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Lo —Fidns (D) Fros i 48 T BhG A2 P B AL &4,

R,
(@]
NH NH
(@)
Cl N/
N/
Ry
FsC Cl
1>

7, (I) #, R, & H.F. Cl.Br. I.NH,. NO, OCH,. OC,H; 8% SCH, ;R, &y H.F. Cl. Br. I.NH,.
NO,. CN, OH &% CF,.
2. — Ml =X (1) Fros 48 B2k 28 P B SW)  T7 72, HORAIEAE T Prik U7 v
K D PrRib &S X ATD Fros i) PRz S, 1A HURAA HUSRIEE T,
AT EA R N AR (D Frosite &4, X (T1) o, R, 24 HLFL C1. Br. I, NH,. NO,. OCH;.
OC,H, 8% SCH, ;2 (I11)R, & H\F.Cl.Br. I.NH,. N0, CN, OH &k CF, ;
COOH R2

Cl N/
N/
/EI Ry HoN NH
FsC cl (1) 9 N (m)

3. UNRUREESK 2 BT 1 418 B I e 22 2 PR I i A 5 40 1A okl & 7 2, SLRRAIEAE T Pk 1)
A S B B B DU PR EAT K2 (TD iR a5 1D fiasiie &9 4
HUBRANA WA IR A, G218 3% i B SR IE S0 16 SV, 0°C ~ 50°C R itk M. 2 ~ 6h, Jil
K, b uE, BEUEH S BEE, T, IR (D B sy s irid X (TD Bt &9 550
(I11) Finitb &5 BN B2 1 T~ 1.1 & 2 ~ 2.6 ;FTiREHLET
ARFRAH LA (T B B4 & 0 BE JR JUE v 24 1000 ~ 3000mL/mol A ids AR ZE 1 I 5
(1) CIEF L TR AU R IR 20% ~ 99. 5%,

A ATBURIEESR 2 I 1 408 PR I e 22 28 R W e Ak & W 0 ol 46 g v, SERFIEAE T ik
HUBE A e < 2— FREEALIE B 3— FRZEnLIE

5. WIAURIESR 2 Pk 40 AR I I 5 2K F B e Ak & D 1A il 4% 07 2%, FURRIEAE T Tk A
BUAHIA G B s A L5548 S 8 sl TR

6. —Fi AR & WX (1) Fros 4R B IS 2K AL A i AR &9, BT ik i

AL E D (I FioR -
COOH
Cl =

'?‘

N/

J:Ej: R
F;C Cl

3 (1)
A (I1) 1 R, & Hy F. C1. Br+ I NH,. NO,+ OCH,+ OC,H, 5% SCH,.
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T WA ESR 6 prid s (LD Brostb &4, R (e + prid s (0D B &4
LR TR - (1) KRN A5 30 (TV) Froil 5= &k —1-(2,6- 5 —4-( = P4E)
AL ) —1H- a3 05 SR P A BOR &, KR R L, 95 30 (T1-1) Pron i) 5- &
B -1-(2,6- "R —4- (= PEE) JREE) - IH-mbme -3 R 1% 5 (2) EEAL N =X (T1-1)

I 7s B & 0 T KIS IR, LA AR LR R v V0 B A iR AT R b, il 5K (TT)
st &9
CN COCH
Cl N= Cl N=
i N/ Jv\ N/
NH, NH,
FsC Cl (IV) FsC Cl (11-1)

8. WIRAE R 7 frid =X (1D Fraiitb &9, SR EAE T8 (1) P iifb &4

W R (D) KRR B (V) Frsi 5- 228 -1-(2,6- & -4-( | A& ) K
55 ) —1H- kM -3- F S S A KSR A, AR Bl s R 4 ~ 8h, W 564 5 P A2 =538
¥ 52 R L, SR R R R pH A ZE 6 ~ 7, $hUE, JEDEARYE, T8, HE L a1-1) Fis
1) 65— &2 —1-(2,6- —&l ~4-( AR ) RE) —1H- kM -3- RI% s Irid S A B Kl
AEMNWH T EIRE R 3% ~ 30% ;TS AALH 50 (V) Ptk & &2 Lk
1D 1.0~ 1.15(2) EEMARN A AHRNE 98% Wi RIE 5,0 ~ 50°C KM 0. 2 ~ 1h,

IINVKES RS , PRI 22 —10 ~ 25°C, HlF AR BEhR IR AP 3R (D) Prifil & agl (TI-1)
B BIAL & T UKER IR, —10 ~ 25°C R et in A BITids () IV AR AR B v, EFE S 0. 5 ~

