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AL S MIFRONT . 2-A- 15 1.2-A-330.

[0146] KA.
5 n R* R? R*
A-1 0 - CH; |CH;
A-2 1 2-F CH; | CHs;
A-3 1 2-Cl CH; |CHs;
A-4 1 2-Br CH; | CH3
A-5 1 2-CH; CH; |CHs
A-6 1 2-CHF, CH; | CHs;
A-7 1 2-CF; CH; |CHs;

[0147] A-8 1 2-OCH; CH; |CH;
A-9 1 2-OCHF: CH; |CH;
A-10 1 2-0OCF3 CHs |CHs
A-11 1 2-C2Hs CHs |CHs
A-12 1 2-CH:CF; CH; | CHs
A-13 1 2-CH=CH: CH; |CHs;
A-14 1 2-C¢Hs CH; |CH3
A-15 1 2-C=CH CH; |CH3
A-16 1 2-C=CCH; CH; | CHs
A-17 1 2-C3Hs CH; | CH3
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[0148]

)i n R* R} R*

A-18 1 2-C(=NOCH:3)CH3 CH; |CHs
A-19 1 2-CN CH; | CH3
A-20 1 3-F CH; | CH3
A-21 1 3-Cl CH; | CH3
A-22 1 3-Br CH; |CH;
A-23 1 3-CH; CH; | CH;
A-24 1 3-CHF; CH; |CH3
A-25 1 3-CF; CH; |CH3
A-26 1 3-OCH3; CHs: |CH3
A-27 1 3-OCHF: CH; |CH;3
A-28 1 3-OCF; CHs |CH3
A-29 1 3-C,Hs CH; | CH;
A-30 1 3-CH:CF3 CH; |CH3
A-31 1 3-CH=CH; CH; |CH;3
A-32 1 3-CsHs CH; |CH;
A-33 1 3-C=CH CH; |CH;
A-34 1 3-C=CCH3; CH; |CH;
A-35 1 3-Cs;Hs CH; |CH;
A-36 1 3-C(=NOCH;)CHj; CH; | CH;
A-37 1 3-CN CH: | CHs
A-38 1 4-F CHs: | CH3
A-39 1 4-Cl CH; |CH;3
A-40 1 4-Br CH; | CH3
A-41 1 4-CH; CH; | CH;
A-42 1 4-CHF; CH; |CH;
A-43 1 4-CF; CH; |CH;3
A-44 1 4-OCH3 CH; |CH;3
A-45 1 4-OCHF, CH; |CH;
A-46 1 4-OCF; CH; | CH;
A-47 1 4-C;Hs CH; |CH;
A-48 1 4-CH:CF3 CHs |CHs
A-49 1 4-CH=CH; CH; |CH;
A-50 1 4-CsHs CH; | CH;3
A-51 1 4-C=CH CH; | CH3
A-52 1 4-C=CCH;3; CH; |CH;
A-53 1 4-C;Hs CH; | CH;
A-54 1 4-C(=NOCH3;)CH3; CHs | CHs
A-55 1 4-CN CHs |CHs
A-56 0 - CH; | C;Hs
A-57 1 2-F CH; | C:Hs
A-58 1 2-Cl CHs | C:Hs
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[0149]

)i n R*® R} R*

A-59 1 2-Br CH; | C:Hs
A-60 1 2-CH; CH; | C:Hs
A-61 1 2-CHF; CH; | C:Hs
A-62 1 2-CF; CH; | C;Hs
A-63 1 2-OCH; CH; | C;Hs
A-64 1 2-OCHF; CHs | C:Hs
A-65 1 2-OCF3; CH; | C:Hs
A-66 1 2-C;Hs CH; | C:Hs
A-67 1 2-CH:2CF3 CH; | C:Hs
A-68 1 2-CH=CH:; CH; | C:Hs
A-69 1 2-C¢Hs CH; | C:Hs
A-70 1 2-C=CH CH; | C:Hs
A-T1 1 2-C=CCHj3; CH; | C:Hs
A-T72 1 2-C3Hs CH: | C:Hs
A-73 1 2-C(=NOCH3;)CH3 CH; | C:Hs
A-74 1 2-CN CH; | C.Hs
A-75 1 3-F CH; | C.Hs
A-76 1 3-Cl1 CH; | C.Hs
A-T77 1 3-Br CH3 Csz
A-T78 1 3-CH; CH: | C:Hs
A-T79 1 3-CHF: CHs | C:Hs
A-80 1 3-CF; CH; | C;Hs
A-81 1 3-OCH; CH: | C:Hs
A-82 1 3-OCHF: CH; | C:Hs
A-83 1 3-OCF; CH: | C:Hs
A-84 1 3-C;Hs CH: | C:Hs
A-85 1 3-CH:CF3; CH: | C:Hs
A-86 1 3-CH=CH; CH; | C.Hs
A-87 1 3-CeHs CH; | C:Hs
A-88 1 3-C=CH CH; | C;Hs
A-89 1 3-C=CCHj3; CHs | C:Hs
A-90 1 3-C3;Hs CH; | C:Hs
A-91 1 3-C(=NOCH;)CH3; CH; | C:Hs
A-92 1 3-CN CH; | C:Hs
A-93 1 4-F CH; | C:Hs
A-94 1 4-Cl CH; | C:Hs
A-95 1 4-Br CHs | C:Hs
A-96 1 4-CH3 CHs | C:Hs
A-97 1 4-CHF; CH; | C:Hs
A-98 1 4-CF; CH; | C;Hs
A-99 1 4-OCH3 CHs | C2Hs
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[0150]

A n R R |R
A-100 1 4-OCHF: CH; | C:Hs
A-101 1 4-OCF; CH; | C;Hs
A-102 1 4-C,Hs CH; | C:Hs
A-103 1 4-CH,CF; CH; | C:Hs
A-104 1 4-CH=CH; CH; | C;Hs
A-105 1 4-Ce¢Hs CHs | C:Hs
A-106 1 4-C=CH CH; | C;Hs
A-107 1 4-C=CCH3; CH; | C:Hs
A-108 1 4-C;Hs CH; | C:Hs
A-109 1 4-C(=NOCH3;)CH3; CH; | C:Hs
A-110 1 4-CN CH; | C:Hs
A-111 0 - CH; | CH:CF;
A-112 1 2-F CH; | CH:CF;
A-113 1 2-Cl CH; | CH:CF3
A-114 1 2-Br CH; | CH:CF;
A-115 1 2-CH3 CH; | CH:CF3
A-116 1 2-CHF; CH; | CH:CF3
A-117 1 2-CF; CH; | CH:CF;
A-118 1 2-OCH; CH; | CH,CF;
A-119 1 2-OCHF: CHs | CH:CF;
A-120 1 2-OCF3 CHs | CH:CF;
A-121 1 2-C,Hs CH; | CH>CF;
A-122 1 2-CH;CF3 CH; | CH:CF3
A-123 1 2-CH=CH:; CH; | CH:CF3
A-124 1 2-C¢Hs CH; | CH:CF;
A-125 1 2-C=CH CH; | CH:CF3
A-126 1 2-C=CCHj3; CH; | CH:CF3
A-127 1 2-C3;Hs CH; | CH:CF3
A-128 1 2-C(=NOCH;)CHj; CH; | CH,CF;
A-129 1 2-CN CH; | CH:CF3
A-130 1 3-F CHs | CH:CF;
A-131 1 3-Cl CH; | CH:CF;
A-132 1 3-Br CH; | CHxCF;
A-133 1 3-CH; CH; | CHxCF;
A-134 1 3-CHF; CH; | CHxCF;
A-135 1 3-CF; CH; | CH:CF;
A-136 1 3-OCH; CH; | CH:CF3
A-137 1 3-OCHF: CH; | CH:CF3
A-138 1 3-OCF; CH; | CH:CF;
A-139 1 3-C,Hs CH; | CH:CF;
A-140 1 3-CH:CF3 CHs | CH:CF;
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[0151]

A n R R |R

A-141 1 3-CH=CH: CH: | CH:CF3
A-142 1 3-C¢Hs CH; | CH:CF;
A-143 1 3-C=CH CH; | CH:CF;
A-144 1 3-C=CCH; CH; | CH:CF;
A-145 1 3-Cs;Hs CH; | CH:CF3
A-146 1 3-C(=NOCH3)CH3; CH; | CH:CF;
A-147 1 3-CN CH; | CH:CF;
A-148 1 4-F CH; | CH:CF;
A-149 1 4-Cl CH; | CH:CF;
A-150 1 4-Br CH; | CH:CF3
A-151 1 4-CH3 CH; | CH:CF;
A-152 1 4-CHF; CH; | CH:CF;
A-153 1 4-CF; CH; | CH:CF;
A-154 1 4-OCH3 CH; | CH:CF3
A-155 1 4-OCHF: CH; | CH:CF3
A-156 1 4-OCF; CH; | CH:CF3
A-157 1 4-C,Hs CH; | CH:CF3
A-158 1 4-CH,CF3 CH; | CH:CF;
A-159 1 4-CH=CH; CH; | CH,CF;
A-160 1 4-C¢Hs CH; | CH2CF3
A-161 1 4-C=CH CHs | CH2CF3
A-162 1 4-C=CCH; CH; | CH,CF;
A-163 1 4-C3Hs CHs; | CH:CF;
A-164 1 4-C(=NOCH;)CH3; CH; | CH:CF3
A-165 1 4-CN CH; | CH:CF3
A-166 0 - CH; | CH:OCH;
A-167 1 2-F CH: | CH:OCH;
A-168 1 2-Cl CH; | CH:OCH3
A-169 1 2-Br CH; | CHOCH;
A-170 1 2-CH; CH; | CH,OCH3
A-171 1 2-CHF: CH; | CH:OCH3
A-172 1 2-CF; CH; | CH,OCH;3
A-173 1 2-OCH3 CH; | CH,OCH;
A-174 1 2-OCHF; CH; | CH:OCH;3
A-175 1 2-0OCF; CH: | CHOCH;
A-176 1 2-C>Hs CH; | CH:OCH;
A-177 1 2-CH:CF; CH; | CH:OCH3;
A-178 1 2-CH=CH:; CH; | CH2OCH3
A-179 1 2-CgHs CH; | CHOCH;
A-180 1 2-C=CH CH; | CH,OCH;
A-181 1 2-C=CCH3; CH; | CH:OCH3
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[0152]

A n R R |R

A-182 1 2-C3Hs CH: | CH:OCH;
A-183 1 2-C(=NOCH;)CHj; CH; | CH,OCH;
A-184 1 2-CN CH; | CH,OCH3
A-185 1 3-F CH; | CH,OCH3
A-186 1 3-Cl CH; | CH,OCH3
A-187 1 3-Br CH; | CH,OCH;
A-188 1 3-CH; CH; | CH,OCH3
A-189 1 3-CHF; CH; | CH,OCH3
A-190 1 3-CF; CH; | CH.OCH;
A-191 1 3-OCH3 CH; | CH,OCH;3
A-192 1 3-OCHF: CH; | CH,OCH3
A-193 1 3-OCF; CH; | CH,OCH3
A-194 1 3-C:H;s CH; | CHOCH3
A-195 1 3-CH,CF3 CH; | CH:OCH;
A-196 1 3-CH=CH; CH: | CH:OCH;
A-197 1 3-CsHs CH; | CH:OCH3
A-198 1 3-C=CH CH; | CH,OCH3
A-199 1 3-C=CCH;3; CH; | CH,OCH3
A-200 1 3-C;Hs CH; | CHOCH;
A-201 1 3-C(=NOCH3:;)CH3 CH; | CH:OCH3
A-202 1 3-CN CH; | CH:OCH3
A-203 1 4-F CH; | CH,OCH;
A-204 1 4-Cl CH; | CH:OCH;
A-205 1 4-Br CH; | CH:OCH;
A-206 1 4-CH; CH; | CH:OCH;
A-207 1 4-CHF; CH; | CH:OCH;
A-208 1 4-CF3 CH; | CH:OCH;
A-209 1 4-OCH3 CH; | CH:OCH3
A-210 1 4-OCHF, CH; | CH,OCH;
A-211 1 4-OCF; CH; | CH,OCH3
A-212 1 4-C>2Hs CH; | CH:OCH3
A-213 1 4-CH:CF; CH; | CH,OCH;3
A-214 1 4-CH=CH; CH; | CH,OCH;
A-215 1 4-CgHs CH; | CH:OCH;
A-216 1 4-C=CH CH: | CHOCH;
A-217 1 4-C=CCH;3; CH; | CH:OCH;
A-218 1 4-C3Hs CH; | CH:OCH3;
A-219 1 4-C(=NOCH3)CH3 CH; | CH2OCH3
A-220 1 4-CN CH; | CHOCH;
A-221 0 - CH; | CHF,
A-222 1 2-F CHs | CHF:
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2 n R R |R

A-223 1 2-Cl CH; | CHF:
A-224 1 2-Br CH; | CHF,
A-225 1 2-CH; CH; | CHF;
A-226 1 2-CHF; CH; | CHF;
A-227 1 2-CF; CH; | CHF;
A-228 1 2-OCH3 CH; | CHF;
A-229 1 2-OCHF; CH; | CHF:
A-230 1 2-OCF; CH; | CHF,
A-231 1 2-C2Hs CH; | CHF;
A-232 1 2-CH:CF3 CH; | CHF;
A-233 1 2-CH=CH: CH; | CHF,
A-234 1 2-CeHs CH; | CHF;
A-235 1 2-C=CH CHs | CHF;
A-236 1 2-C=CCH; CH; | CHF:
A-237 1 2-C3Hs CH; | CHF;
A-238 1 2-C(=NOCH;)CH3; CH; | CHE;
A-239 1 2-CN CH; | CHF;
A-240 1 3-F CH; | CHF,
A-241 1 3-Cl CH; | CHF,
A-242 1 3-Br CH: | CHF:
A-243 1 3-CH; CHs | CHF:
A-244 1 3-CHF; CH; | CHF;
A-245 1 3-CF; CH; | CHF:
A-246 1 3-OCH3 CH; | CHF:
A-247 1 3-OCHF: CH; | CHF:
A-248 1 3-0OCF; CH; | CHF:
A-249 1 3-C:2Hs CH; | CHF;
A-250 1 3-CH,CF3 CH; | CHF;
A-251 1 3-CH=CH; CH; | CHF,
A-252 1 3-CsHs CH; | CHF;
A-253 1 3-C=CH CHs | CHF:
A-254 1 3-C=CCH; CH; | CHF;
A-255 1 3-C3;Hs CH; | CHF;
A-256 1 3-C(=NOCH;)CH3; CH; | CHF:
A-257 1 3-CN CH; | CHF:
A-258 1 4-F CH; | CHF:
A-259 1 4-Cl CH; | CHF:
A-260 1 4-Br CH; | CHF:
A-261 1 4-CH; CH; | CHF;
A-262 1 4-CHF; CH; | CHF;
A-263 1 4-CF3 CHs | CHF:

