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A-43 | 4-CF3 CHa
A-44 | 4-OCHs CHa
A-45 | 4-OCHF; CHas
A-46 | 4-OCF, CHa
A-47 | 4-CoHs CHa
A-48 | 4-CH.CF3 CHas
A-49 | 4-CH=CH: CHa
A-50 | 4-CgHs CHa
A-51 | 4-C=CH CHa
A-52 | 4-C=CCHs CHa
A-53 | 4-CsHs CHa
A-54 | 4-C(=NOCH3)CHs | CHs
A-55 | 4-CN CHa
A-56 - CoHs
A-57 | 2-F CaHs
A-58 | 2-Cl CaHs
A-59 | 2-Br CoHs
A-60 | 2-CH; C2Hs
A-61 | 2-CHF> CaHs
A-62 | 2-CF3 CoHs
A-63 | 2-OCHs C2Hs
A-64 | 2-OCHF2 CaHs
A-65 | 2-OCF, CoHs
A-66 | 2-CoHs C2Hs
A-67 | 2-CH2CF3 C2Hs
A-68 | 2-CH=CH: CaHs
A-69 | 2-CeHs C2Hs
A-70 | 2-C=CH CoHs
A-71 | 2-C=CCHs CaHs
A-72 | 2-C3Hs C2Hs
A-73 | 2-C(=NOCH3)CHs | CzHs
A-74 | 2-CN CaHs
A-75 | 3-F CaHs
A-76 | 3-Cl CaHs
A-77 | 3-Br CoHs
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[0136]

No. (R?)o3 R*

A-78 | 3-CHs CaHs
A-79 3-CHF> C2Hs
A-80 3-CF; CzHs
A-81 3-OCHs CzHs
A-82 | 3-OCHF; CzHs
A-83 3-OCF; C2Hs
A-84 | 3-CoHs C2Hs
A-85 | 3-CH.CF3 CaHs
A-86 3-CH=CH> CzHs
A-87 | 3-CeHs C2oHs
A-88 | 3-C=CH CzHs
A-89 [ 3-C=CCHs CzHs
A-90 | 3-CsHs CzHs
A-91 3-C(=NOCH3)CHs | C2Hs
A-92 3-CN CzHs
A-93 4-F CzHs
A-94 | 4-Cl CzHs
A-95 |4-Br C2Hs
A-96 | 4-CHs C2Hs
A-97 | 4-CHF; CaHs
A-98 4-CF; CoHs
A-99 | 4-OCHs; C2oHs
A-100 | 4-OCHF: CaHs
A-101 | 4-OCF; CzHs
A-102 | 4-C2Hs CzHs
A-103 | 4-CH2>CF3 CzHs
A-104 | 4-CH=CH; CzHs
A-105 | 4-CeHs CzHs
A-106 | 4-C=CH CzHs
A-107 | 4-C=CCH, CzHs
A-108 | 4-CsHs C2Hs
A-109 | 4-C(=NOCH3)CHs | CzHs
A-110 | 4-CN CzHs
A-111 | - CH.CF3
A-112 | 2-F CH2CF3
A-113 | 2-CI CH2CF3
A-114 | 2-Br CH2CF3
A-115 | 2-CHs CH2CF3
A-116 | 2-CHF> CH2CF;
A-117 | 2-CF; CH2CF3
A-118 | 2-OCHj3 CH2CF3
A-119 | 2-OCHF; CH2CF;
A-120 | 2-OCF3 CH2CF3
A-121 | 2-C2Hs CH:CFs
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[0137]

No. (Ra)o_s R4

A-122 | 2-CH.CF3 CH2CF3
A-123 | 2-CH=CH. CHxCF3
A-124 | 2-CgHs CH2CF3
A-125 | 2-C=CH CH.CF3
A-126 | 2-C=CCHs; CH.CF3
A-127 | 2-CzHs CH.CF3
A-128 | 2-C(=NOCHz)CHs | CH2CF3
A-129 | 2-CN CH.CF3
A-130 | 3-F CH.CF;
A-131 | 3-Cl CH2CF3
A-132 | 3-Br CH2CF3
A-133 | 3-CHs CH.CF3
A-134 | 3-CHF> CH.CF3
A-135 | 3-CF3 CH2CF3
A-136 | 3-OCHjs CH:CF3
A-137 | 3-OCHF, CH2CF3
A-138 | 3-OCF; CH2CF3
A-139 | 3-CzHs CH.CF4
A-140 | 3-CH2CF; CH2CF3
A-141 | 3-CH=CH, CH2CF3
A-142 | 3-CgHs CH2CF3
A-143 | 3-C=CH CH2CF3
A-144 | 3-C=CCHs CHxCF3
A-145 | 3-C3Hs CH2CF3
A-146 | 3-C(=NOCH3)CHs | CH2CF3
A-147 | 3-CN CH.CF3
A-148 | 4-F CH:CF3
A-149 | 4-Cl CHxCF3
A-150 | 4-Br CH.CF3
A-151 | 4-CH, CH.CF3
A-152 | 4-CHF> CHCF3
A-153 | 4-CF; CH2CF3
A-154 | 4-OCH, CH.CF;
A-155 | 4-OCHF- CH.CF3
A-156 | 4-OCF; CH2CF3
A-157 | 4-CoHs CHzCF3
A-158 | 4-CH2CF3; CH2CF3
A-159 | 4-CH=CH, CH2CF3
A-160 | 4-CsHs CHzCFs
A-161 | 4-C=CH CH2CF3
A-162 | 4-C=CCHs CHxCF3
A-163 | 4-CsHs CHCF3
A-164 | 4-C(=NOCH3)CHs | CH2CF3
A-165 | 4-CN CHxCF3
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[0138]

No. [(R%os R*

A-166 | - CH20CH3
A-167 | 2-F CH20CH3
A-168 | 2-Cl CH20CH3
A-169 | 2-Br CH20CH3
A-170 | 2-CH3s CH20CH3
A-171 | 2-CHF CH>OCH3
A-172 | 2-CF3 CH20CH3
A-173 | 2-OCH3 CH20CH3
A-174 | 2-OCHF CH>OCHs
A-175 | 2-OCF; CH20CH3
A-176 | 2-CzHs CH20CH3
A-177 | 2-CH.CF; CH>OCH3
A-178 | 2-CH=CH> CH20CH3
A-179 | 2-CsHs CH20CH3
A-180 | 2-C=CH CH2OCH3
A-181 | 2-C=CCH3s CH20CH3
A-182 | 2-C3Hs CH20OCH3
A-183 | 2-C(=NOCH3)CH; | CHOCH3
A-184 | 2-CN CH20CH3
A-185 | 3-F CH20OCH3
A-186 | 3-Cl CH>OCH3s
A-187 | 3-Br CH20CH3
A-188 | 3-CHs CH20CH3
A-189 | 3-CHF; CH>OCH3
A-190 | 3-CF3 CH20CH3
A-191 | 3-OCHs CH20CH3
A-192 | 3-OCHF» CH>OCH3
A-193 | 3-OCF; CH20CH3
A-194 | 3-C2Hs CH>OCH3
A-195 | 3-CH.CF; CHOCH3
A-196 | 3-CH=CH: CH20OCH3
A-197 | 3-CgHs CH>OCH3
A-198 | 3-C=CH CH>OCH3
A-199 | 3-C=CCHs CH20OCH3
A-200 | 3-CsHs CH>OCH3
A-201 | 3-C(=NOCHs)CHs | CH20CH3
A-202 | 3-CN CH20OCH3
A-203 | 4-F CH20CH3
A-204 | 4-Cl CH20CH3
A-205 | 4-Br CH20OCH3
A-206 | 4-CHs CH20CH3
A-207 | 4-CHF: CH20CH3
A-208 | 4-CF3 CH20CH3
A-209 | 4-OCHs CH20CH3
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[0139]

No. (R%o-3 R

A-210 | 4-OCHF» CH20OCHs3

A-211 | 4-OCF3 CH20CH3

A-212 | 4-CoHs CH>OCHj3

A-213 | 4-CH.CF3 CH20CHzs

A-214 | 4-CH=CH> CH20CHs3

A-215 | 4-CeHs CH>OCHj3

A-216 | 4-C=CH CH20CHzs

A-217 | 4-C=CCHs CH20CH3

A-218 | 4-C3Hs CH>OCHjs

A-219 | 4-C(=NOCH3)CHs | CH20CHj3

A-220 | 4-CN CH20CHs3

A-221 | - CH2-C(=NOCHj3)CHs
A-222 | 2-F CH2-C(=NOCH3)CHs
A-223 | 2-Cl CH2-C(=NOCH3)CHs
A-224 | 2-Br CH2-C(=NOCH3)CHs
A-225 | 2-CH3 CH2-C(=NOCH3)CHs
A-226 | 2-CHF» CH2-C(=NOCH3)CHs
A-227 | 2-CF; CH2-C(=NOCH3)CHs
A-228 | 2-OCH3s CH2-C(=NOCH3)CHs
A-229 | 2-OCHF» CH2-C(=NOCH3)CHs
A-230 | 2-OCF; CH2-C(=NOCH3)CHs
A-231 | 2-CoHs CH2-C(=NOCH3)CHa
A-232 | 2-CH:CF3 CH2-C(=NOCH3)CHs
A-233 | 2-CH=CH; CH2-C(=NOCH3)CH3
A-234 | 2-CsHs CH2-C(=NOCH3)CHa
A-235 | 2-C=CH CH2-C(=NOCH3)CHs
A-236 | 2-C=CCH; CH2-C(=NOCH3)CHs
A-237 | 2-CsHs CH2-C(=NOCHz3)CHs
A-238 | 2-C(=NOCH3)CHs | CH2>-C(=NOCH3)CHa
A-239 | 2-CN CH2-C(=NOCH3)CHs
A-240 | 3-F CH2-C(=NOCHz3)CHs
A-241 | 3-Cl CH2-C(=NOCH3)CHs
A-242 | 3-Br CH2-C(=NOCH3)CHj3
A-243 | 3-CHs CH2-C(=NOCH3)CHs
A-244 | 3-CHF; CH2-C(=NOCH3)CHs
A-245 | 3-CF3 CH2-C(=NOCH3)CHs
A-246 | 3-OCH3s CH2-C(=NOCH3)CHs
A-247 | 3-OCHF; CH2-C(=NOCH3)CHs
A-248 | 3-OCF3 CH2-C(=NOCH3)CHs
A-249 | 3-CzHs CH2-C(=NOCH3)CHs
A-250 | 3-CH.CF; CH2-C(=NOCH3)CHa
A-251 | 3-CH=CH> CH2-C(=NOCH3)CHs
A-252 | 3-CeHs CH2-C(=NOCHz3)CHs
A-253 | 3-C=CH CH2-C(=NOCHz3)CHs
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[0140]

No. (R%o-3 R*

A-254 | 3-C=CCH;s CH»-C(=NOCHz)CHs
A-255 | 3-C3Hs CH2-C(=NOCHz3)CHs
A-256 | 3-C(=NOCH3)CH3; | CH>-C(=NOCH3)CHs
A-257 | 3-CN CH»-C(=NOCHz)CHs
A-258 | 4-F CH2-C(=NOCH3)CHs
A-259 | 4-Cl CH2-C(=NOCH3)CHs;
A-260 | 4-Br CH»-C(=NOCHz)CHjs
A-261 | 4-CHs CH2-C(=NOCH?3)CHjs
A-262 | 4-CHF, CH,-C(=NOCH3)CHs
A-263 | 4-CF3 CH2-C(=NOCH?3)CHjs
A-264 | 4-OCHs CH2-C(=NOCH3)CHjs
A-265 | 4-OCHF; CH,-C(=NOCH3)CHs
A-266 | 4-OCF; CH2-C(=NOCH3)CHjs
A-267 | 4-CoHs CH»>-C(=NOCH3)CHs
A-268 | 4-CH,CF; CH2-C(=NOCHj3)CHs
A-269 | 4-CH=CH: CH2-C(=NOCH3)CHs
A-270 | 4-CgHs CH»-C(=NOCHz)CHs
A-271 | 4-C=CH CH2-C(=NOCHj3)CHs
A-272 | 4-C=CCH;s CH»>-C(=NOCH3)CHs
A-273 | 4-CsHs CH»-C(=NOCHz3)CHs
A-274 | 4-C(=NOCHj3)CH; | CH2-C(=NOCH3)CHs
A-275 | 4-CN CH»-C(=NOCHz)CHs
A-276 | - CHF>

A-277 | 2-F CHF-

A-278 | 2-Cl CHF>

A-279 | 2-Br CHF:

A-280 | 2-CH;s CHF>

A-281 | 2-CHF; CHF>

A-282 | 2-CF; CHF;

A-283 | 2-OCH,3 CHF

A-284 | 2-OCHF; CHF;

A-285 | 2-OCF; CHF2

A-286 | 2-CzHs CHF

A-287 | 2-CH.CF3 CHF;

A-288 | 2-CH=CH: CHF2

A-289 | 2-CsHs CHF>

A-290 | 2-C=CH CHF;

A-291 | 2-C=CCHs; CHF>2

A-292 | 2-CsHs CHF:

A-293 | 2-C(=NOCH3)CH3 | CHF>

A-294 | 2-CN CHF>

A-295 | 3-F CHF:

A-296 | 3-Cl CHF>

A-297 | 3-Br CHF:
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[0141]

No. (R?)o3 R?
A-298 | 3-CHs; CHF>
A-299 | 3-CHF» CHF»
A-300 | 3-CF3 CHF>
A-301 | 3-OCHjs CHF»
A-302 | 3-OCHF; CHF»
A-303 | 3-OCF; CHF;
A-304 | 3-CzHs CHF»
A-305 | 3-CH.CF3 CHF»
A-306 | 3-CH=CH> CHF,
A-307 | 3-CsHs CHF»
A-308 | 3-C=CH CHF2
A-309 | 3-C=CCHs CHF>
A-310 | 3-CsHs CHF»
A-311 | 3-C(=NOCH3)CH3 | CHF>
A-312 | 3-CN CHF»
A-313 | 4-F CHF2
A-314 | 4-Cl CHF>
A-315 | 4-Br CHF;
A-316 | 4-CHs CHF>
A-317 | 4-CHF» CHF»
A-318 | 4-CF; CHF>
A-319 | 4-OCHs CHF>
A-320 | 4-OCHF; CHF»
A-321 | 4-OCF, CHF;
A-322 | 4-CzHs CHF»
A-323 | 4-CH.CF3 CHF»
A-324 | 4-CH=CH, CHF;
A-325 | 4-CeHs CHF»
A-326 | 4-C=CH CHF2
A-327 | 4-C=CCH; CHF»
A-328 | 4-C3Hs CHF»
A-329 | 4-C(=NOCH3)CHs | CHF>
A-330 | 4-CN CHF;
A-331 | - CHxCsHs
A-332 | 2-F CH2CsHs
A-333 | 2-Cl CH2CsHs
A-334 | 2-Br CH2CsHs
A-335 | 2-CHs CH2CsHs
A-336 | 2-CHF» CH2CsHs
A-337 | 2-CF3 CH2CsHs
A-338 | 2-OCHjs CH2CsHs
A-339 | 2-OCHF; CH2CsHs
A-340 | 2-OCF3 CH2C3Hs
A-341 | 2-CzHs CH2CsHs
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[0142]