2h 15 N, FFFF SN B 5R) A H, 0 ~ 70°C OB 0. 5 ~ 4h, RIS 10 ~ 30°C, RV
T =5 SR ZE I VKK B A AL B B vV 8 A AT UAH 22 e vl o e v 91 i 48, T
S5 ARG d, W49 5K (DD o &9 s Brid 98 %6 wehat IR 1) AR F 2 LU A R B o =
4 5 ~ 15mL/g, AR UK S BR (AR A B DAV AR R B i Bt 5 ~ 15mL/g s ITR 51 A 1
AR EUNX (1-1) Fiaftb &YmE R 5 ~ 15mL/g, FTid ) A Rz — DK,
QE A 5 R IR EE A 36. 5% MR ER IR VR A VA, BT I S AL AR 5 2 DLV SRR (1 AR AR A
0.03 ~ 0. 15g/mL ; @RI 25 % FIRMRIR SV TR IRALAR Bt 8 LA IR IR (KA R
0. 15~ 0. 42g/mL ;@R E K 10 ~ 25 % AL BRI s Tl E 45 s I8 A 2R 8 4
PSR .

9. —MpisX (1) Prom 48 i B R 2R B R Ak & i il 4% 7 2%, FLREAEAE T i ik (1) 1)
#I715 U (1-6) Fiantb & 7k, SRR &, 11, I8 A AR S 1 ¢ 2 ~7
() 5 R B2 5 R A R (VR B VT, =5 ~ 30°C LR 3 ~ 6h, W S BTN AR UK &5 i » 1L 0, U8
PRARTETEHIE (D PR &Y, 5 REHE G B TR ke iR AR H & (1-6)
AL G I & T 1000 ~ 3000mL/moll ;
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— LB R B B K R E AR R S R P EMKRIH & S H

(—) BARGE

[0001] A W9 K — P HAT % B PR IR 48 TP B 246 TR R AL 5 ) B G 26 5 BT S R
A KLl 65— B3k —1-(2,6- 5 —4- ( =R AL ) FR30 ) —1H- nbme -3- FR IRy P RIAA, il %
— AR AL 4R TP I R T BLCRAL S, RAL S R d H E R BAT IR R R E R
LiE QTG

(Z) BE=EA

[0002]  fb 2% HRIAEAT A — B 1), HUAR 2 = AR e, PR e BH B R4 FATL A1) % iR
WEY BAFE T AL,

[0003] 215 F MR 2 25 o A R I AL 5 W R A O ) e S e IR — 28 LA R TS TR &
W0, VE FHHLEISREE , P e 1 SRR R AL G R Bk (Chlorantraniliprole)
Fl Cyantraniliprole. WFFCUESER REEHAEH T JE7T 521K (Ryanodine receptor,RyR),
B 3= 2245 3 B i fa Je VT S AR Ak, A0 PRI ATS B 7 126 G PR il B 18, BEL - JUTL PR Wi i, AT ASE 35 1
TR A (R, HHERVL A BRI 35 3 R L R A AET

[0004]

Cl N NC

°N N
N N
N\ N\
Br Br
BN O HN” O
\ \
Chlorantraniliprole Cyantraniliprole

[0005] 40 P B Uk 2 PR R R Ak 5 A R 1 TR s 7% R B B 7 VA AE W02003,/015519
1 W02006/062978 25L& Frh # A4S R FHE . (HA KR L &Y MG 7k, R WA TR K
Mk 2y FF AR IE o

(Z) AR

[0006] AT H K12 S it — i 48 PR B R TP B R SR AL 5 P IRl AR il 26 5 R T S 1%
FAC G P B R RAT IR OR AN A dUE T

[0007]  AZHIERHHIHAR T 52 -

[0008]  —FfrdnsX (1) Fras i) <R BN 252 P LA 54,

[0009]
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(1)
[0010] = (I) ", R, 2 H\F. CL. Br. I, NH,. NO,. OCH,. OC,H, 5% SCH, sR, 3 H.F.Cl.Br. I,
NH, NO, CN+ OH 5% CF, ;
00111 —Fl 42 (1) 7% IRy 41 I 3 TP R A 2 0 v, S Tl <9 2%
(1) BRI AT SR (1) BRI TR A9, 6 BRI WL AP 7E R AT
Hef il (D Frosiiesy ;28 (ID &, R, B HVFL €1\ Br. I.NH,NO,. OCH, OC,H; 5k
SCH, ;2% (TTT)R, 2y H.F. C1+ Br. I+ NH,. NO, CN. OH 5% CF, ;

