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(57) Abstract: Disclosed is a substituted pyrazolyl pyrazole sulfonamide compound or a pesticidally acceptable salt thereof, a compo-
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in the specification. The substituted pyrazolyl pyrazole sulfonamide compound has higher herbicidal activity than known compounds,
and has excellent herbicidal activity against common weeds in rice paddy, especially broad-leaved weeds.
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56 0 Me H Cl CN H “E-N )
57 0 Me H Cl CN H C,)*‘*T/"
Ci
:}f f/{;:’\
58 NH H H Cl CN H I
S
% 2 '"HNMR ¥#4&
TR 'HNMR
"H-NMR (CDCls-de, 500 MHz) &: 7.97-7.95 (m, 1H),7.55-7.53 (m, 1H), 7.46-7.44 (s, 1H),7.40-7.38
1 (m, 1H),7.24-7.22 (m, 1H),4.00-3.98(s, 3H), 3.84-3.82(m, 2H), 2.74-2.73 (m, 2H), 2.13-2.11 (m,
2H), 188-1.86(m, 2H) ppm
"H-.NMR (CDCls-ds, 500 MHz) &: 8.00-7.98 (m, 1H), 7.76-7.73(m, 2H), 7.58-7.55(m, 1H),
) 7.42-7.40 (m,1H), 4.00-3.98(s, 3H), 3.84-3.82(m, 2H), 2.74-2.73 (m, 2H), 2.13-2.11 (m, 2H),
188-1.86(m, 2H) ppm
"H-NMR (CDCls-ds, 500 MHz) & 7.74-7.72 (m, 1H), 7.55-7.53 (s, 1H), 7.48-7.46 (m, 1H),
3 7.39-7.36 (m, 2H)4.03-4.01 (s, 2H),3.94-3.92(s, 3H), 3.84-3.82(m, 2H), 2.74-2.73 (m, 2H),
2.13-2.11 (m, 2H), 188-1.86(m, 2H) ppm
"H-NMR (CDCls-dg, 500 MHz) &: 8.02-8.00 (m, 1H), 7.63-7.60 (m, 2H), 7.51-7.48 (m, 2H),
4 4.00-3.98(s, 3H), 3.84-3.82(m, 2H), 2.74-2.73 (m, 2H), 2.13-2.11 (m, 2H), 188-1.86(m, 2H) ppm
THNMR (CDClsds, 500 MHz) & 7.92-7.90 (m, IH), 7.75-7.72 (m, 2H), 7.53-7.52 (s, 1H),
5 7.25-7.23(m,1H),3.84-3.82(m, 2H), 2.74-2.73 (m, 2H), 2.13-2.11 (m, 2H), 188-1.86(m, 2H) ppm
HNMR (CDClhds, 300 MHz) 5 7.70-7.68 (o, 1H) 7.607.57(m, 2H), 7.40-7.38 (m, 2H),
6 TOG-T 07, DA S0-3780G THD, A T 3600 VD2 T4 2 10 m 2HDL 201 -1 88dm 2HD, 1881 840,
ZH) ppm
"H-.NMR (CDCls-ds, 500 MHz) & 7.98-7.96 (m, 1H),7.55-7.52 (m, 1H), 7.46-7.44 (s,
7 1H),7.40-7.38 (m, 1H),7.24-7.22 (m, 1H),4.67-4.63(s, 3H), 3.84-3.82(m, 2H), 2.74-2.73 (m, 2H),
2.13-2.11 (m, 2H), 188-1.86(m, 2H) ppm
"H-NMR (CDCls-de, 500 MHz) &: 7.97-7.95 (m, 1H),7.55-7.53 (m, 1H), 7.46-7.44 (s, 1H),7.24-7.22
8 (s, 1H),4.00-3.98(s, 3H), 3.84-3.82(m, 2H), 2.74-2.73 (m, 2H), 2.13-2.11 (m, 2H), 188-1.86(m, 2H)
ppm
THONMEB  (CDCh-ds, SO0 MBx)  §:7.80-7.78 {8, IH), 730727 (m, ZH)Y 743710 (m, ZHY,
9 3.84-3 81, 2H),2.74-2.720m 2H 2 31-2. 288,311, 2. 10- 2,08 (0m, 213, 1.90-1 .88, Z2H) ppm
THNMR (OO0 s, 500 Mz & 720718 (s, 1), 7.09-7.05{m. 3H), 3.84-2 8 1(m.2H), 2.76-
10| 5 740m 2H).2.31-2.29(s, 3H3,2.08-2 040, 5H), 1.90-1 R, 2H) ppm
HNMR (CDCh-dds, 500 MHey & 738736 (u, 2H), 7.26-7.24(0y 1H), 7.07-7.05 (m. 1H),
11 3.83-3.790m, 2H0,2. 74273 (m 2HD, 2352 350, 3H), 2. 08- 1.06Gn 2HL LET-1 850w, 2HD) ppm
THNMR (CDChod, 300 MHzy & 7.50-7.48 (s, 1), 7.40-7.38(n 15, 7.107.08 (m, 2H),
12 £.93-691 o, 1H)LA.84-3 81(m, 2H3,2.74-2.720m, 2H),2.35-2.33(s, 3H 1, 2.07-2.05{on 2H), 1.92-1. 85 (m,
2H) pom
THNMR (CDChdy,, 300 MHzy 5 7.557.53 (s, 1H), 7367 36{nn 25, 7.14-7.12 (m, 2H),
131 3.80-3.78¢002H).2.74-2. 720, 2003, 2.40-2.38(5, 300, 1. 93 L9 16m 20, L84 LRZ(m 2 ppim
THNMR (C0Chde, 500 Mizy & 802800 (o, LH), 7557510, 1H). 7.27-7.25 (m, LH),
14 TART A A HL6.85-6.930m 1 H 3 82-3.76(m, 2103, 2. 74-2 72 (o, 28, 2 .08-2.06(m, 2H), .84 1 82(m,
2Hlppm
s HLNME (CDCled,s, 500 MHz) & 8.30-828 (m 2FH). 7.51-7.4%s, 1H) 7.08-7.06 {m. 2H.

