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[0001]  AHITE 22009412 H12 H $&5C 1) A4k “VE 96 B 751 RN 25 H 70 i 4 o B BUAR ) ik
W 1200980157250 . 3 W L ] H 75 1 43 28 H i
[0002] AR B KAEWRI A F AU, Fr A2 Tk PR 6 A s A E Y 1 i
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[0003]  ELAKI & , A BHIPE S e 7 2 B F) Wk Mo 3 A A4 G 1) & 7 7 e HE A I 771
A0 BRI s
[0004] 2 FFSCARHEIR T BAT B B T 04 A B AR 4 — 2 ik g Bl o 2— FPY k-4 R gk
IEHR L 40T Stevenson et.al,].Het.Chem.,(2005),427 )% J5 4 .W02007 /119434 AL#EAR T
TERIRNH 267 B — A e AR A (1) 4R FE MR R Bl . W02009/035150 A2AFF T AEZRFR ) 247
A AR B A R R A L I H e A B AT b g e A B A A AR 4R R ek
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()2 SR AL AT BRI PR LIS TR 54 o
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[0010]  AFIBAS [ 48 b A 37 3 A B (Ci—Co ) 52 3 5

[0011]  GAE.C(=0)R'.C(=L)MR*.S0sR* .P(=L)R*R>.C(=L)NR°R'EXE ;

[0012]  EA—Fi& BB FE0Y (equivalent) B 51

[0013]  L9%Bihn ;s

[0014]  MJy%(BhR ;

[0016]  R'A(C1—Ce) ke« (Co—Co) M - (C1—Ca) BERIE—(C1—Co) 5tk . -~ (C1—Ca) BEA I~
(C1—Ce) Je B (C1—Ca) F i A — (C1—Co ) E A » BTk J [A] 2% F i A1 i+~ HUAR

[0016] EFH3ESNMIRIEFH1 3N IEE A R M AN &R FRI S WM 326 iR, i
AP H 2R (Ci—Ca) BEFE RN (Cr—Ca) 58 S8 5 1Y 3 [ HUAE

[0017]  #n AN H 0 2 « (C1—Ca) BEFE AN (C1—Ca) Ht 8 I 10 7 A BUAR T (Ca—Co ) FRJE 5L L A3
IRIE—(C1—Ca) e  Je 75 AL IR I - (C1—Co) Be L B 2 75 F A - (C1—Ca) i 3 5

[0018] R%K(C1—Ce) kit (Co—Ce) Wi d . (C1—Ca) ki I~ (C1—Co) B dh B, —— (C1—Ca) hm A J -
(C1—Ce) bt 42k , Ik 22 A1 25 H #fn 1> b J5 5 HUAX

[0019] B3 Y (Ca—Co) FRJe i ORI R L, FIrid ZE A1 %% #n ik F 4 2= L (C1—Ca) B AT
(C1—Ca) B S 1 FE A BUAR
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[0020]  R®\R*FIR*S 4 48 L 7 A 4n A b B BRAR I (C1—Co) i , (C1—Ca) e 28 3L N~
(C1—Co) BEFEE I N, N-"~(C1-Cs) JE L R FE » (C1—Ca) KEMRIEL . (Co—Ca) I HE B (C3—Co ) P Je At
T2 5

[0021]  BlORIE R IE ORGSR BRI L, BT IR B A B NI xR L (C1—Ca) KA (C1—Ca)
fot S L I 2 A AR5

[0022]  ROAMIR'%% [ 4 gk T oA,

[0023]  Hsn/Npe JEFBUARI (C1—Co) B, (C3—Co) BREEIE | (Co—Co) i3+ (C1—Co ) b 28 LB
(C1=Ca) fe 8 e~ (C1—Co) et

[0024]  ZREEB-FRHEL, ik LA % A iM% B xR L (Ci—Ca) FEE AT (C1—Ca) e S AL 1 B A
B s
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FHI3E6TTIN
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[0027] 1 A0.1.28%3;

[0028] X My 2 FAL | (Ca—Co) PR | i , B3 M (C1—Co ) KT B (C1—Co) FE S 2 , BT I 2
P45 B Am A b i EUAR B0 A An S b S AR 2R 2

[0029]  YAIZH 40 B ST A o 2R B 2L L (Ca—Co) R , B3 9 (C1—Cs) e 2
(C1—Co) FEAIE BN , Frid JE A & Blin 1 B HUAX