[0012]
COOH R,
Cl |>l/
i :N Y
Ry H,N NH
FsC cl (1) o9 N ()

[0013] 20, Prid MUBLhL AL e B H AR R I LU 20 BRaEAT 550 (D FrasiI e &5 X
(TTT) B WAL G4 A HUBRATAT AL TR £, R s RV 41, S 1 i I P 2 B S ) 2 1%
WL 0°C~ 50°C R R HERE N 2 ~ 6h, K, iL 3, BEDFHT ZAE Ve, T4 #1753 (D fror
&Y ksl (1D stk a5 1D Prosieay cH P BRI &2t
AL DI~ L1 D2~ 2.6 ;AR AR LI (D P &9 BE R e
24 1000 ~ 3000mL/mol ; Tk AT IDE S £ Ji o v b AR AR RS I S0 T i 20 M0k 2096 ~
99.5% .

[o014]  FIE—20, Prid (KA A LA A e SR , By i QI ey 2- FR R nEb e s
3— LML .

[oo15]  SERE-—I5, Prik M AT 205 LR LR 5 Lk PR SR BN i
[oo16] A AR s (1) Prros (40 A I HEHE 8 PR L AL 5 Wi T AR AL &40, ik

e AL S (1D B -
[0017]
COOH

Cl l)l/
N

R4
FsC Cl

3

(1)
[0018] =X (IT) 71 R, 2 H\F.Cl.Br. I NH,\ NO,. OCH, OC,H;, & SCH, ;
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[0019] ATk (I1) FroRfILEW0IHI %778 - (1) KRR X (IV) B 5- 2
Fe-1-(2,6- & -4-(=F FHE) KL - 11-mkme -3- 5 5 S EAL B KB IRIR &, 4K
M, HE R (T1-1) PR 5- &3k -1-(2,6- & ~4-( ZHFHE) 535 ) -1H- nkme -3- &
% 5 (2) AN K (T1-1) PronE v T KBS R, LA R B %8 T A4
FIHAT ERAL Y, HilfF 8 (ID sy

[0020]
CN COOH
Cl ll\lj Cl ”\lj
N/ N/
FsC Cl (IV) FsC Cl (1I-1)

[0021]  EAKM, #EFFTARX (1) FrRmea sl & ik« (D) KRN K (V)
PRI 65— 28 —1-(2,6- 5 —4- ( =PI ) 2238 ) —1H- ke -3- 5 5 A S BRI
TRA S AR SN, 4 ~ 8h, [N 584 J5 PR 22 53R, B S N i ot 9, 8V P SR A pH (L 22
6 ~ 7, g, JEUFARYE, T4, #1158 (T1-D PRl - &2 -1-(2,6- —& —4-( =/ FHE)
RFE ) —1H- b —3- R IR 5 IR SR B AR D SRR I TR IR 3% ~ 30% I
RAFNE S V) iRtk ERREZE N1 0 1.0~ 1.1;2) EEARMN T
TSR 5 98 W IR ERTR &, 0 ~ 50°C MV 0. 2 ~ 1h, IIAVKEEESH B, R 2 —10 ~ 25°C,

A5 AN B AL B W s R D R (D) Bl s s (TI-1) Fros AL 509 TUKER R, -10 ~
25°C NG MBI 1) VAR BLAR R W0 EHE S 0. 5 ~ 2h 49 S MR 4 S U 2

WHIAH,0 ~ T0°C R 0.5 ~ 4h, fEIRE 10 ~ 30°C, MR 5 SBE A EL, vk /K 8
PO BRAM VS VR VRV LA 22 h M, ol RS I B s 701 5 08, FH B &5 s R L it A X (TD)
BT 7R I G s UK K P ) B IR 2 BRI R At BB TR P it ARt PR A e ki tH A Je
I PRI B A A R RIS A S R VS VR 98 9 kMt IR ) 4 AR P 2 DA i iR 8 5
TN 5~ 15mL/g, T IR UK B IR 1 AR AR FH f LU Al B B s 1 F o4 5 ~ 16mL/g s IT IR %5 771 A
AR R (T1-1) Fiaaib &9 a5 ~ 16mL/g, Fid¥EHI A B F Az — @
K QAL 5 R EIR Iy 36. 5% IR ERFR VR AV, BT IR S AL A & DA SRR 16 AR 1
M 0. 03 ~ 0. 15g/mL ;@R 5 S IR BRI A TR IRAL B i & DLAVIR R AR o A
0. 15~ 0. 42g/mL ;@R EIRE A 10 ~ 25 % AL BIKES W s T 45 s 8 2R 8/ 4
PSR o

