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(57) Abstract: Disclosed are a compound represented by formula I, a preparation method therefor, and a use thereof. See the spe -
cification for the definition of each substituent group in formula I. The preparation method comprises the following step: perform -
ing, in the presence of a catalyst in an organic solution, a condensation reaction on a compound represented by formula IV and a
compound represented by formula V to obtain the compound represented by formula I. The preparation method is simple, and the
resulting compound represented by formula I is applicable to prevention of a number of plant diseases caused by pathogenic fungi,
such as oomycetes, basidiomycetes, ascomycetes, and imperfect fungi, and can effectively prevent powdery mildew on wheat, maize
rust, and watermelon anthracnose in particular. Using a low concentration of the compound achieves a good prevention effect.
Moreover, a part of the compound represented by formula I has excellent insecticidal activity and acaricidal activity and is capable
of protecting crops from a number of pests and mites. Therefore, the compound can be used as a germicide or a pesticide in agricul -
ture or other fields.
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Ta-1~1d-1 H
Ta-2~1d-2 H 2-Cl
Ta-3~1d-3 4-Cl
Ta-4~1d-4 CH, H
Ta-5~1d-5 2-Cl
Ta-6~1d-6 it 4-Cl
Ta-7~1d-7 2,4-2C1
Ta-8~1d-8 H
[a-9~1d-9 H 2-Cl
Ta-10~Id-10 4-Cl
Ta-11~Id-11 (CH3);C H
Ta-12~Id-12 2-Cl
Ta-13~1d-13 i 4-Cl
Ta-14~1d-14 2,4-2C1
Ta-15~Id-15 H
Ta-16~1d-16 2-Cl
Ta-17~1d-17 3-Cl
Ta-18~Id-18 CH,0CO H 4-Cl
Ta-19~1d-19 2,4-2C1
Ta-20~1d-20 2,6-2Cl
Ta-21~1d-21 4-CN




WO 2017/004734 PCT/CN2015/000489
la-22~1d-22 3-CN
[a23~1d-23 2-CH,
la-24~1d-24 3-CH,
la-25~1d-25 4-CH,
la-26~1d-26 2,4-2CH,
la-27~1d-27 3,5-2CH,
[a-28~1d-28 2,6-2CH,
[a-29~1d-29 3-F
la-30~1d-30 AF
la-31~1d-31 4-CHF,
la-32~1d-32 3-CF,
la-33~1d-33 4-CF,
la-34~1d-34 3-OCF;
la-35~1d-35 4-OCF,
la-36~1d-36 4-OCH,CHF,
la-37~1d-37 2.4-2F
la-38~1d-38 3,5-20CH;
[a-39~1d-39 3,4,5-30CH;
Ta-40~1d-40 3,4-(CH,),0
Ta-41~1d-41 2-NO,
la-42~1d-42 3-NO,
la-43~1d-43 4-NO,
la-44~1d-44 3-OPh
Ta-45~1d-45 H
la-46~1d-46 2-Cl
la-47~1d-47 3-Cl
Ta-48~1d-48 it 4-Cl
Ta-49~1d-49 2.4-2C1
la-50~1d-50 2,6-2Cl
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la-51~1d-51 4-CN
la-52~1d-52 3-CN
la-53~1d-53 2-CH,;
la-54~1d-54 3-CH;
la-55~1d-55 4-CH,;
la-56~1d-56 2,4-2CHj
la-57~1d-57 3,5-2CH;
la-58~1d-58 2,6-2CHj
la-59~1d-59 3-F
1a-60~1d-60 4-F
la-61~1d-61 4-CHF,
la-62~1d-62 3-CF,
la-63~1d-63 4-CF,
la-64~1d-64 3-OCF;
la-65~1d-65 4-OCF;
1a-66~1d-66 4-OCH,CHF,
la-67~1d-67 2,4-2F
la-68~1d-68 3,5-20CH;
1a-69~1d-69 3,4,5-30CH;
la-70~1d-70 3,4-(CH,),0
la-71~1d-71 2-NO,
la-72~1d-72 3-NO,
la-73~1d-73 4-NO,
la-74~1d-74 3-OPh
la-75~1d-75 2-Cl-4-OPh
la-76~1d-76 H
la-77~1d-77 2-Cl
la-78~1d-78 C,H;0CO 3-Cl
la-79~1d-79 4-Cl
1a-80~1d-80 2,4-2Cl
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la-81~1d-81 2,6-2Cl
la-82~1d-82 4-CN
la-83~1d-83 3-CN
la-84~1d-84 2-CH,;
la-85~1d-85 3-CH;
la-86~1d-86 4-CH,;
la-87~1d-87 2,4-2CH;
la-88~1d-88 3,5-2CH;
la-89~1d-89 2,6-2CHj
1a-90~1d-90 3-F
la-91~1d-91 4-F
1a-92~1d-92 4-CHF,
1a-93~1d-93 3-CF,
1a-94~1d-94 4-CF,
1a-95~1d-95 3-OCF;
1a-96~1d-96 4-OCF;
1a-97~1d-97 4-OCH,CHF,
1a-98~1d-98 2,4-2F
1a-99~1d-99 3,5-20CH;
la-100~I1d-100 3,4,5-30CH;
la-101~1d-101 3,4-(CH,),0
la-102~1d-102 2-NO,
la-103~1d-103 3-NO,
la-104~1d-104 4-NO,
la-105~1d-105 3-OPh
la-106~1d-106 H
la-107~1d-107 2-Cl
la-108~1d-108 CH; 3-Cl
la-109~1d-109 4-Cl

2.4-2C1
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Ta-111~Id-111 2,6-2CI
la-112~1d-112 4-CN
Ta-113~Id-113 3-CN
la-114~1d-114 2-CH,
la-115~Id-115 3-CH;
la-116~1d-116 4-CH,
la-117~1d-117 2,4-2CH,
la-118~Id-118 3,5-2CH,
la-119~1d-119 2,6-2CH,;
la-120~1d-120 3-F
la-121~1d-121 4-F
la-122~1d-122 4-CHF,
Ta-123~1d-123 3-CF,
la-124~1d-124 4-CF,
la-125~1d-125 3-OCF,
la-126~1d-126 4-OCF,
la-127~1d-127 4-OCH,CHF,
la-128~1d-128 2.4-2F
[a-129~1d-129 3,5-20CH;
la-130~1d-130 3,4,5-30CH;
la-131~1d-131 3,4-(CH,),0
la-132~1d-132 2-NO,
Ta-133~1d-133 3-NO,
la-134~1d-134 4-NO,
la-135~1d-135 3-OPh
la-136~1d-136 2-C1-4-OPh
la-137~1d-137 H
la-138~Id-138 2-Cl
la139-1d-130 | (CREHOCO 3-Cl
Ta-140~1d-140 4-Cl
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la-141~1d-141 2,4-2C1
la-142~1d-142 2,6-2CI
Ta-143~1d-143 4-CN
la-144~1d-144 3-CN
la-145~1d-145 2-CH,
la-146~1d-146 3-CH;
la-147~1d-147 4-CH,
la-148~1d-148 2,4-2CH,
la-149~1d-149 3,5-2CH,
la-150~1d-150 2,6-2CH,;
la-151~1d-151 3-F
la-152~1d-152 4-F
Ta-153~1d-153 4-CHF,
la-154~1d-154 3-CF,
la-155~1d-155 4-CF,
la-156~1d-156 3-OCF;
la-157~1d-157 4-OCF,
la-158~Id-158 4-OCH,CHF,
la-159~1d-159 2.4-2F
la-160~1d-160 3,5-20CH;
la-161~1d-161 3,4,5-30CH;
la-162~1d-162 3,4-(CH,),0
Ta-163~1d-163 2-NO,
la-164~1d-164 3-NO,
la-165~1d-165 4-NO,
la-166~1d-166 3-OPh
la-167~1d-167 H
la-168~1d-168 2-Cl
Ta-169~Id-169 it 3-Cl
la-170~1d-170 4-Cl
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la-171~1d-171 2,4-2Cl
la-172~1d-172 2,6-2Cl
la-173~1d-173 4-CN
la-174~1d-174 3-CN
la-175~1d-175 2-CH,;
la-176~1d-176 3-CH;
la-177~1d-177 4-CH,;
la-178~1d-178 2,4-2CHj
la-179~1d-179 3,5-2CH;
la-180~1d-180 2,6-2CHj
la-181~1d-181 3-F
la-182~1d-182 4-F
la-183~1d-183 4-CHF,
la-184~1d-184 3-CF,
la-185~1d-185 4-CF,
la-186~1d-186 3-OCF;
la-187~1d-187 4-OCF;
la-188~1d-188 4-OCH,CHF,
la-189~1d-189 2,4-2F
la-190~1d-190 3,5-20CH;
la-191~1d-191 3,4,5-30CH;
la-192~1d-192 3,4-(CH,),0
la-193~1d-193 2-NO,
la-194~1d-194 3-NO,
la-195~1d-195 4-NO,
la-196~1d-196 3-OPh
la-197~1d-197 2-Cl-4-OPh
la-198~1d-198 3-SCH;
la-199~1d-199 3-SO,CH;

