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[0001] AR WY B2 25 K Mt f5e B R WLk g ik bt e 3y A 4 B HE A D 2% AR RTT 3% T 790 0 T ) 2
R, JEAR S BRI

ZERHEA

[0002]  JHr HABRSS A4 HaRl e 4k AT BILIE L 2k P IR IR AR R B I < Jim 3 RS ) % IR
o HAE T R PR PR R G0, i 0 A BRI A s W) e 4, H 5B 25 Z ) AS
FEAEAE B 20 L8O I, AR ZG 5 H AR R 75— IS 5% B
WL EEOBE , T~ 199 LA 1 it Ak o FH T Wb Rk B A3 sl ) 4 R O 2R s ) I MR I R B S
RS L, S b R A 24 20 WA R K i AR v BIHHBRSS A B 55 ORI SR
FIFF A — R R I A Z RGP B e B AR e A R0k RO 5T, KT K T — R A
BT IR R B 5 A 1 R £ RORI RIS S BRI RO 8 R A T MRS R R T < e
Wk (imidacloprid) WE iR (thiamethoxam) MEH MK (thiacloprid) Bk H %
(dinotefuran) Mg Bk (acetamiprid) Mg B % (nitenpyram) JME H1 % (clothianidin) »

0
CI*(/_:\>\/N/—_\NH CI\(S 15 7\1 Cl—(/—;\>\/N[—_\S
N= Wl/ ]\\]]\/ T\} ~ N= \(
N
NOz \CN

N,
NO,
imidacloprid thiamethoxam thiacloprid
[0003] | K
H H H

0/3\/N N CI‘(/_‘\>\/N\K Cl‘(/—:\>\/N N Cl\«sj\/s g\

\“/ N= | N= | N \ll/

N, N, N,
NO, CN NO, NO,

dinotefuran acetamiprid nitenpyram clothianidin

[0004] 4k, AR AL S AT DA £ 8 T A2 A4 N SR bR o BRI R BUAS T SR R R
H AR AR 2508 7] FE R WAL R ) 43 590 R BT T 2K o v 1 7% i 7] - 4R 2 — R Ik e S R 4R
FP R O R R 2, I B IR R B A T br 0 JE T 32 AR 1 A il U, BB s S R
Haf JE T SRRV LA P YR S R R, 1 B R R T SR IR I i R
T TR EAR A 2 A A R 5 AR G o BRI TE A FL B SRR A

[0005] & HifEf% (chlorantraniliprole) , b5 ZFR3—IR-N-[4-&-2-FF H-6-[ (& Ik
F e ) 2K ] -1 (3-&mb e —2—2%) — L H-Ik Pk —5-FF I iz , 78 i 44 B 98 (Ryanxypyr) o B A2 35 [
FEFRA B R S I — oo 2L 4T R I fl 2 2R B I i S % e ), J 2 e £ Je T 2 A4l 7
HA R0 B B L R R 20 3 R RO FALIE B A S s A, 1T TRy v 45 Pk
W 5 0, HBE VA A B R T w0 AR e B L T A R R R, S R R A
AAFAEAZ T PU I, AP RER B2 4s, o] T 8538 B8 AR AE SR (E P Ve S S A WA
s /NSRS U AR RS HR SRS AR L, S WS A A R LT B YR SR B RT R BT
ARSI B FE )

[0006]  [H AT C £ AL £ 2 T 324 55 A BA =4
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H Br H Br
_N (0] N 0 N
g N i J N
N
NH N Cl
[0007] ©\§ T al o
CF; Cl N7 \ NC N
~— =
flubendiamide chlorantraniliprole cyantraniliprole

= KRR

[0008] AW B 5 R A S S WKIR FE A (1 L e St AT A2 M B S Y 2R & )
HAT P 1 24 B AR TS TR

[0009] AT WY& (1) Fras A9 75 R PR e 20 F) ML e ek L A 37 A A Y i 6 55 B2 -

R;