22



CN 115460919 A

" BB B

19/136 B

[0154]

)i n R* R} R*

A-264 1 4-OCH3 CH: | CHF:
A-265 1 4-OCHF CH; | CHF;
A-266 1 4-OCF; CH; | CHF;
A-267 1 4-C;Hs CH; | CHF;
A-268 1 4-CH,CF3 CH; | CHF;
A-269 1 4-CH=CH; CH; | CHF;
A-270 1 4-CeHs CH; | CHF;
A-271 1 4-C=CH CH; | CHF;
A-272 1 4-C=CCH;3; CH; | CHF;
A-273 1 4-CsHs CH; | CHF;
A-274 1 4-C(=NOCH;)CH3; CH; | CHF;
A-275 1 4-CN CH; | CHF;
A-276 0 - CH; | CH2C3Hs
A-277 1 2-F CH; | CH2C3Hs
A-278 1 2-Cl CH; | CH:C;3Hs
A-279 1 2-Br CH; | CH:C;3Hs
A-280 1 2-CH; CH; | CH:C;3Hs
A-281 1 2-CHF: CH; | CHxC3Hs
A-282 1 2-CF; CH; | CH>C;Hs
A-283 1 2-OCH3 CHs | CH2C3Hs
A-284 1 2-OCHF: CHs | CH2C3Hs
A-285 1 2-OCF3; CH; | CH>C;Hs
A-286 1 2-C;Hs CH: | CH:C:3Hs
A-287 1 2-CH:CF3; CHs; | CH:C:Hs
A-288 1 2-CH=CH; CH; | CH2C3Hs
A-289 1 2-C¢Hs CH: | CH:C:Hs
A-290 1 2-C=CH CH: | CH:C:Hs
A-291 1 2-C=CCH; CH; | CH:C;3Hs
A-292 1 2-C;3Hs CH; | CH>C;Hs
A-293 1 2-C(=NOCH;)CH3; CH; | CH2C3Hs
A-294 1 2-CN CHs | CH2C3Hs
A-295 1 3-F CH; | CH2C;3Hs
A-296 1 3-Cl CH; | CH:2C;3Hs
A-297 1 3-Br CH; | CH2C;3Hs
A-298 1 3-CH;3 CH:; | CH:C:Hs
A-299 1 3-CHF: CH: | CH:C:Hs
A-300 1 3-CF3 CH:; | CH2C3Hs
A-301 1 3-OCH3 CH; | CH2C3Hs
A-302 1 3-OCHF; CH; | CH:C;H;s
A-303 1 3-OCF; CH; | CH>C;Hs
A-304 1 3-C:Hs CH; | CH2C:3Hs
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[0155]

[0156]
[0157]

[0158]
[0159]

5 n R? R? R*

A-305 1 3-CH:CF; CH; | CH:CsHs
A-306 1 3-CH=CH; CH; | CH,C:Hs
A-307 1 3-C¢Hs CH; | CH:CsHs
A-308 1 3-C=CH CH; | CH2C3Hs
A-309 1 3-C=CCH; CH; | CH2C3Hs
A-310 1 3-C:sHs CH; | CH:CsHs
A-311 1 3-C(=NOCH3)CH3 CH3 | CH,C;3Hs
A-312 1 3-CN CH; | CH,C3Hs
A-313 1 4-F CH; | CH2C3Hs
A-314 1 4-Cl1 CH; | CH:2C:Hs
A-315 1 4-Br CH; | CH.C;Hs
A-316 1 4-CH3 CH; | CH2C3Hs
A-317 1 4-CHF: CH; | CH:C:sHs
A-318 1 4-CF3 CH; | CH,CsHs
A-319 1 4-OCH3 CH; | CH2C3Hs
A-320 1 4-OCHF, CH; | CH2C:Hs
A-321 1 4-OCF3; CH; | CH:CsHs
A-322 1 4-C,Hs CH; | CH.C3Hs
A-323 1 4-CH,CF; CH; | CH,C;H;s
A-324 1 4-CH=CH: CH; | CH:C3Hs
A-325 1 4-CsHs CH; | CH:C:3Hs
A-326 1 4-C=CH CH; | CH,C3Hs
A-327 1 4-C=CCH; CH; | CH:C:Hs
A-328 1 4-C;H;s CH; | CH.C:3Hs
A-329 1 4-C(=NOCH3)CH3 CH; | CH.C;Hs
A-330 1 4-CN CH; | CH.C;Hs

=N

Oy 2T B 2 0L L 0 IR AR 77 (BIAIEP 463488) [0 5% Fhid 1275
5], A5 R R 7R B 2 1- 400 % A H i E6 R0 40T ) £ B 3
B AT A S T T R L,

UEST
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HgC
R CHs H c:' ~R? 51 Oschs
_OH R )n\g)W
Hace© Osch,
R1

L
3C
(R )n\@AN
O “'CH3

ER'=
(01611 X4 45 FH 2 s ik P s ATVl A L b%ﬂ%%ﬂﬁ&ﬁﬁ%ﬂf’l‘&fi{ﬁfJﬁDEﬁ@%
B - KB A Ek B 7E60-100°C , A% 265 C 1R S ML FE T B4 B % Ak AR B o 75 H h 75
BIE/ZIREWINITE DL T S F A R] DL S A 400 L R SR AL B AR (B A JE AT 45 o 20
S5) 3 o AR S AERRUE S5 T A B B S A B o I SR I AR D HL A R LI 7
TP R B (DMF) B2 D0 A P B R A AN 2 S AR VR FRIE 2924 C Y =R (RT)
N HEAT 5 TR AR TVA AR IBG , G rb X0 1 25 2k A i 2K PR R B R i AT PR R I 5 I 1B X C 1 B
Bro H-RRUZ O B AL &4 T Al LLIB I FERT A DU S0MK R (THF) A 9 7 751 45 R il (3840 %
TR0 S SE T 1k Ay 3 RN 2T (K A o
[0162] J%%A%IH’J Sl R T R

[0163]
m-OH O
ch' A Y 2 "CH:; 30 \Rz sCH3
VII

lNH ANH,H,0

[0160]

MeNH(7E MeOH ) 1
g 3

R R
.0
(e} N
vl O N0 X P CH,
HaC” R CH; H:C™ &

0
l 1 1 +1
IR'=0 - I RT = NH
[0165] i R, = 2, & £E DMF o 4 rp () 44 TV SN - 2 SR BE IR IV BV T i NV o S S 3 5 3
J950-70°C , IELITOC o () AH L0 - 52 i — TR VT T T e A ah g 25 400 2R — FFY gk I e
P S, X AR IR AT FH K & WECE B BEAE A I AE25 C R 3R AT o & 4 1, 58 FH R Jie £ FH I A
NP AE25°C TR o 25 A0 R I i 3 [ TT DS b R A TX (R AARV T T T A [R] AR TX 43
AT LA F 2 BR B e 7 R A TR AE0-65 C IR N SEAYE & . B i, %48 &k
A LA 4R (IV) (Ti (OEt) ) {3 FITHF{E RV FIFEZI70°C Ti&ﬁoﬁﬁﬁﬁﬁ% WM AE A
A B TR, 5 el OSSR E T 45 R 2.

[0164]
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[0166]  fill & R B TV I8 FH 715~ T 7 B39
[0167] J54&3:

) R R R
R
CD —HC 5 Hat — X
H o O. o.
[0168] MO Y N CHy  Hac-OnP~rOoch
o) o] o)
X X Xl \%

R'=0,R2=N
[0169]  A¢-&HXTA] DL R 2 - i 21 A # g a7 AR g MR DR — 20 5 55 — R
B R T TRV TR AR T B 1T ER XA 21 o D028 1) 35 751 2 THF L 2 - FR 5% - THR 3 HLIR B ] LA
H-T0°CE-T8°C o 5 H R ARX T AL Ay A TR AARXT TR DA FEN - R 2R 58 fr 25 1R &k Rn i darn it nig B
LR AE R A v 70 R I v SE B o e 2 ik B2 DI e 9 2965 °C ol W A5 BB/ ZIR S, S KA m]
DAIEE i A S0k 0 R S A R (91 A J= AT &5 ) 70 85 o HR TR AARX T TR IR AR i ik P 75 v 1)
ATV, HAR 0 HR® =N Hh (] 4AX T T 5N - AR 3% H1 9% 0 e 7894 70 n DY e A e e
CIEHER B BRI AL, T - AR R 2 ) BB E =5 T IEIZ R NAET0-100
CHIME AT AIER B B SRR, U -8 = GRS K ) R a7 &R
IR E 980°C .
[0170] & AR BURIER B A6 & 0 0 5 R T 55 L RS2 YR 0 2 33 ABL I I PP AT« v
[ A T T T PR AR F 0 R TV AR BRI G b BT S B A B W T o A8 PR v A 2 S 7,
SuzukiBIStille M, AT LUK RIE A A6 9] i H AR B dn B e 3 e S8 JE AN s 3
100 2% FE PN S A SR At B A HL AR AR I B 2,5 L ONAI T AR S (AL S T
(01711 R 2 Bu@ xCT TR AT 7 0, SR TR T ANBE T I I 1 5, 33X L8 10 1) 4% 458 I AT H50R
H CL AN D7 VR N BT « 07 RARNIR T 6 BOX LR IR & A OSCER O RN TV

[0172]  J5Z4.
(R%@AO
XV
N
X
R? 2
[0173] ( }"0 R, o) (R )n@ﬁ

XV I xvi
O’C H 3

(Ra)nOAo
2

[0174] PR TTA] L H ARSI 10 28 BUARXTVAS 2, o Xtk 2 IR Bl 7246 & X T T TR
FHIE T R4 4 - pg 220 # (J Org Chem, 1998,63 (21) ,7399-7407) B2 {8 FH THE/E A% 77
B A RS HER T Nature Comm,2017,8 (1) ,1-7) BL A I j5 5N- B 43 -N- FH 3 4 Bk g
TEL)-T0°CE-T8°C I BLn] DASRAEER T B4t , (b S HXIVAI =T 2 (1- 8L 555 8
e AE A i BE A A U 4 SR AR AL 70, R AR AR AE T AEVE 7 i — wR e Hh 72 49 100°C HY 3
TR T P ARER N, S8 J5 FHIN HC1AR# AT LLFE (HEERIT (Org Lett,2016,18(7) ,1630-1633,
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WO 2018/115380) (XIV1,4- "] W LG FEMEE B AT & 1 0 A4 ) I < Jm AL 77, ik 4T
DA S AN, 2- TN I AR D A R AN A7 AE T AE 29120 C 1 e Bl FEE R M, 28 5 FHIN HC1
AEFERTLASRAEERTT (Chem A Eur J,2008,14 (18) ,5555-5566) o 75— 77 IR LA HXV,
AT DR A0 S AR B 1 We  nre b i 552 B B XV T T Fil 5 5 FE R R AL BE (MeMgBr) 7E¥5 57 4n
THFHH F--78°C 20°C, fLik0°C IR BE T [ BTS2 (L ER 1T o 55— J7 958 G XVI 5 MeMgBrif )¢
IR, 3XAEVE I A THE 8 2%, L ade THE 47 3 B Bl B2 925-60°C L H1E60°C , 2R f5 FHIN
HC14:#E (Eur J Med Chem,2015,102,582-593) .

[0175] AWML S H A AW 7 i A AR ot i o el AR A 42 95 D e 350 1 A ) % LR 1)
BT3B R JE I L TR LA AR E, U HOR B AR 49 (Plasmodiophoromycetes)
Peronosporomycetes (Ja] X i BIE 49 (Oomycetes)) ar FH 4 (Chytridiomycetes) 4 H 40
(Zygomycetes) . TZEH N (Ascomycetes) FH T H A (Basidiomycetes) FlH1 5
(Deuteromycetes) ([ AR ATEA WA (Fungi imperfecti)) A% H B EATH LLIE g
A A% BB 7 FE R 2% 08 7R 38R E s A T E OR3P

[0176] AT A G WILIE T L T 78 & Mo A WoR 25 28, Bl in /52 22 R
NS M B TR, KSR, ERMEI WK S, R A , B RHEY) AR 4EREY) , hHE A
FOKR B, AFEZREY), gt 2 M ERMEA , K S5 I AL onndf s 2% & 8 i &0 e (B
R 2] FNIRIE FH 81 40) 5 R IRAG BB P W B RN ARARAE Y s AL B A R Fh 1~ DL S XSS 8 )
IAEDIRT R BT e AE o8 )5 B

[0177]  RPEAK B, BT A b 1) 355 M 40 87 28 i o B Fr A J& T A8 AR B5 L 40 1) &
P A AR/ B, BLER R AN R T A& AR IR S M, DR R R RN RS,
DL I IS, B4 /N2 R /N e VAR 555

[0178]  F RO AN % TR K& ER @l EoK (Zea mays)) , HALFERTA FREH) £oK
PR R KRN EH oK o AR 4 AN i B BT BT A R KR A3 i Fh i A, IO AN s R 2 1)
RIS

[0179]  RAE “RREFAEY” BB o B 48 O 4t 75 A48 By L DR AR A 10 A AR A $2 4t
REGE B O L AFAE R IR AE Y -

[0180]  fL&WT L H A AW 0 4l i&E & B G Y0 T 10 T ZIEUR R 7« RE AR B R
RS (R S ) G R AR R L S R AR R (PLmeibomiae) s /N BN AR
(Puccinia tritici) FI/NFEZEEEH (P.striiformis)) s KEAFVEY) K IHFF IS Al m) H 2%
I E P () G R AN & i A KR & A9 Botrytis cinerea) , VIAFVHEE 0] H X FIKE
FHIRELHE (Sclerotinia sclerotiorum) /MZELE (S.minor) FIHZEYE (S.rolfsii)) ;K
AR BRI RAE)E Fusarium) i3 (G022 R JIHRAA (Fusarium culmorum) FIZRA
Bk (F.graminearum) ) ; FEFAEY) b1 75 5 (9] o 4 %5 % b 0 4 %) A B h &
(Plasmopara viticola) , 15 RIS (Phytophthora infestans)) ;RFFiEYIRIA
B BRI AR () 0 ) B 1A #8922 58 (Uncinula necator) , & FFF M EY) L1 A
¥ J& (Erysiphe) , R E ERI/NE AR B s LR IS KRG AT K B HBER (140K
B EH /N FE AN FA 75 2 0 (S.nodorum) , K& FH KRS 54T (S.glycines) , B2K
MK T L EHAJE (Cercospora)) o

[0181] AT S HAH A W55 & & FE A AT ™ b BOUSCHR 7= i DR 37 b DL FE A B DR 37
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R VE A F WA

[0182] b &I EHEZE LA SV sk FH 2R B WA R TS ) Bk B S B, 75
1E AR 2R AR A AR ) BT AR AR | 3 SR ARk i s TR A A e FH AT LR AR
V) AEY)ETEA BT 5 SRR AR A R A L R AR G L H L S AT

[0183] oAb FHEWHE R EFHARER ST ARIE RERANE LR L LE
ARG A b BAEAE AT 7 it BSCER P B AP RHR AP Bl Ve T L B AR AL FAR ) L
Qb BRAGE A 77 i AR 77 i B A A B A R 5 S E AR I B A SRS T i E AT
AAE %5 30 ] A A2 A HLE 88 o DR 25 AR5 997 96 FR) L T ot A L A Ak 38 P R B AL L A A 77 i
AR 7 it B R L S S5 AT DA B LB & T .