4-SO,CF;
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[a-201~1d-201

[a-202~1d-202

[a-203~1d-203

[a-204~1d-204

[a-205~1d-205

[a-206~1d-206

[a-207~1d-207

[a-208~1d-208

[a-209~1d-209

[a-210~1d-210

[a-211~1d-211

[a-212~1d-212

[a-213~1d-213

[a-214~1d-214

[a-215~1d-215

[a-216~1d-216

[a-217~1d-217

[a-218~1d-218

[a-219~1d-219

[a-220~1d-220

[a-221~1d-221

[a-222~1d-222

[a-223~1d-223

[a-224~1d-224

[a-225~1d-225

[a-226~1d-226

[a-227~1d-227

[a-228~1d-228

[a-229~1d-229

[a-230~1d-230

(CH;);COCO

H

2-Cl

3-Cl

4-Cl

2,4-2C1

2,6-2C1

4-CN

3-CN

2-CH;

3-CHj

4-CH;

2.4-2CH;

3,5-2CHj

2,6-2CH;

3-F

4-F

4-CHF,

3-CF;

4-CF;

3-OCF;

4-OCF;

4-OCH,CHF,

2.4-2F

3,5-20CH;

3,4,5-30CHj5

3,4-(CH;),0

2-NO,

3-NO,

4-NO,

3-OPh
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[a-231~1d-231 H
[a-232~1d-232 2-Cl
[a-233~1d-233 3-Cl
[a-234~1d-234 4-Cl
[a-235~1d-235 2,4-2C1
[a-236~1d-236 2,6-2CI
[a-237~1d-237 4-CN
[a-238~1d-238 3-CN
[a-239~1d-239 2-CH,
[a-240~1d-240 3-CH;
la-241~1d-241 4-CH,
[a-242~1d-242 2,4-2CH,
[a-243~1d-243 3,5-2CH,
la-244~1d-244 2,6-2CH,;
[a-245~1d-245 3-F
Ta-246~1d-246 it 4-F
[a-247~1d-247 4-CHF,
[a-248~1d-248 3-CF,
[a-249~1d-249 4-CF,
[a-250~1d-250 3-OCF;
[a-251~1d-251 4-OCF,
[a-252~1d-252 4-OCH,CHF,
[a-253~1d-253 2.4-2F
[a-254~1d-254 3,5-20CH;
[a-255~1d-255 3,4,5-30CH;
[a-256~1d-256 3,4-(CH,),0
[a-257~1d-257 2-NO,
[a-258~1d-258 3-NO,
[a-259~1d-259 4-NO,
[a-260~1d-260 3-OPh
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la-261~1d-261 2-Cl-4-OPh
la-262~1d-262 3-SCH;
[a-263~1d-263 3-SO,CH;
la-264~1d-264 4-S0,CF;
[a-265~1d-265 H
1a-267~1d-267 2-Cl
la-268~1d-268 3-Cl
1a-269~1d-269 4-Cl
1a-270~1d-270 2,4-2Cl
la-271~1d-271 2,6-2Cl
la-272~1d-272 4-CN
la-273~1d-273 3-CN
la-274~1d-274 2-CH,;
la-275~1d-275 3-CH;
1a-276~1d-276 4-CH,;
la-277~1d-277 2,4-2CHj
la-278~1d-278 3,5-2CH;
1a-279~1d-279 N 2,6-2CHj
1a-280~1d-280 3-F
la-281~1d-281 4-F
la-282~1d-282 4-CHF,
la-283~1d-283 3-CF,
la-284~1d-284 4-CF,
la-285~1d-285 3-OCF;
la-286~1d-286 4-OCF;
la-287~1d-287 4-OCH,CHF,
la-288~1d-288 2,4-2F
1a-289~1d-289 3,5-20CH;
1a-290~1d-290 3,4,5-30CH;

[a-291~1d-291

3,4-(CH;),0
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[a-292~1d-292 2-NO,
[a-293~1d-293 3-NO,
[a-294~1d-294 4-NO,
[a-295~1d-295 3-OPh
[a-296~1d-296 H
[a-297~1d-297 2-Cl
[a-298~1d-298 3-Cl
[2-299~1d-299 4-Cl
[a-300~1d-300 2,4-2C1
[a-301~1d-301 2,6-2CI
[a-302~1d-302 4-CN
[a-303~1d-303 3-CN
la-304~1d-304 2-CH,
[a-306~1d-305 3-CH;
[a-307~1d-307 4-CH,
[a-308~1d-308 2,4-2CH,
[a-309~1d-309 3,5-2CH,
la-310~Id-310 CH; 2.6-2CH;
la-311~Id-311 3-F
la-312~1d-312 4-F
la-313~1d-313 4-CHF,
la-314~1d-314 3-CF,
la-315~1d-315 4-CF,
la-316~1d-316 3-OCF;
la-317~1d-317 4-OCF,
la-318~1d-318 4-OCH,CHF,
[a-319~1d-319 2.4-2F
[a-320~1d-320 3,5-20CH;
la-321~1d-321 3,4,5-30CH;

3,4-(CH;),0
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la-323~1d-323 2-NO,
la-324~1d-324 3-NO,
[a-325~1d-325 4-NO,
la-326~1d-326 3-OPh
[a-327~1d-327 2-C1-4-OPh
[a-328~1d-328 3-SCH,;
[a-329~1d-329 3-SO,CH;
[a-330~1d-330 4-SO,CF,
la-331~1d-331 H
la-332~1d-332 2-Cl
la-333~1d-333 3-Cl
la-334~1d-334 4-Cl
la-335~1d-335 2,4-2C1
la-336~1d-336 2,6-2CI
la-337~1d-337 4-CN
la-338~1d-338 3-CN
[a-339~1d-339 2-CH,
la-340~1d-340 3-CH;
la-341~1d-341 4-CH,
la-342~1d-342 FLNCO 2.4-2CH,
Ta-343~1d-343 3,5-2CH,
la-344~1d-344 2,6-2CH,;
la-345~1d-345 3-F
la-346~1d-346 4-F
la-347~1d-347 4-CHF,
la-348~1d-348 3-CF,
[a-349~1d-349 4-CF,
[a-350~1d-350 3-OCF;
la-351~1d-351 4-OCF,

4-OCH,CHF,
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WO 2017/004734 PCT/CN2015/000489
la-353~1d-353 2.4-2F
la-354~1d-354 3,5-20CH;
la-355~1d-355 3,4,5-30CH;
la-356~1d-356 3,4-(CH,),0
la-357~1d-357 2-NO,
la-358~1d-358 3-NO,
[a-359~1d-359 4-NO,
la-360~1d-360 3-OPh
la-361~1d-361 H
la-362~1d-362 2-Cl
la-363~1d-363 3-Cl
la-364~1d-364 4-Cl
la-365~1d-365 2,4-2C1
la-366~1d-366 2,6-2CI
la-367~1d-367 4-CN
la-368~1d-368 3-CN
[a-369~1d-369 2-CH,
[a-370~1d-370 3-CH;
la-371~1d-371 4-CH,
la-372~1d-372 CH; 2.4-2CH,
la-373~1d-373 3,5-2CH,
la-374~1d-374 2,6-2CH,;
la-375~1d-375 3-F
[a-376~1d-376 4-F
[a-377~1d-377 4-CHF,
[a-378~1d-378 3-CF,
[a-379~1d-379 4-CF,
[a-380~1d-380 3-OCF;
la-381~1d-381 4-OCF,

4-OCH,CHF,
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[a-383~1d-383 2,4-2F
Ta-384~1d-384 3,5-20CH,;
[a-385~1d-385 3.4,5-30CH,
Ta-386~1d-386 3,4-(CH,),0
Ta-387~1d-387 2-NO,
Ta-388~1d-388 3-NO,
Ta-389~1d-389 4-NO,
Ta-390~1d-390 3-OPh
[a-391~1d-391 2-Cl-4-OPh
[a-392~1d-392 3-SCH,;
[a-393~1d-393 3-SO,CH;
Ta-394~1d-394 4-SO,CF;
[a-395~1d-395 H
[a-396~1d-396 4-Cl
[a-397~1d-397 H 4-NO,
[a-398~1d-398 3-OPh
[a-399~1d-399 FLNES H
Ta-400~Id-400 4-Cl
Ta-401~1d-401 CH: 4-CH,
Ta-402~1d-402 2,4-2C1
Ta-403~1d-403 CH,CO CH, H
Ta-404~1d-404 (CH;);CO CH, 4-Cl
[a-405~1d-405 PhCO CH, H
Risp Ny j\':—(Rs)n Ao N j\l:_(Rs)n Aoy N iNI—(Rs)n RthN\\@(Rs)n

