERE
LAZBHUCGYHNERET LI EETRE - B8 3 H#
MEFEKRE 10 EEFRZUHRIHERE 2 BH5haEa - 2
‘' BER 25CZEEREZE (16 NKHAE-8 NEEH) - K
] 3 HRBEEMNEIL BUTHAELEZSE - HABHE
e 2 EH -
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MHBE (%) (& &/ (£EFHHBEHIELCE
) }x100

it s+ o ﬁ%ﬁgﬁ%ﬁﬁﬁéﬂ%%ﬁﬁflﬂ?@ﬁﬁ? K &5
(BZHERHK) ~ 2006 FRABATHRER RERR
REBERME/RS (FHRERTK)

HERBET EW 212 BE—-FHEMmME - U
0.0lmg/FHEEEHE BB K EZRK 100% - T LL 0.005mg/H B B&

OB % B KL 90% Lk - B — F E - B B ®
(imidacloprid) 7 0.0lmg/HHIBEE THRAR (BZHXR
$) B 100% - (HARERM) B 50% - X > HAHHE
(fipronil) 7ELL 0.0lmg/EfMBE H B - BB X (BIZTHLR
%) B 100% - (HHRERKE) B 70% -

I & R E R H -k A& W 212 B %k F K
(imidacloprid) K % & & ( fipronil) % & 1 (& & 3 R
RS EEGRBEE - °

AES 21 FRHAEY 212 W 8 & (imidacloprid) & %
MM EE EZEH W 2 in vitro ( 4 B2 4 ) R B#H A B

] Pest Management Science(2003),59(3),347-352 « &
Journal of Pesticide Science(2004),29(2),110-116 h ff &
> T HKE I (imidacloprid ) J3%Z & M FH T~ &
o NETABREESENMENERGH < —  HRERMLMESE
e EHR BITHIAHEMRMET TUTHERE -
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ERBEKEE (0.645g) 1> il 10mlL CBERHARE
¥ (pH7.4- %4 1mM EDTA) - L PHYSCOTRON ( A & &
ERIEEEER) RoMER - 2% > LL 10,0008~ 15 &
BT BEBEYWTFTUBRLOE BABHNLEER B
LA 100,000g,60 s> Z R4 ETH LB WEY - Bit
UBYERR Iml CHBEBEFRBRER  FRAKESHEER
W BEEFHBEZNRKLER ACZHEHEET -

RER 1.5SmL FEZAES » LTt 2Lkl E &R
Bl BEHEN 25CXKIE 40 /N - RER » I ARNE 1mL F
DI#E#H » BAAAERBLEL 12000rpm B0 5 S EKRE
R - W EHEBRRNEEE X A LC/MS EIT 45 H7 -
bt FH BE R ZEE H ¥R 0 300ul
&Y< DMSO 5 ¥ © Sul
BEN 6 BiBRIEW * Sul
NADP+¥ ¥ @ Sul

® HEEomBEGERBIR  Sul
BiEL SRS W (pH7.4- 4 1mM EDTA) : 180uL

<7 i R >
Zf£ : CAPCELL PAK C18MG

% BhAE A R

0~3 53 : 85%7K ~ 5%ZFE ~ 10%EHEE/KBE®R (0.1v/iv%h)
3~30 4 : 85— 25%/K ~ 5= 65%ZfE - 10% H B /K& K
(0.1v/v%)

782753-1 -135-
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30.1~36 4 : 90%Z 5 - 10%EHE/KE®K (0.1v/iv%)
LRI E C 40C W - 0.35mL/4 FAE : 100ul
UV BE &Y 212 : 325nm ~ BEF [ ( imidacloprid )

300nm

HgER REWER%ZSH  HERKEYE S
212 & 0.08 > B 1F % (imidacloprid) B 2.55 > #H & fA Bk 7
B (imidacloprid) > L& WHEKE 212 T RHYWE K
o U EERBER > BEH A FE KT K
( imidacloprid) ZHEAMEEFHRMTNE "k EW 212 HAH
WL B IR -

<HHYTLEUBFTHBIBBEBAR>
A 21 KA bs e B

Wi Ea®W< 200ppm ~ 10ppm W WE HHW 30ul > E A
AmL FECHEB/NES - KRHEEREZ=s L B2HEEREHE
BEE  FENAEANEBEREPRAEWCEZE - 24 N E
H/NMEEZREER  REPKRE 10 ERAMIESELZ > E L
ET - /NEBENR 25T - BE 8% Z=ZHEHRAZIERE
doe e 1 HREZEISL BUTHELERAR - AR
B 2 EH -