3B2-3. 78, 2HD . 7T4-2.720m 2H L 2 07 -2.000m, 2 H), LES-1. 8V, ZH) ppm

13
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TH-NMR (DL, 500 MHzy & 850-84R (m IHy, 7.42-740(s, 1Hy, 749737 (o, 1H),

16| 1823 18(m200.2.74-2. 12, 2}-1'}.2.08»2.()6(111,2}'-{ JLBE-L 80("*1 2H) ppm

THNMR (DO, 300MHz) 7687 66(s, L1, 7.19-7 1 {xm, L),
17 3.82-3.78(m 2H),2.74-2.72{m . 2H}.2.08-2. Uﬁ(m 2}, 1881 86(11 AH} ppro

THWNMR (CDClidy, 500 MEzy & 7.837.81 (mn, 15y, 7.73-7.720s, 14}, 7.51-7.49 {n, 10, 7.31-
18 FT.29¢m, THD)L T 12-7 100, 1 H), 3.82-7 q Z0(n, "’H) 2042720 2208 2.060m,2H), 1.88-1 86(m, Z2H)

pp

" NMR{CTIC L -do, S00ME Z30:7.50-7 48(5, 111, 7.03-6.97(mu.3H1.3.82-3.80( .21, 2. 74 - 2. 7 241w, 2FD),
19 23423205, 3H),2.28-2 . 26(s %H),Z()b 200 THLL.BE-1 86(m, 2H) ppim

T NMRCDC g, SO0MH25:7.36-7 34(m, 3H), 7.27-7 25(an,2H), 7.07-7.05(m. 1 H).3.82-3.80(m, 2H
200 |2 140 2 0m 2HD, 2. 06-2.06(ou 25D, .88 L6, 2H) pom

T "\n{e( Doy SHOMH ) 7297 3700, 1,7 217 19(re,251), 71471 20m. 1 H).7.04-7 £12(s, L H 3,
21 -4 220020, 3.82-3 800m, 2 H), 3. 04-3.624, 7H7 3.44-3 4200, 3, 2. 742 720, 20,2 052 03(m 2H

1 } %2\ 1.86(m, 2H) ppm

T MMRIC DO g, S00MHz)a:7.52-7 5000, 2H), 7347 32(m, 215, 7.19-7. 1 7(m. 1 F1).3.82-3. 800, 21
22| 52.74-2.72(m, 25D, 2.06-2. 04(m, 21, 1 88-1. 56, 2H) pom

T NMRICDC o, SHOME)e: 7 447420, 243, 7. 30-7.27(m, 241, 3.82-3 80(m.2H).2.74-2. 7 200,21
23 | 2072.05(m2H).1.90-1. 8800, 7H) ppo

T NMRICDC -y, S00MH )5 7 45 7.43(s. L H.7.36-7. 33000, 20, 7. 15-7-1 33, 1 H, 3.82-3.80(m0, 2H),
24 | 2742 72 ZH).2 072050, 21 1.90- 1880, 7H) ppoi

TH-NMER(CDC -y, 5000 HZ15 7467 453(s, ), 7.36-7 34nn, 28,7 167 14(s, 11,3 83-3 8000, 2H),
25 | 27427260, 280,2.07-2.050m 2H).1.90- 1. 85(m, 28D ppm

T NMB{CDC e 500MT121577.36-7.33(s, 1 H),7.27-7.25(dd, 1H),7.18-7.16(m, 1F1),7.01-6.98(m, 1 1)
26 | -3.81-3.78(m,2H),2.70-2.68(m,2H),2.23-2.20(s,3H),2.19-2.17(s,3H),2.03-2.01(m,2H),1.99-1.97(m,

2H) ppm

TH-NMRCDU -y, 300MH2)S 7 537 51(m.2H),7 357 320 24),7.19-7 170, 11, 3.82-3.80(m 70
27 2742740, 2H) 2.06-2.04m 24, B% -1 86(en, 21 ppra