s Rs Rs Rs

'l Moo ' Mo
COOCH, COOCH; CONHCHs CONHCHg

le If Ig Ih

D' R, R; |NWfiE (Rs)n

le-1~Th-1 | CH;0CO H 2 H
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le-2~1h-2 4-Cl
le-3~Ih-3 5-Cl
le-4~1h-4 3,5-2C1
le-5~1h-5 4-CH,
le-6~1h-6 6-F
le-7~1h-7 4-NO,
le-8~Ih-8 4-CF,
le-9~1h-9 4-OCH;
le-10~Th-10 4-OCF;
le-11~Ih-11 H
le-12~Th-12 4-Cl
le-13~Ih-13 2-Cl
le-14~Th-14 2,5-2Cl
le-15~Ih-15 4-CH,
le-16~Th-16 : 6-F
le-17~Th-17 4-NO,
le-18~Th-18 4-CF,
le-19~Th-19 4-OCH;
Ie-20~Th-20 4-OCF;
le-21~Ih-21 H
le-22~Th-22 3-Cl
le23~1h-23 5-Cl
le-24~Th-24 3,5-2C1
le-25~Th-25 3-CH,;
le-26~Th-26 ! 6-F
le-27~Th-27 3-NO,
le-28~1h-28 5-CF,
le-29~Th-29 2-OCH;
Ie-30~Th-30 5-OCF;
le-31~Ih-31 CH,; 2 H
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Te-32~Th-32 4-Cl
Te-33~Ih-33 5-Cl
Te-34~Th-34 3,5-2Cl1
Te-35~Ih-35 4-CH;
Te-36~Ih-36 6-F
Te-37~Ih-37 4-NO,
Te-38~Ih-38 4-CF,
Te-39~Th-39 4-OCHs
Te-40~Th-40 4-OCF;
Te-41~Th-41 H
le-42~1h-42 4-Cl
Te-43~Th-43 2-Cl
Te-44~Th-44 2,5-2C1
Te-45~Th-45 4-CH;
Te-46~Th-46 ’ 6-F
Te-47~Th-47 4-NO,
Te-48~Th-48 4-CF;
Te-49~Th-49 4-OCHs
Te-50~Th-50 4-OCF,
Te-51~Ih-51 H
Te-52~Th-52 3-Cl
Te-53~Ih-53 5-Cl
Te-54~Th-54 3,5-2Cl1
Te-55~Ih-55 3-CH;
Te-56~Th-56 ! 6-F
Te-57~Ih-57 3-NO,
Te-58~Ih-58 5-CF;
Te-59~Th-59 2-OCH;
Te-60~Th-60 5-OCF;
Ie-61~Ih-61 | C,HsOCO H 2 H
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[e-62~Th-62 4-Cl
le-63~1h-63 5-Cl
le-64~Th-64 3,5-2Cl
[e-65~Th-65 4-CH;
[e-66~T1h-66 6-F
[e-67~1h-67 4-NO,
[e-68~1h-68 4-CF;
[e-69~1h-69 4-OCH;
[e-70~Th-70 4-OCF5
le-71~Th-71 H
le-72~1h-72 4-Cl
le-73~1h-73 2-Cl
le-74~1h-74 2,5-2Cl
le-75~1h-75 4-CH;
le-76~1h-76 : 6-F
le-77~1h-77 4-NO,
le-78~1h-78 4-CF;
le-79~1h-79 4-OCH;
[e-80~1h-80 4-OCF;
le-81~Th-81 H
[e-82~1h-82 3-Cl
Ie-83~1h-83 5-Cl
[e-84~1h-84 3,5-2Cl
[e-85~Th-85 3-CH;
[e-86~1h-86 ! 6-F
[e-87~1h-87 3-NO,
[e-88~1h-88 5-CF;
[e-89~1h-89 2-OCH;
[e-90~1h-90 5-OCF;
[e-91~1h-91 CH; 2 H
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le-92~1h-92 4-Cl
1e-93~1h-93 5-Cl
le-94~1h-94 3,5-2Cl1
Ie-95~1h-95 4-CH,
Ie-96~1h-96 6-F
1e-97~1h-97 4-NO,
Ie-98~1h-98 4-CF,
1e-99~1h-99 4-OCH,;

Ie-100~Ih-100 4-OCF;
le-101~Ih-101 H
le-102~1h-102 4-Cl
le-103~1h-103 2-Cl
le-104~1h-104 2,5-2C1
le-105~Ih-105 4-CH,
le-106~1h-106 6-F
le-107~1h-107 4-NO,
le-108~Ih-108 4-CF,
le-109~1h-109 4-OCH,;
le-110~Ih-110 4-OCF;
le-111~Ih-111 H
le-112~Ih-112 3-Cl
le-113~Ih-113 5-Cl
le-114~Ih-114 3,5-2C1
le-115~Ih-115 3-CH;
le-116~1h-116 6-F
le-117~Ih-117 3-NO,
le-118~Ih-118 5-CF,
le-119~Ih-119 2-OCH,;
le-120~1h-120 5-OCF
le-121~Ih-121 | (CH;),CHOCO |H H
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le-122~Ih-122 4-Cl
[e-123~Ih-123 5-Cl
le-124~Ih-124 3,5-2Cl
le-125~Th-125 4-CH;
le-126~1h-126 6-F
le-127~Th-127 4-NO,
le-128~1h-128 4-CF;
le-129~1h-129 4-OCH;
[e-130~Ih-130 4-OCF5
[e-131~Ih-131 H
le-132~Ih-132 4-Cl
[e-133~Ih-133 2-Cl
le-134~Ih-134 2,5-2Cl
le-135~Ih-135 4-CH;
le-136~1h-136 6-F
le-137~Ih-137 4-NO,
le-138~1h-138 4-CF;
[e-139~1h-139 4-OCH;
[e-140~Ih-140 4-OCF;
le-141~Ih-141 H
le-142~Ih-142 3-Cl
[e-143~Ih-143 5-Cl
le-144~Ih-144 3,5-2Cl
le-145~Th-145 3-CH;
le-146~1h-146 6-F
le-147~1h-147 3-NO,
le-148~1h-148 5-CF;
le-149~1h-149 2-OCH;
[e-150~Ih-150 5-OCF;
[e-151~Ih-151 CH; H
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le-152~1h-152 4-Cl
le-153~1h-153 5-Cl
le-154~1h-154 3,5-2C1
le-155~Ih-155 4-CH,
le-156~1h-156 6-F
le-157~1h-157 4-NO,
le-158~Ih-158 4-CF,
le-159~1h-159 4-OCH,;
le-160~Ih-160 4-OCF;
le-161~1h-161 H
le-162~1h-162 4-Cl
le-163~1h-163 2-Cl
le-164~1h-164 2,5-2C1
le-165~1h-165 4-CH,
le-166~1h-166 6-F
le-167~1h-167 4-NO,
le-168~1h-168 4-CF,
le-169~1h-169 4-OCH,;
le-170~Ih-170 4-OCF;
le-171~1h-171 H
le-172~1h-172 3-Cl
le-173~1h-173 5-Cl
le-174~1h-174 3,5-2C1
le-175~1h-175 3-CH;
le-176~1h-176 6-F
le-177~1h-177 3-NO,
le-178~1h-178 5-CF,
le-179~1h-179 2-OCH,;
le-180~1h-180 5-OCF
le-181~1h-181 | (CH;);COCO |H H
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le-182~Ih-182

[e-183~Ih-183

[e-184~Ih-184

le-185~Th-185

[e-186~1h-186

le-187~Ih-187

le-188~1h-188

[e-189~1h-189

[e-190~T1h-190

[e-191~Ih-191

[e-192~Ih-192

[e-193~Ih-193

[e-194~1h-194

le-195~Th-195

[e-196~1h-196

le-197~1h-197

le-198~1h-198

[e-199~1h-199

[e-200~T1h-200

[e-201~Th-201

[e-202~1h-202

[e-203~Ih-203

[e-204~1h-204

[e-205~T1h-205

[e-206~1h-206

[e-207~1h-207

[e-208~1h-208

[e-209~1h-209

[e-210~1h-210

4-Cl

5-Cl

3,5-2Cl1

4-CH;

6-F

4-NO,

4-CF,

4-OCH;

4-OCF;

4-Cl

2-Cl

2,5-2C1

4-CH;

4-NO,

4-CF;

4-OCH;

4-OCF;

3-Cl

5-Cl

3,5-2Cl

3-CH;

6-F

3-NO,

5-CT,

2-OCH;

5-OCF;