MaRW)={(ECBB/(EFREIEC &HK)}*100
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HEHERER £ 200ppm WEHEF - LEW 12
3+6+~7-~8-9-~10-~11-15-~18-19-~ 20~ 21+ 39 -
41~ 42~ 43 ~ 45+~ 49~ 50~ 53 - 58~ 61~ 72~ 86~ 88 -
89+ 91-92-93-94-~96- 97~ 101~ 102~ 105~ 107 -
108 ~ 109~ 111~ 112~ 114~ 115~ 119~ 120~ 130~ 131 -
132 ~ 135~ 137~ 138~ 165~ 196 ~ 199 ~ 200 - 204 ~ 212 -
213214 EEHHE 80% U ERBERWNE -

£ 10ppm WEBEBF » L&YW 12367~ 8-
9« 10~ 18+ 19~ 42+ 43 -~ 58 - 8891~ 93+ 94 - 165 ~
196 ~ 208 ~ 212~ 213214 ATHEHRE 0% P
BE I R -

A EEBES - KEE (imidacloprid) {& /% 10ppm
HEBEES  HHER 4% -

REBG 22 NEBELCEAMBEGHRE
PS BNE (ICR-f# -5 Bff) cEHBEHNHEERHY
2em: REEFEHEINEEN 1.5em ¥ 15mL REZBH T
REFABHEEREE -
FEMEG 1 AN ETmMANNEELEYHEBE
2 1000 EFREBW 200l M TECEEIAERNNE
ER - AOMPFEERE BRAMEHER 10 £ L
WMERAENELEF - K 3 HRBEEEANB S &
St BUTHREHZ AR - |
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0% Il PR 2 3R (%)=100- { Ik I B & B /(4 7 BE 23 B +IE C B 23
)} x100

HERS  UTZhéEYw 212 ER-HROEEFERR

91% -

RS 23 HAMARBIRER
EFHRAMRBZYMBWESHEAKRFEHENE - L
RPMI1640 W BEBBELEYWRER 3.13ppm &
HERMARBEIOMGBE | BEBRZHIHRA 20& > 52 37C
g - EEMKE 48 R BHERRANBYMBZED
Mo BANLNTZCHFEEERTERESE -
FEE®E A:23LLEHWBEIEC
B: #FHAEBEEFEHI/3ULELHNHEBILC
C: E\EE~/NR 1/3&HBIEC

HERBER &£ 3.13ppm HREBEBEH > LEWT 1
26789 10EFBULEHNEHREEBER -

4 BEAZHFRINENACEYILED R B
212~ 227~ 229~ 231~ 237 ~ 238~ 239~ 242~ 243 Z 3% &

MR BRRE 12

782753-1 -138 -
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N REABPUZCHNENLED LG RRK 212 -

227 ~ 229 ~ 231 ~ 237 ~ 238 ~ 239+~ 242 -~ 243 EH [L & f 2 .

HEFNRIMEBEBCEHBHIRRIIEBEARRE 13-

[#£13]

HERER (R MEEE) REARE (B4ERSE)
(A iBmAEE)
0.05mg/cot 0.01mg-pot 0.005mpg/pat | 0.002mg/pot 0.05me pot 0.005mg/pat
212 100 100 95 895 100 a0
227 80 100 7E
229 100 tca 3
23 100 100 70
237 100 5
238 100 100 33
239 140 80 30
242 100
243 100
o2 20
(FSTARG 1LAP20)
L3
(HFIZRS B YD) 10
A E4
(HFIZ0ERS THEHI4) 100 e a5
L85
CHFIBLRS BTG 53 I5 vl
LLa% 6
(BRISCES EIHEHIS) 100 20 25
g7
(HFICES BIHEHIT 63 5 20
518 ,
(FTES BIHEH16) o

[E% L 2RI H %]
KBRIETEYRENER - R BRES - R -

MRk EGARZL ZERE - - REAMBEREMBSIHNE
- 140 -

782753-1
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FEEVEFTEENRAERR - N> FH2HREE - Z54
REMBZBEFRTEAHEREFORRE -BE  REE L
BRRERESTTERIER HEATHRERFERE N E
Bl MEFRFEYHNBELAL2MER - Bt > A3
BESEEYHNHBREILERANVER -
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25 104142934 5% E—, 105 5 H 17 HEEE

BRI &

lL.—HEETEYCHE &S 0 HiEF R
ZETEDRIABRE®RHEBE S50C~250TC - FBEE 10
C/IoMfEt BErEETREREBEARAESWNMEIE B
B 155~158C & N-(1-C (6-&MuE-3-F ) FHE) Mug-2
(1H) -TE) -2,22-ZHZEME > B
ZAE SR LIEIE Cu-Ka - 40kV ~ 20mA Z & 4 Fr
@ X X HHEHT > ED 86502 14.2£0.27 17.520.2° -
18.310.2° ~ 19.7+0.2° ~ 22.3%0.2° ~ 30.9%0.2° K 35.3%+0.2°%
mHE (20) LEEREARE K& -

ﬁﬂi

'ITT
I'.Illll

782753-1 -1-
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