[0022] AR BHERAL T 5 —Fhifl s sk (D) Fros 5948 B B ik 35 2K B G AL 540 1) 16 o) %
J5iF U (1-6) Fiontb &84 JERE, SIRTERIE &, B F R IRE N 98 % WIIRIRIR , /&
HL, AR 1 0 2 ~ 7 BFRMHAHER SRR G, 5C~ 30CHiH: 3 ~
6h, K [ N B RROK 45 &, ok 98, SR DE RS dE =8 (D i i &9, 5 FOEHE A I

BRI R I AR 2 LA (1-6) Bios AL & 45 K &1 1000 ~ 3000mL/mol 53X B
WO R AR Fe 5 JRRHE & IR AR IR &, NEFE S R NSRRI A IRIR R 0 & Tk
ONEVKE) B A 7= SV T IREREER, I K5 0T LUK = S AT 5 {EUR BB K B9 R ik
FEo i B BT, SO KR, BT LR B SOOI B VK, R 0K (RTINS B AT e
i IVER

[0023]
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R>

Z~z

el
NH ) Nd
cl N © cl N= ©
N/ Y4
Br R1
FsC cl FsC cl

(1-6) I
[0024] %4 7ET R (D) o, R, 4 HLF. CL. I, NH,. NO,. OCH,. OC,H, 5%, SCH,, H. R, AN 4
Br ;R, A F. C1.Br. I.NH,. NO,. CN, OH B{ CF,, H. R, A~H H,
[0025] A<z B4R A M i 2 TR R RG AL S04 o 2% ORI A X (D) st &4
o g H F R T SRR IE S R EE R T, JET %k 60% ~ 80% .
[0026]  HILHHEAALL, A K A 78 80K FEARIAE AR B GABA =2 AN A&
LR T 5 AR R0 JE T 52 AR SO TR AR 2 03 M U 5 R PR ES K, & B T 58 s ) —
FFA G, TR H E BRI TR B .

(M) BEXLEA

[0027] T &5 & B RS9 0 AR R BHEEAT 3 — DA AE A R B R AR TS R AR T
I -

[0028]  SEZJtEf] 1

[0020] 65— 2 JE —1-(2,6— =50 —4-( =R HEE ) 2R3 ) —1H- mbmk -3- 3R (11-1) 4%
[0030] 9. 0gKOH (0. 136mol) Ji A\ 200mL 7K Bt j ¥ ¥, 81 A\ 500mL 5 168, BEA 5- 2
B -1-(2,6- & ~4-( = P ) 255 ) —1H- nikme -3- 4( 40g (0. 125mol) , INFA[E37 5 /)
i, S5 [ A A v i P 2 U T S N R L B B AN T, DV 36 %6 ERER T 1T PH (A
26 ~ T, BB DT H R A A, s, SRR T ERRTE, 159R 3 (] 4 40. 8g, B
AW (I1-1), 55 2222 ~ 224°C, l0% 96 % , HNMR &5 R4 73 BT LK 1

[0031]
COCH

(11-1)
[0032]  SjEfH] 2
[0033]  1-(2,6- &l —4-( = H I ) KT ) —1H- nbme -3- R (11-2) 1+
[0034]  NaNO,(0.91g, 13. 2mmol) Zr fL % A 10mLI8 % Wik R /1, 7 50 °C N K V. 20 73 B,
T 4 NaNO, 4= v fift, |5 N IR AR VB, i N SmL DKES R A6 R, BRIEL 2 10°C , HI75 WAl B it 2
W K SEm) | A 5 &3 —1-(2,6- & 4~ ( =P EE ) K5 ) -1H- ntbme -3- %

8
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% (3.0g,8.82mmol) %51 15mL VKSR , 12 12 i B b3 il 2% (10 0 A BEms BR ¥ v » PR FRIRLE
10 ~ 15°C, K124 15°C LA E ] Reas G R B A Eh 7 iR 1) JL A, i e R ae it 2 /N, Bl 5
MR N 30mL K H, 60°C [N 1 /NI, BRI AR 25°C, N 35mL 5 L BE AR, 100mL
UK AR HUAH 22 rb 2, ok s 5t R ) 5 84 s G i 4, B 1omL AR R B 45 dR 49 1 (Ll 14
2. 16g, BIAL&Y) (11-2), 4455 :184-187°C, Wt % 75%, "HNMR Z5 K43 #7136 1.