[0184]  HE Wy EEFA AR AT LUAE P i B0 RS Rt Bl AE M B AE AR < T AL S TR S el &
b — Al G T AH S P TR P A B

[0185]  HI il H Rz A A H S TRl E R E N 5 4R 0SS R 55 AL
VR RS o 10 B Z A AL AW K G 1 ) A/ B Ath B ARG 1 A B R i AR
N T A5 281 B PR S 25 9 B AR A B AR Ad 27 25 0 o A 2 A M M) FH X3 3 it FH20-2000 71, 16
1#£50-400 T B FHWE 59K -

[0186] L& WT.HN-SE ALY AN ER VT DAL A AL 22 20 S 8 B 2R A, 49 an s i 3,
VO VB 70 A R B RIORE S o L IR LR B ) H SR (20 “Catalogue
of pesticide formulation types and international coding system” ,Technical
Monograph, 55281, 200845 H 56/t , CropLife International) HJ S22 & F# (SC.0D.
FS) , ALY (EC) , L (EW.EOESME) , X FE (F14nCSZC) , 4, 557, mI I AR sy
71 (WP.SP.WS.DP.DS) , & &t (fF14nBRTB.DT) , FUAL (I AIWG . SG+GRFG GG \MG) , 7% HL ]
(I AnLN) LA K A P4 4 B 58 A4 R} T b 16 4 JiS I 1) 551 (91 4 GF) « H & ) Mol 1e t Al
Grubemann,Formulation technology,Wiley VCH,Weinheim,2001;8¢Knowles,New

developments in crop protection product formulation,Agrow Reports DS243,T&F
Informa,London, 2005 f ik PA £ %0 5 2 il 8 o A A B IE W J A& BRI Al 2 /b — Rtk & W THY
FNAL - H AW B 18 B B RS T 0 WA A [ A 28k Ak sl DR, R T 14 77 23 ) S 2L
AT, TR, FH BRI, D ), B aE a5 R A P A4, R B R0 SR ), ORI R BXBR 7
S35 7, 3B RO, AT, AR BT R TR, A5 R, SR R ARG S 55

[0187]  RMbAL2AH &Y EE M E0.01-958H & %, fLik0.1-90FE & %, FLikl-70E
%, AR 10-60 5 5 %6 3G A it (1 n & /> — b S T) o A, ARk Ak 22 2H 4 e o A
£5-99.9F & % , Li%10-99. 9H & % , HALIE30- 99 & % , JLH Z40-90H & % £ /b—
B

[0188] 4 H T AE A LR B, 355 42 o %) e FH ot B ke T i 75 28 SR #5810, 001 - 2kg/
ha, fi%0.005-2kg/ha, EALIEO . 05-0.9kg/ha, Ji:H£0.1-0.75kg/ha.

(01891  FEAMAY) EHE M RL U b 451 drnid i 0Ky AR B I2E 1 Ab 38 vh 38 i SR PR ot
[f) & 50.1-1000g/100kg, flLif1-1000g/100kg, HEfiLik1-100g/100kg , fzflLik5-100g/100kg
Y ETEAM R ARIEF)

[0190] W LA 4k & M T B H A A Y 7F R BB IN N B3 72 Z i A8 - AT INA (RS %
TR Y (%) 3ot VDI R B ) S R BRI 7 2 R LA R 245 (451 3% 3 e R AR R TR T 7 B
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B A% A 24 ) XA BALAL:100-100: 1, 01 :10-10: 1H) B & 54Kk B4

HMIRE -

[0191] ¥t BT & e A8 H B LA A FUR R B8 R 205 oAl 2R SO AR & 7V
215 0L 70 56 % T B PR U BB 1 R BRI I 7 A L AN, EVE 245 DL T A4S 2 P F]
R (RS RBOR G

[0192]  fAHTRT LS H—k i R R AR A TT AR UGB nT REf 41 & (HASBR i &A1
[0193]  A) BRI

[0194]  -Q f7 /AL AW TTTHIHFR) - E s T 18 (AL 1. 1) W & B R (coumethoxystrobin)
(A.1.2) . T FHBE (coumoxystrobin) (A.1.3) JEEFIZ (A.1.4) 5 F BE (enestroburin)
(A.1.5) M5 % (fenaminstrobin) (A.1.6) .fenoxystrobin/ % & 1 Fs
(flufenoxystrobin) (A.1.7) HE I E g (fluoxastrobin) (A.1.8) . W% F (kresoxim-
methyl) (A.1.9) -mandestrobin (A.1.10) < X & KM (A.1.11) JH5BERE fZ (A.1.12) JBES
TS (AL 1.13) MR RS (A.1.14) M E S (pyrametostrobin) (A.1.15) (MK
(pyraoxystrobin) (A.1.16) JH5EHEE (A.1.17) .2~ (2- (3- (2,6- ~FIRHE) -1 - F JE I &%
FHE PR JRIE) -2- A A AL -N- FR A S (A 1.18) wpyribencarb (A.1.19) GBE R
1 (triclopyricarb) /chlorodincarb (A.1.20) . W& M:EH T (famoxadone) (A.1.21) (KM G
B (fenamidone) (A.1.21) \N-[2-[ (1,4- - FIJ&-5- LM -3-Jh) SHE FJE ] Ok ] -N- 1
A EF RS (A.1.22) \metyltetraprole (A.1.25) . (Z,2E) -5-[1- (2,4- —&KHE) It
W -3 - ] A A - 2- WA I 2 - N, 3 - TR TR -3- I (AL 1.34)  (Z,2B) -5- [1- (4-&%
FE)mp s -3-F A E-2-FATAERE-N,3- —H IR -3- WAL (A.1.35) . B %
(pyriminostrobin) (A.1.36) A& EE (bifujunzhi) (A.1.37) .2- (- ((2,5- —HIFEIEFE
AP EE) 2RI -3- AR YRR H iR (AL 1.38) 5

[0195]  -Q f7 MEIECE M ITT 40055 : FAEME (cyazofamid) (A.2.1) W[ PR B iz
(amisulbrom) (A.2.2) \2- AR [ (6S,7R,8R) -8- 3L -3 [ (3-FR3E -4 - F SR FEnb g -2- Bk
) FIE]-6-FFE-4,9- —HA-1,5- A EFH-7-RIBE (A.2.3) fenpicoxamid (A.2.4) AL
WE B e % (fFlorylpicoxamid) (A.2.5) \metarylpicoxamid (A.2.6) ;

[0196] - AMTITHHIF : Z 4 R (benodanil) (A.3.1) K I I 5 & e
(benzovindiflupyr) (A.3.2) JERAM B I%Z (bixafen) (A.3.3) JBE®MEEE % (boscalid)
(A.3.4) \Z=45 R (carboxin) (A.3.5) KB I%Z (fenfuram) (A.3.6) &ML F WE A% (f luopyram)
(A.3.7) Bz (flutolanil) (A.3.8) AP BERL (fluxapyroxad) (A.3.9) JHRMEME R
(furametpyr) (A.3.10) .isofetamid (A.3.11) JMLPMEZERE % (isopyrazam) (A.3.12) \HE K
5 (mepronil) (A.3.13) VEAMNZE R (oxycarboxin) (A.3.14) JE M A% (penflufen)
(A.3.15) MEMER % (penthiopyrad) (A.3.16) HMEE IR IL (pydiflumetofen) (A.3.17) .
FR IR N 128 BT 2 (pyraziflumid) (A.3.18) (HMEIRE % (sedaxane) (A.3.19) I HfiEk
(tecloftalam) (A.3.20) IR (thifluzamide) (A.3.21) inpyrfluxam(A.3.22) .
pyrapropoyne (A.3.23) HEEIME % (fluindapyr) (A.3.28) N-[2-[2-5(-4- =& HIRKEH
FEVIRIE]-3- g 2 -5- 360 1 - F SE k-4 - FEERZ (A.3.29) < (B) -2-[2-[ (5-F 3 -2-F 3
HREAHL) FIE ) RHE ] -3- A L Y -2- SR IR TP B (A 3.30) isoflucypram (A.3.31) \2- 4 H
F-N-(1,1,3-=HHk-2,3- A eli-4-5) MEmE-3- I MEA% (A.3.32) \2- 4 FF 5 -N-
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[(3R)-1,1,3-=FI3E-2 3- S Ak Efi-4-FETMEnE-3- FBERL (A.3.33) .2- “FFHE-N- 3-2
Be-1,1- I EE-2,3- A A0E-4-J8) mbrE -3- FMEA% (A.3.34) \2- Z3 2L -N-[(3R) -3-2&
Be-1,1- I E-2,3- S Ei-4-FETmEnE - 3- kAL (A.3.35) \2- R &L -N- (1, 1- —H
BL-3-9E-2,3- AL EI-4-38) MEnE - 3- AL (A.3.36) \2- “H I HE-N-[ BR) -1,1-—H
BL-3-98E-2,3- AL e -4- B TEnE - 3- F G (A.3.37) \2- TR AE-N- (3-J3 T2k-1,1-
THIE-2,3- TEAEI-4- ) I E - 3- HSERE (A.3.38) \2- "R AE-N-T BR) -3- R T A1,
1- -2, 3- “ S Bi-4- L T g -3- F Bt (A.3.39) wcyclobutrifluram(A.3.24) ;
(01971 - FH AR PRI HHIF] : — AR (diflumetorim) (A.4.1) ; i FERIERTAEY IR R 0
(binapacryl) (A.4.2) .&U#i8 (dinobuton) (A.4.3) .#UH (dinocap) (A.4.4) (FNE L
(fluazinam) (A.4.5) .JHU#§Z (meptyldinocap) (A.4.6) JE i (ferimzone) (A.4.7) s G HL
G ERNEY): =R, NEIE S (fentin-acetate) (A.4.8) . =F & (fentin
chloride) (A.4.9) 8 F # 45 (fentin hydroxide) (A.4.10) ; M5 % (ametoctradin)
(A.4.11) FEMEB % (silthiofam) (A.4.12) ;

[0198]  B) §WEAEME e il77 (SBIA H 7

[0199]  -C14 R H JE g 40 1) 741 « = W3S A (azaconazole) (B.1.1) XU = e
(bitertanol) (B.1.2) MM (bromuconazole) (B.1.3) .JAM:EE (cyproconazole)
(B.1.4) . & kM (difenoconazole) (B.1.5) JJAMEEE (diniconazole) (B.1.6) /M EEM
(diniconazole-M) (B.1.7) ZAM: % (epoxiconazole) (B.1.8)  fEZKME (fenbuconazole)
(B.1.9) WEMEEEH (fluquinconazole) (B.1.10) <#AEME (flusilazole) (B.1.11) kMg
(flutriafol) (B.1.12) .C.M:¥ (hexaconazole) (B.1.13) HEi%™: (imibenconazole)
(B.1.14) KM (ipconazole) (B.1.15) KM T (metconazole) (B.1.17) 5 H M
(myclobutanil) (B.1.18) .oxpoconazole (B.1.19) .Z %M (paclobutrazole) (B.1.20) .J&
F M (penconazole) (B.1.21) .M (propiconazole) (B.1.22) . KA i M
(prothioconazole) (B.1.23) JEEFM: (simeconazole) (B.1.24) /%M (tebuconazole)
(B.1.25) o Bk (tetraconazole) (B.1.26)  =MEfH (triadimefon) (B.1.27) M EE I
(triadimenol) (B.1.28) ./ X M5 (triticonazole) (B.1.29) %™ (uniconazole)
(B.1.30) \2- (2,4- 9 ARHE) -1,1- =5 -3- (JUMe-1-2%) -1-[5-[4- (2,2,2- =L AH) K
Fe]-2-MEmERL ] Py -2-0% (B.1.31) \2- (2,4- 9ARHE) -1,1- 4 -3- (JUmME-1-3%) -1- [5-[4-
(=& AL K] -2-mkmg L] A -2-B% (B.1.32) \fluooxytioconazole (B.1.33) .
ipfentrifluconazole (B.1.37) G FMk # M (mefentrifluconazole) (B.1.38) . (2R) -2-
[4- 4-FORER) -2- =@ RRIE]-1-(1,2,4-=m-1-3) §-2-F%. (2S) -2-[4- (4-5F K
RS -2- SRR -1 (1,2,4- =M 1- ) T -2- T\ 2- U AR - 2- R -5 - O R
F3EE) -1- (1,2, 4- =M -1-FEF3E) PR EE (B.1.43) ;BRI JMEEME (imazalil) (B.1.44) .
TS G (pefurazoate) (B.1.45) A& R (prochloraz) (B.1.46) \F ™ (triflumizol)
(B.1.47) ;BEBEE MEIE S IRIBEZE . RIS B (fenarimol) (B.1.49) BEBEA5 (pyrifenox)
(B.1.50) JHEZ R (triforine) (B.1.51).[3- (4-G-2-FAH) -5- (2,4- — @A) 7 =&
Mg-4-F ] - (3-MEREHRL) HEE (B.1.52) \4-[[6-[2- (2,4- A -1,1- 9 -2-F24E-3- (1,
2,4-=Me-1-J8) PYJE] -3-nknE 2 ] A R R (B.1.563) v2-[6- (4-TRARA ) -2- =56 FF 4 -
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3-MERERE]-1-(1,2,4- =Mk-1-35) A-2-8F (B.1.54) .2-[6- 4-S KA FEE) -2- = HHE-3-
Mg -1- (1,2,4- =M-1-%5) §-2-F% (B.1.55) ;