No. (Ra)o_s R*

A-342 | 2-CH.CF3 CH2CsHs
A-343 | 2-CH=CH; CH2CsHs
A-344 | 2-CgHs CH2CsHs
A-345 | 2-C=CH CH2CsHs
A-346 | 2-C=CCHs CH2C3Hs
A-347 | 2-C3Hs CH2CsHs
A-348 | 2-C(=NOCHz)CHs | CH2CsHs
A-349 | 2-CN CH2CsHs
A-350 | 3-F CH2CsHs
A-351 | 3-Cl CH2CsHs
A-352 | 3-Br CH2CsHs
A-353 | 3-CH3 CH2CsHs
A-354 | 3-CHF: CH2CsHs
A-355 | 3-CF; CH2CsHs
A-356 | 3-OCHs CH2CsHs
A-357 | 3-OCHF- CH2CsHs
A-358 | 3-OCF; CH2CsHs
A-359 | 3-C,Hs CH2C3Hs
A-360 | 3-CH.CF3 CHzCsHs
A-361 | 3-CH=CH: CH2CsHs
A-362 | 3-CgHs CH2C3Hs
A-363 | 3-C=CH CH2CsHs
A-364 | 3-C=CCHa CH2CsHs
A-365 | 3-C3Hs CH2CsHs
A-366 | 3-C(=NOCHz3)CHs | CH2CsHs
A-367 | 3-CN CH2CsHs
A-368 | 4-F CH2C3Hs
A-369 | 4-Cl CH2C3Hs
A-370 | 4-Br CH2Cs3Hs
A-371 | 4-CH,3 CH2CsHs
A-372 | 4-CHF; CH2C3Hs
A-373 | 4-CF3 CH2Cs3Hs
A-374 | 4-OCH3; CH2C3Hs
A-375 | 4-OCHF: CH2C3Hs
A-376 | 4-OCF; CH2Cs3Hs
A-377 | 4-CzHs CH2CsHs
A-378 | 4-CH.CF3 CH2C3Hs
A-379 | 4-CH=CH; CH2C3Hs
A-380 | 4-CgHs CH2Cs3Hs
A-381 | 4-C=CH CH2C3Hs
A-382 | 4-C=CCHs CH2CsHs
A-383 | 4-C3Hs CH2CsHs
A-384 | 4-C(=NOCH3)CH3 | CH2CsHs
A-385 | 4-CN CH2Cs3Hs
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[0143]

No. (R®)o3 R*

A-386 | 2-F, 3-F CHs
A-387 | 2-F, 4-F CHs
A-388 | 2-F, 5-F CHs
A-389 | 3-F, 4-F CHs
A-390 | 3-F, 5-F CHs
A-391 | 2-Cl, 3-Cl CHs
A-392 | 2-Cl, 4-Cl CHs
A-393 | 2-Cl, 5-Cl CHs
A-394 | 3-Cl, 4-Cl CHs
A-395 | 3-Cl, 5-Cl CHs
A-396 | 2-CHs, 3-CHs CHs
A-397 | 2-CHs, 4-CHjs CHs
A-398 | 2-CHs, 5-CHs CHs
A-399 | 3-CHs, 4-CHs CHs
A-400 | 3-CHs, 5-CHs CHs
A-401 | 2-OCHjs, 3-OCHs | CHs
A-402 | 2-OCHs, 4-OCHs | CHs
A-403 | 2-OCHs, 5-OCH; | CHs
A-404 | 3-OCHs, 4-OCHs | CHs
A-405 | 3-OCHs, 5-OCHs | CHs
A-406 | 2-CF3, 3-CF3 CHs
A-407 | 2-CFs;, 4-CFs CHs
A-408 | 2-CF;, 5-CFs CHs
A-409 | 3-CF3, 4-CF3 CHs
A-410 | 3-CFs3, 5-CFs CHs
A-411 | 2-OCF3, 3-OCF3 | CHs
A-412 | 2-OCF3, 4-OCF; | CHs
A-413 | 2-OCF;, 5-OCF; | CHs
A-414 | 3-OCF3, 4-OCF3 | CHs
A-415 | 3-OCF3, 5-OCF; | CHs
A-416 | 2-F, 3-Cl CHs
A-417 | 2-F, 4-Cl CHs
A-418 | 2-F, 5-Cl CHs
A-419 | 3-F, 4-Cl CHs
A-420 | 3-F, 5-Cl CHs
A-421 | 2-CHs, 3-Cl CHs
A-422 | 2-CHs, 4-Cl CHs
A-423 | 2-CHs, 5-Cl CHs
A-424 | 3-CHs, 4-Cl CHs
A-425 | 3-CHs, 5-Cl CHs
A-426 | 2-OCHs, 3-Cl CHs
A-427 | 2-OCHs, 4-Cl CHs
A-428 | 2-OCHs, 5-Cl CHs
A-429 | 3-OCHjs, 4-Cl CHs
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[0144]

No. (R?)o3 R?

A-430 | 3-OCHs, 5-Cl CHs
A-431 | 2-CF;, 3-Cl CHs
A-432 | 2-CF3, 4-Cl CHs
A-433 | 2-CF;, 5-Cl CHs
A-434 | 3-CF;, 4-Cl CHs
A-435 | 3-CF3, 5-Cl CHs
A-436 | 2-OCF;, 3-Cl CHs
A-437 | 2-OCF;, 4-Cl CHs
A-438 | 2-OCF3, 5-Cl CHs
A-439 | 3-OCF;, 4-Cl CHs
A-440 | 3-OCF;, 5-Cl CHs
A-441 | 2-F, 3-CHs CHs
A-442 | 2-F, 4-CHs CHs
A-443 | 2-F, 5-CHs CHs
A-444 | 3-F, 4-CHs CHs
A-445 | 3-F, 5-CHs CHs
A-446 | 2-Cl, 3-CHs CHs
A-447 | 2-Cl, 4-CH; CHs
A-448 | 2-Cl, 5-CHs CHs
A-449 | 3-Cl, 4-CHs CHs
A-450 | 3-Cl, 5-CHs CHs
A-451 | 2-OCHs, 3-CHs CHs
A-452 | 2-OCHjs, 4-CHs CHs
A-453 | 2-OCHs, 5-CH3 CHs
A-454 | 3-OCHs, 4-CHs CHs
A-455 | 3-OCHjs, 5-CHs CHs
A-456 | 2-CF3, 3-CHs CHs
A-457 | 2-CFs, 4-CHs CHs
A-458 | 2-CF3, 5-CHs CHs
A-459 | 3-CF3, 4-CHs CHs
A-460 | 3-CFs, 5-CHs CHs
A-461 | 2-OCFs3, 3-CHs CHs
A-462 | 2-OCF3, 4-CHs CHs
A-463 | 2-OCFs3, 5-CHs CHs
A-464 | 3-OCFs3, 4-CHs CHs
A-465 | 3-OCFs3, 5-CHs CHs
A-466 | 2-F, 3-OCHs CHs
A-467 | 2-F, 4-OCHs CHs
A-468 | 2-F, 5-OCHs CHs
A-469 | 3-F, 4-OCHs CHs
A-470 | 3-F, 5-OCHs CHs
A-471 | 2-Cl, 3-OCHs CHs
A-472 | 2-Cl, 4-OCHs CHs
A-473 | 2-Cl, 5-OCHas CHs
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[0145]

No. (R%)o3 R*

A-474 | 3-Cl, 4-OCHs CHs
A-475 | 3-Cl, 5-OCHs CHs
A-476 | 2-CHs, 3-OCHs CHs
A-477 | 2-CHs;, 4-OCHs CHs
A-478 | 2-CHs, 5-OCH3 CHs
A-479 | 3-CHs, 4-OCHs CHs
A-480 | 3-CHs, 5-OCHs CHs
A-481 | 2-CF3, 3-OCHs CHs
A-482 | 2-CF3, 4-OCH3 CHs
A-483 | 2-CF;, 5-OCHs CHs
A-484 | 3-CF3, 4-OCHs CHs
A-485 | 3-CF3, 5-OCH3 CHs
A-486 | 2-OCF;, 3-OCH; | CHs
A-487 | 2-OCF3, 4-OCH; | CHs
A-488 | 2-OCF3, 5-OCH; | CHs
A-489 | 3-OCF3, 4-OCH; | CHs
A-490 | 3-OCF;, 5-OCH; | CHs
A-491 | 2-F, 3-CFs CHs
A-492 | 2-F, 4-CF3 CHs
A-493 | 2-F, 5-CFs CHs
A-494 | 3-F, 4-CFs CHs
A-495 | 3-F, 5-CF3 CHs
A-496 | 2-Cl, 3-CFs CHs
A-497 | 2-Cl, 4-CF3 CHs
A-498 | 2-Cl, 5-CFs CHs
A-499 | 3-Cl, 4-CFs CHs
A-500 | 3-Cl, 5-CF3 CHs
A-501 | 2-CHs, 3-CF3 CHs
A-502 | 2-CHs, 4-CFs CHs
A-503 | 2-CHs, 5-CF3 CHs
A-504 | 3-CHs, 4-CF; CHs
A-505 | 3-CHs, 5-CFs CHs
A-506 | 2-OCHjs, 3-CF; CHs
A-507 | 2-OCHjs, 4-CF5 CHs
A-508 | 2-OCHs, 5-CF3 CHs
A-509 | 3-OCHjs, 4-CF; CHs
A-510 | 3-OCHjs, 5-CF3 CHs
A-511 | 2-OCF3, 3-CFs CHs
A-512 | 2-OCF3;, 4-CF3 CHs
A-513 | 2-OCF3, 5-CF; CHs
A-514 | 3-OCF3, 4-CF; CHs
A-515 | 3-OCF3;, 5-CF3 CHs
A-516 | 2-F, 3-OCFs CHs
A-517 | 2-F, 4-OCF; CHs
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No. (R%)o3 R*
A-518 | 2-F, 5-OCFs CH;
A-519 | 3-F, 4-OCF, CHs
A-520 | 3-F, 5-OCF; CH;
A-521 | 2-ClI, 3-OCF; CH,
A-522 | 2-Cl, 4-OCF; CHs
A-523 | 2-Cl, 5-OCF; CH,
A-524 | 3-Cl, 4-OCF3 CHs
A-525 | 3-Cl, 5-OCF3 CHs
A-526 | 2-CHs, 3-OCF3 CH,
A-527 | 2-CHa, 4-OCF3 CH,
A-528 | 2-CHa, 5-OCF3 CHs
A-529 | 3-CHs, 4-OCF3 CH;
A-530 | 3-CHs, 5-OCF3 CH;s
A-531 | 2-OCHs, 3-OCFs | CHs
A-532 | 2-OCHs, 4-OCF; | CHs
A-533 | 2-OCH3, 5-OCF3 | CHs
A-534 | 3-OCHs, 4-OCF3 | CHs
A-535 | 3-OCHs, 5-OCF; | CHs
A-536 | 2-CF3, 3-OCF3 CHs
A-537 | 2-CF3, 4-OCF3 CHs
A-538 | 2-CF;, 5-OCF3 CH,
A-539 | 3-CF3, 4-OCF3 CHs
A-540 | 3-CF3, 5-OCF3 CHs
A-541 | 3,4,5-F5* CH,
A-542 | 2,4,6-F3 CH,
A-543 | 3,4,5-Cls CHs
A-544 | 2,4,6-Cl, CH;
A-545 | 3,4,5-(CHas)s CHs
A-546 | 2,4,6-(CHs)s CH,
A-547 | 3,4,5-(OCHa)s CH,
A-548 | 2,4,6-(OCH3)s CHs
A-549 | 3,4,5-(CFa)3 CHs
A-550 | 2,4,6-(CF3)s CH;
A-551 | 3,4,5-(OCFa)s CH;s
A-552 | 2,4,6-(OCFa)s CHs
[0146]
[0147] 2 Q)X 3,4 B 5 oA 3 EFLEE YEHITE
[0148] e IAE A3 7|e W (o So] EP 463488) o Y3, 18a FEEAE d7] EAE 1 ~ 4 oA
9D olelgk 9] A3 FiEolA vERd el oE F54E 4 Ut
[0149] e I & AxsH7] fgh Ags e BAE 1 oA oA,
[0150] FALE 1
R3
X
R R H3c'°\R2’ © ch, R OR
/ _OH o A N
o]
VI I g l
n=0,1,22&3 (R"),,\@/' R
la o
Al
LA1.1:R" = NH, R? = N, R3 oi& 0 CH, ® 7 e o\RzEf N
IB1.1:R"=NH,R2=N.R3=H o
IA21:R'=0,R2=N,R*s=z s01 CH, |A3.1:R'=0,R2=N, R0z s0 CH,
. 1 = 2 — 3 = . 1= 2 — 3 -
[0151] B2.1:R'=0,R2=N.R*=H .B3.1:R'=0,R2=N,R*=H
[0152] ol Agste ofMEW FsHE VIII 2R AE 11 & A= oz A, ol FAAZ
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[0153]

[0154]

[0155]
[0156]

[0157]

[0158]
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-78C ¢ ¥he LLoA HEZSZEFZ (THF) E 2-wE-THF ¢ 22 & = n-5d g5 2 979
ol WA FET F, -78TC oA BFs-tolE olEHHES EA] 3ol old ofAHo|Eet T2 IHAAR o] &
27 gkt AE I 9] &3t FAoZ M-S, °F 10 WA 25T o A2A 2 WA 4 Al F<, vf
HAG A= oF 15T oA WaE-& Ed=d 22 54 & T s=F4dovl ez Retels 9 JEd %
£ AF oMHclESY & dUE ALgEte]l FH3IT) W 24 111 92 254 11la 9 E3ES A
3} oF 24T o A2 (RD) oA 12 AR B3 &F dl=gtol=, Al 7FERM|CE Ee XEF 7M2H
ylo]Eg}t 22 §I7]E Ab&sta Yud X Eoiu|= (DWF) & oMHEUELDR 22 {7 &wE ARgste], v}