HN/_\N\”/q\gN
[0010] R)N/ ON/| R,
A
()
[0011] e, RARFRAEHE B AL s ReARER A i 31 L 1 -6l be B — AN B AU ARF BUAS
9 b 2 S B e 2 5 RaA QR i 2 EAREUR B S I S L Sl PR S 2
[0012] AT WY i i FE) 25 IR P Je AR FS) Lt g S P 3 26 0 R A2 30 7 VR A 4%« rh )44 3115
P 0 T JEARE L ) JEORE 1 B4 Jse I 1] 26 45 38 o A L AR v 18] 4406 5 i R4 3 305 S Iz | 45 H
P (D) (5 BRI BERR KL mE SERE AT A

S S /o
e ~ /TN CHCl;
\NI( + HN NH, ——— s HN | NH
[0013] *NO, N.
NO,
1 2 3

S _S [\
e ~ /N CHCI
jl/ + HN NH, 3. HN_ NH

No |
CN N.
CN
4 2 5
R R
[0014] D\ 3 N\ ) ‘
| N (COCh,. CH,ClL, DMF_ HN_ N Y
HOOC” ™N > Y N
R CH;CN, KzCO; dor§s N 0 R
N 2 Rl/ N7Z | 2
I Z N
6

1
[0015] AL W1 46 i B ) B O RN VA il 46 1

[0016] A WYIER] FHAR LA AL SR UL B (HF AR 2 A B

[0017] A B IE K (1) B4 S BAT D07 1 2% R BEEE kA D3k JeR), 58 AT Bl i i
EESN ) ZISENEENEE OIS S B A= RSB E i O (VAP Bl B - e R e WA 5o
T~ STV T P A DX B TR 28909 25T 0 80T M 9 3 i 4 T P B o S KRB L
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Fh7 o
[oo18] A I K (D) Btk A4 ml LA ELBAE HT L thm DU AR B 33252 38 A48 A, thm]
DL SR 535 7)o T 77 R A

Y, BARSSiESR

[0019]  DATR&45-G SEhti il kit — DUl B A K B

[0020]  SEZJitE ]« P (D AN 35 IV e SEEIBK P 5 P 5 ol

[0021]  FR[AMASI & R R & % (1.44g,0.024mo1) ¥& T-2mL & {7, A A YL (3.32¢,
0.02mol) (NGB ARG B AE25-27°C, 3h T , RFR K F 4 Va7 . 45 [ [l 44, 1 9%,
RS (2 X BmL) , T-HR RNl L 0 2 Lk 422 . 42, URZ£93.2% ,m. p. 215-217°C, 'H
NMR (DMSO—ds , »400MHz) 6:7.66 (s, br, 2H,NH) ,3.42~3.49 (m,4H, CH2CHs) .

[0022] sz ] — « F (A AARN -5 22 I IR PR R 1) 5 ol

[0023]  FR[AARBI &R R & % (1.44g,0.024mo1) & T-2mL {7, A A P4 (2.92¢,
0.02mol) (NGB AR ERE B AE25-27°C, 3h T , RFR K F 4 Va7, 45 [ [l 44, 1 9%, H
ZBEBE (2 X 5mL) , TR NS L T k422 17g, UK Z98.9% ,m. p. 205-206°C , 'H
NMR (DMSO-ds , 400MHz) §:7 .68 (s, br, 2H,NH) ,3.46 (m,4H, CH2CH) .

[0024] st e = @k (1) AP AR

[0025] 5756 (1.0mmol) V& T 20mL & ke, NN ELEEE (0. 38g, 3mmo 1) AW FEDMF  Jz v
TR WIAE Z IR R 3h , 98 ZE B 7S B SR 1 Hh ) 4403885 (1. Ommo 1) 5 T-20mL 2%
IIANTE AR P . 5mmo 1, 2 iR T HiEFE: 10min o K Be U A8 T 1omL LI , AR BV, 7
B FHEL A R, 5hJ OSLEE R, ¥ H, SRR 2 NN SR 58 (80mL) , 94 5 43 il S AN
AR (20mL) A17K (50mL) Beidt A HL)Z » Fo7KNa2SOa 152, ik BE , DEVR IR 4 , Tl R AT AL
PSR E AR E AT, PR 2R L ER AT TR VR A A R 42580 (D &9, B AR fb &
YL,