[e-211~Ih-211

CH;
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le-212~Ih-212 4-Cl
[e-213~Ih-213 5-Cl
le-214~1h-214 3,5-2Cl
le-215~T1h-215 4-CH;
le-216~1h-216 6-F
le-217~1h-217 4-NO,
le-218~1h-218 4-CF;
[e-219~1h-219 4-OCH;
[e-220~T1h-220 4-OCF;
[e-221~Th-221 H
le-222~1h-222 4-Cl
[e-223~Ih-223 2-Cl
le-224~1h-224 2,5-2Cl1
le-225~T1h-225 4-CH;
le-226~1h-226 6-F
le-227~1h-227 4-NO,
le-228~1h-228 4-CF;
[e-229~1h-229 4-OCH;
[e-230~1h-230 4-OCF;
[e-231~1h-231 H
le-232~1h-232 3-Cl
[e-233~Ih-233 5-Cl
le-234~1h-234 3,5-2Cl
le-235~1h-235 3-CH;
[e-236~1h-236 6-F
le-237~1h-237 3-NO,
le-238~1h-238 5-CF;
[e-239~1h-239 2-OCH;
[e-240~1h-240 5-OCF;
le-241~1h-241 CN H H
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le-242~1h-242 4-Cl
le-243~1h-243 5-Cl
le-244~1h-244 3,5-2Cl
le-245~1h-245 4-CH;
le-246~1h-246 6-F
le-247~1h-247 4-NO,
le-248~1h-248 4-CF;
le-249~1h-249 4-OCH;
[e-250~1h-250 4-OCF;
[e-251~Ih-251 H
le-252~1h-252 4-Cl
[e-253~Ih-253 2-Cl
le-254~1h-254 2,5-2Cl1
le-255~1h-255 4-CH;
[e-256~1h-256 6-F
le-257~1h-257 4-NO,
le-258~1h-258 4-CF;
[e-259~1h-259 4-OCH;
[e-260~T1h-260 4-OCF;
[e-261~T1h-261 H
le-262~1h-262 3-Cl
[e-263~I1h-263 5-Cl
le-264~1h-264 3,5-2Cl
le-265~1h-265 3-CH;
le-267~1h-267 6-F
le-268~1h-268 3-NO,
[e-269~1h-269 5-CF;
[e-270~1h-270 2-OCH;
[e-271~1h-271 5-OCF;
le-272~1h-272 CH; H
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[e-273~Ih-273 4-Cl
le-274~1h-274 5-Cl
le-275~1h-275 3,5-2Cl
le-276~1h-276 4-CH;
le-277~1h-277 6-F
le-278~1h-278 4-NO,
[e-279~1h-279 4-CF;
[e-280~1h-280 4-OCH;
[e-281~I1h-281 4-OCF;
[e-282~1h-282 H
[e-283~Ih-283 4-Cl
[e-284~1h-284 2-Cl
le-285~1h-285 2,5-2Cl1
[e-286~1h-286 4-CH;
[e-287~1h-287 6-F
le-288~1h-288 4-NO,
[e-289~1h-289 4-CF;
[e-290~1h-290 4-OCH;
[e-291~1h-291 4-OCF;
[e-292~1h-292 H
[e-293~1h-293 3-Cl
[e-294~1h-294 5-Cl
[e-295~1h-295 3,5-2Cl
[e-296~1h-296 3-CH;
[e-297~1h-297 6-F
[e-298~1h-298 3-NO,
[e-299~1h-299 5-CF;
[e-300~T1h-300 2-OCH;
[e-301~Ih-301 5-OCF;
[e-302~T1h-302 NH,CO H H
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[e-303~Ih-303 4-Cl
[e-304~1h-304 5-Cl
[e-306~1h-305 3,5-2Cl
[e-307~1h-307 4-CH;
[e-308~1h-308 6-F
[e-309~1h-309 4-NO,
[e-310~1h-310 4-CF;
[e-311~Ih-311 4-OCH;
le-312~T1h-312 4-OCF;
[e-313~Ih-313 H
le-314~1h-314 4-Cl
le-315~Ih-315 2-Cl
le-316~1h-316 2,5-2Cl1
le-317~1h-317 4-CH;
le-318~1h-318 6-F
[e-319~1h-319 4-NO,
[e-320~1h-320 4-CF;
[e-321~1h-321 4-OCH;
le-322~1h-322 4-OCF;
[e-323~Ih-323 H
le-324~1h-324 3-Cl
le-325~1h-325 5-Cl
le-326~1h-326 3,5-2Cl
le-327~1h-327 3-CH;
le-328~1h-328 6-F
[e-329~1h-329 3-NO,
[e-330~1h-330 5-CF;
[e-331~1h-331 2-OCH;
le-332~1h-332 5-OCF;
[e-333~I1h-333 CH; H
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le-334~1h-334 4-Cl
le-335~1h-335 5-Cl
le-336~1h-336 3,5-2C1
le-337~1h-337 4-CH,
le-338~Th-338 6-F
le-339~1h-339 4-NO,
le-340~Th-340 4-CF,
le-341~Th-341 4-OCH;,
le-342~Th-342 4-OCF;
le-343~Th-343 H
le-344~Th-344 4-Cl
le-345~Th-345 2-Cl
le-346~1h-346 2,5-2Cl
le-347~Th-347 4-CH,
le-348~Th-348 6-F
le-349~Th-349 4-NO,
le-350~Th-350 4-CF,
le-351~Th-351 4-OCH;,
le-352~Th-352 4-OCF;
le-353~Th-353 H
le-354~Th-354 3-Cl
le-355~1h-355 5-Cl
le-356~1h-356 3,5-2C1
le-357~1h-357 3-CH,;
le-358~Th-358 6-F
le-359~Th-359 3-NO,
le-360~Th-360 5-CF,
le-361~Th-361 2-OCH;
le-362~Th-362 5-OCF;
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FEFELCTTTH, A AEAS R W] R A% TR AR s R S oA — M 2
NS RN il L U = Wy BN T TR =A@ P | TR s Wl 5 T A e 7/ S
EARTERIA/ R BRR A

WAk, AR EE RS T TR G K A G AR A% A ) K R A
FN/EC BN R A T AR R B AR Y L

AR T iAW EA) WG m A R wE s, AT T RE AR
ZREY VU RBUR ST N TR TR P50 O R A
W E . ERAR A E N B SRR b IR ROR . R, 38K 1 P
A W A I R S T AR TR 3R R R, B 2 MR b
s o HARATBT bW S BRABEE G . Al e . AR . K
FERGAEIG « /DNZEM B . S RAC LU« AKFEEOR G . KB R - KFEH
fops KR AN OB . TSR R R . SRR . R 2
Wi~ BRKEEW BN R BOF 3 R

Ak, AR T s G Y0k BAG B 10 2 BORD R v
ui: Ta-84. 1d-397. 1h-259 4%, W TG 2 M /EY) b 35 ORI

A BRI 2% 1 B R R IR RS D B D R R R A R, xR R R
YRS HHEWAE DR E TGS (s REY: B, &
A~ KFEL ANEEL SERL WSERIENGE) AEEFMESR (o kR D
S BRIE RO WA , HAATT R A e R R R AR
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B P 5 B
KRWSE B A=/ L Ee W L

S it A B ) e T A
N T LA S A R AT T, AR WO AN R R T
NS PTIA SR TR, WG ER W], B0 ERT R g
FIARSRE QORI U], B mT R IR 1R 3R
BRI A7 N B R Ul N R PVA IR e e 3 S I

S 1. HlR S ) Ta-4:

# 100mL = RSP A S A 0.93g (6.9mmol)1-78 W H Kk -2- H1 56 Ji
( 1-benzylidene-2-methylhydrazine) () DMF ¥ 15mL, PFiEZE 5°CLL
T, A 0.53g (12mmol) Ji=E 5400 70% NaH 43 #oki 1, Bk 1h 5,
TIA(E)-2-(2-] WEE) R e -2- AR I 2 2 e R 2.35¢ (8.2 mmol), it
PR (25°C) LR 8he KK, AKEOHEAENH, HEHTREA
Wik 2.2g, 773 82%, ¥4 78-80°C,

'"H NMR(300MHz, CDCl5) &, 2.93(s, 3H), 3.04(s, 3H), 3.75(s, 3H),
3.81(s, 3H), 3.85(s, 2H), 7.22-7.95(m, 9H), 8.11(s, 1H).

BC NMR (75MHz, CDCls) § 23.0, 44.2, 50.6, 59.1, 60.2, 104.6, 126.2,
126.8, 127.4, 128.2, 128.6, 128.9, 130.8, 133.0, 137.5, 158.4, 164.0, 168.5.

5 la-1~la-14 2 1d-1~1d-14 FIEP 3R SEREE] 1 o 770 %143
s

o, (&Y Ta-11: KAGKHE, FRA 77%, s 77-79°C, 'H
NMR Fil PC NMR %1F -

'"H NMR (300MHz, CDCl;) & 1.23(S, 9H), 2.95(s, 3H), 3.77(S, 3H),
3.80(s, 3H), 3.81(s, 2H), 7.21-7.89(m, 9H), 8.13(s, 1H).

BC NMR (75MHz, CDCl;) & 17.7, 28.1, 52.5, 52.8, 60.0, 77.2, 104.6,
126.2, 126.8, 127.4, 128.4, 128.8, 128.9, 130.5, 131.1, 133.6, 137.2, 158.4,
164.0, 168.8.
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&8 Tb-11: AR, KA 102-104°C, F*F ) 82%, 'H NMR Fi
BC NMR @R

"H NMR(300MHz, CDCl;) § 1.27(s, 9H), 2.73(s, 3H), 2.95(s, 3H), 3.80(s,
3H), 3.81(s, 2H), 7.21-7.95(m, 9H), 8.01(s, 1H).

BC NMR(75MHz, CDCl;) § 17.5, 26.3, 28.7, 51.4, 59.8, 77.6, 104.1,
126.1, 126.8, 127.9, 128.0, 128.8, 128.9, 130.7, 131.2, 133.4, 137.6, 158.4,
168.2, 172.5,

&M Te-11: BIEOKAR, KA 86-88°C, F7Hly 73%, 'H NMR Fi
BC NMR @R

"H NMR(300MHz, CDCl;) § 1.28(s, 9H), 2.97(s, 3H), 3.72(s, 3H), 3.80(s,
2H), 3.96(s, 3H), 7.24-7.96(m, 9H);

BC NMR(75MHz, CDClsy) § 17.3, 28.3, 52.5, 52.7, 64.3, 77.4, 123.0,
125.3, 127.1, 128.2, 128.8, 130.8, 131.0, 131.1, 131.7, 137.5, 149.7, 163.7,
168.8.

&9 1d-11: AKR, A 108-110°C, F*F % 89%, 'H NMR Fi
BC NMR @R

"H NMR(300MHz, CDCl;) § 1.32(s, 9H), 2.66(s, 3H), 2.98(s, 3H), 3.82(s,
2H), 3.96(s, 3H), 7.50-7.93(m, 9H);

BC NMR(75MHz, CDCl;) & 17.8, 26.2, 28.6, 64.4, 77.5, 123.7, 125.0,
127.4, 128.2, 128.6, 130.8, 131.2, 131.4, 131.9, 137.1, 151.7, 164.2, 168.8.