AetA= Alg 7ZIERYO|ES 7|24 H oMAEYEZ (AcN) & &mlEA AREsle] 1714 =7 st £/Z
2 A IV (01714, X = ol27] dxdd @22, EFA-vgsxdolEelal, nt
1

b WESAI 7T R o] 0 &1 A ol=el= 3gt= 1.2 =, RT oA THF &
WA Agsked WE obl (MRS AL 40% F8) Fe] wksel ofs| R o] NH ¢l 4 1.1 9 ofu== A

do o
o
ot
i
i
yg
S
tlo

. R3 [N
R
> HiC HaC
HsC o, JoN
o o CH; HiC” °N
o
\Y Vi Vi

| v
R'=0,R2=N
shetE VI 2, gF-E=2 wdhol| o3 EE EuE A s AAATIA &vle] EA] Slol tHd SakelE
T Z22vE Aol Egte] F7) wkgol o FE V 2REH £52 § o whghz sk v THF
wE 2-wE-THF o]il, &%& -70 WX -78C ¢ F 9 A VI o F=7HA] VII 29 Age wEke
I Ze FA4 S F N-HEI =S ez gRetels 9 @] o7 HHd TE AR OHEHCOIEES A}
|3t g€ & o g 2w v AE oF 65T o|tt. E/Z E%E0] B FEHY °]
£ oA E Al FAE AA I (dE 59, ¥ Z2wtEay, 433D o s 22E & Ao
2

F7H) VL 9] BESE R o
An g

1
FAHA VIT 3} N-B2RE0luEe] o]l wge, o 70 WX 100C o LEe|A i HESZReolE, 2
22HA 2 AEUED 2o ) FolA, 1 1'-ohxuA(AFRAAA 2R E) B ofxn] 20| £k
2UEL 2o du2 AANAE Agael At wgAR GU2 ANAE 11 -ohm A FR e
FEpdEd) o, WeEde fut Fzzudeln e L 80T ot

o AL RAE 2 oqe fARE wAE waE, o7 R & BeRol

-
204 111 7 2704 IV 9] AZY (A714, R & Bawel) & Ay 749 nlet g gats | &
2 t

A& 3k}, x5 3tk vke ) oA A=7] (Suzuki) Ex 28 (Stille) ¥HES AFg31e], BHEE 7]E 4
2 ol g R A dAau A2euy, G 2 aAds AsE 5 gl a2 So] ool %7}
4ol wige vz R A3 oA og, (N 2 S2adAs 2= F3E | & AT},

A 11 9o Axes B3 e aA49 Uy (A% 3) & AHES

ﬁd
s
mz
o
i
4>
pass
o
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[0159]

[0160]
[0161]

[0162]

[0163]

[0164]

[0165]
[0166]

[0167]

[0168]
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R
HC///go R4 Cl/ko
®) | ) . CH
- o 19
X I Vil

/\ n=012£=3 |
ol H"S0

b S2efol=ete] wutk obAE W IFE VI 9 FEtEF 9/

(J. Org. Chem. 2004, 69, 1615). T OE JsAde gd 47 VIID 9 97-Ewistd gFujyolA
(alumination) ¢ &A, o|F 0]94 A 2ol =9 ‘?} o 9%k Aot} (J. Org. Chem. 2005, 70, 6126-
6128). gietoz AE I & oMAEd FAAe] F5, o]F o9 dHs|=R9 7 W FHAQ s
o] Abslo] &) opaEd VIII ifa 52 4 9t} (Org. Biomol. Chem. 2018, 16, 6659). AL 11
Lk, ol dglol= IX oF T &47]= (Chem. Cat. Chem. 2015, 7, 3266) F+= &7]d <=9 FelF
TE-Z2ustE wx AZY, o) %E%J k8l (Adv. Synth. Cat. 2017, 22, 4062) ° 2l A7+ IX (7]
A X = g2, aggsiAE 2ex9]) 2RE 58 4 ).

et VIID & dwbdom AsAY, ge2ds A8 Zedd exd s AHeste] o]&7kesttt (Org.
Lett. 2019, 21, 3990).

SR [ 9 AXE A E e dH UL BAE 4 o4 e,

BEAE 4.

Fo-Eustd WA AZYS BY A8
OE]_

) Pn
2
v

wa rlr

T IV &, DIF 5 EdEolila} 22 A7 AME3te] Ms|=FAlgaloln = X 9F RESA|ZIT), s
SET E4 50 WA 70T, migrASHAlE oF 70T v, oot O-MlAB| =S4 ofnl XIT 29 A&,
HA S A= oF 25T oA §uEA dgs F 3=kl =g o|EE ALEsle], TEou V]9 AAE 3
Exchai= N gt oz ¢F 25T oA Suj2A dge F wE oluls& ALEsle ZEo|u= 79 AAE F
A XITT & AFE § ATt ZZHA XIT 2 XIIT 228 <k 50 WA 65T oA w24 wHes F ofA
E e JYdS AMSE] AR 11 2 5349 5 Ao getd o g 32 FS oF 70T oA Su=A
THF & AF&3ste] ElEbw (IV) dSAI= (Ti(0Et),) = A" 5 ) ot AAES T3 UA ge 9
AAAE Futsled], olE dF Eo] Ay A=EvtEady, AAs] o3 AAE 5 AUrt.

7] UER BEARE 1 ~ 4 &= R’ o] Wed 22 = e LE2E X Jx FIE 1 9 TS
7] A A ", R o] #id ;e oldt Hxlol A& Asste Fg=Eel dEsiE v R A8E 5 Q).
s [ W oo RAE e, E3] AR XEZvo|AEH A (Plasmodiophoromycetes), M2 2ul
o] AlEl2~  (Peronosporomycetes) (&2]o] WF (Oomycetes)), =47 (Chytridiomycetes), HETH
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[0169]

[0170]

[0171]

[0172]

[0173]

[0174]

[0175]

[0176]

[0177]
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(Zygomycetes), AdaF (Ascomycetes), HA+H (Basidiomycetes) @ FFEIZvlo]Ale]2 (Deuteromycetes)
(&o] EHyF (Fungi imperfecti)) ¢ FHE=EFEO EYF v/ & xdste FRAT = EHS
AEHA Aol s adAQ AXFARA A st o5 g AXAA, T =ddE 9 A7
A R B AR Ae} Zo] AE BHEoA AEE & STt

SR 1 9 oo 2YELS wgAslt B AN A%, AU IR, o8 5o W, 29, ne, gold,
Aol i e, s, o AR QN O, §4 A%, 220 A 4B, gER B, LR, S0
ok 4%, oUA % Am 4B, S35 gl Avh Av: A vhht 92 48 (448 ¥E % % &
EE 92); A9 nF 4E B: 348 % AY 4% AF W44, G0 345 2 oF 4B 4¥ Az
olxel gy ay Aol PAlol 83t}

®oage] My ] AW 4B BRE, AL 9B FE, 53 U % ngsh 2o IR, BU okl #4,
A% Sol AL W, ¥ U, A% mel & ETPAAT olo] ABHA @ 2] Aul Aol So mE
F, obF, WF, BF U/EE 4FL TYSHE 202 oldun

SrgE BY AU S4F EE S5F (Zea nays) E LelA Qon, ot WE S35 W A9E 559
e WE FFO S44E EEAT. ¥ dgel mEw, BE OF AWE £t FEe 59 B3y 2 9
4 ANE e oz FHEn

gol Al AET e B ARE FAL ATIHAL olv EASE FAL WAV A8 BaAMelFY =
= g Botel o) WaE AEe P Q0w ols oo .

SE% 1% oo 2R 7S a7 4% A%e] 99 A4S YA 53 AFsth UF 2 TR

=1 (dE 5o, dFeAe wtmziel 3x]2A] (Phakopsora pachyrhizi) 3! P, wo]®mote] (P,
meibomiae); BollAe EAYol EE]A] (Puccinia tritici) ¥ P. Z2Ego]X2u|x~ (P, striiformis)); &
T A=, T, A 2 suigiriaAe F3o] (dE 5o, 2EZdE 9 oA HEZEZXA AYdoel
(Botrytls cinerea), A, siHlEly] 2 diFelAde AFdUREYol X2FYURELHE  (Sclerotinia
sclerotiorum), S. ©loly (S. minor) ® S. EZAJo] (S. rolfsii)): FFolAe FAlES 23 (A= E9,
oA e] FANY S TEEF (Fusarium culmorum) ¥ F. ZEpv|ulo}E (F. graminearum)); 55 3}%01]/\19] A
H (dE Eo], dFoAe Zgt2mye} vlg]Ee (Plasmopara viticola), #AFelA e Y EZTEDZ ¥ g
(Phytophthora infestans)); 5% #& 9 IFAAY AZFH (& 5o, FIdAY A=z vFIER
(Uncinula necator), ©ts 5 Zr=clA 9] og]r# F (Erysiphe spp.), =rFolAe &Fw o} Lepu| 2
(Blumeria graminis)); 2 =¥, tiF 2 55049 %l W (d& B0, FFAAY AZEZol ETHA
(Septoria tritici) @ S. =%% (S. nodorum), thFolAe] S. AU (S. glycines), 49 2 tFol
o] Azz2~¥8 F (Cercospora spp.)).

9 ole] 2YE 77, Qo oAl U8 WS Holahs vERselel AEAE b v 1) oy
/Ké =

ANEIF b (cytb, B cob A AFH) 4% Ul EAR] F129L & AN EAF b W”é (Cytb) W 914 129
AA F (ddgeid) 2HE L (FA) 29 9 opv|wit X3S Zejste AlEARF b frdAelA, "L" & <l
FYsE A= (FA; dFE B9, TTA, TIG, TIG, CIT, CIC, CTA F=+ CI6) & =3k "F" 2 Slugsls =
= 129 9 wEEQEE (dLEd; AE B, TIT T TI0) 9 g9 A%, 495 & 9 o AW
A FEUE =S T oA 'C! 34 213k (TIT oA CIT &) & 9 W Zlo)tt. B %Ué W /‘]E b
Frdz el Edwo] FI20L 2 AEAF b dilzd uje] F (dAddebd) oA L (F2) 2] 914 129 oA 9]
ool ofmaAl 23 (F129L) ¢ Aoz ol Aolt}.

B e AEEdAd Aee 59, 53 i 59 (gha=ZAe 94X A (Phakopsora pachyrhizi) 3 3}513
22} mo]H Zujold (Phakopsora meibromiae)) ¥¥F ojtjz} deEv}elol  (Alternaria), IH#H =3}t
(Pyrenophora) ¥ #|ZAEUYo} (Rhizoctonia) Fo2HE 9 A} 22 Qo JAA e WAS Fodls Al
EA% b F33 Wl F120L EdWolE F538k9it).

sk Ay FL& dHlEvelel 42k (Alternaria  solani), 3WEZ4E 3XE]#  (Phakopsora
pachyrhizi), 333X 4} wo]H 2w ole] (Phakopsora meibromiae), 3@ =X H @2~ (Pyrenophora teres),
=Xz EEA-#HAE 2 (Pyrenophora tritici-repentis) 2 glZAEYol %#Y  (Rhizoctonia
solani); E3] $z2= gt 9% 2]%] (Phakopsora pachyrhizi) °]t}.
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[0178]

[0179]

[0180]

[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

[0187]

[0188]
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g FEelA, 2 S Qo AAA HiF WAEE Fofshs mEZEIC AEIE b A Ul opwwit A&
F120L & @Hrshs A=894d dael o8 =] da/dAy A% s Aes Bashe g 33 3o
=, 0 W2 AHojk shute] A 1 9] gehw Eu Aolk shue] A 1 9 e ¥dehs 2HES, I
Aol ALshs WA, 37 Ao A WA Aglsts WA B/Es 7] ASwad Aol AEshe &
As Eadct

EooE TR mEw, Aegdd A7) HA PHE a) Q Al g WS Fofdhe mEZEo}
AEAF b S ] ot A& F120L & ek AERWYA i, £ Ll golwl wheh g HE
B AgemiE Wl 29 9ol e B, A8, BEY e A4S A¥ste @A, 2 b) 4] e =
= =4, e, B B e WAAE R Aok sl A 1 9 dshe, Bx ol xdshs 2A4E
= Agshe AE 239

g0l "Qo AAA g WS Foste MEZEgol AlEdF b oA o] ofn|ik X8 F120L & ek
AEHAd A" & WAt st Wi dElEe] Aox 10%, v sAE X o] Aol 30%, Xtk wbgh
AetAE Hol® 50%, Hut O wlEAs A= Aol= 75%, 7Hg viEAs A= 90 WA 100%; 53] 95 WA 100%
7F Qo oAAl] e WS Folate WEZE=Eol AlEAE b ©d W o]2fg F120L X ¥E e Al
o7 o]gjEojof g},

338 1 9 ol 24T 247t

Ao Agksiey,

rlo
K

FRE 1 & ANwA fage ¥4 233 AP, AF FHoLRH nEaIA o= A%, A% W44, o
A B4 B, EW, B4 b e AGPond O AR £t 248 U AgEt.  Age
Aol od A%, A% WA, oAU A 2%, ¥W, B4 = wne] 72 4 9 F 5 2o 499
F gt

sob 2ABe HNEA fET FFL [ & wgAT.  go "ANFH FEDT L A ABolNe)
AR AR EE SRE wE 249 BEA feE AF B TR, AL 4%, Aeld AgD A
X Ee ; A e 24T EE AR 19 Fe ova,

bodlAad gAskaar sk Ak F, AE A A

AE BT ol&H= A, A8HE &4 B 2, Y= ade F8 wEk, 0.001 A 2 kg/ha, H}
A A= 0.005 WA 2 kg/ha, B} A& A1= 0.05 WA 0.9 kg/ha, €3] 0.1 WA 0.75 kg/ha ©]t}.
oAE So] FoAy, IH EE ZelHd 93k, Tt 22 AE WA AHEdA, dubdo R 100 kg o 4
2 WA (A AE 221 3 0.1 WA 1000 g, BFEAESIAE 1 WA 1000 ¢, Ru) vl AE A= 1 UK
100 g, 7F& vlAsiAlE 5 WA 100 ¢ o &4 E4d9| o] a7dr),

ARSAE B dulFd A, wdy B5U], 25 93, BF udAA, BE @) Ao RRE 5 24
5 483 T, Y 2T B, 434 B/EE FUH HERAR dite A& sEE AxE,
¢ wet 2 odge mE SA] AMgUbs BEd EE woF 2A4E0] F5ET Y 8 dd9 1
Alet= 20 WA 2000 21E, RFRASHAIE 50 WA 400 BlE1Q] SA] AMgrbE BFo] AHEEHT)

SE 1, 29 N-SAE 9 92 B4 F39 v 24E, dE o 9, oldd, dgd, £x, 2,
Hol2E I}y, 42E, e L ol £F== HFE 5 ). ZAAE 8ol g o ("Catalogue of

pesticide formulation types and international coding system", Technical Monograph No. 2, 6th Ed. May
2008, CropLife International & 3 Fx) = FE (dE 5] SC, 00, FS), 3k v5& (ds &