TH NMBC DOl -dg, 500MHZI3: 7 45 741@11{; 7337 3, 2H), 7 230 2 (o 2607 0677 S, 1 1)
28 | 5.15-6.13(4,1H),3.82-3. 8000, 2H0L,2. 742,720 ZED 207 2.05¢(m 2H). 1.97-1. 9500, ZH) ppo

HMMRC DO de, S00MHE: 7. 30-7 2800, 1TH), 7.22-7 200m 2HY 7147, 1 2(on 2H).3.80-3. 78 (e, 2H
29 | 3.2.74-2.72(m 250, 2.19-2.17(5,310,2.07-2.05(m 2.1 94- 1. 92{m. 2H) ppm

L NMRIC DO L -of, S0ME2)5:8.00-7. 98(s 1H),7.16-7.14(m,2H),7.08-7.06(s, |H),3.80-3.78(m,2H),
30 | 2.74-2.72(m,2H),2.37-2.35(s,3H),2.21-2.19(s,3H),2.19-2.17(s,3H),2.09-2.07(m,2H),1.92-1.90(m,

2H) ppm

T NMRC D -5, S00MHZ8:7.35-7.33(s, 1H),7.27-7.25(dd, | H),7.18-7.16(m, L H),7.00-6.98(m,  H)
31 | .3.80-3.78(m,2H),2.70-2.68(m,2H),2.21-2.19(s,3H),2.19-2.17(s,3H),2.03-2.01(m,2H),1.99-1.97(m,

2H) ppm

- MMR{C T -ddg, SOOMHZ)3:7.31-7.29(m,2H),7.11-7.08(m,2H),6.99-6.97(m, 1H),3.80-3.77(m,2H
32 142.73-2.70(m,2H),2.37-2.35(s,3H),2.00-1.98(m,2H), 1.80-1.78(m, 2H) ppm

T NMR{C DO g, SH0MH2)5:7.98-7.96(s, LH),7.08-7.05(m,4H),3.80-3.77(m,2H),2.73-2.70(m,2H),
331 2.30-2.27(s,3H),2.21-2.19(m,2H),1.85-1.83(m, 2H) ppm

TH-NMR(CDCL -y, S0MEH2)3:7.46-7.44(s, 1H),3.80-3.77(m,2H),2.83-2.80(s,3H),2.75-2.73(m,2H),
341 2.04-2.02(m,2H),1.80-1.78(m, 2H) ppm

THNMRICDC -y, 300MH2)5:7.57-7.55(s, 1H), 3.82-3.80(m,2H),2.93-2.90(s,3H),2.75-2.73(m,2H),
35 | 2.08-2.06(m,2H),1.85-1.83(m, 2H) ppm

THNMRCDC -y, 300MH2)5:7.49-7.47(s, 1H), 3.88-3.84(m,5H),2.79-2.75(m,2H),2.08-2.06(m,2H),
36 | 1.88-1.87(m, 2H) ppm

T MMR{CTICL-de, S00ME 238:7.07-7.05(s, 1H), 3.80-3.77(m, 2H),2.87-2.85(m, 1 H),2.70-2.68(m,2H),
37 | 2.06-2.03(m,2H),1.83-1.80(m, 2H),0.80-0.87(m,2H),0.50-0.47(m,2H) ppm

T MMR{CTIC T -dlg, SOOMH2)3:7.49-7.46(s, 1H),3.83-3.80(m,2H),2.84-2.81(s,3H),2.74-2.72(m,2H),
38 | 2.07-2.05(m,2H),1.88-1.86(m, 2H)ppm

T NMR{CDC g, SH0MH25:7.22-7.20(s, 1 H), 3.85-3.83(m,2H),2.74-2.72(m,2H),2.58-2.55(s,3H),
39 1 2.09-2.07(m,2H),1.89-1.85(m, 2H)ppm

TH - NMR(CDC -y, S0MH2)5:7.39-7.37(s, 1H),3.80-3.78(m,2H),3.51-3.49(m, 1 H),2.74-2.72(m,2H),
40 | 2.07-2.05(m,2H),1.89-1.87(m,2H),1.76-1.74(m,2H),1.66-1.63(m,3H),1.48-1.46(m,2H),1.38-1.35(m,

3H)ppm
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HNMR(CDO -y, S00ME )5:7.33-7.30(s, 1 H), 3.88-3.86(m,2H),3.80-3.78(m,2H),3.49-3.47(m,2H),
41| 2.74.2.72(m,2H),2.10-2.07(m,2H),1.89-1.87(m,2H),1.79-1.76(m,4H),1.68-1.66(m,2H)ppm

TH NMR{CDCLd,, 5 00MHZz38:7.45-7.43(s, 1H),7.36-7.34(m, 1H),7.16-7.14(m, | H),6.80-6.78(m, L H),
42| 3.80-3.78(m,2H),2.70-2.68(m,2H),2.02-2.00(m,2H),1.92-1.90(m,2H)ppm

H NMR{CDIC Ly, 300MH218:7.40-7.38(d, 1H), 7.33-7.30(m,2H),7.25-7.23(m,2H),7.00-6.98(m,  H)
43 | 6.83-6.81(s,1H),6.23-6.21(m, 1H),3.94-3.92(s,3H)ppm