S 2: Hl G 1e-109:

£ 100ml = FUEH A 2-(1-(4-F 2K 56 W £ 56) k3 2 1R 4,156 (0.5¢,
0.0021mol), DMF 15mL, iz 5CLLF, fIA 0.13g(0.00315mol) )i &
SHECH 70% NaH o #CkiFl, HikE 1h, JEIMA(E)-2-(2-3 F ) Rk -2-
AP A G R 0.72g(0.0025mol), B = (25°C) 4k W 9h, i
KR, A AR, HEETERE A 0.71g, 7% 77%, HA 123-
125 C, "HNMR fl "C NMR 41 F:

"H NMR (300 MHz, DMSO) & 7.80 (d, J = 8.6 Hz, 2H), 7.50 (d, J = 8.6
Hz, 2H), 7.39~7.34 (m.,, 3H), 7.16~7.15 (m, 1H), 4.62 (s, 2H), 4.08 (q, J = 7.0
Hz, 2H), 3.93 (s, 3H), 3.66 (s, 3H), 1.99 (s, 3H), 1.17 (t, J = 7.1 Hz, 3H).
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BC NMR (75 MHz, DMSO) § 169.65, 162.93, 152.44, 148.94, 135.86,
135.80, 135.61, 130.08, 129.42, 128.88, 128.71, 128.65, 127.38, 63.52, 61.89,
52.65, 52.20, 40.62, 40.34, 40.07, 39.79, 39.51, 39.23, 38.95, 16.82, 14.56.

%5 Ia-15~Ia-264 5 1d-15~1d-264. Ie-1~Ie-240 % Th-1~Th-240 [K{L&
Yy F S 2 0 7 A1 E

o, (a9 1e-228: ARIR, M 126-128C, f=%K 70%, 'H
NMR Fil PC NMR %1F -

"H NMR (300 MHz, DMSO) & 8.26 (d, J = 9.1 Hz, 2H), 8.01 (d, J = 9.1
Hz, 2H), 7.42 — 7.26 (m, 3H), 7.14 (m, 1H), 4.64 (s, 2H), 3.93 (s, 3H), 3.66 (s,
3H), 2.04 (s, 3H), 1.39 (s, 9H).

BC NMR (75 MHz, DMSO) § 168.25, 162.95, 151.06, 148.96, 148.65,
143.16, 135.95, 130.09, 129.37, 128.88, 128.72, 128.27, 127.37, 123.72, 81.12,
63.55, 52.67,27.99, 17.35.

&1 16-259: G, #5 149-151°C, 773% 4 79%, 'H NMR i
BC NMR @R

"H NMR (300 MHz, CDCl;) & 8.38 — 8.30 (m, 1H), 8.14~8.12 (m, 1H),
8.02~7.99 (m, 1H), 7.53~7.50 (m, 2H), 7.42 — 7.29 (m, 2H), 7.17~7.13 (m,
2H), 4.99 (s, 2H), 4.14 (s, 3H), 3.96 (s, 3H), 1.62 (s, 9H).

BC NMR (75 MHz, DMSO) § 163.07, 152.96, 148.75, 148.39, 138.12,
136.76, 133.58, 132.69, 130.62, 129.93, 129.51, 128.84, 127.47, 125.78,
123.82, 120.84, 81.92, 63.77, 52.97, 45.88, 28.02.

&) 1£-222: HG AL, BA 162-164°C, 77% K 76%, 'H NMR i
BC NMR @R

'"H NMR (300 MHz, CDCl;) & 1.38(s, 9H), 2.95(s, 3H), 3.68(s, 3H),
3.93(s, 3H), 6.10(s, 2H), 7.10-7.71(m, 5H), 8.54(d, 1H), 9.04(d, 1H);

BC NMR (75 MHz, DMSO) § 17.3, 28.5, 51.4, 52.8, 64.1, 84.4, 121.5,
124.3, 125.0, 125.2, 126.8, 130.0, 130.6, 136.9, 139.1, 149.7, 152.4, 153.4,
154.7, 163.5, 168.8.

SEWER] 3 T ALE ) 12283

£ 100ml = U N (0.5g, 2.3 mmol) 2-((6-F N E-3-58) T F 5E)-1-
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R, DMF 15mL, BFEZE 5CLLF, JIA 0.12g (3.3 mmol) i34k
70% NaH Jih 2 5ok, HiFE 1h )50 0.79 g (2.8 mmol) (E)-2-(2-# H %)
R 2-HHWH I CRT R, FHEE=EE (25°C) 4k8: N Sh. /K #E
Ky HEAENH, HETaifb e R 0.73g, f~% 80%, M 170-
172°C, '"HNMR 1 "C NMR 1T :

"H NMR (300 MHz, DMSO) & 8.69 (d, J = 1.9 Hz, 1H), 8.12 (dd, J = 8.4,
2.6 Hz, 1H), 7.60 (d, J = 8.5 Hz, 1H), 7.50-40 (m, 3H), 7.26-7.21 (m, 1H),
4.60 (s, 2H), 3.94 (s, 3H), 3.70 (s, 3H), 2.38 (s, 3H).

5C NMR (75 MHz, DMSO) & 162.86, 162.06, 152.22, 148.84, 148.43,
137.94, 132.94, 131.80, 130.82, 130.23, 129.73, 129.20, 128.65, 124.39,
112.95, 63.72, 58.31, 52.86, 15.96.

'S 1a-265~1a-330 & 1d-265~1d-330. le-241~Ie-301 & Th-241~Ih-301
(LA 345 Szt 3 PR iy v sl 46 15 51

H, (AW 16-296: AR, KA 156-158C, 2% 71%, 'H
NMR Fil PC NMR %1F -

'"H NMR (300 MHz, DMSO) § 7.71-7.58 (m, 2H), 7.54-7.35 (m,, 6H),
7.31—7.14 (m, 1H), 4.57 (s, 2H), 3.94 (s, 3H), 3.70 (s, 3H), 2.35 (s, 3H).

5C NMR (75 MHz, DMSO) § 165.61, 162.85, 148.87, 136.54, 133.09,
130.94, 130.83, 130.17, 129.68, 129.19, 128.74, 128.56, 127.03, 113.53, 63.70,
58.18, 52.82, 16.22.

&9 1e-315: MG, #A 172-174°C, 77% 2k 73%, 'H NMR i
BC NMR @R

"H NMR (300 MHz, DMSO) § 7.91 (d, J = 8.3 Hz, 2H), 7.80 (d, J = 8.3
Hz, 2H), 7.55~7.49 (m, 3H), 7.29 ~ 7.26 (m, 1H), 4.62 (s, 2H), 3.94 (s, 3H),
3.70 (s, 3H), 2.40 (s, 3H).

5C NMR (75 MHz, DMSO) & 163.73, 162.85, 148.85, 140.46, 132.96,
130.94, 130.81, 130.52, 130.15, 129.71, 129.22, 128.62, 127.85, 126.00,
125.67, 125.62, 122.39, 112.97, 63.70, 58.38, 52.65, 16.33.

SEHER] 4 TS Te-361:

# 100mL =R MAEH 0.41g(2.3mmol)2-(1-Z8 55V 2 FE) i3k
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BERZ 1Y DMF % 15mL, B2 STCEAR, A 0.12g (3.3 mmol) JiE4)>
ok 70% NaH 4 HOR 5, Bk 1th 5 0.79 g (2.8 mmol) (E)-2-(2-1%
)RR 2-H A WA R, FHREZER (25°C) 4k4:x N 4h, N
IKER, HEAENHE, EEfA40BRaER K, % 65%, #a 184-
186 C, "HNMR fl °C NMR 41 F:

'"H NMR (300 MHz, DMSO) & 2.93(s, 3H), 3.62(s, 3H), 3.95(s, 3H),
5.92(s, 2H), 7.12-7.86(m, 9H), 8.11(bs, 2H);

5C NMR (75 MHz, DMSO) § 19.3, 51.2, 52.8, 64.4, 122.7, 125.6, 126.8,
128.0, 129.0, 130.5, 130.8, 131.1, 136.9, 137.4, 149.0, 155.2, 163.3, 170.0.

#i'5 1a-331~1a-394 & 1d-331~1d-394. le-302~Ie-362 & Th-302~IH-362
IS Y ta 3% S o) 4 wF i 7 v 4 A3 5

Hr b A 1a-336: AAEE, 77%F 74%, mp 207-209 'C, 'H NMR
M BCNMR U1 F:

"H NMR (300 MHz, DMSO) & 3.23 (s, 3H), 3.76 (s, 3H), 6.31 (s, 2H),
7.18-7.75 (m, 10H), 8.41 (bs, 1H);

C NMR (75 MHz, DMSO) 8 49.5, 50.6, 59.1, 104.7, 125.6, 126.5, 127.7,
128.2, 129.1, 129.8, 130.0, 130.6, 133.5, 134.6, 143.5, 155.4, 158.2, 164.7.

&Y 1e-331: FIOEE, 7% 56%, mp 241-243 C, 'H NMR FI
BC NMR @R

"H NMR (300 MHz, DMSO) & 3.36 (s, 3H), 3.62 (s, 3H), 3.77 (s, 3H),
6.34 (s, 2H), 7.03 (s, 1H), 7.21-7.74 (m, 9H), 8.49 (s, 1H);

C NMR (75 MHz, DMSO) § 49.4, 50.3, 54.1, 59.5, 104.2, 115.6, 116.2,
126.2, 126.6, 127.7, 129.9, 134.1, 134.6, 140.5, 146.9, 155.3, 157.1, 158.3,
164.5.