EC), o™ (& =ol EW, EO, ES, ME), A& (& 5ol €S, Z0), Hol2E, H2HF, 584 % &5
X (e& E° WP, SP, WS, DP, DS), &&= (ol& E¢ BR, TB, D), #4 (& &< WG, SG, GR, FG, GG,
NG, #2F &% (dE 5o IN), #ub ofygl Fabel 22 A2 WA AgE A 4 AP (dEs 51
GF) olt}. 2/ &2 Mollet and Grubemann, Formulation technology, Wiley VCH, Weinheim, 2001; &

Knowles, New developments in crop protection product formulation, Agrow Reports DS243, T&F Informa,
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[0189]

[0190]

[0191]

[0192]

[0193]

[0194]

[0195]

[0196]

[0197]
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London, 2005 o <J3l] 71A|¥ ule} 2 FAH Aoz Azt 2o E gl HxA 9 Hojx g
o 3gE I & X8l T FAAE T3 Ao}, Agksl BEAE S, A GA, nA GA £
A, AHGAAA, FAA, F3A, FE&A, oFFHEE (adjuvant), 7HESHA], HE FXA, B FRo|E,
A&EA, S2A, BEA, 719A, 7994, 424 A=A (feeding stimulant), A-83Al, AA|, 52 HAA|,
A, ZFAA, AFA DL A A o))

AATAZA L A1 GHZS 35E [ B olE Xste RAAES UE AdAY st AL B2 7
o] BAe] AR FA| ~FEH I T AXFA YA dde WUxE x 3o I we A, A
Z 19 (g =3E)

- Qo fANA e H3HA 111 o JAA: oFFA2ERZN (A.1.1), FHIEAZEZN (A.1.2), ITHA|=ERZR]
(A.1.3), HEAZERER (A.1.4), d2EEFY (A.1.5), AUTZ=E=RER] ( 6), HEA| ~EZR /&5 5
A]/\EEH (A.1.7), EFSA=ERZA (A.1.8), ZHEA-YE (A.1.9), VHE=EZ9 (A.1.10), WEH=XE

(A 111, LIAIRERR (A.1.12), FJFA|REZA (A 1. 13), AHFE~2EZN (A.1.14), JFHEAE
irﬂ (A.1.15), HAFZAAEZH (A.1.16), EFPZIAX 1 (A.1.17), 2-(2-(3-(2,6-t1 2229 d)-1-1
gd-dd o] =S A e ) -5 9 )-2-H FA] o] 1] .= -N-m| & - OWEOME (A.1.18), #gHA7tEE (A.1.19), E

dEa9g7l28 /229728 (A.1.20), F=AME (A.1.21), YW= (A.1.21), WE-W[2-[(1,4-0HE-
-l d -9 gE-3-d) S |9 d |- S A -7t 2dd o] E (A.1.22), HEHEZSZE (A.1.25), (Z,26)-5-[1-
(2,4-t 22 29) I E-3-A |- A -2-H EA o] v eV, 3-T] WD -H E-3-<lloln| = (A.1.34), (Z,26)-5-[1-(4-
SR 29I HE-3-L 15 A -2-w F A o] 1| =N, 3-t] | & - E-3-qllo}w] = (A.1.35), g =irE 2N
(A.1.36), WIFFA (A.1.37), 2-(LEE~((2,5-UdEdd-SAdE=) s d)-3-m| F5A]-ol 2D veo]| ~HZ
(A.1.38);

- Q AN BghA 111 9 JAlAl: Aolzgr]= (A.2.1), oluj&HE (A.2.2), [(6S,7R,8K)-8-H2-3-

[(3-8] 2% A ~4-0) 52] -] 2] -2-7h 23,0 ) o ] ] -6-W 4, 0-1] S -1, 5-0] S2eh-7-9) | 2-v] @2 shacof o]
E (A.2.3), AAFAE (1.2.4), FLAIFANE (4.2.5), LR FAE (1.2.6);

- B3 11 9 odAA: Wx=ohd (A.3.1), ARZNYZZHZ (A.3.2), HAH (A 3.3), RAZE= (A.3.4),
FF254 (A.3.5), #WFF (A.3.6), :;%%AEF (A.3. 7) ZFEZY (A.3.8), EFAFAIE (A.3.9), F&
WESZ (A.3.10), o]xFE= (A.3.11), o]x¥aF (A.3.12), Uﬂii‘é (A.3.13), SA7IE&EA]

(A.3.14), AE5+4 (A.3.15), HAEeIe= (A.3.16), dA=FHEA (A.3.17), J%EWEfHIE (A.3.18),
AR (A.3.19), HEEXER (A.3.20), HIEFAME (A.3.21), AI2EF4 (A322) v 2 Q)

(A.3.23), EFATtI 2 (A.3.28), N-[2-[2-2RE-4-(EYEFFE-we)H5A |9 ]-3-(U&F o2 )-5-
EFeR-1-E-YSE-4-Tt 2 5A = (A.3.29), WY (B)-2-[2-[(5-Alob-2-v e -3 5 A E |3 d | -3-v] =
AN-ZRIE-2-0f| o o] E (A.3.30), o] & FAI L (A.3.31),

2-(HEF2vd)-N(1,1,3-EeiEd-2t-4-2)-9 g d-3-7t25A = (A.3.32), 2-(UZFo=vE)-N-

[(3R)-1,1,3-EgH A v—4-d - U-3-7tEEAIE = (A.3.33), 2-(T)ZF o 2uE)-N(3-o€-1,1-t]H&-
olgt—4-d)-v g d-3-7l2EA = (A.3.34), 2-(YEFL2HE)-M[(3R)-3-dE-1, -t E-2dtt-4-A -3 g
Y-3-7tE25AH = (A.3.35), 2-(UEFL2vWE)-N(1,1-ydE-3-2 23 -Qd-4-) 3 2| d-3-7} 25 A =
(A.3.36), 2-(UZFo=2vg)-N[(3R)-1,1-vHE-3-Z2 -2 ht-4-Y]-T g d-3-7} 2 EAI0| = (A.3.37), 2-
(JEFL2dE)-M(3-o)a5E-1, 1-gdE-Add-4-d)-F 2 d-3-7t2H5AH] = (A.3.38), 2-(HEFLo2vE)-
M[(BR)-3-°]AHE-1, - de-Qlt-4-d [ 2| d-3-Ft 2 HAH = (A.3.39) A|IE2RELZF (A.3.24);

- g 35 9AA: "JESFUEH (A.4.1); HEZAYE F5A4: vyy3d (A.4.2), =FE (A.4.3), Y=

FFE (A4.4), SFIAE (A.4.5), WZEUIIE (A.4.6), HEE (A.4.7); F715% 3FE: 99 4, 4

2 Eo] w#HE- H] JolE (A.4.8), HEl ZFZglo]l= (A.4.9) EE 3HE J=2A= (A.4.10); O}ﬂljga}rd
y)

(A.4.11); AE 3 (A.4.12);
B) Z=ElE A Al (SBT AxdA])

<
- Cl4 dvdetelA] AAA: EgolE: ofxautE (B.1.1), HHERSE (B.1.2), BEF3FY4E (B.1.3), A=
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[0198]

[0199]
[0200]
[0201]

[0202]

[0203]

[0204]

[0205]

[0206]

[0207]
[0208]

[0209]

[0210]
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2IUYE (B.1.4), ddx=3yE (B.1.5), tyaUYE (B.1.6), dUaUE-N (B.1.7), dZEAZUYZE (B.1.8),
ARz E (B.1.9), EFHAIVYE (B.1.10), EFAZE (B.1.11D), EFEHorE (B.1.12), A=
(B.1.13), olm¥lz}Z (B.1.14), °o]E3UZ (B.1.15), WEFIYZE (B.1.17), "E=2%Ed (B.1.18), &~
¥EYE (B.1.19), FF2ZHEZHEF (B.1.20), AI3YE (B.1.21), Z2IIYE (B.1.22), ZZHLIYUYE
(B.1.23), AWlEZu= (B.1.24), €Yz U= (B.1.25), HIEgtZYZE (B.1.26), EolyulE (B.1.27), Ed
olt)wlE (B.1.28), EdEZU= (B.1.29), HFUFIU=E (B.1.30), 2-(2,4-tZEF22Hd)-1,1-0EF2L=-3-
(HEZE-1-9)-1-[5-[4-(2,2,2- Eﬂ%?gioﬂimiﬂ -2-9 g Z23-2-2 (B.1.31), 2-(2,4-HEFQ
2Hd)-1, -0 E2F e 2-3-(HEZE-1-9)-1-[5-[4- (Eﬂ Fo R EA A ]-2-Tgd | Z29-2-&
(B.1.32), EFSAHesE (B.1.33), ]i%ﬂE ZFFIUYZE (B.1.37), WAHAEHEZFIUE (B.1.38),
2R -2-[4-(4-F22HHA)-2-(Eg|Z2F 2 E)Hd]-1-(1,2,4-Egjo}&-1-U) T2 H-2-&, (29)-2-[4~
(4-ZF22HA5A)-2-(EfEFe2vd)ad]-1-(1,2,4-EFolE-1-d) Z2¢-2-5, 2-(F2=2vd)-2-HE-5-
(rEErE)-1-(1,2,4-Eg|o}Z-1-d ) A S 2 HE (B.1.43); o|v|thE: o|npzd (B.1.44), #HFe}xol o]
E (B.1.45), ZEIF=Eg= (B.1.46), EHEFVE (B.1.47); IYvd, IId, I#H=zz: #AvgE
(B.1.49), ##=2~ (B.1.50), E-X¥ (B.1.51), [3-(4-FEE-2-ZF 0 2-7d)-5-(2,4-TZF22HY)
O|HAIE-4-L -3~ d)metE  (B.1.52), 4-[[6-[2-(2,4-UEF 227 H)-1,1-1EFLE-2-3|=EFA]-3-
(1,2,4-Edjo}=-1-9)=Z 29 ]-3-1gd] £A1 HzUEZ (B.1.53), 2-[6-(4-B 2RI =A)-2-(EZF o 21|
e)-3-32d]-1-(1,2,4-Eg]o}=-1-d)Z2H-2-5 (B.1.54), 2-[6-(4-FE22¥HA)-2-(EgZEF e 2HE)-
3L ]-1-(1,2,4-E&o}E-1-Y) T2 #H-2-2 (B.1.55);

- dE4-ggElolA] AA A drrEE (B 2. 1) SYREZ (B.2.2), EUREZIZ-olAHoolE (B.2.3), HAZ
RYREZX (B.2.4), EYUREZ (B.2.5), AZ23d (B.2.6), IHZA (B.2.7), 2T =ZA4 (B.2.8);

- 3-AE 2YetopAl el ojAlA: A= (B.3.1);
- 718 2EHE AR gAA: SREARTE (B.4.1);
C) siAk g <Al

- Hdopm = m= o} ol Al AR A wjgEA (C.1.1), WYEA-N (C.1.2), A1E=A (C.1.3), H=E=
A (C.1.4), We=a-N (C.1.5), &F&A (C.1.6), SAEA (C.1.7);

- 71} 2k A JAA: B HMAE (C.2.1), SEE= (C.2.2), &£4% (C.2.3), FIgHlE (C.2.4), 5
ZFLEAEA (C.2.5), 5-EFZ-2-(p-dWEAD) I u|d-4-o}1 (C.2.6), 5-EFLL2-2-(4-EF o =dd
HEAD I g nd-4-0}57 (C.2.7), 5-ZF 9 2-2-(4-FE2H I EA]) T g d-4-o}5 (C.2.8);

D) Al A 5 AEZAL A

4 AAA: Wx=d (D.1.1), 7o (D.1.2), FHlEtE (D1.3), EomltZE (D.1.4), ElLvo]E-
(D.1.5), FAt==dd (D.1.6), Nold-2-[(3-oEld-8-md-6-F=d) A [Fehetn] = (D.1.8), M9
-[(3-eEld-8-FE-6-F =) KA |-2-vE-Egd-otHEotn = (D.1.9), 2-[(3-dEld-8-WE-6-F=2)
I-VF(2-EF 2 d) etetn| = (D.1.10), 2-[(3-°lEE-8-HE-6-F=H)SA |-V (2-FF 2o )-2-1
—olH Eolu = (D.1.11), 2-[(3-lEld-8-mE-6-F5d) A |- W22 H-Flojlu]= (D.1.12), 2-[(3-°]¥
-8-HE-6-FA=H)SA |- 2-H EA-N-Z2 ol Eolnj = (D.1.13), 2-[(3-olEld-8-HE-6-FAE=d)ZA]-
HEeod-NZ2d-olEotu| = (D.1.14), 2-[(3-lEI-8-ME-6-F =) SA [ V(2-ZF 2" )-2-1]
gdayld-olEotn= (D.1.15), 4-(2-BER-4-Z20 29 d)-N’(2-FEE2-6-ZF 0 29d)-2, 5~ -1z
Z-3-o}71 (D.1.16);

- 718} Alx 24 9AA: YolEdZIE2H (D.2.1), CEHSA (D.2.2), FHAolHFE (D.2.3), EFoIFI=
(D.2.4), EAM= (D.2.5), WEZHH= (D.2.6), Hge#H= (D.2.7), #HAYntad (D.2.8);

E) opvli=sl Bl el ghad o] oA A
- vEed F4 oAA: AZEdgd (E.1.1), Havas (E.1.2), dverd (E.1.3);

- e G4 oA BEtaEAESS (B.2.1), A2sbrtelal (E.2.2), Ahesbuteldl SEgdRetels-ssy)
olE (E.2.3), drerle]Al (E.2.4), ~EfEulo|l (E.2.5), SAIHEZA ]S (E.2.6);
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[0211]

[0212]
[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

[0220]

[0221]

[0222]

[0223]

[0224]
[0225]

[0226]

[0227]

[0228]

SIHES 10-2023-0022864
- MAP/ ]*lﬂﬂ 711%0}21] AA A EFLZon= (F.1.1), o]Z=202 (F.1.2), Z2ZAnE (F.1.3), HIZ=
- G S gAA FAEAH (F.2.1);

G AE H g A

- AAA AFA AAA: AYIMEX (G.1.1), o|EZRHFEX (G.1.2), ITFEEX (G.1.3), oJAZRELH
(G.1.4);

- X4 Atz gEF2d (6.2.1), AEA (6.2.2), "HaYA (G.2.3), EFE¥A-vE (G.2.4), n\lolud
(G.2.5), 229 (G.2.6), JdEZYo}ZE (G.2.7), °}d Eo}EF (G.2.8);

— 9

N

NAA A R AE ¥ A fuEREE (G.3.1), SFEEX (G 3.2), Ttz asn= (G.3.3), I
B2 (G.3.4), #WEopta]gt2 B (G.3.5), o|Z 272 R (G.3.6), wFgElolE (G.3.7);

- AE v B g Al QS VA= et ZEaRsteE (6.4.1);