[0200] - A 14- 3 JREFINHIF : 4-+ —hedk-2,6- FHEMNE (@ldimorph) (B.2.1) JEH R
(dodemorph) (B.2.2) M i R L FE (dodemorph-acetate) (B.2.3) T AN b
(fenpropimorph) (B.2.4) .FZMkEE (tridemorph) (B.2.5) \ZKEENE (fenpropidin) (B.2.6) .
K R (piperalin) (B.2.7) 2% %} (spiroxamine) (B.2.8) ;

[0201] - 3-HlJkids Js WA 77 - BATE B ¥ (Fenhexamid) (B.3.1) ;

[0202] - FLAth §8S B A= W6 B 57 : SR 5 (chlorphenomizole) (B.4.1) ;

[0203] ) #%F& A B AW il 7]

[0204] - St e S8 Bl 2k A IR SR LR ) - AR R (benalaxyl) (C.1.1) AR
(benalaxyl-M) (C.1.2) .kiralaxyl(C.1.3) HHF R (metalaxyl) (C.1.4) SEHER
(metalaxyl-M) (C.1.5) \FHIKEER (ofurace) (C.1.6) . %% F& R (oxadixyl) (C.1.7) ;

[0205] - HABAZIR & B A 417 : 1187 (hymexazole) (C.2.1) \5FMEREH (octhilinone)
(C.2.2) ;EMERR (oxolinic acid) (C.2.3) A E R (bupirimate) (C.2.4) .5-F g
(C.2.5) \5-%8-2- O FH IR HE T S BE) Mg - 4- % (C.2.6) (5~ -2~ (4- FR 5 T AL I e -
4-F (C.2.7) 5-F-2- (4-S AR AR L) Mg -4- 1% (C.2.8) ;

[0206] D) 4 i 43~ 28 R 24 e B2 4770 ] 55

[0207] -TE S H0H55) : K E & (benomyl) (D1.1) 2 R (carbendazim) (D1.2) .3 fi#l
T (fuberidazole) (D1.3) .J# R (thiabendazole) (D1.4) . ZEFEAE (thiophanate-
methyl) (D1.5) .pyridachlometyl (D.1.6) \N-Z.JE-2-[ (3- 2 Kedk-8- F L -6-mE R IE) 44
F]THEE (D.1.8) N-Z3E-2-[ (3- b -8- AL -6- MM AL) S0 ] - 2- B Bt i
(D.1.9) \2- [ (3- Lk -8- HI k-6 -ME MR k) 28 ] -N- (2-9 4 58) T % (D.1.10) \2-[ (3~
LRI -8- HI L -6- MR IE) A8 ] -N- (-3 L2E) -2- AR AW (D.1.11) \2- [ (3- 4Kk
F-8- FH L -6-MasmpR 3) A3 ] -N-H 3 T ERZ (D.1.12) \2-[ (3- L hJk-8-H 3L -6 - MMk L) 48
F]-2-HEE-N-NEECBHNZ (D.1.13) \2- [ (3- Ltk -8- F L -6-MEmkIE) L] -2- Ha
FE-N-TAEEZTEAZ (D.1.14) \2- [ (3- 2 k-8~ F JE -6 - MM L) 4] -N- (2- 9 4. 2E) -2-
TR ZWEE (D.1.15) v4- (2--4-5 ) -N- (2-5(-6- % A KE) -2, 5- — H JZEmpme-3- 1%
(D.1.16) ;

[0208] - LA A 7 24401177 : 52K (diethofencarb) (D.2.1) \WEMEE % (e thaboxam)
(D.2.2) . DZ. (pencycuron) (D.2.3) HEM F & (fluopicolide) (D.2.4) AT B I%
(zoxamide) (D.2.5) A& i (metrafenone) (D.2.6) .pyriofenone (D.2.7) & # FE
(phenamacril) (D.2.8) ;

[0209]  E) S LM AN B & R i) 5]

[0210] - R Z IR & AW il 7] - FA W BE (cyprodinil) (E.1.1) JE @ % (mepanipyrim)
(E.1.2) \—HMEE % (pyrimethanil) (E.1.3) ;

(02111  -FEH FRESBMEIF: KIEE (blasticidin-S) (E.2.1) & % (kasugamycin)
(E.2.2) ./K&H T % (kasugamycin hydrochloride-hydrate) (E.2.3) . KZEXR
(mildiomycin) (E.2.4) %% & (streptomycin) (E.2.5) . 1% & (oxytetracyclin)

FH

31



N 115460919 A W OB P 98/136 T

(E.2.6) ;

[0212]  F) {555 34017

[0213]  -MAP/ZH & & I M 470 1) 551) - 40 18 28 (fluoroimid) (F.1.1) %A %E (iprodione)
(F.1.2) A&HH (procymidone) (F.1.3) & A (vinclozolin) (F.1.4) H "% H

(fludioxonil) (F.1.5) ;

[0214]  -GEE ) : %R (quinoxyfen) (F.2.1) ;

[0215] ) S A & A1) o) 77

[0216] - B AR A A5 : 7o HL (edifenphos) (G.1.1) A& % (iprobenfos)
(G.1.2) \ZE W% (pyrazophos) (G.1.3) \F&#E R (isoprothiolane) (G.1.4) ;

[0217]  -ZBfgid 54k . &HEA% (dicloran) (G.2.1)  AH&AEFEIR (quintozene) (G.2.2) )4
FAHE R (tecnazene) (G.2.3) H IS AL (tolclofos-methyl) (G.2.4) JBEA (G.2.5) JHb
J% B (chloroneb) (G.2.6) & MR (etridiazole) (G.2.7) \MEMEEE (zine thiazole)
G.2.8) ;

[0218] - Hg 2E W) & R AN 40 P BE AR < I B S bk (dime thomorph) (G.3.1) & N Mk
(flumorph) (G.3.2) WU EE % (mandipropamid) (G.3.3) T ML (pyrimorph)
(G.3.4) ZKMEEE fi% (benthiavalicarb) (G.3.5) SF N HE % (iprovalicarb) (G.3.6) «
valifenalate (G.3.7) ;

[0219]  -SZmmZm L BEys R SRR TR : B 4E R (propamocarb) (G.4.1) ;

[0220] - %A Ak §§ B 45 & B O A1) 570 - SME ML 2 (oxathiapiprolin) (G.5.1) .
fluoxapiprolin (G.5.3) v4-[1-[2-[3- o FH AL -5- b me - 1- 2] 2 e JE ] -4 -WikrE 2 ] -
N-PUSZ5-1-FEmbng -2- Bk (G.5.4) «4-[1-[2-[3,5- = (o H L) mbme-1-38 ] 2 Ak ] -
4-WRIEFE] -N-PUSZE-1- &ML e -2- kA% (G.5.5) 4-[1-[2-[3- 5 3 - 5- =5 &0t
Me-1-J8] 23] -4-RAEHE ] -N- DU Z5 - 1 - FENEnE -2- Bt (G.5.6) \4-[1-[2-[5-3F 4
HE-3- R LN - 1- B ] BRI ] -4-WRIE FE ] -N-PU S ZE - 1- R - 2- Bk (G.5.7) 4-
[1-[2-[5-F 2 -3- =G R mpme - 1- 2 ] 2Pk ] -4 - DR 2k ] -N- DU S5 - 1 - FEmh me - 2- F
J% (G.5.8) \A-[1-[2-[5- 5 H 2 -3- = FF AL me - 1- 08 ] 2 ek ] -4-WRmgE 2 ] -N- DU 25 -
1-FEmtng -2- kA% (G.5.9) ~4-[1-[2-[3,5- — (=5 35) mEme-1- 2] Z k3] -4- kg
FE]-N-PUEZE-1- b nE -2- A% (G.5.10) « (4-[1-[2- [5-3F P 2 -3 - =5 FF 2L b - 1 -
Fe] OPRHE] -4-WRAERE] -N- DY SR - 1- b g -2- i (G.5.11) 5

(02211  H) B 240 s B

[0222] - TEHLIG HEY B : 9 /R 2 W (Bordeaux VB A 4) (H.1.1) 4l (H.1.2) (BSR4
(H.1.3) EEAMH H.1.4) . E4 (copper oxychloride) (H.1.5) JHgzUARER4 (H.1.6) (A
H.1.7) ;

[0223] -FAR- A AR E L ERAE 2L 4R E 8k (ferbam) (H.2.1) ARAZREEE (mancozeb)
H.2.2) ARAREE (maneb) (H.2.3) B A B (metam) (H.2.4) ACFREL (metiram) (H.2.5) (FF&E
REREE (propineb) (H.2.6) HEER (thiram) (H.2.7) RS (zineb) (H.2.8) .HEEE:
(ziram) (H.2.9) ;

[0224] - HHEMEY T R (anilazine) (H.3.1) . A H A (chlorothalonil) (H.3.2) .
HU# 1 (captafol) (H.3.3) \3a @+ (captan) (H.3.4) VKEFT (folpet) (H.3.5) IR
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(dichlofluanid) (H.3.6) X&) (dichlorophen) (H.3.7) /N # (H.3.8) . fL AW
(pentachlorphenole) (H.3.9) &H #h PUSPKHEK (phthalide) (H.3.10) X H#IE R
(tolylfluanid) (H.3.11);

[0225]  -JE L HoAl - K (H.4.1) 2R H.4.2) 2R @ (H.4.3) UK
(guazatine) (H.4.4) WAL= % (guazatine-acetate) (H.4.5) XA ¢ B IR &L
(iminoctadine) (H.4.6) <XUIN=FR% = 4R %L (iminoctadine-triacetate) (H.4.7) XU\
2k (iminoctadine-tris (albesilate)) (H.4.8) . Mg (dithianon) (H.4.9) .2,6- — FJ&-
1H,5H- [1,4] Mg~} [2,3-c:5,6-c” JERALIE-1,3,5,7 (2H, 6H) -PYMEH (H.4.10) ;

[0226] 1) 405 R4 1571

[0227] - JHE A 57 - HE X B &K (validamycin) (I.1.1) .2 H % & (polyoxinB)
(I.1.2);

[0228] - 5 3K A LA 1 77 & E W (pyroquilon) (1.2.1) =¥ M (tricyclazole)
(1.2.2) JEIRHEEFL (carpropamid) (1.2.3) WS E F A% (dicyclomet) (1.2.4) JHH L
(fenoxanil) (I.2.5) ;

[0229]  J) LA 4055 A 711

[0230] -ME —M: K (acibenzolar-S-methyl) (J.1.1) \MEFE R (probenazole) (J.1.2) . &
WETE i (isotianil) (J.1.3) JMEMERE % (tiadinil) (J.1.4) JIH¥FERES (prohexadione-
calcium) (J.1.5) ; BEBREEZS : B I (fosetyl) (J.1.6) B4 (fosetyl-aluminum)
(J.1.7) JIEBERR SO EE (7.1.8) JBRIRES (J.1.11) JBERMRHR (J.1.12) (B IR 20 B4
(J.1.9) \4-FRNRE-N- (2,4 S FEIREL) g e -5- FE A% (J.1.10) 5

[0231]  K) AR A{FE FAR

[0232] - $EMREE (bronopol) (K.1.1)  Kifilf (chinomethionat) (K.1.2) ¥ %0 H i
(cyflufenamid) (K.1.3) .7& W IR (cymoxanil) (K.1.4) .#ak%E (dazomet) (K.1.5) WK B &k
(debacarb) (K.1.6) JUEF % (diclocymet) (K.1.7) WA EETE (diclomezine) (K.1.8) (B
MM (difenzoquat) (K.1.9) By ekl H AR IR (difenzoquat-methylsulfate) (K.1.10) .
TN (K.1.11) JAREEFA (fenitropan) (K.1.12) AL F EH (fenpyrazamine) (K.1.13) .
IR (Flumetover) (K.1.14) flumetylsulforim (K.1.60) f# % % (flusulfamide)
(K.1.15) \flutianil (K.1.16) B8 A (harpin) (K.1.17) & (methasulfocarb)
(K.1.18) V&€ (nitrapyrin) (K.1.19) . (nitrothal-isopropyl) (K.1.20) .
tolprocarb (K.1.21) .F&EMk4R (oxin-copper) (K.1.22) \FIEMEME (proquinazid) (K.1.23) .
LW (seboctylamine) (K.1.61) vtebufloquin (K.1.24) HALEL (K. 1.25) | M5 B
(triazoxide) (K.1.26) \N"- (4- (4-5-3- = HEIRAIL) -2,5- ZHHIRHL) -N- 2,3 -N-
HAE PR (K. 1.27) N7 - (4- (4-98-3- =9 oK AE) -2, 5- TR FRORIL) -N- 2 L -N- 1
DR (K. 1.28) N7 -[4-[[3-[ (4- G AREL) FIE]-1,2,4-ME W -5-JE 4 FE] -2, 5- “HIER
FE]-N-Z-N-FFIEH R (K. 1.29) N7 - (5-1-6- (2,3- ~Sfbi-2- %) S3L-2- FF 2L -3- it
WEKE) -N- LA -N-FEEEHI IR (K. 1.30) N7 -[5-#2-6-[1- (3,5- 5 ALE) LA EE]-2- I 2E-3-
MERE ] -N- £ 28 -N- FEEHIBR (K. 1.31) N7 - [5-1R-6- (4- R R IR VAL HE) -2- - 3- kg
FE]-N-ZF-N-FBEF R (K.1.32) N'-[5-7R-2- I H-6- (1- KR LEI) -3-MnEk]-N-24
FL-N-FIEEHTIPR (K. 1.33) N7 - (2- FI R -5- =5 F 2k -4 - (3- = I B Ao 2 TR AU 0E) 2R 3E) -N-
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CFE-N-FIEF K (K. 1.34) N - (5- AL -2-F 3L -4- (3- = HISE ke L A 38) 2R3 -
N-ZBE-N-HEEFF R (K. 1.35) \2- (4-G(EHE) -N-[4- (3,4- “HIEEEZI) ol -5- 3] -
2-TH-2-HRAFE LG (K. 1.36) 3-[5- (4- & FKIE) -2,3- 3L el by - 3- 3L ng
(pyrisoxazole) (K.1.37) .3-[5- (4- L) -2, 3- —F K Folm b -3- H b ng
(K.1.38) .5-50-1- (4,6- —FAFLmsng -2-35) -2- FF L - TH- ZEFFmkme (K. 1.39) . (2) -3-4&
Fe-2-F I -3-REN-2- IR 4T (K. 1.40) VUMM 2l (picarbutrazox) (K.1.41) \N-[6-
[0(Z) - [ (1-H DY me-5- k) R R O ] G 2 ] 400 PP 06 ] - 2 - it g o ] 0 6 IR L I
(K.1.42) \N-[6-[[(Z) - [ (1-F B PYme-5-J8) ZR B O ] S 2k ] SA 2 FR 3L ] - 2 - mpb g it ] 2 Ok
FAWR T -3-BeJtfE (K. 1.43) vipflufenoquin (K.1.44) .quinofumelin (K.1.47) .M & i
(benzothiazolinone) (K.1.48) 7R i (bromothalonil) (K.1.49) .2- (6-"~3FL-2-MtmedE)
MR (K. 1.50) 2-[6- (3-96-4- F LR IE) -5- H -2 - mib g 2 J sk (K. 1.51)
dichlobentiazox (K.1.52) \N”-(2,5- H 3 -4- KA FL K IL) -N- £ 3 -N- B H R
(K.1.53) vaminopyrifen (K.1.54) \H KB EE I (f luopimomide) (K.1.55) \N”-[5-{&-2-H
He-6- (1-HHE-2-NEELER) -3-MEnEdd] -N- 42 -N-HFHEH B (K. 1.56) N -[4- (4,5-
TEUEME -2 ) AR -2 5- THI BRI -N- 2 B -N- IR BR (K. 1.57) Jflufenoxadiazam
(K.1.58) N-FIJt-4-[5- =4 FFHE-1,2,4-»% —m-3-JL ] RBACHI BEZ (K. 1.59) N- 14,