T MMR{C D g, S00MH216:7.49-7.47(s, 1H),7.25-7.23(dd, 1H),7.20-7. 18(m, 1 H),7.10-7.07(dd, | H
44 1,7.02-6.99(m,1H),6.81-6.79(s, 1H),3.90-3.87(s,3H),2.15-2.12(s,3H)ppm

TH-NMR{CDC ot SHOMH2)3:7.88-7.86(s, LH), 7.18-7.16(m, LH),7.07-7.05(m, 1 H),7.00-6.98(m, L H),
45 | 3.99-3.96(s,3H),2.32-2.29(s, 3H),2.25-2.22(s,3H)ppm

TH-NMR{CDC Ly, 500MF2)5:7.38-7.35(s, 1H),7.24-7.21(dd, 1 H),7.17-7.15(m, LH),6.84-6.82(m, L H)
46 | 6.57-6.55(s,1H).3.93-3.90(s,3H),2.39-2.36(s,3H)ppm

THANMBODC -4, 300MH238:7.49-7.46(s,1H),7.20-7.17(dd, 1H),7.05-7.03(m, L H),6.93-6.91(s, L H),
47 | 6.88-6.85(m,1H),6.79-6.77(s,1H),4.59-4.57(m, 1 H),4.12-4.09(m, 1H),2.32-2.29(s,3H),1.34-1.32(m,3
H)ppm

TH-NMR(CDTL ,, 300MH2)8:7.80-7.78(s, 1H), 7.11-7.08(s,4H),6.88-6.86(s, |H),4.33-4.27(m.2H),2.
48 | 27.2.24(s,3H),1.34-1.32(m,3H)ppm

4 TH-NME(C DTy, 300MH2)5:7.33-7.31(s, 1H),6.77-6.75(s,1H),3.95-3.93(s,3H),2.76-2.74(s,3H)pp
m

"H-NMBRCDC -, 300MH238:7.57-7.55(s,1H),6.89-6.87(s, 1H),3.87-3.85(s,3H),2.87-2.85(s,3H)pp
m

50

HPMRCTDC -0, 300MH2)3:7.67-7.65(s, 1 H),6.81-6.79(s, 1 H),3.81-3.79(s,3H),3.66-3.64(s,3H)pp

51 |

T NMRIC DO o, S00MH216:7.44-7.42(5, 1H),6.78-6.76(s, 1H),3.65-3.62(,3H),2.85-2.83(m, L H),0.
52 | 790.77m,2H),0.44-0.42(m,2H)ppm

TH-NMRECDO s SHIME)3:7.66-7.64(s, 1H),7.15-7.13(s, 1H),3.87-3.85(s,3H),2.74-2.72(s, 3H)pp

53 |
o TH-NMR{CDC Ly, 500MH2)517.28-7.26(s, 1H),6.93-6.91(s, LH),3.67-3.64(s,3H),2.66-2.64(s,3H)pp
m

TH-NMR{CDC e, 300 MHz19:7.22-7.20(s, 1H),4.27-4.25(m, 1H), 1.77-1.73(m,5H), 1.34-1.30(m, 3H),
55 | 1.26-1.23(m,2H)ppm

T NMR{CTICH-dg, S00MHZ18:7.39-7.37(s, 1H),6.77-6.75(s, 1H),3.95-3.91(m,5H),3.52-3.49(m,2H),
56 | 1.74-1.71(m,4H),1.67-1.63(m,2H)ppm

THNMR{CDC  -odg, S00ME2)317.49-7.47(s, 1H),7.34-7.32(m, L H),7.16-7. 14(m, 1 H),6.92-6.89(m, L H),
57 | 6.75-6.73(m,1H).3.73-3.69(s,3H)ppm

TH-NMR(CDC s, S00MH£)5:7.40-7.38(d,2H),7.33-7.30(d,2H),7.25-7.23(m,2H),7.00-6.98(m, | H)

58 ppm

il 8 AR AL S M T IRAE DL R HOR 5 AN St ] sp AT 1R JEURERT AR T 3 K 21 B T
LS I SCRR A CAT 7 VR IV AR TS BEAT ) 26 o ASUISEOR N SRR BRAR, A R DUR AT E 5 B
A AR &P JREAET X Q2 & s 28 T B B AR ORI S AR 64T 139, (2, WTRUR
75 Gy ok H A 9 FL B AU JEURE B 28 A, KR AR e B ] 6 5 25 (4 A B B AR AR 7 A 1 i A Ak &)
(25 M S R A IR AR R IV I N . 5340, 40T B 48 5 95T AR IR AR B A JF N2 (A0
SR N GG AG J7 EEAT E— DE MG . U, 7R S BRI Aol i 2 () B A AT R AP 554

SR 1
WA 1 BIE R
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T ”’N~ ,N el
=
LT S T
N 0 AN I R N
%Oor\:l?—l ,éb‘fg{:fl\ \:::::{j ClH,N N
A _ANFl ” e / M
7 N 9 meood
HN-5=-0 L
& e
e - 3 Ao -1 IH-1 {58