- SAAHE A dude] oA Aol ZEY (G.5.1), SFEFANEZEY (G.5.3), 4-[1-[2-[3-(TZ
Fozug)-5-md-v g} H-1-d JolA g |-4-F H g | N H ELH-1-d-T g -2-st2 A= (G.5.4), 4-[1-
[2-[3,5-H|~(HEF 2w e ) A et E-1-d [t E |-4-9 A g | el EEH-1-Y-F gl d-2-7 2 A =
(G.5.5), 4-[1-[2-[3-(T)EFe2dd)-5~(EdZFeavd)vgtZ-1-d]otN g ]-4- Hdd | FH EZH-1-Y
-9 g -2-7} 2 HAln| = (G.5.6),
4-[1-[2-[5-A1 2R 22 -3-((EF 2 ) v etE-1-d oA |4-F g d | Ve EZA-1-d -9 g d-2-7} 2
EAM = (G.5.7), 4-[1-[2-[5-HE-3-(EZEFezd )T etE-1-d oA E |4-T F 2 d | NV-H EZH-1-U -7
Ye-2-7t2EA = (G.5.8), 4-[1-[2-[6-(FEF e 2HE)-3-(EgZF o 2-ve) v g}Z-1-d Jo}A & |-4-3] ¥
e ]-NHEZA-1-I-Tgd-2-7t2EA = (G.5.9), 4-[1-[2-[3,5-R] 2~ (EEF 2 d) v e}E-1-d]o}A|
1-4-9 9 d -’ EZP-1-A-v g d-2-Ft2EA0 = (G.5.10), (4-[1-[2-[5-AEF2Z2H-3-(EYZF=E
He)deE-1-d oA d |-4-FF g d | N H EZ-1-d-F g d-2-7 25 A = (G.5.11);
) o% 94 2485 2t A4
- %7 34 24 o BRERE EE (H.1.1), FE (H.1.2), T8 obAlElelE (H.1.3), TFE JEFA=
(H.1.4), 78] SAZF2ee|= (H.1.5), 97114 78 #¥E (H.1.6), 3 (H.1.7);

- He- % ggeostEniyeolE: #HE24 (H.2.1), Y=EAE (H.2.2), vdlE (H.2.3), #E (H.2.4), dWgH
(H.2.5), Z2IYB (H.2.6), B|& (H.2.7), AUE (H.2.8), A& (H.2.9);

- FAEA FEE: oldEd (H.3.1), FEREYEEd (1.3.2), JFEERE (1.3.3), 7FEE (H.3.4), ZHE
(H.3.5), HEEZFY= (H.3.6), YZF==23 (H.3.7), IAZ==2dx (1.3.8), FHAeF2=23= (H.3.9)
9 ole] o ZEhglo]l= (H.3.10), SHZFoIUE (H.3.11);

- Tod S Febdd (4D, =9 (H.4.2), =9 F2 971 (1.4.3), FobAE (H.4.4), Tobxpel-opA
Elo]E (H.4.5), °lW|*=Etd (H.4.6), ©]v|5Ed oM HIOIE (H.4.7), oW|FEfH-Eg| (g A olE)
(H.4.8), UYEol= (H.4.9), 2,6-tw&-14,5/-[1,4] E]FAO] [2,3-¢c:5,6-c' 1t &-1,3,5,7(2H,6H)-H E&}-
(H.4.10);

D AE 9 g AAA

-

- FF3E @] JAA Eeguteldl (1.1.1), E954 B (1.1.2);

- dgd &4 JAA: FHAZFEE (1.2.1), EJAEFEE (1.2.2), 7I2Zzqv= (1.2.3), UAZEHE
(1.2.4), dAl=A1d (1.2.5);

D A% g frEA

1

N

>

- oA MIZE-S-HE (J.1.1), T2ZH|UE (J.1.2), o|iElold (J.1.3), Eolud (J.1.4), TREAIr]e-

D EAY (J.1.6), EAE-GFRE (J.1.7), ofRIAF 9 ole] & (J.1.8), ZH X
EUYle]E (J.1.11), _T_E]rH E2FUO|E (J.1.12), XEF EE &AF Hlol7t2H U0 E (J.1.9), Al ERER
N2, 40 S A ) Bl obr] obE-5-7F 2 HA = (J.1.10);
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[0229]

[0230]

[0231]

[0232]
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K) mlAel Ahg

- BEExE (K.1.D, Hx=dEedelE (K.1.2), AEFFIAYv= (K.1.3), AlEANE (K.1.4), URWE
(K.1.5), "Huzt2H (K.1.6), YEFEAHE (K.1.7), 243 (K.1.8), fdAXFAE (K.1.9), HIAZHAE-
WeEEdolE (K.1.10), fadoelwl (K.1.11D), #HAYEZF (K.1.12), Az (K.1.13), ZFHEH
(K.1.14), Z2vd£E¥d (K.1.60), SF&dn= (K.1.15), ZFEold (K.1.16), 3k (K.1.17), WE&EE
Jl2r (K.1.18), YEZ¥H (K.1.19), YER"-olAZzd (K.1.20), EX27l=28 (K.1.21), SA-+37
(K.1.22), ZT2HAYA= (K.1.23), AlEdolwl (K.1.61), HI¥Z=Z34 (K.1.24), "HEF=2=g=t (K.1.25), EF
olFAE (K.1.26), N'-(4-(4-F22-3-EgZFoz2vdg-75A)-2,5-gud-ad)-Nde-Nrd FEEolnd
(K.1.27), N'-(4-(4-EFQL2-3-Eg|ZF 2 2We-v5A])-2, 5~ v & -vf| d ) -N-of & -N-vf| & EEoprd
(K.1.28), N'-[4-[[3-[(4-F2=29d)md]-1,2,4-E]o}r]o}E-5-L | %A ]-2, 5-T] W -5 d | Vol D -N-w -2
Eoluld (K.1.29), N'-(5-E2E-6-Q-2-ASA]-2-ve-3-7 g )N D-Nve-EFolnd (K.1.30), N'-
[5-H2H-6-[1-(3,5-HEF 2 d)ANFA |-2-WE-3-g g [ Vol d-NFE-EFolud (K.1.31), N-[5-H
2R -6-(4-0|AZ2HAFZAEA])-2-vE-3-T 2| d |-N-old-NrE-EEolmd (K.1.32), N'-[5-BE2XE-2-1
d-6-(1-ddo 5 A])-3-7 g |-Wol d-NFHE-E 5ot (K.1.33), N-(2-vE-5-EZEF 2 d-4-(3-EZ
el datd-2 2 ZA))-Hd)-Nod-Nre EEolmd (K.1.34), N-(5-HZFe2ved-2-md-4-(3-Ezve
Aepd-Z 2 ZA)-Hd)-N-o d-Nre FSolud (K.1.35), 2-(4-F22-3d)-N[4-(3,4-t | ZA]-3d )-o]
A E-5-D |-2-Z R T 0-o]d S A-olA Eolm = (K.1.36), 3-[5-(4-FE=2-34d)-2,3-grE-o]EAEY -
A1-9gd (FYEAE) (K.1.37), 3-[5-(4-HEsd)-2,3-tivd-o| AL d-3-d |- ™ (K.1.38), 5-
Fr22-1-(4,6-0HEA - grd-2-2)-2-md -1l 2o thE (K.1.39), olE (2)-3-o}n]=-2-A]o}=-3-3d
~ZRE-9-ooo]E (K.1.40), HFEREFE2A (K.1.41), 39 N’ [6-[[(D-[(1-HHEEe=-5-Y)-9d-
el Jolm) i | S A H Y |-2-9] g & | 7FEnbe| o] E (K.1.42), F-E-3-old N[6-[[(N)-[(1-HDEH EgZE-5-2)-7]
d-vgdl ol | S A H g |-2-9] g |7} 2nbH o] E (K.1.43), o|ZTZF9 =7 (K.1.44), Ax=F2 (K.1.47),
A QElobZEE] = (K.1.48), BErezyd (K.1.49), 2-(6-Wd-2-yz|d)AU=Ed (K.1.50), 2-[6-(3-=F2
24~ EA-HE)-5-HE-2-H L ]FAYEH (K.1.51), HEF2HEeLFH2 (K.1.52), N'-(2,5-HHE-4-5 3]
) -Vl -fE - Fobd (K.1.53), obv]x=FE#l (K.1.54), EFLIEu= (K.1.55), N'-[5-HE2F-
- E-6-(1-WEd-2-Z 2 ZA|-o| EA])-3-3] 2| D |-N-o D -N-rE-FFolu|dd  (K.1.56), N'-[4-(4,5-UFZZE
olL-2-d) A2, 5~ E-dd |- Nod-NuE-EFolv|d (K.1.57), FF95ACot (K.1.58), N-HlE-4-
[5-(EgEFo2ME)-1,2,4-SAlH o}&-3-d [HAIFI 2 HE] S ofu| = (K.1.59), NMHFA-N[[4-[5-(EFEFL
2Hg)-1,2 4-2A g olE-3-d Jeld W g A S22 A7t 2 EAm = (102018/177894, WO 2020/212513);

[

ol EFEOIA AR 1) E AR 2) o THE IR AMgHE AR 546 HeHa, SdHoR
1:10,000 WA 10,000:1, & 1:100 WA 100:1, =5 1:50 WA 50:1, ®FASHAIE 1:20 WA 20:1, B}
vt RS A= 1:10 WA 10:1, BT}t o spAeAE 104 WA 401 2 E3] 1:2 WA 2:1 ¢ HYolt}. F
7F FEo] mEE, AR 1) 2 AR 2) o FEe= BAFoZ 100001 WA 1:1, £% 1000 1 WA 1:1, =
= 50:1 WA 1:1, vpEA s A= 2001 WA 1:1, 2o vpEd sl 1001 WA 101, 2ok o vk siAE 401
A 1:1 9 53] 2:1 WA 1:1 9 ®gjelr. F7F e wad, AR 1D 2 AR 2) o e B4
Ao 20,000:1 WA 1:10, % 10,000:1 W= 1:1, AF 5,000:1 W= 5:1, #pEAEAE 5,000:1 WA
10:1, Br} vpgA A= 2,000:1 WA 30:1, ®rb o B SRAIE 2,000:1 WA 100:1 R 53] 1,000:1 WA

e

LS

100:1 <] WH$jeltt. F7F FEoo] mEd, AR D 2 AR 2) 9 FEHE B4He® 1:1 WA 1:1000,
FZ 1:1 WA 1:100, A== 1:1 WA 1:50, vpAsAE 1:1 WA 1:20, Bt} vpAsiAls 1:1 WA 1:10,
By o vgAEAE 101 WA 114 2 E3F] 1:1 WA 1:2 o WYo|t}, F7F Fdod maw, 47 1) 2

AR 9) o N B oZ 10:1 WA 1:20,000, £Z 1:1 WX 1:10,000, A5 1:5 WA 1:5,000, 6}
A AE 1:10 WA 1:5,000, BT} vlAsAE 1:30 W= 1:2,000, B} o #pEAsAE 1:100 WX
1:2,000 WA 2 E3] 1:100 WA 1:1,000 o ®Ho|t}.

A E2EE, S AR D 2 AR 2) 2 FEE I (i 3) & X8ste 2AAFAA, AE D 2 A2 2) 9
FTEH = AMEEE 84 EAY BEA #F9-H1, F4FeR 1:100 WA 100:1, A 1:50 WA 50:1, HFEA
A= 1:20 WA 20:1, B} v SiAIE 1:10 WX] 10:1 B 53] 1:4 WA 4:1 o #gjela, A% 1) A
2 3) 9 ==uE EAFoR 1:100 A 100:1, A5 1:50 WA 50:1, vlHASAIE 1:20 WA 20:1, Hr}
v A AE 1:10 WA 10:1 2 53] 1:4 WA 4:1 o Heo|r). det= Ao, dojo] Frte] &4 AR
©] 20:1 WA 1:20 o v]E A& 1) o H7bgo. o] Hl&= FA Ao o3 A&¥e EFE Ea A3
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[0233]

[0234]

[0235]

[0236]

[0237]

[0238]

[0239]

[0240]

[0241]

[0242]

[0243]

[0244]

[0245]

SIHS31 10-2023-0022864

o}
A o AAe BEA 11 o oAARRE duss wog sddsls SR (ALD, (A1.4),

(A.1.8), (A.1.9), (A.1.10), (A.1.12), (A.1.13), (A.1.14), (A.1.17), (A.1.21), (A.1.25), (A.1.34) 2
(A.1.35) 2XFE Ad=Ei; 53 (A.1.1), (A.1.4), (A.1.8), (A.1.9), (A.1.13), (A.1.14), (A.1.17),
(A.1.25), (A.1.34) ¥ (A.1.35) ERH d¥H+ Ho= shvte 4 245 & 2) 24 X¥ste =0l
uheh2] st

T A) 9 Q YA BEA 11D 9 JAARTEE Muxs 2o st sAE SEE (A.2.1), (A.2.3),

(A.2.4) 2 (A.2.6) S2H5E Adx=; 53] (A.2.3), (A.2.4) ¥ (A.2.6) S22FH Ao Hojx shte
g 2HS AR 2) B2A st T80 e nfgE sl

T A) o E3A 11 9o dAAERE AudE, w1t uddeiAe 33E (A.3.2), (A.3.3), (A.3.4),
(A.3.7), (A.3.9), (A.3.1D), (A.3.12), (A.3.15), (A.3.16), (A.3.17), (A.3.18), (A.3.19), (A.3.20),
(A.3.21), (A.3.22), (A.3.23), (A.3.24), (A.3.28), (A.3.31), (A.3.32), (A.3.33), (A.3.34), (A.3.35),
(A.3.36), (A.3.37), (A.3.33) ¥ (A.3.39) ZH¥ Ays=; 53] (A.3.2), (A.3.3), (A.3.4), (A.3.7),
(A.3.9), (A.3.12), (A.3.15), (A.3.17), (A.3.19), (A.3.22), (A.3.23), (A.3.24), (A.3.31), (A.3.32),
(A.3.33), (A.3.34), (A.3.35), (A.3.36), (A.3.37), (A.3.38) % (A.3.39) 2ZHE Mexs Hox shje &
d EAES AR 2) B2A XFEe EEC] T3 ulg st

T A) o Ve B AR ERE AdEEs, 2o sk siAs e (A4 ! (A4.11); 5¢] (A4.1D) =

5) 9
B AuEs Aok she] B4 BAL AR 2) 2A e EdEo Ed .