Fe-N-[[4-[5- =4 3E-1,2,4- w8 M- 3- 3L ) 5L ] A 3L T 3R TR e FF B Jie (W02018/177894,
WO 2020/212513) ;

[0233] fEZJCIREWYH, 40 1) A4 43 2) i B & LU I8 Bk T B A 4 B e, Bl v
f£1:10,000-10,000: 176 N, % % &1:100-100: 1, 4% /£1:50-50: 1, f0i%1:20-20:1, 5
Rid1:10-10: 1, EEEFE R 4-4:1, SR :2-2: 1 ARYE HARSZ it 77 %, 420 1) FZH43-2)
() B S LGB AE1000: 1-1: 1VE N, 5 /2 100:1-1:1, 4% /&50:1-1:1,f8i%20:1-1:1, 5
Rak10:1-1:1, HEENIRA: 1-1:1, L HR2: 1-1: 1M HAh S 77 2=, 404 1) A4 432)
1) B B LU 7E20,000: 1-1: 10YERI A, 5 % 4210,000: 1-1: 1, 4% 4£5,000: 1-5: 1, fLiE5,
000:1-10:1, 8HALi%&2,000:1-30: 1, R HALE2,000:1-100:1, JLHAZ1,000:1-100: 1. 4R
P FLAR STt 7 58, 270 1) FZH432) I E S LI 7R 1-1: 100055 iy , # & &1:1-1:100,
1 1-1:50, 0%k 1:1-1:20, A& 1-1:10, EEETARGEL1-1:4, T HRZ1:1-1:2.48
Wi H A ST &, 450 1) FI252) R E B LB H 7E10:1-1:20, 00050 N, F 8 & 1:1-1:
10,000, 2% /&1:5-1:5,000,fti%1:10-1:5,000, BEALi%1:30-1:2,000, - EHALEL:100-
1:2,000, JtHZ1:100-1:1,000.

[0234] FE=JCIREW, I EH 1) FH52) UL EAEITT (H53) A&+, Hor
1) F12H 53-2) 1) B LU BT B FVE PR SR 1 e, eIl 7R 1:100- 100 : 1YERI N, &% 21
50-50:1,f01%1:20-20: 1, BEARIEL:10-10: 1, JLHZE1:4-4:1,FF HA 1) FH53) (I E =
LB H E1:100-100: 1YE R N, &% /21:50-50: 1, ti%1:20-20:1, BALiE1:10-10: 1, St H
Fel:4-4: 1o 75 BERUE KT Ho A G P 2H 43 BL20 - 1-1: 20/ LE BTN ZH 43 1) o X B Lk ik
I A AT A H i IR S .

[0235]  ff ik (0 & 2D —Fhik HA) A Q A7 s BC ST T T4 77, SEAR ki B AL &
A.1.1) (A 1.4).A.1.8.A.1.9.(A.1.10) . (A.1.12) v (A.1.13) (A 1.14) . (A.1.17) .
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(A.1.21) v (A.1.25) (A.1.34) FI(A.1.35) ;45 2&ikH (A.1.1) . (A.1.49) . (A.1.8)
(A.1.9 . (A.1.13) v (A.1.14) v (A.1.17) « (A.1.25) « (A.1.34) 1 (A.1.35) FIIEHEY RAE N
Hor2) FHREY .

[0236]  EARIEEL S & —Fhik B A) A Q A7 AUEL A Y TTTHIHR , EAR IR B &4
(A.2.1) (A.2.3) (A.2.4) F1(A.2.6) sRpaladiH (A.2.3) . (A.2.4) F1(A.2.6) BKIEYEY)
TERHY2) IR G

[0237]  iRfik B & & /b—MikEA) AR ECE TG, EAREEE LAY (A.3.2) |
(A.3.3).(A.3.4).(A.3.7).(A.3.9 . (A.3.11) . (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.3.38) Al
(A.3.39) ARk E 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) Al (A.3.39) HITHE MW RAE N 2) 1Y
REY .

[0238] iAo & & /b — ik 5 A) 2 H AR IR Hh R, AR IR IR B AL G4 (A.4.5) Fi
(A.4.11) s UHA A 4. 1D BETHEY RAE RE 52) BIR G .

[0239] R iER G ZE /D — M EHB) AP CLAM ARSI, EMRIEEBILED
(B.1.4).(B.1.5).(B.1.8).(B.1.10) . (B.1.11) «(B.1.12) v (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) #1 (B.1.55) ;45
&kH B.1.5).(B.1.8) . (B.1.10) . (B.1.17) . (B.1.22) . (B.1.23) . (B.1.25) « (B.1.33) -
<B1M>@13@(Bl%)@14@%@14@%&@%&%%@“%%@ Mo
[0240] Bk S E /D —MiEEB) 4 A 14- 8 FEFHNHI57, EREEE L ED
(B.2.4) . (B.2.5) . (B.2.6) M1 (B.2.8) s JUH & (B.2.4) PINE MM BiAFE NH 732) KRG .
[0241] S Pdef 75 28/ — e [ C) ZH Hh 2R J5k Mgk fie A N ik G R R 2 2% JU R 711, AR Ik e
HALAEP(C.1.1) . (C.1.2) . (C.1.4) F1(C.1.5) ;HpAl 2%k H (C.1.1) M (C.1.4) KIiEHEY R
TERHY2) IR G

[0242] b i fu & 22 /b — ik 5 C) A v HoAth B B2 & B4 i) 57, S8 ARk ik B Ak &4
(C.2.6).(C.2.7) 1 (C.2.8) WIiE MM i AE N 732) IR G-

[0243] bflikf & &/ —Fhik D) A, FEiEEAHEY 0.1.1) . (D.1.2) . (D.1.5) |
(D.2.4) A1 (D.2.6) ;¢ 721k H (0.1.2) . (D.1.5) F1(D.2.6) [(FIIE Y FAE 52 IR G
Yo

[0244] kGG R D—FEAD 4, EREEALEY E.1.D)  (E.1.3)  (E.2.2)
(E.2.3) s UHAZ (E.1.3) BidE M AE R 5752) BIIREY) .

[0245] iRk & B> —MEkEP) H, Bk a e F.1.2)  (F.1.4) A (F.1.5 1
TP AT N5 2) TR AW

[0246] bflik B & &/ —FhikEHG6) 4, ERERANEY G.3.1).(6G.3.3) . (G.3.6) «
(G.5.1) . (6.5.3) . (6.5.4) . (6.5.5) ,G.5.6) ,G.5.7) . (G.5.8) . (G.5.9) . (G.5.10) F
(G.5.11) ;HEAR %A 6.3.1) « (G.5.1) F1 (G.5.3) HINETED FAE N 532) RS .
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[0247] Eflik B & 2/ b—Fak AN A, BREEEE H.2.2) . H.2.3) . (H.2.5) .
H.2.7).(H.2.8) . (1.3.2) . (.3.4) . (H.3.5) . (H.4.9) F1 (H.4.10) ; ¥ H 2% H H.2.2) .
(H.2.5) . (H.3.2) . (H.4.9) Al (H.4.10) &MY T AE L 502) RS

[0248] iRfRiER S RD—Muk A D A, HREEALEY (1.2.2) F1(T.2.5) B ) i
VERH5Y2) IR G

[0249] fli B & &b —FhikE]) H, FREEAHEY J.1.2) . (J.1.5) . (J.1.8)
(J.1. 1D A1 (J.1.12) s JBHR (J.1.5) HiE M AR N4 22) RS

[0250] fLiEBEFEL—FIEAK A, BEREEAHAY K. 1.41) . (K.1.42) |
(K.1.44) . (K.1.47) . (K.1.57) . (K.1.58) F1(K.1.59) ;452 H (K.1.41) . (K.1.44) .
(K.1.47) . (K.1.57) « (K.1.58) F1(K.1.59) (K35 4 BAE 443 2) ITRE W

[0251] B T R IR A W A A el DLE I T B 2%, 91 Gl o xS A S P T
HEMPTA F Bl

SChe 5l -

[0252] &G

[0253]  sEjfsll: (2F) -2- [2-[[ (E) -3- (2- L) WL R o i ) S B 0 ] - 3- L R AL ] -
2- FH R 2 5 2 1 R T

F Hs H30
.0
[0254]
HsC‘O‘ O‘CHg

(o]
[0255]  JDIR1:.1- Q-%KEL) L HilE
[0256]  RE1- (2- 8 FKIL) )@ A (10g,1.0eq) IIAFHEE (300m1) I 0N F2 i 5 1R #h
(7.54g,1.8eq) - 7£25°C i MHMLRE (33.45g,2eq) o R MR S WITES0°C R Hil 127N o i H
LOMSANTLC M il S B o 75 3125 T 28 I o A A 5 K (200m1) FRoRE I 3 FH 4R £ i 2 B
(3X100m1) o R H/AK A KB A FH I ANZ G HEERBRN ETRIFE R T NK
g6 AL B I PR A E AT iR Al 4L S 0% 2220 % 7R P I £ R £, T (Et0Ac) Pt
it o 2 ), DA [ AR 15 B8 AR AL &) (P2 %72%) o 'H NMR  300MHz , DMSO-d6:511 . 4
(s,1H) ,7.46-7.41 (m,2H) ,7.27-7.23 (m,2H) ,2.14 (s,3H) .
[0257]  2D3R2: (2E) -2-[2-[[(B) -1- Q-5 oK) WO B G ] A A AL ] -3- R AL ] - 2-
H AR &2 4 1R 2. T (S it f512)
[0258]  H51- (2-FKHE) LG (0.3g,3eq) MO — HI L FI 2 (DMF, 5m1) #1301 ACs,CO,
(3.27g,2.0eq) K R NIBSWITE SR RT; £125°C) FHFE300 41, 2R EInN (2F) -2- [2-1R
FH 3 -3- IR 3E ] -2- AR W 2R H G (0.6g,3.02eq) oK S BV A WIAE =508 R 16 #E32
NB FF I TLCAILCMS M o S B2 FH 7K (45m1) 8 K FK P2 7E LR L. g ZEHX (3 X 35m1) o
WA FEFBENZE K GOmD) Peik, TERBR AN _ LT 70 02 N iRk4e A9 iodE i ik 2
Mrial o @it Ad FH35-20 % 78 Bkt H I E t0Ac B I 4tk &) » 78 K i 745 B K 1 Bl 44 it
19 (0.328g,45% 72 2%) ,'H NMR (300MHz , DMSO-d6) : 67.56-7.36 (m,2H) ,7.33-7.32 (m,
4H) ,7.03(dd,J=6.2,2.8Hz,3H) ,5.00 (s,2H) ,3.93 (s,3H) ,3.64 (s,3H) ,2.42 (s,3H) ,2.08
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(d,J=2.5Hz,3H) .
02591 SEHMI2: (26) -2-[2-[[ (B) -1~ (2~ SAHL) T 2 3L 0L AL ) -3 - B0 ] -
- FF T B ~N- FF 4 2, i

F Hi Hat
O
[0260] N H
H3C‘O‘ N\CHg

o]
[0261]  ¥5 (2B) -2-[2-[[(B) -1- (- % oK) W ARG I AL F L] -3- AR -2- &R
V52 3 2.8 P i (St f911 5 82, 1eq) IMNTHF (80m1) Ff AN F B A W (40 % /KB W) (16m1,
2vol) o B R BV A WIAE25 C N BERES /N I8 I TLCALCMS M » S )87 FH 7K (200m1) % K -
W r=ITE LR S TgH AL (3 X 150m1) KA A HLZ FER/K (150m1) Peisk  fEmR BN LT
R IFAE BLAS R 4 R o i bR 2 A Bl i 3 A 30 - 40 % 7E B o T A E L OAC ¥ fid 48
B 28R VEFE N A i AR AL B9 (Tg,87.7% 77 %) o 'H NMR (500MHz , DMSO-d6) : 8
8.20(q,J=4.7Hz,1H) ,7.44 (ddt,]=7.8,5.6,2.0Hz,2H) ,7.37-7.14 (m,4H) ,6.95 (dd,J=
7.1,2.0Hz,1H) ,5.01 (s,2H) ,3.86 (s,3H) ,2.65 (d,J=4.8Hz,3H) ,2.42 (s,3H) ,2.09 (d,J=
2.6Hz,3H) .
[0262]  sEjtifs|3: (2F) -2-[2-[[ (E) -1- (3,5- “5UKEL) WL AL G R ) A L W 2L ] - 3- I o
£ -2- HE R LR F 5