[0026] 1K M T PR [ AL g S ML e AT A 4 (1) F1lR
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. Elemental Analysis (%) calcd.
mp Yield found
Compd. R, R, R; o R (found)
O (%)
C H N
2143 471 38.94 2.45 26.49
Il NO, €l cl ' (38.69) (2.21)  (26.70)
- 203205 39.5 34.76 2.19 23.65
NO,  Cl Br : (34.45)  (198) (23.51)
A ; 457 42.69 3.31 26.81
- (e} .
NO,  Cl CH:0 4257y (3.22) (26.67)
I-4 NO, Cl (CH;),CHO  192-193  36.9 416.0844 (416.0845)"
-5 NO, Cl  CHy=CHCH,0 124-125 486 414.0688 (414.0694)"
_ 46.22 3.10 25.16
I-6 NO, CI CH=CCH,0 oil 441
(46.03)  (3.25) (25.29)
1-7 CF;CH,0 129-131 453 48.06 307 10.68
NO, e ' (48.01) (285 (10.91)
[0027] L8 NG i o 1173 518 42.93 3.00 29.21
2 (42.81) (3.24)  (29.35)
19 o 169171 547 37.91 2.65 25.79
NO Br ' (37.71)  (2.78)  (25.99)
Lo . 145147 420 47.13 3.96 29.60
NO; CH,0 ‘ 47.11) (3.89) (29.61)
Ll . 31133 519 50.14 4.77 27.29
NO; (CH;),CHO ' (50.23)  (4.85) (27.57)
L1 . | 508 50.42 4.23 27.44
- — Ol -
NO; CH=CHCH0 (5038)  (4.14) (27.19)
_ 50.71 3.69 27.59
1-13 NO, H CH=CCH,O  180-181 46.7
(50.82)  (3.61) (27.81)
42.11 3.03 24.56
I-14 NO, H CF;CH,0 144-146  49.4
(42.32)  (3.11) (24.75)
44.59 2.59 28.00
I-15 149-153  57.2
CN cl cl (44.69)  (237) (27.89)
39.57 2.30 24.85
I-16 CN Cl Br 178-180  49.5
(39.42)  (2.47) (24.55)
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I-17 CN 160-162  46.8 48.63 350 28.36
; Cl CH,0 ' (48.55)  (329) (28.12)
1-18 CN al (CH;),CHO  192-193 369 396.0946 (396.0953)"
I-19 CN 156-158  51.8 >1.69 3.80 26.37
) ¢ CHF=CHCH0 : (51.48)  (4.05) (26.22)
_ 51.97 3.27 26.52
1-20 CN cl CH=CCH,0 oil 48.8
(51.88)  (3.05) (26.22)
, 43.54 2.68 23.70
121 CN al CF;CH,0 oil 54.4
(43.69)  (2.43) (23.51)
49.46 3.19 31.06
1-22 CN H cl 145-147  50.1
(49.69)  (3.37)  (30.89)
[0028] 43.35 2.80 27.22
1-23 CN H Br 159-161 447
(43.42)  (2.67) (27.45)
1-24 CN H 132-135 465 5402 421 31.50
CH.O ' (53.95) (4.23) (31.68)
1-25 CN H 139-141 419 26.63 >05 28.89
(CH5,,CHO ' (56.49)  (5.14) (28.94)
126 oN . ; s0.1 56.97 4.48 29.07
- — 01 .
CH=CHCH,0 (56.77)  (435) (29.26)
_ 5731 3.91 29.24
1-27 CN H CH=CCH,O  160-161  56.2
(57.48)  (4.05) (29.22)
47.50 3.19 25.85

1-28 CN H CF;CH;O 148-150 49.8
(47.64) (3.44) (25.68)

[0029] °The value of HRMS[M+Na]'.

[0030] syt f DY « A 4 T Dk

[0031] I FHA A& ISR ABERI AT AR (T-1 ~T1-28) HEAT MR , BIE o) 55 s A 03 v AR«
[0032] Ak R AL R — FIRTAE ) (T-1~1-28) ¥ T-VA 7 K PR V& 75 VR &
51— 7K, A5 P AT AR BE S ATART BT 75 R R R, Do A 7 VA0 T