T B) 9 (14 dWEgtolA] AAAZFEEH AMEE=, Hu vlFA A= 3gE (B.1.4), (B.1.5), (B.1.8),
(B.1.10), (B.1.11), (B.1.12), (B.1.13), (B.1.17), (B.1.18), (B.1.21), (B.1.22), (B.1.23), (B.1.25),
(B.1.26), (B.1.29), (B.1.33), (B.1.34), (B.1.37), (B.1.38), (B.1.43), (B.1.46), (B.1.53), (B.1.54) ¥
(B.1.55) ®¥¥H A®E:=; 53] (B.1.5), (B.1.8), (B.1.10), (B.1.17), (B.1.22), (B.1.23), (B.1.25),
(B.1.33), (B.1.34), (B.1.37), (B.1.38), (B.1.43) ¥ (B.1.46) o2 dEs= Hox she] &4 B4
S AR 2) B2A £ EFEo] 3 nlgrr s,

i B) o dEl4-g Yol AAARREE AEEE=, B vgdsAE 33E (B.2.4), (B.2.5), (B.2.6) &
(B.2.3); 53] (B.2.4) 25H AEsE Hox shte] &4 45 A& 2) 2A X¥ete E3=o] Tk nhgt
25}t

T C) 9 #Fdon = g opA ol At AXFAREE AEy e, B v AE sheE (C.1.1), (C.1.2),

(C.1.4) 2 (C.1.5) Z¥E A&nE; 58 (C.1LD 2 (C.1.4) 2¥E Aa8s gojx shte] 24 B4 4
o) 24 Zge: EEel ma uaAs.

0 o e A G4 AAETE A, o ngAsls d9E (C.2.6), (€.2.7) ¥ (C.2.8) 2%
B AEEE ok shve] 4 RS AR 2) 2A Tee: TiEe @ vt

D) 2RE AduEE= B2 wEZeiAs 83%E (D.1.1), (D.1.2), (D.1.5), (D.2.4) ¥ (D.2.6) S 2RE
AElE=; 53] (D.1.2), (D.1.5) ¥ (D.2.6) 225 H XMexs Hojk 3o 4 B4 é% 2) 24 Fx3
St E3tEo] mgh nigF )t

T+ B) 2RE AdEUyE 1o utadsiAE 3EHE (E.1.1), (E.1.3), (E.2.2) 2 (E.2.3); £3] (E.1.3) o2&
FE MeEs dojk shue] 84 EA4S AR 2) 24 ¥este 5o 3t utdZ s},

T+ F) 2RE HAdgE mo ostEdsiAeE 3EE (F.1.2), (F.1.4) 2 (F.1.5) 22E AdEgE Hor skt
o] &4 EAE AR 2) 2A Xt EFE] £ vl s,

T ) BHEH AYxs, wmo s eiAE 3EE (6.3.1), (6.3.3), (6.3.6), (G.5.1), (G.5.3), (G.5.4),
(G.5.5), (G.5.6), (G.5.7), (G.5.8), (G.5.9), (G.5.10) ® (G.5.11) =EHEH HEx:=; 53] (6.3.1),
(G.5.1) % (G.5.3) 225 EH AgxE Hojx slte] &4 EAS AE 2) 24 Xgste & 3 vk
2}t

+ H) 24%E Adxs 5o s sAE seE (H.2.2), (H.2.3), (H.2.5), (H.2.7), (H.2.8), (H.3.2),
(H.3.4), (H.3.5), (H.4.9) 2 (H.4.10) o&2X%¥ AedE=; E3) (H.2.2), (H.2.5), (H.3.2), (H.4.9) 2
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[0250]
[0251]
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(H.4.10) o278 Agus folw shte &4 BAS 4% 2) 24 Tashs BBl £ nhadsl,

o]
D 2RE duss, o ogsle SE (1.2.2) 2 (1.2.5) 226 A98s Hox shie 24 ¥
Ag 4R 2) 2A TFshs EFE E3
T ) ERE Aghe, wooagEsls 9% (.12, (.15, (.1.8), (J.1.11) 2 (J.1.12); 53
(J.1.5) 23 Hess gox shiel 84 A4S ¥ 2) 24 Tshs BBl w3 udysia,

+ K 2Ry AgHeE, B2 srEAsAE e (K.1.41), (K.1.42), (K.1.44), (K.1.47), (K.1.57),
=5 E3] (K.1.41), (K.1.44), (K.1.47), (K.1.57), (K.1.58) @ (K.1.59)
ZRYH AYyHE Hor sl g4 E4S AR 2) BA Xt E3rEo] me upgA sttt

oX,

B AR Edes ok 2SS, dE =o e 1 9 A=l wal| AAE S skl s Al
= o
-

Sk 2]

AAA 1 wWE (2B)-2-vEA] o] =-2-[2-[ [(E)-(1-WE-3-Hd-Z2 X -2-o]d ] dl ) o}u| = | S A v & || d | o} A
HolE (A= 317 & S o wet avzl)

WA 1 4o E-3-¢l-2-2

=78C A THF (150 ml) & =< ofME& (10 g, 1 eq.) &d n-F¢ =HF (73 ml, A4 1.2
eq. = 1.6 M &) & Arsta, TUS LA 30 & 5 wuekITt. ¥t THF (15 ml) 5
g ol HOIE (12 ml, 1.2 eq.) & -78T oA, o] HE EgZFogtolE T]dd og= £33 (33 ml,
50% &4, 1.2 eq.) & AT =olA Arteta, v EFES 30 7 st WSl TLC ol o3 %
Alg kg gtn & 9hg EFES 23t dEE FEAO|E 89 (200 ml) o2 AT vk, & (100 mb) =
A7rstal, EFES o ofAEHOlE (3 x 200 mL) E FE i, 2FE F13E A4S AMEst] AFsar,
2F EVClER HXRAZT S E AAG A mMAHA YES F5IL, ol Fw T 15-20% ol oFAl
HolEE o] &3t combi ZEiAl AR A=mrfEIF ] o AAlste], 4-HHFE-3-91-2-2

5
(10 g, 71% & FEA.

0%

tlo
2

>

H NMR (500 MHz, DMSO-
dB): & 7.67-7.65(m, 2H), 7.59 — 7.56 (m, 1H), 7.37 — 7.15 (m, 2H), 2.45 (s, 3H).

A 20 4 FE-3-Q1-2-2 %4

25T oA ®WE-E (10 m1) 2 & (2.0 ml) T 4-FLHE-3-91-2-2 (200 mg, 1 eq.) ¢ uytel & ==
dopyl slEEFEeel= (190 mg, 2 eq.) H &F oHAHCIE (394 mg, 2 eq.) & FH7I3I3lrt. =d=s
°F 20T ©llA 4 AlZE FQt ankelgict. Hhg-o] TLC #FAlE &8 F, E9ES AxHRS A7, B
(30 ml) & elol #H7kstar, o€ opAlElO]E (3 x 30 ml) & FF3kal, 2FE F713S AFE &St AlFH
atal, AF wWCER HARAZT. vl & AlASEe] 220 mg ulﬂxﬂ —HI R E-3-01-2-8 A4S Al 3
EdA (50:50) o] dEAl & RFe] EfwRA #5583, ofF el Al glo] vadAedl A4 AHE-s3

o}

A 30 HwE (2E)-2-H S A o v e-2-[2-[[(B)-(1-wE-3-3 d -2 2 Z-2-o] d 2] ¢l ) o} ] .= | S A v & ] 5] J o} A
g0l E

10C oA AcN (200 ml) = 4-HHRE-3-21-2-& 2] (N2 EWA o]dadA| e EEZA 15 g) ¢ uykg
Lo e (2p-2-[2-(F2=2W) v d ]-2-H|FA] 0|1 =LA H o] E (82 ml, DMF & 33% &), o] A& 7
=Ne¢]

ERYOIE (61.4 g, 2 eq.) & FH7IE3H. Ot BRS =S 25T oA 16 AIRE

L



[0261]
[0262]
[0263]

[0264]

[0265]
[0266]

[0267]

[0268]

[0269]
[0270]

[0271]

[0272]
[0273]
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A REEFITH g TLC A1 k= 5, & (200 m1)S F7bstar, ol" opAHOlE (3 x 200 ml) = F&
Skl 23 77185 AR AFsta, AF s ER AXAZY. |miE AAsk] mAA YA
TS F5sta, olf AW ARvtEIHI o& AAlste] 7.5 ¢ (21% FE&) o &5 FA SFFES TSN
o}

H NMR (500 MHz, DMSO-d6): & 7.54-7.52 (m, 2H), 7.46-7.41 (m, 6H), 7.24-7.22
(m, 1H), 5.01 (s, 2H), 3.96 (s, 3H), 3.76 (s, 3H), 1.99 (s, 3H).

derdom, EAl PR 719 2ol FEHA.

A 2a: " (26)-2-[2-(ob) =S A W E) 3 d | -2- | FA] o] ] tm- oA H| o] E

25C oA wWeke (10 ml1) & wWE (28)-2-[2-[(1,3-Y & %0] 205 -2-) A H 8 |3 d |-2-1| ZA] o] 1] -0}
AEHOIE (400 mg, 1 eq.) o kg oo olEF/‘rX S|=FolE (54 mg, 1 eq.) & H7Fsta, 30 & < &
At oA wxkslgitt, HSo] TLC A" 3 T, Sujs SdA 7|3, vHA s EFES 49 3

zZutE s Heste] & APE (150 mg) & F53F3AT.

H NMR (300 MHz, DMSO-d6): &
7.41-7.33 (m, 3H), 7.18-7.16 (m, 1H), 5.93 (s, 2H), 4.39 (s, 2H), 3.92 (s, 3H), 3.75 (s, 3H).

Al 3a: wl" (2E)-2-HFA o] v -2 [2-[[(B)-(1-HE-3-3 d-Z 2 2 -2-o]d 2] ¢l ) o} .= | S A v & ] 5] J o} A
HlolE

HWERS (5 ml) F 4-HdFEE-3-21-2-2 (240 mg, 1.2 eq.) E WHE (2£)-2-[2-(o}n] =SA] H
Alojr|-ol M E| o] E (330 mg, 1 eq.) o wHbEl &do] o} EAL (0.2 ml) & FH7FstaL, 65C
o] £&XolA 2 AIZE Tt wREsHIT. Hhs-o] TLC XA o83 &, &9

(50 ml) & ool H7Istar, & ofAEHOlE (3 x 30 ml) & FE3t1, 2T F714S A4S AEst] AlF
stal, &w =W ClER AXAZT. HgA ARES AE T 20% olE oM H O EE o] E o RA A3
o AY IARuETHT ] o5 AAISte], 160 mg (32% F&) o %A FES FE539T.

Al 20 (2E)-2-wEA o v e -N-w 2 -2-[2-[ [(£)-(1-W| &-3-3 d -2 2 = -2-o] d 2] qll )-o}pn| = | S A v & | o ]

o}l A Eoln| =

25C oA THF (5 mL) & "' (2E)-2-wlEA]on| -2~ [2-[[(E)-(1-HE-3-dd-Z 2 Z-2-¢1-d g dl) o} =]
Al ]dAd JebAEl o] E (Aol 1) (120 mg, 1 eq.) o kel &Ho] wWed o}l (0.4 L, & % 40% &4
S H7bskar, 4 AZF Feh awkssitt. TLC ol o8] FAIE whep 22 vhgo g7 & Jks E3ES S
AlZ1a, Algk (5l x 3 3]) o2 AFFAL, combi ZHA AY TZulEH o o3 Xﬁﬂc}o% 11 mg (9% &+

%) o &5 B4 TS A0

AAe 15: wWE (2F)-2-WE A o]u] =-2-[3-wE-2-[ [(H)-(1-WE-3-Hd-Z2 Z2-o]dg|dl)o}u| = | A v & ]
Hd oA E ol E
CHs,
=z N
HsC” N

OHEYEZ (15 ml) T 4-FLdFE-3-2 =S4 (1 g, Al EdZ o] g A A9

01-2-& EtEg A 1eq.) 9 W
HhEl gl ol EYE™ (5 ml) o & H?l /‘ﬂfr FI2HY|o]E (4.08 g, 2 eq.) % WHE

He)-3-w e -5 d |-2-H| A ]Uli—o}/ﬂ]Eﬂo]E 7g, 1eq.) & 25C oA H7lstar, o] :elA 4 A3t &
RIRTAN A HES-e] TLC FAE g8 F, %E & “‘E‘r"]EE sl o3tstar, olE oAlEelE (3 x 30
ml) = AlHs3i. a¥ g, O%#a% SHAZIAL, A T 150 ol" oAHO|EE o] E oA AESt
of A9l ARvtEIqI ] o8] HAlste], 1.1 g (& 51%) 4 A srES 56l
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[0278]
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1H NMR (500 MHz, DMSO-d8): 8 7.54-7.52 (m, 2H), 7.47-7.42 (m, 3H), 7.34-7.29 (m, 2H),
7.04-7.02 (m, 1H), 5.01 (bs, 2H), 3.93 (s, 3H), 3.74 (s, 3H) 2.40 (s, 3H), 1.96 (s, 3H).

2 A] o _16:
(2B)-2-v EA| o] v =N & -2~ [3-w & -2-[ [ (E)-(1-WE-3-Fd-Z 2 L -2-o]d g| dl ) o} 1] = | S A | & | H| o} A

o=

HaC.
CH;
N’o
/
Z .o, N,
HyC” °N CHs
(o]

25T oA THF (10 ml) F WE (2E)-2-WEA olv] =-2-[2-[[(F)-(1-HE-3-Fd-Z 2 Z-2-20 - 2] {
SA WA oA EH O E (Al 15) (750 mg, 1 eq.) ¢ wwky §de wE ofgl (0.6 m
g & Hr7leta, 5 AIF SoF awkskit), TLC ol oja] A€ wie} 22 kg

e E3HEC] H7lsta, olE olAlEHIOIE (3 x 30 ml) & ARESte] FEEa, 23E %71*&%
o A= , OJER AZXAIZT. |ulE AAG A vZA BHAES TS5, oF
O|EE ol o RA AM&ste] Aq ARmEI I o] FAlste], 450 mg (60%

=7

H NMR (500 MHz, DMSO-d6): 5 8.21 (s,
1H) 7.54-7.52 (m, 2H), 7.46-7.42 (m, 3H), 7.31-7.26 (m, 2H), 6.96-6.94 (m, 1H), 5.00 (bs, 2H),
3.88 (s, 3H), 2.70 (s, 3H) 2.39 (s, 3H), 1.96 (s, 3H).

Al 120 wE (2E)-2-vlEA o] 2= [2-[[(B)-[1-ME-3-[4-(Ed EF 25 s d | 22 = -2-o] d 2] dl | o}
o= ]S A " ] s d Job Al o] E

SHHAEYUEY (8 ml) F 4-[4-(EZYEFLEVEADIAL]|FE-3-20-2- &4 (A= Ed~ o]44
24 300 mg, 1 eq.) o myte &lo] Ag FFEHUOIE (820 mg, 2 eq.) 2 uﬂE‘ (2B)-2-[2- wwe) s
J]-2-WZE A o] n| -0} H O] E (350 mg, 1 eq.) & 25T oA H7lela, o] &XoA 2 AzF Hek wulaigict.