K rhEA-1 (1.51g, 10mmol)  ZfF (30mD MAFRBIREN, 0CHAE FIATfEE-2 (1.41g,
10.1mmol) , O0°C FHFERA th, TLC BERN (ZERZEG: Amifid=1:1, GF254, UV Bf) , KN
SEAE, BN AREMAIL-1 (2.62g, 10mmol) , JIA NaH [k 250mg, iR 1h; e @R, ##
EATRAEY, BEIHREY 4.45g, HREORMA, K5 135-137°C. 'H-NMR (CDCls-ds, 500 MHz)
§: 7.97-7.95 (m, 1H),7.55-7.53 (m, 1H), 7.46-7.44 (s, 1H),7.40-7.38 (m, 1H),7.24-7.22 (m, 1H),4.00-3.98(s,
3H), 3.84-3.82(m, 2H), 2.74-2.73 (m, 2H), 2.13-2.11 (m, 2H), 188-1.86(m, 2H) ppm.

SR 2
WEY 2 &
N
SN
0 H O § N
CO0OMe 0 O N el -~ "N‘
O e ST SR e
o J MeQOC O al- P
Nl COOMe NN
il $5-2 a2 Ii-2 -1 $h ot o

K rhiEA-3 (1.52g, 10mmol) . [ 30ml MIAZIRSHEHN, O°CHiHE I EE-2 (1.41g,
10.1mmol) , 0°C FHFERA 1h, TLC REERMN (ZBRZE: Ail#=1:1, GF254, UV B) , KN
SEAE, FMANAFREMAIL-1 (2.62g, 10mmol) , KO NaH [ 250mg, =& M 1h; BEHER, ##
JENTRAE S, B2 B &4 3.99g, FLEERIAR, #55 127-129°C; « 'H-NMR (CDCls-ds, 500 MHz)
&: 8.00-7.98 (m, 1H), 7.76-7.73(m, 2H), 7.58-7.55(m, 1H), 7.42-7.40 (m,1H), 4.00-3.98(s, 3H), 3.84-3.82(m,
2H), 2.74-2.73 (m, 2H), 2.13-2.11 (m, 2H), 188-1.86(m, 2H) ppm.

SLHER 3
WEY 3 A
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CD(S)ME
coom \‘“’\V’j‘ N
[ j N\\ N:N:\: //\\/ f & {3;2:0 :f'
/-—— 2 ’«5 \ /‘ ......... > . ":5
CIHN ok N
2 O fS Ci Nioy/
O "“Mﬁ,»i
LG
S,
-1 1.3 i a

KA1 (2.62g, 10mmol) « Z i 30ml IIAFI S NHEA , O°CHEFE FIIA A IT-3 (2.91g,
10mmol) , fI A NaH [E4& 250mg, 0°C RN 1h, TLC HER N (2R 208 fiMbEF=1:1, GF254,
UV B t), R 5E4A G, e HIEH, A BT A G, 193 H br&40 4.13g, BB R, 5510 129-131°C.,
"H-NMR (CDCls-dg, 500 MHz) & 7.74-7.72 (m, 1H), 7.55-7.53 (s, 1H), 7.48-7.46 (m, 1H), 7.39-7.36 (m,
2H)4.03-4.01 (s, 2H),3.94-3.92(s, 3H), 3.84-3.82(m, 2H), 2.74-2.73 (m, 2H), 2.13-2.11 (m, 2H), 188-1.86(m,

2H) ppm.
LI 4
&Y 4 15 R
N
O H O \ﬂ/ N
GOOMe 2.0 g Nogl AN
PRGN P I U \
& Cl N™ ™0 SN N v H P X
A MeQOC S \ 0 aat
P — o e oCOMe SN
- HN-S=0 L
i S
R4 i 2 f¥-4 ii-1 Ll 4

2B 30ml OB BN,  OCHLE T ImAFEA-2 (1.41g,
FE¥=1:1, GF254, UV &) , &M

B rpiEk-4 (1.68¢, 10mmol) .
10.1mmol) , O°C FHFERM 1h, TLC FREFRN (LR . HE:
SEAE, FMANAFREMAIL-1 (2.62g, 10mmol) , KO NaH [ 250mg, =& M 1h; BEHER, ##
JENTIRAALE Y, B3 BEMLEY 373, FEKK, K4 137-139°C. 'H-NMR (CDCls-dg, 500 MHz)  &:
8.02-8.00 (m, 1H), 7.63-7.60 (m, 2H), 7.51-7.48 (m, 2H), 4.00-3.98(s, 3H), 3.84-3.82(m, 2H), 2.74-2.73 (m,
2H), 2.13-2.11 (m, 2H), 188-1.86(m, 2H) ppm.