SR 5 H A AE ) Ie-400:

£ 100mL = I UH AP IIA &4 0.64 g(2.3 mmol) 2-(1-(4-5F Z5FH) W 2, 3E)
AR AR H BEAZ ) DMF 15mL, Bz STCLEUR, A 0.12g (3.3 mmol)
JUE 80 70% NaH il 70 BB ], HidE 1h J5 i 0.79 g (2.8 mmol) (E)-2-
Q- HEO R 2-H A WA B O R, THER =R (25°C) 468 R W
4ho KK, FHGEESE, HEN, fREEHK, /7% 72%, A
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178-180°C, 'H NMR 1 "C NMR %1 K-

'"H NMR (300 MHz, DMSO) & 2.90(s, 3H), 3.58(s, 3H), 3.63(s, 3H),
5.69(s, 2H), 7.21-7.86(m, 8H), 8.01(bs, 2H);

5C NMR (75 MHz, DMSO) § 20.3, 52.0, 56.4, 64.0, 121.4, 125.3, 126.5,
128.1, 128.8, 130.0, 130.7, 135.4, 136.8, 136.9, 149.2, 163.6, 170.1, 176.6.

5 1a-395~1a-402 & 1d-395~1d-402 ML &5 seiif] 5 b g7 ik
%15 2

b A Y 1a-400: AAEE, 77%F 70%, mp 211-213 'C, 'H NMR
H1BCNMR ik

"H NMR (300 MHz, DMSO) § 2.95(s, 3H), 3.53 (s, 3H), 3.72 (s, 3H),
5.60 (s, 2H), 7.12 (s, 1H), 7.20-7.94 (m, 8H), 8.41 (bs, 2H);

5C NMR (75 MHz, DMSO) § 21.1, 50.7, 57.2, 59.6, 105.0, 126.0, 126.4,
127.3, 128.2, 128.9, 129.9, 132.5, 134.1, 135.6, 136.6, 158.4, 164.3, 170.0,
176.2.

&Y 1c-397: AT, 723 64%, mp 257-259 C, 'H NMR #
BC NMR @R

'"H NMR (300 MHz, DMSO) & 3.64 (s, 3H), 4.00 (s, 3H), 5.85 (s, 2H),
7.23-8.62 (m, 11H).

3C NMR (75 MHz, DMSO) 8 50.7, 56.6, 64.3, 121.5, 123.7, 124.0, 124.9,
126.0, 129.6, 131.1, 136.3, 139.3, 146.2, 149.7, 150.0, 163.5, 176.0.

W] 6+ T ALE ) Te-404:

£ 100ml = FEF A AT 0.58 g(2.3 mmol) N'-(1-(4-F ZEH) T 2. 3%)
RGBS MF 15mL, P2 S'CELUR, A 0.12g (3.3 mmol) Jit &5 %1
M 70% NaH i 4rgeeil, #ide 1th 5 0.79 g (2.8 mmol) (E)-2-(2-IRH
FRHE-2-HA TR E S H NG, FHRZER (25°C) 4k82 WV 4h. K
K, AHBEENTH, R, BAEBRK, 7% 46%, HH 148-
150 C, "HNMR fl °C NMR 41 F:

'"H NMR (300 MHz, CDCl3) & 1.24(s, 9H), 2.90(s, 3H), 3.65(s, 3H),
3.88(s, 3H), 6.04(s, 2H), 7.20-7.88(m, 8H);

BC NMR (75 MHz, CDCls) § 20.0, 28.6, 39.5, 50.7, 52.7, 64.3, 122.0,
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125.3, 126.8, 128.2, 128.9, 130.1, 130.8, 135.6, 136.6, 136.9, 149.7, 163.7,
170.1, 183.0.

5 1a-403~I1a-405 & 1d-403~1d-405 AL &2t 6 vh ) J7 ik
%15 2

b A Y 1c-403: AAEE, 77% 78%, mp 195-197 'C, 'H NMR
M BCNMR U1 F:

"H NMR (300 MHz, CDCl5) § 2.16(s, 3H), 2.91 (s, 3H), 3.66 (s, 3H), 3.92
(s, 3H), 6.14 (s, 2H), 7.21-7.954 (m, 9H).

5C NMR (75 MHz, CDCl3) § 20.0, 24.6, 49.4, 52.8, 64.5, 120.9, 125.2,
126.5, 128.0, 128.4, 130.0, 130.7, 130.9, 136.3, 136.9, 149.1, 163.0, 168.2,
170.3.

L&) 1d-403: AMEL, 7% 68%, mp 207-209 C, 'H NMR #
BC NMR @R

"H NMR (300 MHz, CDCl;) & 2.14 (s, 3H), 2.77 (s, 3H), 3.00 (s, 3H),
3.92 (s, 3H), 6.19 (s, 2H), 7.28-8.06 (m, 10H).

5C NMR (75 MHz, CDCl3) § 20.2, 24.9, 26.0, 49.8, 63.8, 120.6, 125.0,
126.1, 128.2, 128.7, 130.5, 131.1, 132.8, 136.3, 137.2, 151.4, 163.6, 168.7,
170.3.

L BERX T SR AH SRS . (LN S A L
i A, WA E AV EIAD

SEHEG] 7 H1S A 50% 1 HT AL A 1) AR PR 5

AEPER I AR XTI RIEE Y 50%. 7 HUT R R IR £ 5% R
A R EERIR N 3% BRSO WA+ 42%; K S A ie g
LR A S 2NREY, X HIHT Mm@, BT HI7 50% n] 3 A 71 .

S 8 4R E A 30%:0 T AT R LA SL i

FUMM AR X1 Bt & 30%. FLALFIER A0 B g 4k 57 K ik
12%. BIEFIEIR LEHE TR 10% WAREARISN I 48%; 1 &40 1% ik
AR5 15 2 30% A0 A0 10375 B

SEHER] 9. B4 E A 60%2 T ALA I K 43 Bk 771«

KAHOREAI A e 38T P& 70%. 3 SR b 1 R i PR 4 1
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3% PECRIAR T R BEIR EE 3% TEWEA T S AR AN 4% [ g iR L
SERIERT 20%; B35 o0 F5 BTid LU BR A #1718 70%a0 T AL A4 (K 7K 43 Hk:
7l

= A E

SEHEAF) 10 7 B vt PR 5

AR W0 TGP0 R0 1 25 M B 2 AT A, B VAU
RAE R RN 2 vk BRI T AR (Bl 1 4E69)
/DR NN-CHEE A, HOKFR R TR LI, 3 R S50 4RI
Y. SIS IH AWt E 2 B A B, 24h JEEEATR FERE Rl I 4 R
S5 2 BV REYAA b, 240 JEREAT R R PN AR A 2 RCE T
WIERE (2542°C, FHXHEE 60%) Eigefidh, fHEghs:, A s
RIIE GES—D , BT AR, Bt

Y155 35 i 25 77 5k 500ppm N, Ta-1~Id-1 & Ta-405~1d-405 1 (K #65
A B 0 AR 5 R /N 22 1R 9 B B R 100%, 24 W 25 Jit 24 55 = A
50ppm I, Ia-1~Id-1 % Ia-405~1d-405 IALEHB %%k 70-100%.,

MW E A E N 100ppm B, L5 1a-66. 1a-87. Ib-75. Ic-124.
1c-299. 1d-238. If182. Ig217. Th-261. Ij-53 255t BB I3 Al /N 22 LK 5
(I 3350 100%, B AL vH A = R

815 35k=(1- 24 37 Ak 38 5 9 17 48 450 72 11 0] B IR FE 00 X 100%

U T1e-299 SHLA 77 it W B 1R 25 A HL R RS P ik, R A R

R 1R
T 1 RETEHX LRI 45 R

FHIZE (%) (100mg/L, JHAKH%)

WEY)

MRS BUREE  BNMUE ERRar WRE  NREE WIAKE
WERE R 46.2 37.0 62.2 62.5 51.1 493 51.1
Ic-299 64.2 44.7 55.1 82.1 47.2 58.3 75.0

Y S it 257 o8 S0ppm I, ALE ) 1a-87. Ic-124. Th-261 X &l F-
R KARERIEN . D EM B SERR LU . KIBLU R . KSR
Wi KRR MR . KRR SR AR . TR R . 2 K 805 A
B R0 (1 7 2508 8 e 80%.
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SR 11 S B v P

X R ORI SR JEAT 1 AR dd e, W ks KX 1T E
/b5 NN-Z WU s i, FHOK Rk 28 i 75 20 %

CURG Sy b sl phigt AR b ki o LAk, Al airbrush w55 it
AT AR HGEEN E, airbrush W25 ALK A 754 10psi, WHEEA 0.5ml. 4
M5 2-3 HE, HAMSAEIET %, s T

Y airbrush Wi ZVE K EZ5 57 & 500 ppm B, 15 1e-315. Th246.
1d-374 PR N BhdF . REPIHESE T R I I 60%.