HHE-o] TLC ZAIE &8 §, £35S Agfo|EES Fd o#stal, o" opElo]E (25 ml) = A|HS
a9 v, oHES FEAIAL, e F 15-20% " ofAMHO|EE o] FA o ®A] AlEate] A iiﬂ}i

el ol AgAlste], ®Al SHehE (500 mg, 90% &) & FEESAT
H NMR (500 MHz, DMSO-d6):

5 7.69-7.67 (M, 2H), 7.46 - 7.24 (m, 5H), 7.24-7.22 (m, 1H), 5.01 (s, 2H), 3.95 (s, 3H), 3.76 (s,
3H), 1.99 (s, 3H).

A Ao 115 (2B)-2-H 5] o] 0] wemNer e =a-[2-[ [(B)-[ 1-v ©-3-[4-(E 2] 250 2| BA) sl Y |- 23 -2-0] U g]
W) o) 1] 5 Ao ] 59 o A E o] =

CHj
el
= N
Z o. N.
Haer N CHy
o (o]

F/i\F

LM T (6 ml) % M8 (2E)-2-W5A o] i-2-[2-[[(B)-[1- ] B-3-[4-(Ee] EF- Q. 2r] 54 s Y] L2 =

~2-old ] dl Jobr) ] A M | d JobAlHl o] £ (7] ew o 12) o wurel ghel WY ob¥l (0.6 ml, B F

106 o) & Azkeba 2 A7k Heb mukekich.  ILC of ola) EAIE vhel 2o weg 9® ¥ E (15 m)
8

T [e)
S whe EFHEo| Hrlsta, oE ofAHOlE (3 x 15 ml) & AFgste] FEsta, 2¥E £714S AFE AL
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[0289]

[0290]
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[0295]

[0296]
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ato] AlHstaL, 2 Eiﬂ olER AXAZH. |mE AAst] MAA Ad=s F5saL, oE AY T
30-35% E ofAHO|EE olF/dow Argete] A AmviEId vl ofs] GAlsto], #Al = (220 mg,
3% TE) = —’F%ﬂ"ﬂﬁ}

H NMR (500 MHz,
DMSO-dB): 5 8.26 (s, 1H), 8.25 — 8.25 (d, J = 5Hz, 2H), 7.69 - 7.67 (m, 5H), 7.36-7.15 (m, 1H),
5.02 (s, 2H), 3.90 (s, 3H), 2.71 (d, J = 5Hz, 3H), 2.02 (s, 3H).

AA 220 WE (2E)-2-mEA] o] v :e—2-[3-W| 2 -2-[[(E)-[1-WE-3-[4—-(EY ZF L2 EA])-d d | L& Z-2-0]
e Jopr e[S mE o d JobA el o] E

oA 10 EeE-[2-[4-(EgSF e E5AD s d ol el d [

A S THF 5 ml) T 1-2254-(EFZF2WEANHA (500 mg, 1 eq.) 2 nHky Lo Ego|dolw]
(3.5ml, 3eq.), EFuEAH olAE@ (0.731 ml, 3 eq.), Cul (33 mg, 0.1 eq.) & PAC1,(PPhy), (122 mg,

0.1 eq.) & H7ketaL, 60T oA 2 AR &<t waksgict. HES-o] TLC FA1E ¢ 3‘?, EgeEs ATelE
2 B3 oFsta & (10 m) & UG F71°8& old obAE ]E 15 ml) & Ab&sto]
FEsha, =g f718E fé?—g— AHgsted MRSk, hE Edo]ER AXAZH. MHE AAste WA

A AHEE S5, olf AY AnckEadu o A, SNl (SAEEL NS
19 &) & 5390

—~
i~
(]
(]
=

OQ
[os)
O
=

H NMR (500 MHz,
CDCly): 8 7.29 (d, J = 8.00 Hz, 2H), 6.95 (d, J = 8.00 Hz, 2H), 0.06 (s, 9H).

A 2 1 Eld-4-(EFEF L2 EA])HAl

THF (44 ml) & EdWE-[2-4-(EYSF2HEADH]AE D] AT (4.4 g, 1 eq.) o wukE g0 HE
gRecny ZEogo]= (TBAF) (1.7 ml, THE & 1 M 30“) 0°C oA Z71ateltt. g &AE 0
2 5C oA 5 & Fe ks3It TLC o ofs FAlE whe} 22 9kgo] ¢85 §, & (50 ml) < 0T o
A Hrtete] wbg E9ES 2AA S F7145 e ofAHIOlE (3 x 25 ml) & AMgsle] FEslal, =
T 1% Qs AR AFHS R, &F EW0ER HERAZ. EE AAS S vAA WYES
FESAL, olE e F 2-5% olE oMAHICIEE o]t o RA AMEslY Ay AZulEre|dd o] AA|sh,
I e d-4-(Ef ST o2 S DAl (1 g, 41% &) & F583
'H NMR (500 MHz, CDCls): 6 7.43 (d, J = 8.00 Hz, 2H), 7.08 (d, J = 8.00 Hz, 2H),

3.01 (s, 1H).
B 3 4-[4-(EEF L2 HEA) AL R E-3-¢1-2-&

=78C oA THF (10 ml) T 1-9E|Ld-4-(EZFZHEA)MA (1 g, 1 eq.) 2 nWtE &Mdof n-3d 2§
o 2.5 M €9 (2.58 ml, A F 2.5 M, 1.2 eq.) & Hrleta, TL3 2204 20 & Fob wwt

a8 o, THF (2 ml) & <lE olAEo|E (0 63 ml, 1.2 eq.) & -78T °lA, o]F HE EgIZF

told o= 234 (0.72 ml, 1.2 eq.) @ 1 13
t}. TLC o <f3f A= H}Q} Fa s
3la, g olAlHOlE (3 x 15 ml) & F=
A=A |l AA =, vgA A
d A2vtEge o AAste], 4-[4-(
E3kait.

ﬂllﬂl
9
_C|>1_',
}0
H
j:
Zi
N
s
o
f
T
T
olo
ot 2
o
e
tlo

olo
o
e

ox, M
o
o
kl

=y
o
i,
do T
N
o
mlo

-20% oE olME|C]EE o] do A AlEsle] A
AL FE-3-¢1-2-2 (0.5 g, 41% &) & F

_4M

'H NMR
(500 MHz, CDCl3): 6 7.64 (d, J = 8.00 Hz, 2H), 7.26 (d, J = 8.00 Hz, 2H), 3.1 (s, 3H).
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[0302]
[0303]

[0304]
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A 4 4-[4-(EYEF 25 AD) #d [but-3-91-2-2 %4

10C oA dee: & (4:1) 9 2385 = 4-(EEF2uESAD) AL [ F-E-3-21-2-2 (500 mg, 1 eq.) ¢
Wby golof| | =FHolN =2 FRE E‘rol‘: (302 mg, 2 eq.) @ AF olAEHIO|E (359 mg, 2 eq.) & H7}5}
St ESY¥ES 10 WA 15T oA 2 AIZE FeF wykstgict. ool TLC MY 98 &, £35S
ZEES FEA7L, & (16 ml) & H7teta, o€ ofAHolE (3 x 156 ml) & FZ33T). =3E 771
& A5E A&} A= 8har, e o] ER AxA7]5L, S E A| A 8}
4-[4- (BT EFLZ2WEA AL FE-3-91-2- A (500 mg, 93% &) & £ L 7 old&AA E3&E
(50:50) =A $58kaL, o]E ¢loje] A glo 1 o5 dAlel AA AREsEl ).

@A 50 WE (20)-2-vEA o] v -2~ [3-H e -2-[ [(B)-[1-HE-3-[4-(E ZF L2 EA)Hd | 22 Z-2-0] g
il o}uu S A E ] d JolA El o] E

SMAEYEH (8 ml) & 4-[4
24 250 mg, 1 eq.) o nHtE g ﬂﬂ‘ ﬂemﬂ ]E (670 mg, 2 eq.) 2 WE (2E)—2—[2—( =5

|
(308 mg, 1 eq.) = 25C oA H7}3laL, o] &ZoA] 2 AIZF H<F o

3-wld-sd ]-2-w| 5 Al o] 1] ke-of A €] o]

Flas s Hhge] TLC HAIE i F, EFES Adeto|EE S oFstar, og olAlHC|E (25 ml) &
A= skt a9 o, AHES AT, e T 15200 oY oA HEE oo RN ALgd}d]
Ay AazntEadyle os) FAste], A 3= (400 mg, 84% F&) & F5I

H NMR (500 MHz,
DMSO-d8): 8 7.77 (d, J = 8 Hz, 2H), 7.49 (d, J = 8 Hz, 2H), 7.34 — 7.29 (m, 2H), 7.01 — 7.00 (m,
1H), 5.50 (bs, 1H), 5.00 (bs, 1H), 3.86 (s, 3H), 3.65 (s, 3H), 2.46 (s, 3H), 2.05 (s, 3H).

AAd 21t (2E)-2-wFA oW -V -2 [3-w 2= [[(B)-[1-7 & -3-[4- (B &F Q= 5 A ) o d | 2= 2 -2-
ofd e dl]opul e |5 A " ol d JopAl Eofr] =

g1 ol 2 A ol ] A A E A el = (37

g o9l (0.6 ml, & & 40% &) & Hulsta, 2 A7 = =
g2 3% 5 (1o ml) & ¥bg &350 #Ulstar, og ofAHCE (3 x 15 ml) & A3t F&31aL, &
7S AFE ARESt] AlFHS AL, AF ST ER HARAZL. o] AA -, WA BEAES
= 30-35% 011% SMAHIO|EE o] o R AMgste]l Ay ARwtE I o3 FAste, ®A SFE
(220 mg, 71% &) 5313

¢ % Tl
(it ofo
off Jo o 2

U

H NMR (500 MHz,
DMSO-d8): 8 8.2 (bs, 1H), 7.67 (d, J = 5 Hz, 2H), 7.44 (d, J = 10 Hz, 2H), 7.30 — 7.27 (m, 2H),
6.9 —7.00 (m, 1H), 5.00 (bs, 2H), 3.3 (s, 3H), 2.68 (d, 3H), 2.39 (s, 3H), 1.97 (s, 3H).

£ S olAe] 7] AAaE A7) AAR ke o] FATL, E L oA 71AE ks o] LONS o o8] 54
qstgict,
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[0308]

[0309]

ge] A

B Al MAE

Z&H: Agilent Eclipse Plus C18
(50 mm x 4.6 mm % 3 ym)
ols4:

A2 3 10mM ¥2E Z2HO|E.

B: OMELIER & 0.1% ZEAL

THY: 10% B - 100% B, 1.5 2. 8X| 1 £ 100%

B.1 & 10%B. A& AlZh:350 E= 3.75 &.

LCMS2020 (Shimadzu)
ol2st S=#:ESI

Zl2F #42]:100 — 800 amu

0

24 0|F; YAl AT
LC A|AH!: Nexera T ¢t
AlAEL Hol4E| H=

HE7|: PDA

Tuh

S 1.2miE;, 48 2&:30°C/40°C A0 mhEh 220 nm/ =[O E2
44 B x| AR

Z4%: Xbridge Shield RP18 (2.1x 50mm x 5 ym) | Agilent 1200 & 61208

O|S A ol2st 3= ESI

A: H,0+10mM NH,HCO3; B: OFMIELIEZ
THi: 5% B, 0.40 £ %! 5-95% B, 0.40-3.40 £,
95% B Ol 0.45 B S92t |Xl, 95-5% B, 0.01

B, A# AlZ 450 £.

A&, Hol2| H=

R 08mIE; WY 2£:40°C HE7I: PDA

A mE: 220 nm
dHc x| MSALE
Z4&: Xbridge Shield RP18 (2.1 x 50mm x 5 um) | Agilent 1200 & 61208
OlS4: ol2st ZZ¥: ESl

A: H,0+10mM NH,HCO;; B: OtMELIEZ!.

T HH: 50%B, 0.40 &;50-100% B, 0.40-3.40 £,
100% B ollM 0.45 B S¢t %[, 100-50% B,
0.01 2. &A™ Alzh: 450 =.

FE:0.8ml/E; ZH 2&:40°C

2 #2]:100 — 1000 amu
2 4 WAL A

AlAE, HHO|HE| H=
HE7I: PDA

A7 T 220 nm

4™ D

x| MFAE

ZH: Xbridge Shield RP18 (2.1 x 50mm x 5 ym)

Agilent 1200 & 6120B

_44_
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[0310]

oS4k

A: H0+10mM NH4HCO3; B: OtMELIEZ!.
THH: 50%B, 0.40 £;50-100% B, 0.40-3.40 &,
100% B 0lA{ 0.45 & S¢t {Xl, 100-50% B,
0.01 &. &3 AlZh 450 &.

RF.08mIE; EdH 28:40°C

274 & 220 nm

4] E

x| AR

ZHY: Kinetex -C18 (50 mm x 2.1 mm x 5 ym)
ols4:

A: 2 5 0.037% ECIZEF2Z0IMEA

B: OIMELIEZ! & 0.018% ECIEFLLEOME
Ak

THH: 5% B, 0.40 &;5-95% B, 0.4-3.0 &, 95% B
oM 1.00 2 52 RXI;95-5%B, 0.01 £.

S 1.0mUE; dH 2E:40°C

Shimadzu LC-20AD&MS 2020

ol2& ZZ#:ESI

-

C AIAEl: Nexera 19 FH| AlA
2, Htol2| "=
AZ7|: DAD

AN mEh220nm/ ECi E2

0%
IE

F

x| MFAE

Zd™: Agilent Eclipse Plus C18 (50 mm x 4.6 m
m x 3 pm)

ols 4

AE 3 10mM ¥2E ZE2MH0|E.

B: OIMELIER

TH{: 10% B -» 100% B, 5 &. |%| 3 & 100%
B.2 & 10% B. && Alzh: 10 &.