Hs HsC
[0263] CIOL«O\E
Hac‘o“ O"'CH3
Cl o}
[0264]  PBE1:1- (3,5- & AREL) LAl
[0265]  K£3- (3,5- 5 AKIE) LM (3.0g,3eq) IIAFEF (30m1) H M ANH,0H (0. 735,
2eq) » FRJGIMARLIE (3.04g,2.5eq) o K S SRS PINFRATO0C IS HE3 /N o A FILCMS Al
TLOWS I 2 7 o 78 5 VS I AR A FH 7K (50m1) BBk o =) FH 2. 18 R 26 X (3 X 30m1) o B4
TR HUZE K (50m1) Yk, FERTIR N L TR I 48 J02 T I 4 o LA i i s /= A g
2l 3l I 8 HI15- 20 % £ B et AUE tOAC e AL A0 5 )« ZE RV IS B B i R Ak 5901 - (3,
5- R AW (1g,92.6%77%)
[0266]  JLYR2: (2F) -2-[2-[[(B) -1- (3,5~ G KIE) W 2 A KL ] S FE 1 3] - 3- T 3L o
3] -2- FAR L 22k 2R Y R
[0267]  43- (3,5- Z& KK Z W5 (0.4g, leq) A ZE (10m1) 3 I ACs,CO, (1.8g,
2.5eq) K R NHREWIFE IR IS0 8, RS A (2E) -2- [2- W 1k -3- FI L IR AL ] -2-
H AL 2 2, IR IR (0.65g 5 1.05eq) o R S MR & WA =R T HERES /NI 3L TLCAILCMS
W o S B FH7K (50m1) A K IFAHE =) 1E 8 LT ZHL (3 X 30m1) 44 I (A HLIE FER K
(50m1) Pk , £ B B _E T B I 5 302 TF WA o R B e R a2 i B 4 e 56 20 -
259 fEBEE I ELOAC Y AL AL 59 - 25 K FRI15 2 K A ] A b L 54 (0. 6, 68 96 7
) ,'H NMR (500MHz , DMSO-d6) :67.66 (t,J=1.9Hz,1H) ,7.61(d,J=1.9Hz,2H) ,7.36-7.23
(m,2H) ,7.05-6.98 (m,1H) ,5.04 (s,2H) ,3.91 (s,3H) ,3.70(s,3H) ,2.43 (s,3H) ,2.30 (s,
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3H) o SEHtf4: (2B) -2-[2-[[(E) -1- (3,5- 54 M £ R Ak | S8k FP O | - 3- F L 40 | -
2- AU 2 B -N- F B S Pk iz

Hs
cl 0
[0268] H
H‘_:;C‘Q‘h N\CHg
(0]

Cl

[0269] 4 (2E) -2-[2-[[(E) -3- (3,5- &K 3L) W LA F I ] S AL H L] -3- AR R AL ] - 2-
H AL 2 28 O TR IS (St 91350 6g5 Leq) HINTHF (6m1) H FF 0 FF IR (40 %6 7K ¥ 90D
(1.2m1,2v) o ¥ [ MR & PAE Z I8N BEFES /N FE @ I TLCAILCMS M o S5 o7 F 7K (25m1) #¢
KIFWE = WIHE CTR CERHHAEEL (3 X 20ml) o K& A HLZ FHER/K (25ml) Helk , FEBER 4 b
FIRIEAEE D T IR YE ALY P i P E A e 4l inﬁﬁﬁzio—z}wffﬁiﬁtfjHﬁEtOAciﬁaﬂi
AL B o 26 R VR A B A €0 [ AR bR AL S (SEHE12,0.53,85% 77 %) . 'H NMR
(500MHz , DMSO-d6) :68.24 (d,J=4.8Hz,1H) ,7.69-7.58 (m,3H) ,7.37-7.15 (m,2H) ,6.95
(dd,J=7.1,1.9Hz,1H) ,5.05 (s, 2H) ,3.86 (s,3H) ,2.68 (d,J=4.7Hz,3H) ,2.42 (s,3H) ,
2.11(s,3H) .

[0270]  sEJtif55: (2B) -2- A& FE-2- [3-FFEE-2-[[ (B) -1-Xf KRRV 2 FE 3 H
HH L ] 2R3 ] 2 1R Y

H
[0271] /O’L‘
HsC

[0272]  JBUR1.1- X 3L 2 BifG

[0273] ZEE MBS SN R 1-5FFH2KEEE 20 (1.0g,4.45mmol , 3eq.) 7£ FF ¥ (10m1) H
HIE R P IMNFE I 2 me 28 (0. 77g,11.17mmol,1.5eq) , 2R /G NN . B2 %A (1.82g, 15mmol ,
2eq.) B R NIRRT PIENAL2 /N o i S I TLC I o 2 7 V68 A5 D 70 e s 75 A AR 4 » [ 1%
FHAR AR MK (20m1) HAEHE0 . 57N o 3k S8 H- IG5 [ R4 5t , DA 1 £ [ A 15 21 4l i Ak
&M (1. 1g, 72 2£98%) MS: [M+H] "150.

[0274]  PR2. (2F) -2- AR W2 HE-2- [3-H 3 -1-[[ (B) -3- X HI 2R BE WP £ FL i S L
S ZRIE] 2R R

[0275]  fm] 1- X FH 2R B Gl (0. 156g,1.0mmol, Leq) 7E &M (2mL) HH A RV W0 i
Cs,C0,(0.66g,2.0mmol , 2eq) oK S SIIRAWIFE25C R HE3070 8 SRS IIA (2E) -2- [2-1R
EF'J%E 3-FEIER] -2- A WA A B H G (0.33g, 1. 1mmol, 1. 1eq) < KF %R A WAE25C
P HE6 /NI o S MBS TLCANLCMS s U o 1) 12 S VR S 0 I N 7K (30m1) F FHEtOAcEEHY (3 X
30ml) o B FFHIAHLZ FIH,08E 5 (2 25m1) , 2R 5 A # 7K e (2 X 20m1) o KA BLJZ #ENa,SO,
TR AR T AT 2R AW, S 3 I FH0-20 % 17 Pt FR I E tOA A i it 771 ) sk
HEE Hr it — 3R Al DA € AR 15 B AR L A (0.37g, 722296 %) o 'H NMR (500MHz , 4
fi-d) :87.42(d,J=8.2Hz,2H) ,7.26-7.19 (m,3H) ,7.07 (d,J=8.0Hz,2H) ,6.94 (dd,J=
7.2,1.8Hz,2H) ,5.03 (s,2H) ,3.94 (s,3H) ,3.70(s,3H) ,2.41 (s,3H) ,2.27 (s,3H) ,2.06 (s,
3H) MS: [M+H] 369

5

il
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[0276]  SEJitf516: (2E) -2- FH AL 2 2L -N- H 2 -2- [3-F 3L -2- [ [ (B) - 1- X H 2R FE L 4 2 4
FE ]G L DR ] 2 Mg
HAC.

Hs
0
[0277] H
HaC HyC” ™ NecH,

[0278]  ZERT R Al (2F) -2- AR 3k -2- [3-F - 1-[[ (B) -3- X I 2R FE Y 2 ok ) S 0
HHJE ] R R ] 28 W B AE THE (5m1) H ()43 RE I VR R 0N R /K I8 (5. 0mL, 40%6) o 44 58 e B
L/ o s 7383 TLC IR M o S VR & UAE e e 28 I AX B 28 0%, B AR W) FEt0Ac (20m1) FkEFF:
FIIN HC1¥ei (3 20m1) , 44 5 F #h /K Bk (2 X 20m1) o KA WLZ 7ENa, S0, b IF ik 415
RS, J5 A8 FH0-50 % 78 Bt (I EOA /R A i 77 i HRessk 4 2 A 14— B 1 4l
1T LA P ] 75 B SR AL 54 (0. 200, 72 5888%) o ' NMR (500MHz , DMSO-d,) :68.20 (d, J
=5.0Hz,1H) ,7.54-7.48 (m,2H) ,7.31-7.22 (m,2H) ,7.19(d,J=8.0Hz,2H) ,6.95 (dd,J=
6.9,2.1Hz,1H) ,4.99 (s,2H) ,3.86 (s,3H) ,2.69(d,J=4.7Hz,3H) ,2.43 (s,3H) ,2.31 (s,
3H) ,2.08 (s, 3H) -MS: [M+H] "368.

[0279] S5 7: (2E) -2- H AR 2 B -N- H - 2- [3-H & -2- [ [ (B) - [3,3,3- =% -1-[3-
SRR IR N A ] O ] A R ) R ) £ W

[0280] -0

[0281] 2Kl T HLA $ AR J573 (Chem Commun,2016,52,13668-13670) il 4 #)3,3,3- =
-1 [3- = EOREE ] N -1-11 (0.5g, leq) MIATHF (10m1) H13FInA (2E) -2- [2- (Z 4
FEFEE) -3- IR R AL ] -2- WA W B -N- FH EE Btz (0.98g, 2eq) , R JG IIATI (0Et) ,
(1.33g,3eq) « BHZIRE W INHAZETOC I Bt RE 127NN o 1% J W 38 i TLCANLCMS 1 il « 1% 52 3 FH
7K (25m1) B K, 88 f5 FHEt0Ac (25m1) JE K o 44 T B ) L it 738 1 3F FHE t0Ac (50m1) BE%
Iy B JZFETEELOACH ZEHUK Z (2 X 25ml) & FERIENLZ /K (25ml) Yeik , 7ERR R B
R A TR IR ) i i P E A B2 i FH40- 45 % 7 Bk R IEt0Ac
WAl A o 2 T I S 78 B e &5 A 15 21K BT 44 (0. 348, 35 %6 72 3R)

[0282]  'H NMR (500Mtz,DMSO-d6) :88.27 (q,J=4.7Hz,1H) ,8.07-8.00 (m,2H) ,7.85-7.79
(m,1H) ,7.68 (t,J=7.8Hz,1H) ,7.35-7.24 (m,2H) ,6.97 (dd,J=7.3,1.7Hz,1H) ,5.12 (s,
2H) ,4.03-3.96 (g, J=10Hz,2H) ,3.86 (s,3H) ,2.67 (d,J=4.7THz,3H) ,2.43 (s, 3H) »

[0283]  FRSH) T Z St 52 HE a3 7 R L& Rl (SETt 7 FI212F% 41, e AT 14 M 7 582
Er ) F HH U R LA IR B LCMS SR ALE

[0284]  FKL.LCMS 7
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CN 115460919 A 36/136 71
LCMS 7% A
R xini] E3 T2
£ : Agilent Eclipse Plus C18(50mmx LCMS2020(Shimadzu)
4.6mmx3pum FHL) &R ESI
BhAa: JREEE: 100-800amu
A: 10mM ¥ B4 KIE R o RE(E R F i 4248)
[0285] | B 0.1%4 2 o 49 Tt B
M. £ 1.524FR 10% B %) 100% B, # LC %% Nexera &AM R 4%,
#1045 100% B. 1448 10% B, #478 =R
A: 3.50 & 3.75 9-4F. AR EF: PDA
Aik: 1.2mVmin; BIREK: 220nm/m KEER
AR 30°C/40°C
LCMS 7% B
7 R | 5B
A: Luna-C18(30mmx2.0mmx3pum #i#i) LCMS DELIVER-220
B FhAa: (Shimadzu)
A: 0.037%= R LBAER wHR: ESI
B: 0.018%% HPLC A+ s =i AEEE: 100-1000amu
[0286] | ABME: ZE 3.00 5404 5-95% B, £ 0.01 4 At E
M 5% B, 595% B(0.01-1.60 4-4F), HRA: &
95-100%  B(1.60-2.50 4 4¢ ) LC A%t: Nexera & B R A 44,
100-5%(2.50-2.52 4-4%), & 5% B Fi/R$F —7O%
0.48 4%, AR E: DAD
#ik: 0.8ml/min; AFEK: 220nm/R K/EHER
AXm# R 40°C
LCMS #Fi% C
[0287] A%: Xbridge Shield RP18(50mmx2.1mm, Sum $Hiks) | Agilent
#HhAa: W% R ESI
A: H;O0+10mM NH:HCOs JRESEE: 100-1000amu
B: THE Mok iE
LCMS F i C
7 = EEHE
ME: 040 24FR 5% B Aofe 0.40-3.40 547 | BEX: 38
[0288] 5-95% B, #R¥F 0.45 547 95% B, REHE 0.01 54F | LC #%: Nexera B /E4f
A 95-5%B. E& %, —AR
Aik: 0.8ml/min; M E: DAD
AEXA#p: 40°C BREK: 220nm/ZE K {E

=l
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LCMS 7% D
7 EWH FERE
#£: Agilent Eclipse Plus C18(50mmx 4.6mmx | LCMS 2020(Shimadzu)
3pm Fik) W &R ESI
#3hAa: JiEEE: 100-800amu
lo289] |A: 10mM NH(HCOO)K %% Atk RE (IE 5 FIH424)
B: ThF X 2
BB 554K 10% B %] 100% B, #4334 |LC #%: Nexera & /EHE
47 100% B, 2 247 10% B. EATHE: 10 4. | A%, —AR
Aig: 1.2ml/min; AR E: PDA
AEKXm#A: 40°C kK 220nm/E XEH
A
[0290]  ZESHR ¥ FAILOMS J5 ¥ AELCMS A2 R 3]
[0291]  %S:
B |4# R: [min] f& |LCMS
SRree
1 o Ao 208 |373.7 |A
(0]
;
2 @’L“’o‘: £ 1941 |372 | A
Ly N ;
[0292] 0

Cl N‘O
3 oS o |2252 4229 A

cl e
4 0. N 215 (4219 (A
0
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F5 [s# R: [min] & |LCMS
5 /@*“’O“:i 2.144 (369 | A

/O~N O\ ’
o]
6 /@’L“'O: ; 2.027 (368 | A
/O‘N N\ '
o]
FSC
7 Q:‘LN’O‘:E 2.123 (490 A
/O‘- N\
CFs 0
FsC N’O
8 Al 2.15 |4225 | A
Q
FsC .
9 -y 2.19 |4235 | A
o]
[0293]
10 FSC\O/LN'O 222 (44923 | A
/O*N O\
(o]
11 F3C©/LN'O 213 4484 |A
/O'-N N
O
F
12 F*@*""O‘:i 195 |404 A
0. N !
0]
|
13 F3C\©/LN'O 2.18 (4353 | A
/O“‘N O“-n.
o]
|
14 FSC\OAN»O 211 [4344 (A
/O"N N\
O
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39/136 1L