[0035]
COOCH

oy

Cl N
N/

FsC” i :CI

(11-2)
[0036]  Sjifs] 3
[0037] 5 G —1-(2,6- —& —4-( =H P ) A5 ) -1H- mbmk -3- 2R (11-3) [+
[0038]  NaNO, (1. 22g,17. 64mmol) ZrHEHL AN 15mLI8 % W AR FR ', £F 50°C N [ [ 20 434,
H & NaNO, 40V fid, [ NV TRAZ VB TE , TN ol UKEE R 6, PRIE & 10°C, 75 0 A Bhhi 18
T FESE TR 1 Hl &1 5- 2 It -1-(2,6- & —4-( =F P ) K5 ) -1H- i -3- 3%
i (3.0g,8.82mmol) ¥ T+ 15mL UKEEER , P2 1% i 21 b 2d i) £ 1 0 AF B int FR Vs v » IR EFIRLRE
10 ~ 15°C, Wi 5 4R SL i FE 2 /NN, Bl 54 S N A\ 4gCuCl AT 30mL36 %6 (1) 31 PR VR & ¥
W, 60°C RN 2 /NI, PRI 2 25°C, )N 35mL 5 L e A, 100mL KK BEEA HLAH
F R s TR S T RS B T A, B 1omL B R A 1S A A K 2. 21, BIAL &)
(11-3) , 15 55 - 172-176°C, YR 70% , 'HNMR S5 #470br WZE 1.

[0039]
COOH

(11-3)
[0040]  sEjEfH) 4
[0041]  5- R -1-(2,6— =& —4-( =R A ) &) -1H- nbme -3- g (11-4) 1l &
[0042]  NaNO,(1.22g, 17.64mmol) 43 #EHE AN 15mL IR AK R 1, 76 50 C F [ [ 20 43 %, B
%2 NaNO, 4> EBV AR, [ N 7S PETE , T N oL VK BEFE R RS, BRI 22 10°C, 45 7 Al Eh B s
T P SEE) 1 AT 10 5- & —1-(2,6- & 4~ ( = P& ) 13 ) - 1H- mEm -3- &
% (3.0g,8.82mmol) ¥T 15mL UKESER, 1218 i 21 bl il 2% 1) 0 A BEhm B s v » IR FriR %
10 ~ 15°C, 54k st 2 /o Bl S SOV A 6gCuBr Al 30mL ZIRER (25% ) 1RA
W, 60°C R 2 /NI, BRI 2 25°C, [ NI 35mL 5 L e A B, 100mL KK BEEA HL
AH A T, 9 Hs I H v ) e TR B A A, B 1omL S OBt EE A dn AT (A 44 2. 38g, ]
(11-4) 55 :156-159°C, Y2 67 %, "HNMR Z5 44 2347 36 1.
[0043]
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(1I1-4)
[0044]  SCjifs] 5
[0045]  5-fifl —1-(2,6— — & —4-( =RAIE ) &) -1H- nkme -3- R (11-5) 1l &
[0046]  NaNO, (1. 22g,17.64mmol) 73 #t % N 15mL ¥R &% BR /7, 78 50 °C N Je MY 20 43 B, B
2 NaNO, 4> s fit, [ N VAR5, N bmL UK BE TR AR RS, IR 28 10°C, 145 7 A I i 1% v
o Kz 1 Tl 5- @Ik -1-(2,6- "5 ~4-( ZFFHRE) 2535 ) - 11— nkme -3- &
% (3.0g,8.82mmol) %1 15mL UK IR, 15 12 17 21 b 34 0 A e B v v b, R PR 10 ~
15°C, SRS HE 2 /DI B JEAE N, PR3 4 OB A 4. 4gKT AT 30mL 7K Bt 3]
FEHH, 50°C WV 2 /N, L AR 25°C, J W 40ml — 5 L 4e A HL, 30mL L ik A 10 %6
A R AN S VR RIS » D Hs M v 1) Ja T B A AR il 44, F SmL — 0 &bt B 45 A5 K 4 1 [
4 1. 94g, BIALEH (11-5) 55 184-187°C, Y% 49% , "HNMR Z5 4 /3 47 L3 1.
[0047]

COOH
cl N=
Jo
FsC o !
(11-5)
[0048] K 1 MEMSRERAT A FAL PE R
[0049]
i | R el ' "H NMR (CDCL/TMS.ppm). 5
18]

1 NH, 222-224°C 3.77(dr,2H),6.28(s,1H),7.78(,s2H)

H 184-187C 7.14(d,1H,2.5Hz),7.65(d,1H,2.5Hz),7.76(s,2H)