Tk v A

AFWRMEREN T Pt a8 BAT T i A R wiii v, ol 11
AL MY BV REOR B 3w TR 50 R IR A
T LR MR E . ARG RN BRI SRAF ARG (PR ROR,  AERE )5 W R AN/ 2R
A G RAT T2 R
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NI T f = 7/F

/X ‘O/

COYCHs
R |
Prigsl1rh, X3EH CHEUN; Y& H O. S NH FHUE—F; R, ik
H C-Cs HILekE . KA. BRIV, Rk, RHIBEE . C~Cs BRI 2L |
Ci~Cs Mubes Bt . AL, A W BEEE AN A 2 2 R T A —F s R,
EH C-CppfidE. QM Q HIME—F; Ry IEASA. Ci-Cs M5k, QM
Q, P HIAE—F;

LIS X
Q= | J®Im = | N (Re:

Horpr, g Qi F1 Qurfr, RyF Rs¥E HA. Ci-Cs ke Ci-Cs b
AR Cr-Cs MIHANPEAE . Ci-Cs I ARPE AL . 3 Ak, fE. A%
B ombre AL WA SRR P R — R, TR xR L
s & AT T —FF; m=0-5; n=0-4;

Ry MEEM RONFIRE 5 NG AT RRb—A, Hd, 4 m>1
), RO Rs IS G0 RUOATIR 4 DA TR b—4,
4 n>1 I, RoAHFECAFE, HAdr, Q. N ALY 20 3 M1 4 AL ifF:

p

2. MRIEBCRZER 1 kR rysX 1 stk A, HAREE T Fridal 1
F, YH O 8l NH; RiikH C~Cy i BB H A . 8 I EEE
A U B R AC U S TP AT —Fh s RyEH QrEk Qi Rk
H & B C-Cy P hE A

Hrp, Pk QuAT Qo Ry AT RsIEH Ci-Cs HUkehE. =M. =
ACTVAEHE . ORAECES . A RS, BURE. MEREAEUEE . FRRIBERS N — G YA
W 2 b —F m=0-3, n=0-2.

3. MRPEBCHIER 2 Prid )l 1 it a9, HEMEAE T ksl 1

42



10

15

20

25

WO 2017/004734 PCT/CN2015/000489

o RyIEH C~Cy IWEBESCC BN A AL . BB JE: Ry ik H S 3
o, Prid QA Qs Ry RsIIE H = AL, =343k R4
2N AN N TEE NI P NI SN e e TNE R 1 e S N
— A
4. BURIZER 1-3 WAL IUTIR 50 T Fstb Wil ik, i
NP AEAHIEAETS, B IV et s WA vV isies AL
WA AT A G N, B T RIS

; 8r
H '\3\_\\ I)‘ {’g N \,\\ \:)
; x‘ “,:;;:»E\\ f‘)( e
COYCH4
W AY WY

gl IV i, Ry Ry Ry (R XL I pridal v, XY 1y
& LA T

5. M BRIZEK 4 Pk )20 T Bt S0 a0l & 7k, R EAE T
T AR B, Fridiiok B sS4 s, 288, /8. —RNERE
PR OIE T BRI IR v A D — s

P EACRIRI 0 IV I s E R BE R L 10 (1.2~3) 5

BT 4 65 SN 1 s AR E S -5~100°C, S INTR) 2 2-12 hs

izl IV it &Rl v e &9 B 1. (1-2)

FA A VL AE B N N-ZHURE T . N-HRE AL  Jo il Rl 2, — g — H1
ik Ry 2 D —

6. MRERAITR 4 5% 5 AR 1 BTtk &R % vk, HRr iR
T R4 RN AT B RHAT A IV RS YRR L
wAH, F-10- 5C PR 0.5-2h, FRHEFMARL V iR &Y T -
5~100°C F N 2-12 h, 32|50 1 PR &4,

IV IRt S P T kgl a2 KX 1 Rt a9l L i

A TATHLR R AT R, 13558 TV R A4
R-@»-N»NHE
H R,COR;

43



10

15

20

25

30

WO 2017/004734 PCT/CN2015/000489

Rl = 1
Prids I A, Ry B9 XA T, Prad sl IO A, Ry 1 Rs Y€ X [R] 3X

Hrp, O I = SRR A 1. (1-2)

Tk 2 I 1 2 N FE R -20~50°C, [ MRS ] A 1-6 hy

JI i AT AL 0 0 I 5 L1

7. —FHEY, WOFERRIESR 1-3 AR -IATIR K T AT S
b ERTEEZ AR, H, ZAGY T T SR ERE A SR
H 0.1~99%,

8. MHEBANEK 7 Frid I &), HAFIEAE T Frid &b Erf432 1
AR T 1 ] AR A A R R A A

o ] AR g AR e ORAR BCA IR 2 . AR PR R . BRIRES . AR
. ORISR HR. 2258, ek B LA P &R, H
i, TR RAREA IR S A L. WA BRE. B L. =
BEL SN0 AVEERAS T 1 22 /b —F, P OSSR B BB AR e ) 24 JF Ik g
B RO BEMARE I T 20 —Fr Pridigig B gt f/ag
b

Fr iR AR AR IE F K. C-Cy IEE . C3-Cs IOER . D5 & Al if o A
Ce-Cpp ARSI 2 —Ff, Hdr, Pridlgh QRE/si s 1 i i
HNARCE . NI CERAEA Ol i 2 — R PR oo 2R HEEA
TR R A DRl Brad i o S /s s vk &R DY
FALTE. CEH M =" Ok E DRl

9. HRARMBCRIZEK 780 8 ik &Y, HEHEAET: Fridd e,
B R T PR

JI o 2 T P R 2 B FLAGR] . xBTS i R R A b —
s

P FLAT L B o8 TR S, RS SR A LRI L o S Wy T R
RECHRE . R CEEM T AR SR N IRBEE SR AU I BE e 5k 5 L 1k 0 2R
A OKe-H R NPk B R Y b h 22 20—

Pk 7 HOR e H SRR L . RBTRRBR Sh . PR Wy R A QM W 4 &

44



10

15

20

25

30

WO 2017/004734 PCT/CN2015/000489

VIR & He AR B AS h  OREIR TR AR SR R . IR H AR B, i
WE R AN . R e B 57 FEFR A, BRI R A LM MR TR B A L0
PR P R 4R L0 W o (18 22— o

P R Ak BT e AR .+ R EORREIR Y . hr T K BX.

AR AP RUTCE R R A DR

Prid
Prid
prid

HeEPh, AR
A BRI B AR VRGN BUERRR G R o 2 —
FAMRFRAE A . SR BRI L . RARA AR A B i A2 o>

PR AL BRI . BEE AL S Y. C10- C20 MR AR I ISR AL &

v C8- C10 A EF -tk b iy 22— Fif;

PR PLisiE 0 & B N EE . N =BERERE & B i 2 b T
FT IR (R BEH )0% B R AR . R OmEERIR & — b 20—
10, BUFEESR 1-3 IR 150 T Pl &2/ s8R 2K 7-9

A JRUIT 38 (1% 20 5 0 T e R0 3% Tt R/ 3% ERGR) P 18 2 T

45



WO 2017/004734 PCT/CN2015/000489

Br
Ko R1\N,N\\rR2
Ri-. _.NH, R,COR ~p -
1~ NH2 RoCORy Risy N\\rRz COYCH; Rj
H 111 H R v X
3 X~
COYCHs,
I v

1/1



International application No.

INTERNATIONAL SEARCH REPORT

PCT/CN2015/000489

A. CLASSIFICATION OF SUBJECT MATTER

C07C 251/86 (2006.01) i; CO7C 251/76 (2006.01) 1; CO7C 251/74 (2006.01) i; AOIN 35/10 (2006.01) i; AO1P 3/00 (2006.01) i; AO1P

7/00 (2006.01) i
According to International Patent Classification (IPC) or to both national classification and IPC

B. FIELDS SEARCHED

Minimum documentation searched (classification system followed by classification symbols)

IPC: CO7C, AOIN, AO1P

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used)
CNABS, CNKI, VEN, DWPI, SIPOABS, Registry, Caplus, ISI web of knowledge: methoxy, the structure of formula I,

Benzylhydrazone, hydrazone, strobilurin, acrylic ester, acrylamide, pesticide, insecticide, fungicide

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
X CN 1099747 A (NIHON NOHYAKU CO., LTD.), 08 March 1995 (08.03.1995), description, 1-4,7-10
pages 8 and 44-47, table 1, and embodiments 1 and 2
Y CN 1099747 A (NIHON NOHYAKU CO., LTD.), 08 March 1995 (08.03.1995), description, 5.6
pages 8 and 44-47, table 1, and embodiments 1 and 2
Y CN 102015654 A (BASF SE), 13 April 2011 (13.04.2011), description, pages 10 and 11 5.6
A CN 104557620 A (CHINA AGRICULTURAL UNIVERSITY), 29 April 2015 (29.04.2015), 1-10
the whole document
A CN 104557619 A (CHINA AGRICULTURAL UNIVERSITY), 29 April 2015 (29.04.2015), 1-10
the whole document
A WO 2013181579 A2 (EISAI R & D MAN CO., LTD.), 05 December 2013 (05.12.2013), the 1-10
whole document
[] Further documents are listed in the continuation of Box C. X See patent family annex.
* Special categories of cited documents: “T” later document published after the international filing date

or priority date and not in conflict with the application but

“A” document defining the general state of the art which is not cited to understand the principle or theory underlying the

considered to be of particular relevance invention
“E” earlier application or patent but published on or after the “X” document of particular relevance; the claimed invention
international filing date cannot be considered novel or cannot be considered to involve

. o . an inventive step when the document is taken alone
“L”  document which may throw doubts on priority claim(s) or

e . o “Y” document of particular relevance; the claimed invention
which is cited to establish the publication date of another Y P Y M ’ v

cannot be considered to involve an inventive step when the

document is combined with one or more other such

“0” document referring to an oral disclosure, use, exhibition or documents, such combination being obvious to a person
other means skilled in the art

citation or other special reason (as specified)