F5 |4M R [min] i & |LCMS
cle
15 *@*N’O*:?r 205 |4252 |A
/O‘N N"'\
(o]
(lj‘N
16 J\@*w":% 217 |4262 |A
/O"N O\
0O
FgC N'O
17 = im a1 A
NC ~ N e
(o]
18 FGC@*“’O 209 [4482 |A
NC O N ! :
@]
F
F N'O
19 *@’L /;Owi o |206 |404 |A
Q
[0294] = =
20 @IN'O 2155 (425 |A
cl N e
(o]
F._F
21 /@IN‘O:% 2.06 |4085 |A
(o o]
F <N ~
(o]
F_F
22 /@l”’o 208 |424 |A
]| /O"N N\
(@]
F
F
23 FsC\Q/QNJO 304 |4583 |A
/O‘-N N\
9]
F
F
24 FsC\O)wO 307 |4589 |A
/O'-N o
(o]
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B |44 R [min] f& [LCMS
F
25 Fsci))wojg( 207 |441.05| A
/O-N 0oL
o
F
26 F3C\©/LN'O\EE( 1.984 | 440 A
/O‘N N
o]
F_F
QO
27 @IN “:O ; (197 408 |A
F -~ ‘N S
O
CF30 -
28 S X o |217 |43 (A
O
CF30 e
29 Y . 209 (438 A
[0295] -~ N ~
o]
30 @J\ “'O: ; 2058 [355 |A
/O‘N O\
0
N’O
31 @ E’:E” 1963 (354 |A
~~N Sy
(0]
F2C e
32 o d o 217 |40 A
CF, o]
FaC \°
33 o Lo |22 (4569 |A
Cl o}
FaC e
34 oL o 225 |49 (A
CF3 (o]
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B5 | 4M R [min] E¥ |[LCMS
F
F
35 )C”O’LN‘O\: £ 21 [4468 |A
/O‘-N 0‘\.
o}
CF4
N-©
36 @A‘ O“: ; o 2.101 423 | A
<N ~
(e}
N’O
37 Y, 2.155 4229 |A
FaC ZN ~
0
CF,
N’O
38 : . 1.999 422 |A
~“*N ~
o}
0
39 ,@)\ N E” 2059 (422 |A
FiC <N ~
0
[0296]
40 C']@*’“"O 2271 (4237 |A
Cl /O"N e, ’ ’
O
41 Cj:j*'”'o“‘:; 215 422 |A
Cl /O"N N\ ’
(e}
O-N
W e
42 Y . 194 [4359 |A
~ N B
(0]
O-N
W 0
43 J\/K@/L“ /“:0; ol 209 |43 |A
(»]
F
44 FJC“@*N‘C’:% 1.99 |4459 |A
/O‘N NS
0
X .0
45 N o 213 397 |A
~ N ~
F O
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B | 4M R [min] /& |LCMS
NS e
46 oLl N 2.01 |447 A
CF5 le)
N’O
47 i o AN 2.08 (440 |A
CF3 (o]

N\:\\ o

48 U on A ol [211 |448 | A

O
N‘D

49 | 0w o 2.18 (441 |A
F N'O |/

50 o don 2.11 (4408 |A
o}

[0297] F 0
51 " o Ao, 22 |441 | A
N o

52 o X ol 2274 (4478 |A

)\ 0
oS¢ 2.094 [379.8 |A
S ko0
54 St 1.984 (378 |A
-~ ‘N ~

A\ 0
55 T 202 (|39 A
Br .0
56 ‘@*’* “:0 ; 5 2.197 |435.6 |A
~ 7N ~

46
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F5 | 4M R [min] t& |LCMS
FBCQ\\\\ o
57 VY W | 2208|4460 | A
~ N ~
o]
Br pe)
58 @” ‘:O i . 2.091 |4328 |A
<N ~
(o]
FaC 0
59 Kj’L“ ‘:0 ; . 135 |48 | A
Cl Z7N =,
(0]
FiC 0 Ij
60 o el 2.15 [456 |A
cl ar R e A
0
FaC e
61 S u |RB |8 |4
(0]
FaC N’O
[0298] | 62 & . 2.146 | 436 A
Z N ~
0]
63 2.099 (436 |A
64 1.97 (435 |A
65 124 (437 |A
66 i (Al | A
67 215 (490 |A
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5 |4H R [min] E& |LCMS
FsC e
68 Y . |24 436 |A
<N ~
0]
F
FsC ..
69 Y 2059 |440 (A
-~ "'N ~
0]
|
ON
70 FGCJ\CAN'OJE( 2.197 |480 |A
0. 2N
" o
I
O‘N
71 FSC)R@/LN‘OE 2.091 (479 A
/O~N NG
0O
Fo_F
72 @I’“’O‘:£ 1337 [391  |A
[0299] OO
0]
FF
n-©
73 e 1.256 (390 |A
<N ~
0]
cl Cl
74 Y N'O:O E . 2.208 [463 | A
§ o]
ci Gl
75 A\C’L""O“\E@ L |2101 462 |A
" (@]
N'O
76 D¢ 222|369 | A
~ N ~
o
n-©
77 S 21 368 | A
~ "N ~
o
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[0300]

B5 R [min] i¥ |LCMS
78 2133 |385 |A
79 2.005 (384 A
80 213 421 A
81 2.037 420 |A
82 208 |425 |A
83 1.92 [424 |A
84 208 (390 A
85 203|372 A
86 217 |373  |A
87 208 391 (A
88 224 (448 | A
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F5 | %M R: [min]| & |LCMS

89 Fﬁ"x@*w@( 2.15 | 449 A
/O‘N O\

F._F
90 FSCOIN'O&O 2261 |459 | A
F. F
FaC e
91 @IN ?\%N 2.155 [458 | A
~ " *N ~
(@]
FaC el
92 ‘@IN ‘E%O 221 451 |A
~ N ~
O
F3C Ko}
93 @I“ ;:%N 211 450 |A
~*N ~
[0301] N-°
94 \Qx O; 1 o |2187 |383 A
~ "N ~
N‘O
95 -1, 222|397 |A
7N ~
.0
96 >L@’J“N ‘:O £ . 2283 |41 |A
<N ~

97 |

0]
Ol o) 3
98 “ POCE UL
0
N’O
99 e 208 (382 |A
~ N ~
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5 |44 R¢ [min] && |LCMS

0
100 >L©/L“ ahj 2187 [410 A
jeo]
101 \Q’L“ ‘:0 i . 222 (403 | A
~ N ~
0]
30
102 j@*“ ‘:O ; . 221 (403 | A
Cl <N ~
0
103 /@’L . “’i 208 (373 |A
F AONANAON
NC e
104 1, 1.995 (380 |A
“ N ~
[0302] 0
105 o T 2.144 396 | A

O
106 \Q’L” “0£ \ 2112 (402 A
0
fel
107 UL“ O‘: £ . 2123 (402 | A
Cl <N ~

N'O
108 | iy 1952 (372 |A
Cl N'O
109 -1\ 2.123 [402 |A
Z7 N ~

F
c N'O 3
110 e, 225 (441 |A
0]

51




CN 115460919 A

48/136 T

5 | 4# R [min] E& |LCMS
3 N‘O
m | Lo e |22 |43 (A
\' (o]
NC N'O
112 1 . 1.87 379 |A
N ~
0]
0
13 | ”/;:i w211 430 |A
“\.| (o]
0
114 Br,@’L“ /“:O; o 217 435 |A
L0}
.0
115 @’L” “:0 i o 2113 369 | A
~*N ~
[0303] 0
Cl
N
116 @’L /O:\Ni . 2101 (389 |A
0]
Cl
.0
117 @’L” ‘:O ; o 2197 (423 |A
Cl o]
F
.0
118 @’L” "Oi o 2091 {391 |A
F 0]
Br
0
119 @’L” “:0 ; o 212|434 |A
~ N ~
0]
Br
N'O
120 @*L /“:O\N; - 2.005 (433 A
o
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5 |44 R [min] ¥ |LCMS
121 O 22 (431 |A

Q OGO
0]
|
122 N'O‘;Ero 205 (379 (A
" o}
~o
.0
123 @”L“ :O £ . 204 (385 (A
"N ~
o]
124 O 211 (430 |A
‘ OGN
o
I
125 N 193 378 |A
[0304] OIS
0
~0
o)
126 @’k” Y . 1931 384 |A
o
o]
v
127 ij/L /‘:O\Ni  |1984 368 |A
o]
Cl
.0
128 @’L“ “:0 £ . 1984 (388 |A
<N ~
0]
F -
129 | oo 2112 {391 |A
0
Cli
§.8)
130 @’L " :o ; \ 208 (422 |A
~ N ~
Cl o]
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BF5 |44 R¢ [min] & |[LCMS

F
N’O
131 oM 1984 390 |A
F 0]
F N'O
132 1 . 1.984 390 |A
F <N ~

0]
N’O
133 -1, 2.187 (439 |A
0O * i et
&, g

F
Br N’O
134 Bk b 2155 |453 |A
Br N’O
135 od_o. 229 |513 (A

[0305] Br 0
0
136 O/@*“ ’E”\ 208 (438 |A
&, ]
.0
137 D/L” 0‘: 1 . 218 (383 |A
-~ ‘N ~
o}
Br N‘O
138 Y, |2261 |43 (A
E &% ~
0
Ko
139 :@*“ EN 2155|382 |A
<N ~
o]
Br N'O
140 S 2.144 (450 | A
F~N ~
0]
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5 |4# R [min] 5 |LCMS
F
Br N’O
141 Y |2009 [452 |A
~*N ~
0
Br N‘O
142 8 ’ 2.208 | 512 A
-~ ‘N ~
Br 0
7 e
143 ool 2197 [447  |A
Q
Il
F5C N'O
O (e}
F5C N'O
03061 1 145 oA o, |2261 (463 | A
0
FiC O
146 o o 2.261 | 451 A
~ ‘N ~
0
FiC N'O
147 oo, |224 |40 A
A 0
FiC e
148 o don. 2187 |446 | A
(0]
I
FaC e Iz
149 O R, 2.347 | 498 A
® i
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F5 | %M R¢ [min]| £& |[LCMS

FsC N’O
150 Lo dn, [2272 |462 | A
(@]
FsC N’O
151 oy dn, |2261 [450 A
e}
FiC .o
152 o dn,  [2229 |48 (A
x*

o]
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F /O‘N N\
(o]
= F
F~ -0
452 F@/LN»O;Er 191 |49 |B
al /O e O.\
0
e F
F
453 [© N—O:?i 1.85 [488 |B
o]
cF
F
454 [© Nfo;?( 1.83 (489 |B
F /O‘N O\
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5 |4&M R¢[min] 5 |[LCMS
e B
F~ "0
455 FKj/LNfO 1.9 |491 |B
Cl /O‘N O\
0
g E
F
456 N-O 1.81 488 |B
cl F O ON
(e}
g F
F
457 o } 1.72 488 |B
Cl F /O"N N\
0]
FF
458 @IN'OEH 2.04 |408 |A
/O"‘N N\
(@]
[0341] F F F
459 @IN'O:E 2.16 |409 |A
/O“N O"\
(o]
460 Cl‘élwo;?( 2.64 | 465 A
/O"N O\
Cl 0]
|
o]
461 F3C\©AN*O‘§(H 2.00 438 A
LA NG
(o]
F3C
(o]
462 @*O‘:E 221 |438 | A
/O = O\
]
Cl
’O
63 | /@’L“ /”‘:O ; ol 231 472 A
Q
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F5 | 4#H < [min] /E& |LCMS

CF3
0342 e
2 464 @A“ “:E 210 (452 |A
~o0 AOF O,

[0343]  AW)#HtsE

[0344] 5 = FE AR Fr i

[0345] ¥z Ab &4 TV 50/ FLAC I EE 1 (R AR) 999/ 1 PR i Al / 85 — FOIL RIS T &
AT B IR A/ LA RIWe ttol FIVR A0 , 75 25m 1 AR A8 S5 TN /K 22 Ak
HUA100m1 o 44 J5 FHRTIR ¥ 711 - FLAL A - AV B VIR B 1% i 2 VLA N R 4 RN B 2R
[0346] Wi SEJtEfI1 . £ K& EXT &8 R 5 91 A2 1) R S5 a7 1R B v (PHAKPA
K4)

(03471 Stof Za R R SRR Ve I 40 0 S 4 B T A o I P R R AE 2 R AR A £ 2R b iR
H B T T X QoA i I ) i 52 14 ) 2 R B ARF 1290 A 1 AR N T4 MRl Tl , W AR i
% 25 FHGHIT B 2995 % 120 - 24 °C [ 1S 5 HH IR 24/ N o 38— FOBHAE PR AR IR == F-23-27 C AN
60-80 %6 FIAH X REFE T AR IG 3K o IR S5 & A W L A0 T Ffnadk P vt A 1 70 BT 6 P ) ik i 55
VL VBCHE FEL PR 25 22 W AL o fSAEL R XU o SR i R T B A AR AR i 25 R 123 - 27 C 1160 -80 %6 Y AH
STUERE R R ik 14K o LB I TH AR % IR PR I A B 10 B R 28 FE T, AR AL B 6 R A
T T KT T 85 % .

[0348] i SEJtEf512 . £ K& Eo0T &8 R G5 1 91 A2 1) R 45 I OR 47 14 B 76 (PHAKPA
P2)

(03491  FH & A W B W1 BT ik 1 3 14 B 2 BTS00 T O M 25 VAR 2 6 K S B T
Y 55 AR VIR o [ ARLAR XU T o B B0 A AR AR R = P 23 - 27 C F160- 80 % AR N FE T AR K52
R o SR JE M MR FE D 8 R 45 W I 1 o B B B AR AE 2ok AR 40 i 2 b B 1 b & T T 6 Qo
k1) 70 0 i 52 PR ) S SRR B ARF 1291 4 1 AR N TR R 2, W AR R B # 28 AE IR P &4
95 %6 F120-24°C 1) IR = H ik 24/ o SR JE i BB AR AE R = 123 -27°C A160-80 % 1 AH
SRR RE R #RE ik 14K o LB I TH AR %6 IRTIR PR I A B 10 B 1R 28 FE T, AR AL B R A
T T KT T 85 % .

[0350] ] FHSEJti 53 . £ K & o0t & 3 R 5 1 91 A2 ) R S 45 0 1 DR 47 14 B v (PHAKPA
P6)

[0351]  FH &6 W B W BT IR 1 3 14 B 20 T T IR 5% 55 W 0K 28 4R OK A B ik i 25 &2
TR o A3 AR AT o B B A R AE T % 1 23- 27 °C 160 -80 % B AE AR B N k%6 K AR 5
X TR MR P & 245 BN AT o B F B AR AE SRR 40 i 2, R b R 3 vh 238 T X6 Qo 47 ] 55
[T 52 1 i 3L R B ANF 1291 o O 1 W AR N AR R Tl , B R Ak e % 25 M 64 B 24095 % ATl
23-27°C NG = ik 24/ o AR JE R R AB AR AR = 123 - 27 °C A160- 80 %6 [ AH X &
RS AR 14K o BB TR AR 96 PR PRI B b R AR 2R AR T, AR A BN IR ) 0 K
P18 = 785 % .