SEHis 5
&Y 5 1E
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N
N S
6 Hoo TN
w oL N Nog iy
N “Soy N SN
/ B 1\ G H )‘:;:N JE— b O HCE /?::N
cooMe ©TN N ~COOH NN
i i ! !
S e
frad iy s

7] ) SR N IIAE YD 1 (5.18g, 10mmol) « FEE 30ml, #iiHf: FIIAZ A 480mg  (12mmoD) ,
Iml H,O, Z=iR N 2h,  TLC BREFRMN. (LR ZEG: Afk=1:1, GF254, UV &) , RMN5E
A5, BEHEF, W PH=4; HZETRALEY, [F2IEMLE 4.63g, WE MR, B 129-131°C,
"H-NMR (CDCly-dg, 500 MHz) & 7.927.90 (m, 1H), 7.75-7.72 (m, 2H), 7.53-7.52 (s, 1H), 7.25-7.23
(m,1H),3.84-3.82(m, 2H), 2.74-2.73 (m, 2H), 2.13-2.11 (m, 2H), 188-1.86(m, 2H) ppm.

SEHER 6
B 43 & L
Gi (;,- \\f:\i
NH, &0 N o ]
Ao, S . O TH . o e §-NH T }
E CI I N OF " NM HaN =N PN N NH T h
S (I | A N )i
g [, A o L 3
eF IR R S o) 434 43-2 {b et 43

KlaE-43 (093 g, 10mmol)  ZJE 30ml AR SHEHN, OCHFE FMAFE-2 (1.41g,
10.1mmol) , O0°C FHFERA th, TLC BERN (ZERZEG: Amifid=1:1, GF254, UV Bf) , KN
SEAE, FMAAPEA 4322 (1.97g, 10mmol) , JIA NaH [E{A 250mg, =M 1hy BEHER, ##
ENTIRAAL A, B2 HAEEY 3.03g, WO AR, #5 127-129°C. 'H-NMR (CDCl3-ds, 500 MHz) &
7.40-7.38(d,1H),7.33-7.30(m,2H),7.25-7.23(m,2H),7.00-6.98(m, 1H),6.83-6.81(s, 1 H),6.23-6.21(m, 1 H),3.94-3.

92(s,3H)ppm.
seiifl 7

il 771 it 71

1oR7: BRI & A 40 EE 20% 0 (1) &Y. 80% e IR &%), ZMmmiEar= i
eI

2. ANVBIERRF: FREUF R b 20% 8 (1) (B0, 8BRIA RBIRES . 2% 1+ ke mi
B 3%HIARE. MR THINE 100%. WAL, SR E A2 8 aE s .

3. KA HCkF: FREUR 2 E 7 60%0E (1) WEW. 6%MAFEMIRMN. 4% 1 NNO (i
BEZEMIR TG 2% MBI BX (T HEZERRRED |« 3%MT bR mma. S%mi i
LAY R 5P SRIME AR, mE LINE 100%. &S, S@5RNEE, REHF
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IMAAGRS, TERERHLP TSR, G TR, 055, B3 8ok 5 8ohif .

4. s HEE A 2 15%0@E (1) &, 5%RIRI 7004, 5% R IL 5004, 6% T
1601#. 10% P T, 3% N-H EEEEGe e . 3770 150 I12 100%, SEMEeiFRENs, 53
IR E R

5. BIEA:

FREUR & H 5 15% 38 1D (a0, 4% 1 FS3000 (BERRMS AL B 7R MEiEERD 2% 1
NS-500LQ (FEBFARURERIALIRBILRYD  0.2%0E K 1%RIEERREEE . 5% 2 1,
0.1% W BIT (1,2-ZKFFFBEMEME-3-00) . 0.3%HIANLELIEREA SR HIEA, KB TKINE 100%. sk
B BHTRRES, AR 205

DL EE Y.

SR 8

KHEEYEHDE (HED:

R AL &5 25 R S AR, TR 58 0.1%IEIE. 80 /KR BT SR IS . TR KIGH L
TEEBER 34 AH TN Lems JEEN Tems & Lem FEBRIRE IR, GNMEAIIA 120mL [
Ky LRGSR RI T, G 8RN EE TS, B EALd, ETREN
HEROTEEE OKZIHARFEN 2em 247D, WEHZEN 30g/ha 4, FrREKE 2-3 mH, K
22 M, MEEKE 23 i, PR E 2-3 AR R SR TR I B AR 2 (R
B4 30g/ha BT, R BAGZE DR BARIARIHT IS, FOMEHANES), 0254800
B TR ENERERAM IR K BB, FARIERREN, T A0 )5 i H v A AR 257000
BB BRBOR BOHEYI 2 4t BB ZAEN 60g/ha 4, FHFREKE 4 . wEKE 34 0
B PEER R 4 YRR R 4 ARSI W R I B G SR 2 (IR BR A 2588 60g/ha
BT, 1o B2 e DAL A BRI A TS, OB RRANER), M5 aksiE TREN
SE ISR AR BB O, FRARIE SEPRE N, TAb 3 2 B B 02 25 A 2 70 0f 2 1 B ok
RO BOHEYI 22 4 o ARYE (NY/T1155.5-2006 A< 242 P9 AR 400 2 R B MU BR 2058 5 36045 /K F B
) AR PR TR IRV, MRAE R AR A R 2 BRI AR, PR R R R, R
R4 — G AT A