Cl 172-176C 7.05(s,1H), 7.77(s,2H)

Br 156-159°C 7.15(s,1H), 7.77(s,2H)

I 175-179°C 7.28(s,1H), 7.79(s,2H)

[0050]  SEjiEf5 6

[0051] 5-98 -1-(2,6- & 4-( =@ A H) ZFIE)-N-2- F¥ -6-( FRILEHBIEL) 7K
o) —1H- Ak me -3- B (1-6) 1%

[0052] A4S 4 k45 16 56— I —1-(2,6— —& —4— ( =R AL ) K3 ) —1H-nikmk —3- ¥
% (7.6g,19. 0mmol) 1 2— 4 %= N, 3— — FF 3L 25 Ak B (3. 1g,19. Ommol) , ML IE (3. 3g,
41. 8mmol) Y& T 40mL ZJiE, EIR-EWAHIE 0°C )5, 19185 hn B EEmE IR & (2. 4g, 20. 9mmo1)
KRG (10mL) YW 6 5648 27 CHERE 4 /N, i\ 20mL 7K, i 3, 38 0FH 30mL70 % £ B vk
%, TGS MK 9. 58g, BIMLAY (1-6) UL 92%, 5 45 :164-166°C, 'HNMR 4544 43 Mt
WL 2.

WD o= W

10



CN 102060770 A WO B 7/10 5T

[0053]

(1-6)
[0054]  SEjdsl] 7
[0055]  5-¥R —1-(2,6- & —4-( =) ) -N-(2- B -6- ( FREHRE ) —4- 1
FEIEFE ) —1H- ntkMe —3- FEREE (1-7) [1IHI#%
[0056] K St 51 6 BT ) £ 15— IR —1-(2,6- & 4-( = &) KL )-N-(2- F
e —6- ( FEIEIHRIL ) KIL ) —1H- mb My —3- FlERZ (12g,21. 9mmol) 5 98 %6 ¥k R (30mL)
TR, B HIE 10°C i, Z218 N 98% K AHANER 0. 9mL (1. 4g, 21. 9mmol) 5 98 % kAR (5mL)
RBAEW. 15 10°CHHE 1 /NN, 2R )5 27°CREFE 3 /N o i s BRI 200g R0k, AT H
A, ok JE S UK BE TS S B Ef R 1L Te, RILEY (1-7), 1036 90 %, 5 A1 -
242-246°C, "HNMR %5 %4 7347 W36 2.

[0057]
NO,
@) Nb
O
Cl N——
N/
Br
FsC Cl
(1-7)

[0058]  sEjifsl 8

[0059]  5— & -N-(4- & —2- A& -6 ( L) ) -1-(2,6- —F ~4-( =F/FE)
L) —1H- nth M -3- FERIE (1-8) MRl %

[0060] 445t 3 skl 45 1 5- G —1-(2,6— — & —4— ( =R AL ) K3 ) —1H-nikmk -3- ¥
% (4.9g,13. Tmmol) F 2— &I —-5- & N, 3- — FILEE % (2. Tg, 13. Tmmol) , 2— FF FE HLg i
(2. 8g,30. 4mmol) ¥ T 30mL ZJi5. IEIREAEIE 10°C )5, 1518 5 n LS (1. 73g,
15. Immol) HJZJF (5mL) ¥, 56 AE 25 CHEdE 4 /N, I 20mL 7K, 138, JETFH 30mL &
ik, TG EEERE 6. Tg, RIML &4 (1-8), ¥ 91 %, 1 £ :218-220°C, 'HNMR &5 44
GrHT WA 2,

[0061]

11
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cl
o) N
clN= °
N/
Cl
FsC cl
(1-8)

[oo62]  SEjfsl 9

[0063] N-(4- 50 —2- 2L —6-( L) RE)-1-(2,6- R 4-( =/ FHE) F
55 ) -5 il —1H- AL M —3- AR (1-9) KIHl%

[0064] K SHEW] 5 Pl 1 1-(2,6- & —4-( =) K3 ) -5- 1 —1H- ik -3- 5%
1% (3.0g,6. Tmmol) F1 2- & Fk —5- 4 N, 3- — P FE Wk % (1. 3g,6. Tmmol) , 3— AT JL nit wg
(1. 37g, 14. Tmmo1) ¥ T 30mL £ JifF, 1212 ¥ fn A 25 M Bk 0 (0. 84g, 7. 4mmol) 1) & i 5 W
(5mL) , WV 4 7B, IO\ 40mL 7K, it 3€, JEGEA 20mL50 % LG K IRGEEs, T a8 ek
K 3.9g, b&4) (1-9) , L 92% , #5 4 232-235°C, "HNMR 45 44 70 B W3 2.