T 12miE; 2 28:40°C

LCMS2020 (Shimadzu)

ol23t S=Z#: ESI

Z2F #2}: 100 — 800 amu

Ay

o 0lF; YAl A

-

C AIAEl: Nexera 19 FH| AlA
=, doldel H=
AE7|: PDA

A o220 nm/ ZCH ER
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3% S
No. X Ri[&2] g = g
1 2.04 365 A
2 1.93 364 A
2.21 399
2.1 398
CHy
el
Br z N N 2.15 444
HaC” N “CHj
0
CH,
n-©
Br & 2.07 443
HyC” N “CHj
[0312]
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[0313]

No. IE Ri[ 2] 2 9
CHs
7 Pas 2.11 383 A
Zz .
H3C’o‘ O‘CH3
F (o]
CHj
.0,
8 z N 2.04 382 A
H3C” °N ~CHj
.
F CHj
9 T 2.10 448 A
HaC” N “CHy
£ CHj
10 | 7] ° 223 449 A
HsC” N O‘CH3
o]
CHs
_0,
11 . Z N7 1 N 2.14 448 A
FS\ HyC” ™ ~CHs
F: O o]
CHs
eJ
12 . # T 1 o 2.23 449 A
F>L HyCo ™ “CH;
F O ]
CHj
.0
13 Zz N 213 432 A
H3C” N “CHj,
F3C (o]
14 2.21 433 A
15 217 379 A
16 2.05 378 A
17 2.18 446 A
F5C o
CH3H3C
18 - N’O‘;O i o | 228 | 447 A
H3C” N “CHj
F3C (o]
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[0314]

No. I2x Ri[&2] g ==
CHs HsC.
19 Pas 216 392 A
Hye- O NecH,
H;C
CHs HsC
20 Pas 227 383 A
Hac O OsCHy
HsC
CHy H3C.
0.
21 . Z N N 2.19 462 A
Eﬂ\o HaC” “CH,
22 208 463 A
23 224 393 A
24 214 392 A
25 217 462 A
2 225 463 A
o, HeC
0.
27 | o | o219 462 A
! HyC” “CH,
on, €
0.
P A
2| oy nn L e | 228 463
CHj HiC
29 | oz 219 456 A
Hae O AR
CH, H3C.
30 | e 2z 23 459 A
Hye-O NN O cH,
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ZIHSd 10-2023-0022864

No. T2 RI2]| =g Elt=
o, HiC
31 s 216 412 A
HaC O NacH,
Cl e}
CH, HiC
32 P 22 413 A
ch’o‘N O‘CHg
Cl (o]
CHj H3C
33 P 2.07 396 A
H3C’O‘N N‘CHa
F o]
CHj HiC
34 Pas 2.18 397 A
ch’O‘N O\CHg
F o]

e
35 G/L X ; . 2.07 383 A
Z NN ~
o
)
36 FC/LN “ 1 o 2.18 397 A
~Z N ~
0
37 | . s .| 201 382 A
/ow NG
O
.0
38 F\Q/L " :o i " 2.06 396 A
TN ~
o
.o
39 Q/L " 1 . 2.26 447 A
~ N ~
o]
el
40 O/ OV\Q(N 2.16 446 A
NN ~
o}
Kl
41 Fﬁc©/N fg}(o 22 433 A
PRI ~
=]
42 \Q/L”’Oo;gio 224 | 393 A
7 N ~
[¢]

[0315]
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[0316]

No. 2xE Ri[&] &g =g
43 \Q/L“’OO | 219 | 79 A
ZNN
o
,O
44 FsC@/N \O/?(n 210 432 A
~ 7N
o
Br Pl
45 Pa 225 459 A
/O‘N O\
o
Br )
46 Z T 22 445 A
YN ~
0
Br W°
47 Z Y 2.15 458 A
YN ~
o]
Br R
48 Z " H 2.14 444 A
NN ~
o]
40
49 @/ V\O £ q 214 | 392 A
~Z N ~
[e]
.0
50 @/L v i . 2.21 379 A
<N ~
o]
el
51 @/L” > i ‘ 2.09 378 A
¥ o]
52 @/L ,£ o 224 449 A
53 @/L OGN 2.14 448 A
R
54 /Q/L /] o 2.12 445 A
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[0317]

No. PE RIE2]| B EIg=
55 /G/L,i i 214 | 444 A
Br o
56 @/L “/i o 2.29 459 A
Br o
)
57 \Q/L v I 2.16 392 A
NN ~
o
)
58 \Q/ /1 i 2.09 378 A
o
59 @%’i i 2.19 456 A
F N'O
60 Z Y. 2.1 383 A
<~ N ~
o}
F el
61 Zz " 2.15 397 A
" [e]
F N’O
62 Z VY 1.99 382 A
~ SN ~
[}
F .o
63 Z VT 2.04 396 A
NN ~
[s]
64 @/L /i o 226 | 447 A
65 Q/L ,; o 2.21 433 A
CFy W-°
66 Z VY. 2.23 447 A
~ SN ~
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No. ax Ri[ 2]

CFy el
67 Zz T 2.19 433 A
~ N ~
CF3 W-°
68 Z Yy 2.12 446 A
<N ~
CFy ©
69 Z Ty 2.09 432 A
~Z NN ~
.0
70 @/ " /O: /£ oL 2.17 396 A
F [¢]
71 Q/L/Ol oL 2.09 399 A
o]
.0
72 \O/ /1 o 22 413 A
L0
73 ()/L " /l . 2.1 398 A
o
cl N,o
74 z T, 2.18 399 A
Z N ~
cl °
75 Zz Y 22 413 A
7N ~
76 Zz N " 2.08 398 A
.0
77 0'0/ /1 . 216 | 412 A
cl .0
78 z " b 46 412 F
PRt ~

[V}
o
oF
113

[0318]
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[0319]

No. 2E Ri[2] = g
-0
79 Z " 1 o | 222 449 A
F;CO 7N 3 ~
80 Z i ! 2.14 448 A
<N ~
S o
F3C
o .0
81 v \:O £ . | 221 449 A
~ N ~
o
F3C
o] - ©
82 Z " V\o £ " 2.06 448 A
N ~
[e]
83 s W | 202 416 A
/O\N NG
Cl 9]
]
84 Kj/ . J | 184 | 44441 c
FX Pt ~
° 0
e
85 |« ]Q/L N 1 o | 226 4451 c
X NN ~
F O )
el
86 5/N N 12 " 225 | 4382 c
P ~
Cl " [
Ko
87 2z o | 229 4232 c
~Z N ~
A, !
X
88 z "7 1| 1.88 422.2 c
A !
.0
89 Z 0 S e | 231 405.2 C
o)
F .0
90 A . 2.19 4171 C
~ N ~

cl
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[0320]

No. TE Rig]| 2% e
91 /5/”’0 M £ . | 262 | 4391 C
~ N ~
Cl o
92 Z “’/O\Ni i_ | 343 | 4042 B
o
cl el
93 Z N 220 | 433.1 c
/O‘N O\
Cl [¢]
CFy el
94 z " . 2.49 467.1 C
N ~
[¢] o
Rel
95 Q/ " /J o | 242 | 4372 c
FgC‘O )
el
9% @/L /O‘Ni i | 202 | 4362 C
FBC\O 5
I o
97 Pal 254 | 437.1 c
o. oL
Cl " o
98 Z /i o | 214 | 4631 c
CF; N,o
99 7 1 4 | 213 | 4661 c
NN ~
Cl O
100 | (O J@/ ’°‘"£r°‘ 252 | 4751 c
F
F o _0
101 | ° Z " wo| 175 4441 C
~ NN ~
o
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[0321]

No. 2x RIZ]| Z oy
. N‘O
102 7 s e | 217 | 4212 c
AOQ/L Er
-
F~o W©
103 | © Z o o | 219 4451 C
o
104 ,Q/ /i | 172 | 4622 c
(f o
105 o | 217 | 4361 c
/O‘N N\
Cl o
108 | 5 Z Nt»mi | 173 | 4202 c
cl o
107 Z NV ‘ 176 | 432.1 c
P, ~
Cl [¢]
o
108 L 248 | 4732 c
Oy °<
CF, o
R
109 /5%” N 1 o | 279 | 4412 c
Pt ~
Cl [e]
Pl
110 5/“ N 1 0 245 | 4402 c
P ~
Cl o]
1| L Z Mi“\ 219 | 4742 c
s
112 Q%v% 2.73 428 E
oL, N
Cl o]
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[0322]

No. 2E Ri[ 2] g 28
|
o
113 O 294 | 4201 D
~ 0 N SN
Cl o]
.0
114 Z N 215 382 A
AONANON
F o
F
115 J ) : .
A | 247 | 4022 c
oA
[¢] o}
el
116 R A 1 ol | 174 | 4502 c
oo l " o
el
17 M ”/o‘i | 316 | 4491 B
PO I " o
F
118 J P 278 | 4932 c
SuliEn
Cl o
e
119 5\/L“ - " 213 | 4722 c
7N ~
CF3 o
.0
120 Jg)/L /; i | 310 | 4882 D
g 0
0
121 5/ o d o | 323 | 4892 D
oo o
0 0
122 | ~ ~ /i ol | 213 | 454 A
F 0
o / W0
123 | ~ 7 S el | 212 | 455 A
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5

=

=

H

el
=)

454
455
464
455
453

212
2.01
2.01
1.89

A ESHA o

No.
124
125
126
127
128

[0323]
[0324]

ol

[0325]

=

0

=5

z‘rﬂl—

z
o] B& A Alo] (PHAKPA P2)

e

F97F 5 ml 7k 5 :
ojojA, o] A% &N VIAE Evl-F3A-=

=
-7

=

o

ol 4] o

ATt

7}51 S

=

=]

sk,

[<)

#4]

]

TE2 8

=

37} 100 ml 7} H ==
o

_?_
o A

o

= ol 99 ) 1 9 Svl-3kAl W] (F9]) = &A1

=

[0326]
[0327]

oy

[0328]

el

<
ool

N
Ho

Foict.

e A s

ol
=

o ¥535}e]
60 WA 80% 2] Al =9

ol
3T

nEe

i

o]
el

Foict.

o

H ol A Al

i=}

=

QA A
i

=i
=

b 23-27TC

R84

2 9 B

o
=

18+ F129L

<

N

A

EERVIREY
F5 %2 20 A 24C 9 7}

&

Bufel 24 A ZE Ft EHAFA.

Eay

h=]

"
B

°

i
o
il
%o

Ho

—~

Foict.

S

T 2 60 WA 80% < “dui

% 2 Al

o7 85% B} &=k,

a

k=
o] B354 Alo] (PHAKPA P6)

o
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hal

3
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o
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<R

g
o
el
i
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[0330]

60

=9t 23-27C 2
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6

el
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=

]

A
&

B

Foict.

S

2 Al
WA 80% o e s =4 AWl Al

o
=
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A==
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o 1
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[0332]
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SHE
1:
PHAKPA PHAKPA
28 =& (%) g 2T (%)
16 ppm | 16 ppm 16 ppm | 16 ppm
No. | £ No. | X
OIA 2] P2|0IA2l PE OolAl Sl P2|0IIAI2l PB
1 Q/ vg 38 58 9 |* Cj/kv% 0 5
ri CH,
2 ©/L o7 90 10 |" 1 2 Vg( 70 83
HjC N HJC‘O‘ O‘CHE
Q/ V% w| 7O 70 11 M vg 53 67
CI’ o Pﬁ\ i
4 “E( 3 12 Q/*’ VQ 93 100
HaC” F>L HaC N
5 \Q/i CVNZ 1 16 @/k J?( 0 0
HaCr N
6 Of& 25 43 19 Q//»Jij( 0 06
7 Q/ V?( 30 50 20 E 2 1
8 J:)/L‘ Vg 0 07 21 Q/L J% 25 33
HaC” O F>L Hye O
[0333]
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[0334]

=

PHAKPA PHAKPA
2E 2F (%) g +F (%)
16 ppm | 16 ppm 16 ppm | 16 ppm
No. | 2% No. | £
IA2 P2|0IIAS] P6 OIA 2 P2IIIAS P6
22 Q,%?% 93 97 38 |. O/v\?( 0 1
CH3
25 ; £ 0 0 40 7@/& 0 0
26 |° @//L 2 6 4 | O/V?ﬂ 50 67
27 \O/&HC\% 0 0 42 \@/N O\OEC 3 6
2 |y i i 0 0 43 Q/L% a0 | 27
29 O/K;? 1 0 44 .. @/L [ 3 ] 5
30 ME 0 0 4 |7 [ | s -
3 Q% e 2 0 ° 46 @/ng}( 47 37
32 % 12 35 . .
oo 47 Z Y 0 0
33 Q/* J?( 0 0
oo 48 | I Y 0 2
34 Q/ J?( 0 0
HsC” N’ 49 @/LN,O\O:Q(N O O
35 F\Q/LN“’DVEO 32 25 -
i 51 @/LV% 0 0
s | @/LE A . Y
d 52 Q%V? .| 18 33
37 |, T@/LV% 6 8 -
° 53 G/LV? .| 0 0
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[0335]

=

PHAKPA PHAKPA
B 2T (%) & =F (%)
16 ppm | 16 ppm 16 ppm | 16 ppm
No. | 2 & No. | &
OIASl P2|0lA2l P6 OllASl P2|0lA2l PE
Oy N O NG
oS o o | g2 |
56 J@/ 53 | 18 37 70 Q/LH 0 o
57 ©/1 o O 0 71| G/LV% 20 17
58 ©/ i g 2 4 72 . Q/Lv\% 7 8
59 @/L V\% 13 28 73 |. O/v% 1 0
60 | L~z V% 40 17 74 | §_~ g 42 47
61 | I~ J% 8 8 75 | I~ Ji 22 40
62 | |~ V? .2 2 [P /J o] 3 4
63 | I~ E 0 0 " W@/L /Ji\ 0 0
. 78 | § . 0 0
64 Q/L Y .| 43 60 PPN
. 79 V\E 67 50
65 J@/ vgi 80 70 ,©/
. . 80 é;aj | 43 28
66 L 17 30 Ay
82 |} 4;9( 4 27
67 CFy P ,oo . 50 60 Z TN X ~
83 Iz V% 17 22
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[0336]

=

PHAKPA PHAKPA
A& F %) &l & —J,\——’,_F—(%,)
16 ppm | 16 ppm 16 ppm | 16 ppm
No. | & No. | 2
OllA Sl P2|0llA2l PE OlIASl P2|0lA2l P6
84 | ., ~» V?(\ 77 67 104 Q/%Vi | 53 32
85 jg/vi 100 83 106 Q/L V@( 23 13
X, Sy A
86 gj/vg( 5 18 107 | 1= V% 27 15
8 | Q/L V% [ 108 52& 0 | 67
90 o “';—%o\ %0 57 109 5/"% 11 12
91 gj//vg | s 43 110 5% “gi 0 )
92 V/Q/ ir\ €0 57 1M1 |y O/ i 33 23
93 | | e 87 97 :
PO SN 112 @/v% 38 25
Cl o] z /O‘N n\
94 L~ Ji 53 47 )
113 @/1% 87 77
98 O/ ”;AE 73 93 - -
114 /Q/ngr 0 0
% | A” & 0 0 — °
O s 3 V?( 2 1
100 " S J\W 77 77 3 Ay
o o 116 o VE .| 8o 67
101 @/L PO C 2 e R Y
117 N P Vg ; 77 63
102 N 80 63 )
103 @%v?( 28 22 18 :/ “9( ° 4
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PHAKPA PHAKPA
AE 2T (%) & T (%)
No. | 2= 16 ppm | 16 ppm No. | 2= 16 ppm | 16 ppm

OlA 2l P2|0lA 2l P6 OlA<l P2(0llA 2l P6

119 %/V% 77 77 123 | A ” VZ | 43 37
» so

120 J:E/L‘)g | 15 22 124 - E 14 53
Jo

121 5/& .| 87 53 125 - ;?( 17 45
i

122 | A= j\ i .| 73 60 127 & J% 53 47

[0337] : °
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