[0033] 1) XFZR 5 Al LB A WS PEVE Y « il B2 2 R 7 Kl L (My thimna separata
Walker) , 2 N I T K EAIFR ) IR FEAA o SR IRV =0 0 K T 2 e B 1 i VA
o BT R IO BT emd5 SR I, 2 N AW 4 H , N3 82 55 39 5 o4 REFH TR BTV VDI 5
K FRS) H s 24/NF L A8/INIE L 72/ J M 500 45 SR

[0034]  2) Xf/INSE ik (1) AL 06 PE VP « bl B HOR /N SRk 208 4l L (Plutella xylostella
(L)), NE W I SR 0 IR B s R AR, B AR BT N T O i B4 S W
W, I A 2—=380, AP ARV s BHR LR, B E3 s R 25T )5 TRON 1 0em K (1) EL AL S
P B N 208 /Nl A L, P A 36 008 11 B0 b 28 T AR AL 3 2 Y, 247N L 487N
72/ JE SRR

[0035]  3) W S A ) A W03 PR VR « A L HU B S A 38 4 . (Laphygma exigua
Hubner) , AE W IEH GFIFRI IR B K AR ML, SR EBTHEMN A T O E 1%
TR I (A 2—=380, LR BRR LA BN RE L3 B s R 250 T 5 IO LR Tem 772
o, BN SRR 3 e ) e, 1 6 AL 3 B T PR Ab 78 5 1, 24/NF 48/ INIF T2/ N J A 5%
IR
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[0036] B3 ulBe iy & s Rk 2R .

[0037] &2

No.

IRTTHE R
(500 ppm)

NI
(500 ppm)

B S 4K
(500 ppm)

[-1

A

A

B

1-2

1-3

1-4

I-5

I-6

-7

-8

-9

I-10

I-11

I-12

I-13

[0038] 14

I-15

I-16

[-17

I-18

I-19

[-20

[-21

1-22

[-23

[-24

[-25

1-26

1-27

OlO|g(alm|»>|m|P ||| |P|B|B|R|FT Q> |>>|P>| >

gliaojojalm|(w|o|lo0|ja|@| P> miO|m|OOO|>|O> | @ > > >|>

1-28

o

TP IO|IR|@B|P>(R[P>(PP> F PRI >|OQ|> P22 E|>|>

oe)

[0039] KB T-HREEL AL N100%-90% s BZENI0% -T0% ;CL5NT0%-50% ;DA

50%—0% o

[0040]  sizjif ]t « By ¥ 5 S 0 T A Tl i i A2 X
[0041] 3% F2 - 8 T, 28 TR « R 76 505 K T P B i st B4 b,
AT T M A7 B 95 25 it 40 T P B e 9 R P T A Rt 25 e ol , 0 T 2599 97 R FH TR AR V2 oz
BT, IR FESURG 93 SR FH TR 2288 55 e P o TG R A48 A 25 77 Bk B2 7703 S) e it T
BN b, 27N a4 AR BT ARV 3 95 0 BB 78 90 R0 JE F B 2 SRbR A T2
TR FR BUNBE 2. 3 N B Ak S it Ik 5 1

[0042] &3k A IR VR S0 T AR T R ek 36 45 2 (500mg kg )
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[0043]

WERE ®RMHME H/NEKR RAMZE HAHB

HInM A KLU

Compd.
EW MR W 7] ] WH SR W
I-1 47.75 48.67 51.24 49.38 42.88 38.37 25.37
13 51.98 52.77 57.74 60.21 27.59 44 60 28.37
1-4 67.16 36.11 40.62 64.03 60.50 38.93 14.55
1-6 54.60 47.97 51.35 60.80 4257 17.47 18.40
1-7 33.44 48.54 46.20 61.70 18.30 50.25 19.90
1-8 71.14 63.76 28.82 48.13 46 92 47.29 16.12
[-12 43.98 54.74 51.36 68.65 57.79 34.60 29.37
I-14 54.18 28.11 46.62 62.21 57.58 33.97 14.97
I-15 38.60 38.97 47.16 50 17 22.47 29.41 16.42
I-16 37.68 45.14 53.28 57.10 42.32 35.25 13.92
1-21 39.85 47.05 51.02 42.41 38.40 35.75 14.84
1-22 43.03 54.98 25.63 55.87 42.26 36.70 24.15
AHE 63.96 63.64 95.78
HMNBFR 93.84
hERER 75.19 65.08 87.86