ROR G G«

9 %K. MU T ANBXIET 67.6-100%

8 Jt: MM T AR X AR HH) 35.1-67.5%

7% AT E AR IR 25.1-35%:;

6 Jt: MM T2 IR X AR E ) 15.1-25%;

5%: HATFAMBXIAER 10.1-15%:

4 B MH T AR 5.1-10%;

3% MAT AR ARER 2.6-5%:
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2% AT FANBXISET 0-2.5%;

1 9 AHRET S

PR L7, G EY (WEMHRS 19, LEY 16-18. 1b&W 2427, b &M 30, 1b&
Y34, WEW36-37. WEY 40, thEW 56, WEW ST SRR, ZRBIIEIAT 1 FREIEIEN
SPATINGE « W25 3 TS 2 R R rE M A R R TR

X 3 IKHBE A
FEi | R | ww wym | e | RETR e | e | ms |
1 30 3 2 2 3 60 3 | 2 2 2
2 30 7 6 7 7 60 6 | 6 6 6
3 30 8 8 8 8 60 g8 | 8 8 7
4 30 9 8 8 9 60 g8 | 8 8 9
6 30 2 1 1 1 60 2 | 1 1 1
7 30 3 1 1 2 60 2 | 1 1 1
8 30 3 2 2 3 60 3 | 2 2 2
9 30 3 3 2 3 60 4 | 3 2 3
16 30 3 2 2 2 60 3 | 2 2 3
17 30 2 1 1 2 60 3 | 1 1 1
18 30 3 2 2 3 60 4 | 2 2 3
24 30 4 2 3 4 60 3 | 2 2 2
25 30 3 2 1 2 60 2 | 1 1 1
26 30 4 2 2 4 60 3 | 2 2 3
27 30 4 3 3 4 60 3 | 3 3 3
30 30 6 4 4 5 60 6 | 4 5 6
34 30 5 5 4 4 60 4 | 4 3 4
36 30 9 9 9 9 60 9 | 9 9 9
37 30 8 6 6 8 60 7 | 7 6 6
40 30 6 4 3 4 60 5 | 4 3 4
56 30 9 9 9 9 60 9 | 9 9 9
57 30 9 9 9 9 60 9 | 9 9 9
58 30 9 9 9 9 60 9 | 9 9 9
R 2 fi 30 5 4 4 5 60 5 4 4 4
Z%fg 30 8 2 8 9 60 g | 2 5 9
55 F 0T IR 0 9 9 9 9 0 9 | 9 9 9

W ARSI, TR B AT O A S Y B A IR R K T 2 AR, T K A LI
AT ARG BRCR, JUHR BN 7K P L PR P2 BT B A i e, B ety B el I ST

=
o

SR 9
Ve & AT
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G KR

TAERIEH 3/4 A O4EN Llems JRIEHN Tem. & 1lem BIEERAEHER, FMNMERIMA 120mL §

Ky BRI GBS R R T, e
FHIFEEE OKZEHELREEN 2em 7247, 3% Fl 24h J5 15280 W7 218
S, HaZh )5 ke E TR = N e IR EOKRE AR K R BB 0L, HARYE SEhRtf i, TA0 85 2
L B AR RS E I 22 4k ARYE (NY/T1155.5-2006 4% 245 25 P A= 4000 2 36 v DU o4 22741
It H I R

M

—\\

TIt
W

56 7oy MR aVEikgn HIRTEIR), RSN, AR s e
FURHEVIRIRAM,  [RI Fik

D #tAet G, A, &

2) A

RLGFRER, TERIRA

= B AY
A

AR Gt IR . 155D,

3) ARAL (K. RhZE. Al A,
HHE A

a
b %
c
d %
e .
RN BTV, R ET (a1,

THH

HEMEN1-10%, LHE

%3,

IERE N 11-30%, BimzhsE,
PIERLE N 31-50%, ThEHE,
ER TN 51-100%, e ZEE,

BRKEMFEAERZS, BFirEALH, ETEEN
i Potter M7 3515 % 115833

a6, LEY 1. LEW 8. (&M 17, LEW

24, WEW 26, WEW 28) SXUMERFEIAT 1AM LR TATINE . W25 3 B G i 2 e v st
BRI TR PR

x4 E el
WEYIRT ez (g ai/ha) 7KHE

1 60 b

6 60 a

7 60 a

8 60 a

17 60 a

24 60 a

26 60 b

28 60 a

X B i 60 c
= R 60 a

WL, AE 2 A AR B BRI A S 00 KRS e H A R S A N Jo 2 3 BUC T B 455

Bk, fEdE

R X FAKREA IRz ek,
LIRS RSN T B AR B B AR A R R A, O H PR AE T LA Y s AR A

=N
UlRe

% 1 ff A WY B PN B0 F A BASIE B, R AN BE AR SIA A B ORG R o N AR AR B PN 2 B0 S o T
RS R AR A i, A1 38R i £ AR B ) PRV L Y
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W E K B
Ly Rl HRA L M et PSR e SIS A 5 D B O R B P A2 I B, HAE sl T
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N