[0352] & FH St 94 . 75 25 A4 K G B B 2 R A S ) K S I AR T iR
(PHAKPA P1 DL)
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[0353]  FH & W 5 W1 BT IR 14 3 14 B 2o T T IR 5% 55 W 0K 28 4R OK A B ik i 25 &
UL o TR AR IR 2 120 C AL 47N JEBH T ek 18 o 58 = RISy 94 HOsCE e K
BEIEAR b o R 5 X B B2 b 2 25 B ) 1 o A8 P RS [R] 23 B4« — Font Qo 410 sl 771 Ak
(wt) s FF H—Fh e 2ok i 4 it 2 b 0 Hh 3 TR 17 6T Qo 0 ) 771) £ i 52 A 1) 22 22k 1R 5 AR
F129L (F129L) o 7ERS 22 S ol gl i 7R =i NI & 16- 24/, 2R I 768 & #6120 C AN
12/ 56/ R R il B 2- 3 o DL ARSI T AR %6 IRTIR PRI ) LR R 28R P

[0354] Tl e AR A6

[0355] Mgy PEAL A4 43 AE I ARHR IC fl) B B2 210, 000 ppm ) i £ 5 W o 44 fis 2% VS
WARAELL IR &, RIS 7 230 i€ il (MTP) Hh I FZK 6 B 22 T iR K B

[0356]  FE 0 Gn I [ (1) AN [F] 8% FH S i 451w Pl 7 (8 A S A 7 PR 2 e 4 &R CE TR S
18 CHIZK 28 AN 2 A 7R J5 A RSO FE T #E405nm T Il EMTP 4l & 2450 5 A
I AL AP BT R A (100%) FIAS & BURR I 2 AR AR LE 3, DURA S AR B3 P4
E ) AR 9 JEAAR IR AR AE K %6 o

[0357] & FHSRTf515 . ) 5| AR AR i M R i B (Pyricularia oryzae) Hi&E M (PYRIOR)
[0358] e FH e i T 7 AR W 3 2 Bl e BF - 411 B 2 19 R - H Vi B DOB/K 8 R ) 1 T 20 V7
[0359] I FHSRTf516 . X FE/INE b 5l At () /N 22 e - f i) iE M (SEPTTR)

[0360]  {i /N3 72 fH 7E AL W 52 2F BURE BF - 40 181 25 (R - H v BRDOB /K I K 1) 18 1 B %
o

[0361] N FH S 7 . % 51 R IE 9 B B IR JEJH 1 (Colletotrichum orbiculare) HIE
% (COLLLA)

[0362] g FH R IR R JEL I T 2E 2 %6 22 4 /K I ) 98 T BV R

[0363] 3 FHSL A58 . X 5| i /1N 22 i B (1) #0UA BK i 1 (Leptosphaeria nodorum) F3E 4
(LEPTNO)

[0364] gt F UK 2R Ji 11 76 A2 1) 22 2 Bl BF - 40 0 2 1 R - T Vil eDOB /K VA K Hh i) 0
o

[0365] & FH St 5119 . % 5] A 2 9 (1) 2 WA A 1 v& M (ALTESO, wt AIF129L)

[0366] i FH L g8 B A f07E AR 400 22 2 Bl BF - 40 1 2 1 R - TV lDOB /K VA ¥ H ) A Ao AN [
BV« SRR B A2 T 43 B ) (wt) AIAE SR A 40 i € 2 bR vh 28 T 0 Qo 477 i 55
(T 52 1 1 S L TR 5 ARF 1291 (F129L) [ Qo bl 7t 52 1 23 B 40

[0367] |8 FHSL 51 10 . 0 75 K27 b 51 I B 95 (1) K 22 0 BE A J il 7 (40 735 14 (PYRNTE , wt Al
F129L)

[0368] s FH R 52 X B A Ji s 0 7E A ) 52 2 B3I BF - 4 B 2 1 R - H 9 DOBZK I ¥ HH 1)
Fh AR TA] £ 7 BV L BB BT 2R L B8 (wt) FNAE 2Rk A4 i (2 Kb AR & A T T % Qo
81 0 0D T 52 2 (1) B2 L PR 5 AR F 1291 (F129L) (9 Qo 3 s 7 i 52 12k 45 BS 90 o

[0369] R Sl 11 . % 5 e K 2 K K BEIR 1) K 2 KB i (Cercospora sojina) [
7% 1 (CERCSO)

[0370] AR5 NN K SZ AR BRE 95 Bl £E AR ) 52 2 BT BF - 4 B 2 1 R - H 9 DOBZK I v H 1Y)
TRV

[0371] N FHsZjE 12 % 5] 8 E HW K S EH A # Microdochium nivale) BITEME
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(MONGNT)
[0372]
o
[0373]
[0374]

[0375]

[0376]

L A A A I - 80 - E U DOB K V0 T

R S S 4 SR R R A
Xob 7 8 75 2R AR 41 A L K b AR A S TR T X Qo 4171 1) 551 ) i 52 1 ) e R R AR
F129LAAE 0998 S Pt EL R 25 R 3R LAICT -C4 b I Pl &5

*1:
A TiahL % PHAKPA (F129L)7# ¥ K-F
B5 | &M P2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
F l'\
= o =
1 J " o J e 80 27 90 56
(o]
F
e}
2 ey ‘:O £ ) s 0 26 1
S P ~
o]
Cl L0 B
3 @”‘N :O ; . 30 3 40 6
P ) ~
Cl 0
o o I
4 P 2 0 13 1
cl (0]
o]
5 _] “:O\ ; o 28 1 50 4
o
6 v
<  aaon |1 0 19 1
a
FaC. 2 Q.
8 ] N,o‘ 5 4 0 5 0
Q
9 O Y . |35 23 41 4
Q
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A TFoama % PHAKPA(F129L)% & K-F
BF5 | &M P2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
10 @*ﬁ 22 2 45 3
- O ~
11 @*n% 23 1 20 0
- O S
12 *Q)“N‘f:of W |25 1 37 9
|
13 FSCO/L»N-O 28 0 25 0
_O, o
(o]
|
14 F=C~©/L~~° 6 0 11 1
/0‘ N“‘\
(o]
5
15 J\@/LN—O 4 0 24 1
\l/'%
17 F“Z@’LNO;\”’ " |70 50 63 57
o]
F
F i)
19 *@’L“ /‘:Owi o |87 0 87 1
o]
FF
20 /@l“‘o‘ji 73 29 97 18
ClI /O‘N ol
o
F._F
0,
21 i QIN /EO\ 100 77 97 88
(o]
F._F
O
22 i @IN /EE(N\ 100 90 100 93
(o]
FsC FO—-W
23 Y 12 1 20 1
/O‘NAJ)/N\.
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A Faemat % PHAKPA(F129L)% F /K-F
5 | &4 P2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
F
F
24 FSCOAN—G 36 60 4 28
OO
(o]
25 Feﬂg&ﬂ% 16 3 50 2
/O‘ O"\
Q
26 FaCOAN—OE 12 0 19 1
/0" N“\
o]
27 QI‘N'O“:OE ) 5 0 32 0
F N )
los7s] | ¥ \@AN fO-E“x 0 0
Q
30 @*”’O‘: £ 53 1 77 2
/0‘ O‘\
o]
3l @’LN‘O::O_N; % 0 0 4 0
(o]
32 @A‘j £ W |80 50 73 43
FC e
33 o Lo 50 33 60 75
Cl o]
FiC .0, |
34 @A oo 100 90 90 83
CFy
el
36 @* :’; E - 100 42 100 43
Q
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A T 5 1ebdh s 2 % PHAKPA (F129L)% % K-
5 P2/4ppm | P2/16ppm | P6/4dppm | P6/16ppm
=4 rvo
37 i ,Q’L ,;&N; R 3 40 2
o]
CF3
N’O
38 e 37 4 47 1
o]
.0
39 4 i /‘:O; |30 4 15 2
i o}
40 ULN 40 18 63 22
- NW ~
41 j;’j*” 15 9 36 14
- NW‘\
e |2 %’Lﬁ%\ 60 23 60 20
43 %’“N;E |10 100 97 87
FSC\NULN_O
44 p-an gl 17 77 21
o}
N\ Q.
46 \QL B, | 6B 50 90 57
o J
47 il Wil A ) 13 0 12 0
F; o]
H o]
48 K@’JW,O\ o | 100 80 100 67
o
49 i i 60 18 60 7
CFa o]
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A T 5 1ebdh s 2 % PHAKPA (F129L)% % K-
F5 | &4 P2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
F. N’O
50 e 2 1 6 0
CFa o)
F 0
51 ey 28 2 15 0
Fs o]
FiC " i
52 e, | 28 90 43
53 \Q’L“’i‘;g A 17 100 47
o]
SN O
54 -y 0 1 20 0
0
s .0,
55 \Q’LN ,‘:OE g 3 1 13 5
[0380] Y Y
Br O\:@
56 @’LN‘ - 43 24 67 19
il
57 \'\@"LO}OE i 8 43 15
58 E"Q’L”'Oo: : 5 2 0 4 0
-~ -N?ﬁg‘-‘.
=
FaC .0 |/
59 Q’LN o 1 . | 20 63 1
cl ] ~
o]
F4C N,O
60 CI]Q’L /";Ni . | 1 53 2
(o]
FsC . ool
61 TrT . o 15 90 18
Q
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A Foiesds % PHAKPA (F129L)% % K-
F5 | &4 P2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
3C i .0
- S o - IR 0 60 3
Q
N’O
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N’O
64 N S, | 73 80 43
s 0
_ FiC e :
65 ‘@A -l 77 100 87
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[0381] Sy
FC 1 e
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/O‘WO\
73 QINO:OE/N\ 0 19
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5 | 4&M# IP2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
cl gl _
75 &Qf" JE(N\ 8 0 13 1
Q
76 \@’L*"""“:OEO\ 30 8 9 0
77 \Q’L”‘O l 67 4 40 3
A9 N
o
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78 [ 40 1 30 1
Q
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FVO L
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Q
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A F o HhiaE % PHAKPA(F129L)% & K-F
Ao | &M IP2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
87 F‘@’LN‘C’/‘; . o |8 0 7 0
F o]
93 " @Ic’/ﬁ\ 83 32 43 37
94 “‘O::Q . o |22 S 35 2
o
95 ’\@)‘NVE 2 11 0 33 4
N’O l ’
96 s Lo |6 1 3 0
(o}
97 %"’O l 4 1 1 0
[0383] | S ee
= a |
98 - Y 3 0 1 0
o]
99 ‘Q’L"‘O“:O i ) 43 12 87 33
~N ~
0
N‘O :
100 ® g 18 0 25 4
9]
101 \Q’LN‘O - 70 37 60 17
SO O
Cl (o]
o
102 C:@’“N ro 60 11 90 43
o]
O
103 | @’J“ /‘:O_Ni ;. 40 3 35 4
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A F o HhiaE % PHAKPA(F129L)% & K-F
Ao | &M IP2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
NG .0 ®
104 ‘@*"/Q o |22 15 19 1
o]
105 *@’L NNy 18 1 39 13
IO‘N N ’
Q
106 \Q"“;E N 5 1 32 9
107 jg)*‘:g . 1 0 15 I
108 | ,Q’L“O; ; 5 1 0 1 0
o]
| =
Cl e P
109 | L 8 1 12 0
[0384] N
F
Cl §a)
110 T::*“ /“:O_N; - 20 3 30 1
Cl o]
|"\
111 ] “'O/Q o 28 8 46 10
Q
Ny
NC N |
112 ;er,q\ 13 3 30 9
a
13 O/; W |25 26 a1 25
s ]
114 ”'0‘:0 . . 38 5 52 15
ar’OA - ‘N'-’\(r)( ~
Z o)
s | O S L . 83 63 92 75
o]
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120 43 4 90 8
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125 72 9 90 44
126 87 34 95 70
127 90 44 93 62
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[0387]

iR AR PE: % PHAKPA(F129L)% & K-F
A5 |44 P2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
Br z N‘O
140 L ,0;\N£ N 8 0 13 4
o]}
F
Br N,O\Ij
141 O M 2 0 2 0
~ N ~
0}
Br L0
142 ; N 19 3 26 5
Br o]
FaC > N‘O
143 ) oA o, |4 0 15 0
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FaC > N‘O
144 NS OO |87 80 92 90
= 9]
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[0388]

A F3liebdhstE % PHAKPA (F129L) % % K-F
F5 | &M P2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
FaC N‘O
151 B |52 3 53 6
o}
FiC .
152 opdon, |24 1 38 7
e o}
=
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53 |[CY VoY, |2 3 2 1
~"*N ~
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o)
154 /@* d " i 30 13 63 9
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0
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156 ) il 0P b 0 47 3
0}
N_O
157 ol 1 0 1 0
~ TN ~
Cl o]
o,
158 C,@)\ /‘:0; ol 0 2 0
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161 U’\@’L b, [ D0 100 100 90
F
FsC ¥a)
162 ) FN/:%; WL, 0 1 0
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A F3liebdhstE % PHAKPA (F129L) % % K-F
F5 | &M P2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
==
Cl 7 o) l/
163 o -l 1 47 9
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07X e s N...
| o}
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[0390]

ilEd! ﬂwww % PHAKPA(F129L)% & K-F
55 P2/4ppm | P2/16ppm | P6/dppm | P6/16ppm
175 é’L 100 97 100 93
176 Ej* 100 100 100 90
/ NA{ S
F
F N'O | L
177 oL o | 100 21 87 47
0
F
F .
178 3 N\ 6 0 2 0
179 Y@/LN V@; 100 47 90 28
180 ﬁj’k Suhy s 40 7 5 0
181 | _, le‘“";;%o\ 22 11 33 =
182 |, @’&"“ 6 0 13 0
o]
183 r@’LN /‘:Oj o |16 0 38 2
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Fgc\O
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[0391]

B F o odh a2 % PHAKPA(F129L)% & K-F
55 P2/4ppm | P2/16ppm | P6/4ppm | P6/16ppm
""hoa
O
187 ?’E‘% 100 100 90 90
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188 @l 1 1 0 1 0
189 @l 82 28 97 37
‘.Né\( L
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F
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T3l a 2 % PHAKPA(F129L)% & K-F
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