[0065]
Cl

FsC cl

(1-9)
[oo66]  SEifs] 10 ~ 21
[0067]  SEJM] 10 ~ 12,20, % (I1) Froamdba9 ok 11-2, HAh AR R SE ) 6 ;58 it
13 ~ 14.21, X (1) ProRpdeayh 11-3, HoAbdRAE R Sehtif 8, skt 15 ~ 16, L (11)
Bt &9 4 11-4, HAhBRAE R SC i 6, et 17 ~ 19, 28 (1D Fros itk &494 11-5,
HAb AR SZHER] 9, BTl &b &4 1-10 ~ 1-21, 'HNMR £544 73 47 L3k 2.
[0068] % 2 2 FF I flac Bk 8 AR L AL A 4 PR RE 43 B
[0069]

12
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sz Ry R 15 "H NMR (CDCIy/TMS ppm), &

)

6 Br H 164-166°C  2.34(s, 3H), 2.89(d, 3H, J=5.0Hz, ), 6.28(d,1H,3.5Hz),7.13(s, 1H),7.19(t,1H,
J=7.5Hz),7.30(d, 1H, J=7.5Hz), 7.35(d,1H, J=7.5Hz),7.79(s,2H),9.76(s,1H)

7 Br NO, 242-246°C 2.45(s,3H),2.95(d, 3H, J/=5.0Hz, ), 6.41(d, 1H, J=4.5Hz),7.14(s, 1H),
7.79(s,2H), 8.19(d, 1H, J=3.0Hz), 8.23 (d,1H, J=2.5Hz),10.43(s,1H)

8 Cl Cl  218-220°C 2.32(s,3H),2.86(d, 3H, J=5.0Hz, ), 6.39(d, 1H, J=4.5Hz),7.03(s, 1H),
7.27(d, 1H, J=2.5Hz), 7.32(d,1H, J=2.0Hz),7.79(s,2H),9.77(s,1 H)

9 I Cl  232-235C  2.39(s, 3H), 2.95(d, 3H, J=5.0Hz, ), 6.35(d,1H, J=4.5Hz),7.33(s, 1H),
7.36(d, 1H, J=2.5Hz), 7.41(d,1H, J=2.0Hz).7.87(s,2H),9.68(s,1H)

10 H H  239243°C 2.36(s, 3H), 2.88(d, 3H, .J=5.0Hv, ), 6.39(d,1H,4.0H»).7.13(d, 1H, .J=2.5H2),
7.18(t,1H, J=7.5Hz),7.29(d, 1H, J=7.5Hz), 7.35(d,1H, J=7.5Hz),7.78(s,2H),
9.74(s,1H)

11 H Cl  243-246°C  2.34(s, 3H), 2.88(d, 3H, J=5.0Hz, ), 6.39(d,1H,4.0Hz),7.13(d, 1H, J=2.5Hz),
7.31(d, 1H, J=2.5Hz), 7.34(d,1H, J=2.0Hz),7.65(d, 1H, J=2.5Hz), 7.78(s,
1H), 9.66(s, 1H)

12 H Br  241-245°C 234(s, 3H ), 2.88(d, 3H, J=5.0Hz, ), 6.42(d, 1H, 5.0Hz),7.13(d, 1H,
J=2.0Hz), 7.45(d, 1H, J=2.0Hz), 7.49(d,1H, J=2.0Hz).7.65(d, 1H, J=2.5Hz),
7.78(s, 1H), 9.71(s, 1H)

13 Cl H  219220C 2.34(s,3H), 2.89(d, 3H, J=5.0Hz, ), 6.24(d,1H,4.5Hz),7.03(s, 1H),7.18(t,1H,
J=7.5Hz),7.30(d, 1H, J=1.0Hz), 7.35(d,1H, J=7.5Hz),7.79(s,2H),9.76(s.1H)

14 Cl Br 228-231°C 2.32(s,3H), 2.86(d, 3H,J=5.0Hz, ), 6.33(d, 1H, J=4.5Hz),7.03(s, 1H),
7.42(d, 1H, J=2.0Hz), 7.48 (d,1H, J=2.0Hz),7.79(s,2H),9.78(s,1 H)

15 Br Cl  224-226°C  2.32(s,3H), 2.87(d, 3H,J=5.0Hz, ), 6.37(d, 1H, J=4.0Hz),7.12(s, 1H),
7.28(d, 1H, J=2.0Hz), 7.32(d,1H, J=2.0Hz),7.79(s,2H),9.72(s,1H)