N

O\H/N \\I

O}—N'}O g
Kef, Rg—Y

Y #/~ NH, CH,. O, SO, S;

R, %/~ Hy C-Cobidt. w1 C-Cobidk. C-Cobilidk, xif8 C-CobeMisk. C-Co Ik, Xift
C-Co be s 2

Ro #/m Hy Cr-Cobid. w1 Ci-Cobidk. C-Cobilidk, xifQ C-CobeMisk. C-Co eIk, Xif
C-Co be s 2

B, R AR, —#E AR -(CH,) -, m RS 1-6;

R; #Fm HBH K&

I

8]

\C}LNHZ
Ha . CN. EKZ. NO,. CONR,R,;

R, %75 H.

Rs #m HEE K&

Re R C-Co btk I Ci-Cobiidks C-Co Fifii BHUINN C1-Co bidk . Ci-Co bk, 1L C-Cs
Fria L C-Co St AU C-Co bR Ci-Co Sttt i C-Co fufiidt . Cs-CoMkdt. C3-Co It
MpidE. CoColfith, MM Co-Co it CoColEEE. CrColfifiiFE, BUERIURM. BB 1-5 Mor
WE KR A, B C-CobidE, MR C-Co itk C-CobrialdE, IR Ci-Co bR C-Co bibk A
G Ci-Co Jidi bl Ci-Co i BAMEIL . pifX C1-Co KiEMIE R . C-Co SR EIAL, A C1-Co bl
PrAE, C-ColmlcdipiEE, mf C-Co b, AL, MR, R, C-Co bR C-Co kil
B, C-CoMbedh, MU Co-Co LT HE. Ca-Co MPedEa It Cu-Co PRI IREE . Ca-Co MbeHERLHRAL

Sh, Jeosksk, DR, 0T RIEEURA L,

2. WIBCRIZER 1 BT B — FR AR A L e mE e R e 250 S B E R A vl e 2 i h . Uk
fEEF, X (D #H, Ry FRH, C-Cyhid;

R, &R H. C-Cyhidt;

B, Ry MR, —EEHERN-(CH)wn-, m FoR 2-4;

R; #Fm HBH K&

R, &/~ H. CN, K%, NO,. COOR;. CONRRy;

23



WO 2019/233372 PCT/CN2019/089798

Rs Fm H B H K&

Re #7i C1-Co fidk, B C-Co kit C-Cobeliidh, Ci-Co emiZERANRI C-Co et KN C1-Co
B L. CyCoMbidk, CyCo itk CrColiisk, HIfR CrColfidk. C-CobiiadE. XL C-Coli
BEBY Ci-Co St A FEIURIY C-Co Jr e, BUREARBURA. BUE 15 MM A& AR, JEE C-Co
Fedk, KM CColitdh. CrCobiAtE. w1 C-ColiAdh. CrColiitih, C-Co Lt MR, C-Cohit
SEIEIRIL . C-Co bt iist, B, B, BIE. C-Colt BB C-Co i EE . Ca-Co Ik
Co-Co P AL Co-Co I Ne i IRIE . Co-CoMMPEEEIEEREE . Ci-Co HIFEE, C3-Co ML IE ., C5-C
PR FR A PRI C-Co Jr FEIUARIY C5-Co FH PR iy B A1 T AR Y 05 BRI 05 5.
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4 QAR EE SR 1-3 T —TOUFT IR 1) — oAy b e R P T e 28540 S A B R 2 T B2 52 1)
g, HAFELE T, N (D, Fridd5 oK EE, R, FriRge 5 HOgmEme, IR, bk, BEY . BREE
MERE . WEE. WL, mEoE, WIWR, DS, BENE. MLEE. BARE, =RE, SRJRMEME, SRIFERRG. MERRERERE
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AR Ci-Co He i e, ARBUCHIERE 1-5 MR H R AL, FIE. C-Cobidk, XU C-Co Ktk C1-Co
PriadE . QG C-Co biaEE . Cr-Co bMibkAE . C-Co bR BRI C-Co Il iEERAE  FRAE, AL, A,
C-Co BERIEIURI C1-Co FERIE C3-Co BRI C3-Co Z4IFSE AV SE A HUAC MR IE | mem Sk | maing Sk |
Mk e s

6~ WIRURIER 5 BT (4 — F AR Lk ek e st e b, S R A E R A5 vl e 2 i L, Uk
fEYET, Y N NH;

R, Al R, — 2L BB -(CHY),-» m R 3 5L 45

R; #m H. &R

R, &/~ Hy CN;

Rs %75 H;

Re TR Cr-Cakidt Ca-CoFMbidE, Co-CoZuPrhntt, BUREE, MEMEE, mngs:, sy 1-3 Mo
WHRKER., . FEE, CCalish, XfC C-Cabidh. C-CaluitdE, C-Cy be B IREERUR I AR A
MEMEE . mENE A,

7. WBCMEESR 6 B BB R ICE P BE A e e A S W B A By R 2 T 52 (8, R AEAE
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