“P” document published prior to the international filing date & document member of the same patent family

but later than the priority date claimed

Date of the actual completion of the international search Date of mailing of the international search report

06 September 2015 (06.09.2015) 19 January 2016 (19.01.2016)

Name and mailing address of the ISA/CN:
State Intellectual Property Office of the P. R. China
No. 6, Xitucheng Road, Jimengiao TIAN, Ruizeng

Haidian District, Beijing 100088, China .
Facsimile No.: (86-10) 62019451 Telephone No.: (86-10), 010-62084379

Authorized officer

Form PCT/ISA/210 (second sheet) (July 2009)



INTERNATIONAL SEARCH REPORT

. ) International application No.
Information on patent family members

PCT/CN2015/000489
Patent Documents referred Publication Date Patent Family Publication Date
in the Report

CN 1099747 A 08 March 1995 AU 5948294 A 17 November 1994
EP 0622355 A3 22 March 1995
EP 0622355 A2 02 November 1994
CA 2121457 Al 31 October 1994
AU 660874 B2 06 July 1995

CN 102015654 A 13 April 2011 CA 2725446 Al 12 November 2009
US 8598222 B2 03 December 2013
JP 5587293 B2 10 September 2014
WO 2009135808 A2 12 November 2009
BR PI0911767 A2 28 July 2015
AU 2009243550 Al 12 November 2009
WO 2009135808 A3 21 January 2010
EA 019312 B1 28 February 2014
JP 2011519889 A 14 July 2011
EP 2288597 A2 02 March 2011
KR 20110011652 A 08 February 2011
CN 102015654 B 12 March 2014
IL.208541 A 28 May 2014
ES 2525807 T3 30 December 2014
1. 208541 DO 30 December 2010
AR 071673 Al 07 July 2010
US 2011172436 Al 14 July 2011
DK 2288597 T3 26 January 2015
EA 201001736 Al 30 June 2011
MX 2010011433 A 12 November 2010
EP 2288597 B1 29 October 2014
AU 2009243550 B2 26 June 2014

CN 104557620 A 29 April 2015 None

CN 104557619 A 29 April 2015 None

WO 2013181579 A2 05 December 2013 CA 2874445 Al 05 December 2013
US 2013324547 Al 05 December 2013
PE 02202015 Al 14 February 2015
WO 2013181579 A3 27 March 2014
AR 091236 A1 21 January 2015
PH 12014502660 A1 21 January 2015
KR 20150016366 A 11 February 2015
TW 201402575 A 16 January 2014
CN 104507939 A 08 April 2015
1L 235986 A 01 February 2015
EP 2855476 A2 08 April 2015
AU 2013267204 Al 29 January 2015

Form PCT/ISA/210 (patent family annex) (July 2009)




[ P i & [ H 5
PCT/CN2015/000489

A. E/]/\ﬂé

CO7C  251/86(2006.01)i; COTC  251/76(2006.01)i; COTC  251/74(2006.01)i; AOIN  35/10(2006.01)i; AO1P
3/00(2006.01)i; AOIP 7/00(2006.01) i

FEIR EFR %R 7328 (TPC) B [ I 42 i [ 28 79 SR RN TPC P f 732

B. o ZR AT

R FI R AR B0k Rl 2R R A 255
CO7C, AOIN, AOIP

AL RS Z AT (93 Fo 1 PR SCHR A A O B SRR

e[ Pk R I & 10 7 S e e s AR, eIk aa CnfE D )

CNABS. CNKT, VEN, DWPI. STPOABS. Registry. Caplus. IST web of knowledge: “F3Lfz. 7. HEIL., WIEBRER.
IEmE . &%, REA. REA. 1 4#: Benzylhydrazone, hydrazone, strobilurin, acrylic ester,
acrylamide, pesticide, insecticide, fungicide

C. AR
% AU SIS, LER, FEHMERETR AR BUR) Z 5K
X CN 1099747 A (HARZEHER L) 19954 38 8H (1995 - 03 - 08) 1-4, 7-10
Y CN 1099747 A (HARZEHER L) 19954 38 8H (1995 - 03 - 08) 56
BN EES, 44-4TT, Fl, SLHEF1-2
Y CN 1020156654 A (ELEFREKUNAT) 201148 48 13H (2011 - 04 - 13) 5-6
A E510-117T
A CN 104557620 A (FERNKS) 20164F 45 29H (2015 - 04 - 29) 1-10
'8
A CN 104557619 A (FERNKS) 20154E 45 29H (2015 - 04 - 29) 1-10
'8
A WO 2013181579 A2 (EISAT R&D MAN CO LTD) 20134E 12H 5H (2013 - 12 - 05) 1-10
'8
[]aessor ek e i, TRBEER
% S SO E AR,
wyr WHTERRIAL K% T VA B — Bk A S f «pr EEVHAGANESELOR, SHRAMRME, EhTERE
wpr EEEREHISRAL G DAV g T o BRBKALAE, AR, WESERRP R
apr WEEXTLSEA T RA IRIREE DO, B RRE 73— S5 i FOMEIEA B fiE
(9 23 ETT 5 L o [RFC ARy PRI e 170 5 LA S0 G R opr BRRI, Gits A B SRR a e
L ‘ ﬁmmﬁ?$uﬁ&*Aﬁﬁﬁ SE, BRI R
wgr WRIRATE. (EH. RREIHAT AT HSCH %Tﬁﬁ@ ez
wpr AT ST R LR TR M S “© FREAIECH
Rt 2% 5K B e A H A ke 2R AR 55 1R 2 H
20154 9H 6H 20164E 1H 19H
TSA/CNF 42 F RS 25 Mk ZRE R
HrAE A RIL R E B 2 S0 AR (TSA/CN) T 4
R AL T e XA 1A A L 3k 65 100088
fEESE (86-10) 62019451 HiE 565 (86-10) 010-62084379

% PCT/ISA/210 (Z5271) (2009%7H)



EEREE RS
AT FBRERIEE PCT/CN2015,/000489
K2 3 B & SO Pl Rl 7l Pl

CN 1099747 A 19954 3H 8H AU 5948294 A 19944 117 17H
EP 06223565 A3 19954 3H 22H
EP 06223565 A2 19944E 11H 2H
CA 2121457 Al 19944E 107 31H
AU 660874 B2 19954 7H 6H

CN 102015654 A 20114F 47 13H CA 2725446 Al 20094 11H 12H
us 8598222 B2 20134 12H 3H
Jp HH87293 B2 20144 9H 10H
WO 2009135808 A2 20094 11H 12H
BR PI0911767 A2 20154 7H 28H
AU 2009243550 Al 20094 11H 12H
WO 2009135808 A3 20104 17 21H
EA 019312 B1 20144 21 28H
Jp 2011519889 A 20114F 7H 14H
EP 2288597 A2 20114 3H 2H
KR 20110011652 A 20114F 2 8H
CN 102015654 B 20144 3H 12H
IL 208541 A 20144 5 28H
ES 2525807 T3 20144 12H 30H
IL 208541 DO 20104 12H 30H
AR 071673 Al 20104 7H 7H
us 2011172436 Al 20114F 7H 14H
DK 2288597 T3 20154 17 26H
EA 201001736 Al 20114F 6 30H
MX 2010011433 A 20104 11H 12H
EP 2288597 B1 20144 10H 29H
AU 2009243550 B2 20144 6 26H

CN 104557620 A 20154 47 29H T

CN 104557619 A 20154 47 29H T

WO 2013181579 A2 20134 12H 5H CA 2874445 Al 20134 12H 5H
us 2013324547 Al 20134 12H 5H
PE 02202015 Al 20154 21 14H
WO 2013181579 A3 20144 3H 27H
AR 091236 Al 2015%F 1H 21H
PH 12014502660 Al 2015%F 1H 21H
KR 20150016366 A 20154 2H 11H
W 201402575 A 20144 17 16H
CN 104507939 A 20154 47 8H
IL 235986 A 20154 2H 1H
EP 2855476 A2 20154 47 8H
AU 2013267204 Al 20154 11 29H

3R PCT/TSA/210 (RIGEERIFHE) (200947 H)




	Page 1 - front-page
	Page 2 - description
	Page 3 - description
	Page 4 - description
	Page 5 - description
	Page 6 - description
	Page 7 - description
	Page 8 - description
	Page 9 - description
	Page 10 - description
	Page 11 - description
	Page 12 - description
	Page 13 - description
	Page 14 - description
	Page 15 - description
	Page 16 - description
	Page 17 - description
	Page 18 - description
	Page 19 - description
	Page 20 - description
	Page 21 - description
	Page 22 - description
	Page 23 - description
	Page 24 - description
	Page 25 - description
	Page 26 - description
	Page 27 - description
	Page 28 - description
	Page 29 - description
	Page 30 - description
	Page 31 - description
	Page 32 - description
	Page 33 - description
	Page 34 - description
	Page 35 - description
	Page 36 - description
	Page 37 - description
	Page 38 - description
	Page 39 - description
	Page 40 - description
	Page 41 - description
	Page 42 - description
	Page 43 - claims
	Page 44 - claims
	Page 45 - claims
	Page 46 - claims
	Page 47 - drawings
	Page 48 - wo-search-report
	Page 49 - wo-search-report
	Page 50 - wo-search-report
	Page 51 - wo-search-report