16  Br Br  221-223°C 2.32(s,3H), 2.87(d, 3H,J=4.5Hz, ), 6.33(d, 1H, J=4.0Hz),7.12(s, 1H),
7.43(d, 1H,.J=2.0Hz), 7.48 (d,1H, .J=1.5Hx),7.79(s,2H).9.72(s,1H)

17 I H  211-213°C  234(s, 3H), 2.88(d, 3H, J=5.0Hz ), 6.23(d,1H, J=4.0Hz),7.18(t, 1H, J=7.5
Hz),7.26(s,1H), 7.30(d, 1H, J=7.0Hz), 7.34(d.1H, J=7.5Hz), 7.79 (s,2H),
9.68 (s,1H)

18 I  Br  247-250°C  23I1(s,3H),2.87(d, 3H, J=5.0Hz, ), 6.28(d,1H, J=4.5Hz),7.25(s, 1H),
7.42(d, 1H, J=2.0Hz), 7.49(d,1H, J=2.0Hz),7.79(s,2H),9.64(s,1 H)

19 I  NO; 203-207°C  2.45(s,3H), 2.96(d, 3H, J=5.0Hz, ), 6.34(d,1H, J=5.0Hz),7.27(s, 1H),
7.80(s,2H).8.19(d, 1H, J=2.5Hz), 8.23(d,1H, J=2.5Hz), 10.36(s,1H)

20 H NO; 229-231'C  2.74(s, 3H), 4.02(s,3H,), 6.41 (d,1H.J=4.5Hz) 7.35(d, 1H, J=2.5Hz),7.72(d,
1H, J=2.5Hz),7.81(s,2H), 8.40(d, 1H, J=2.0Hz),10.41(s,1H)

21  Cl NO, 185-188°C  2.44(s,3H), 2.95(d, 3H,J=5.0Hz, ), 6. ,1H)30(d, 1H, J=4.5Hz),7.05(s, 1 H),
7.79(s,2H), 8.18(d, 1H, J=2.0Hz), 8.22 (d,1H, J=2.5Hz),10.47(s,1H)

[0070]  SEjiiAs) 22 408 AR Ik Ml Rk 2 FR DG Jld a2 RS (1) A= 4 v PN o

[0071] A% i VS VR TEC 1) < B S ) 748413141516 21 JiF il #& I #F f 1-7. 1-8. 1-13,
[-14.1-15.1-16 Fl 1-21, LA A5, 23 BB A 100mg oL IRV 10 RS 1-7.1-8
I-13,1-14, I-15. I-16 fil I-21, & .

[0072] 3K HO YR - A% ROME 4y, = S L 2010 SE SR B RLM R BEBE A I, fEE N
[(2641) ‘C\RH K 60% ~ 70% JEHFIHIL © D= 14 : 10] AEATAT A B30, BB e
M gE 2 R ARG, BCT — AR 2 84 s R e

[0073] i%{ﬁﬂﬁﬁ/z i%ﬂlﬁlsmallnir}#”’iﬂﬁfz S 8 J A 2575 G 1 2 v, BY Y
3X 2cm, 43 HIAE IR A HIRE B 1-7. 1-8. 1-13. I-14. I-15. 1-16 A1 1-21 F13& 10s, LA
PEAVEZ X R, SR T A E T 10em BRI, AR E —8UW 2 1848 10 3k, BT A
TAMEEN (FFEAEMFRE) . BMERESR 2 R 24,48 F1 72h J5 53 Givt BUE i AR A
RT3, 85 3k 3 Fir

[0074] 3% 3 25 FF M 2 2 FR B i b 24 R (%) 26 49 0 5

>
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in P

24h 48h 72h (48h #=t-F)
S Bedm kFE RAEAM LRF REH  SLERFR
2 (%) (%) A (%) (%) 2 (%) (%)
% B, 30 0 100 0 50 0
I-7 10 0 40 20 20 40
[0075] I-8 0 0 35 20 16 40
I-13 10 0 20 20 25 20
I-14 0 0 35 20 25 20
I-15 0 0 20 10 40 80
I-16 10 0 20 25 10 40
""" -2t 10 20 70 0 25 0

[0076] HIK 3HH, 7E 100mg/LIRE T, %B%%’a‘%ﬁ%ﬁ'i%%@%m TERIFE BRI S
EVE, o DAL &) 1-15 B AT, 48h BUE A 9% (X B ECE AN 100% ), JET-
ZIA 60%,72h FET-FIA 80% .
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