[0030]  Z& {2 , WIS N0, MIYFNZIGAS AT T 6467 (Ci—Ce ) e & BY (C1—Co ) BEAIEFE F o
[0031]  WisRGHN/BBAE, WA A& B B (DAL RT LA, BRYE SR 2% A4 (451 i pH 3 751 A
B, LAY R () FraFE 1 2 Fh B AR S S5 MATAE -
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R CTRATEYRAEICE T J. Org. Chem. 1980 ,45, 36731 () 5 VA I B il 4% o Ty S Larh Jir
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J.Med.Chem.1985(28) , 1436 [ /732 K 1l 4%
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[0042] SR, 4 2% I 7, BR AT AR 40t W] FH 2 T8 T 44 AL A0 70 AT AR A0 SRR A7 A2 T 1l 4%, B
B AL 77048 T FH AR 5 (P d 2 (dba ) sERPd (Oac ) 2) FITFECAE (G (t—Bu)sP. iMe s*HC1B%2” - (N,
N-T R R ) -2 ( R O R B 2 ) R ) T R i #E 4B 4k 77 (WO 2005/048710,
J.Am.Chem.Soc 2002.124,.12557,J.Am.Chem.Soc 2003.125,111768
J.Am.Chem.Soc.2001,123,799) o th4h, A S8 458 HY A 55 B i AW AE A fee A0 T S Ak A
I (B BRAR I TR B TS (19 it 2% T-Org. Lett. 2002, 2,269, WO 2004/108727+H1) , HoaT il it
LN T A R R 2L TR
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1 GAER (1) 1A )5 3 0Hal -CO-R I BRBE i 5K 5 R -C0-0-CO-R ) 52 FR BT 9 e Jo2 oK 1
%o

[0046]  H:A1GHC(=L)MR* [ A & B X (1) Ak & Wt a1 funid o A 45U B R A 53 B 401
Hh AR (DAY Ha) 2R -M-COOR' [ &L R EE B A & FF IR B B S5b) & B i
B ERAREU R Bt 2R i AL (chloroformyl thiohalide) i Bk il %

[0047]  HdhGRyS02R A & B 2 (1) Ak A 4t 7] ) 3 i AR AT B A A B2 BV 4y Hedh
RNER R (DA Y5 RRP-S0o-C LKL SR S R hl 4%

[0048]  HAGAP(=L)R'RMIA K B (1) 4 A9t Al i funid o A 470 RN S22 i
Hrhe AR (DS 5 Hal-P(=L)R*R® ) T B S SR ke il 4 o

[0049]  HArGRER) A K B 20 (1) Ak A 4t m ) i sk A Ak AN 2 i) = G E
(DAL E905 3 Me (OR') o1 4 JE AL BBk 5 6 10 SR e il 4 o AL s Me Sy — 4B —
& EE T, LIRS B a4 8, B a8 N AT CBEBUES o B AR t O 132 - 55 9NHL B3R
RPRVRIPRION', HirpRY (RM R IRk S R 3%y (C1—Co) e BN 3

[0050]  HArGAHC(=L)NRR'f{ A & B =X (1) A A4t m] 451 3 et AR AT B AR N SR L S
HpeHER R (DAY HRRN=C= LI 5 FURES ok 5 SRS ok % 5 AR°RIN-C(=L)
C1HY 2 B S B A 2 Y B S R R il 46

[0051]  HArG ket (e B 2 ) 1 AR i BH 20 (T) AL A0t ] 481 AR 405 7 S8 30d 1t AR 4k 4
RN R TTDOAAE SOV A B 4 JhAL , 27 iR st HQh =4t
FEHE A e A BE LA L BULIE TR Bl I X e 3 A AR AL R (5 1P d R B P 4% A
WD) WIAFAE T ELAEDE (5] i Ry B IR ) PR A7 AE T 134T o
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[0053]
A Of Bt .
Z . . -
N : z
/ \)
B O
(1) (V) N

[0054] #4505 SCRIBURIE R A, 20 (D) L & B A IR s e 14 5, 9F HAB T 5
FTNLBCE VLI BRI L 5 4 8 & F I e (B R ] A@& W 3 3um&4) - R 30 (1) 194k
EWH A AIEIE R e R R A B A B R P B e R, WX sk A ] 5 R
TERGER , BUE EAE A B LA R R B RS

[0055]  FEAILER A S A & o R (461 A J IR W LA R S VR IR AN R ) T 1 R I R A
g, DA S R ER (151 INaHS 04 FIKHS 04 )

[0056]  AiE A HLER NBI W : B IR BRIR A BE I R, B TR . =R . — A LR AT
B2 s DA e BRI IR B A FLIR T 1R PR IR R R IR PR IR L IR e A T R (& 12220
AR JE 10 BB B BE N S R S A I BRI ) 5 SRR B 5 2 R (e — NI 2 A IR
S I 05 B R A R B AN 2R ) B A B IR (5 A 1 2 201tk S I LB BT SRR e
BEFE ) BEIR ) 75 R I R B e RIS (R A — BN IR R L 1A 1) 75 4 I ik (4] 491 o
FNZEHL) , Hovp B e B8 75 A5 [ mT s A L e A R , 491 ot AR T R /KA R S %o L A 7K
Wl 2- R LR R\ 2- B AR L TR P R 4

[0057]  &iER 4 S AR S ERn R (Rl 2 8 s BB = F Mg Fik e s
CRel 2 8 AT ) DA — 2 58 G IR e 3R CRE R 4% i 6 G VA VBRI E)
(2 o L 55 DY SR A e R & R 3 7 o b Ad , Brid 4 @ mT DA AT 2 30 AS R A7y 25 1 47
fEo

[0058]  fn SR ()AL A W A F2 2 RS A B M M 1) e 2 ], X seqb &) m]
Bl S B2 T Ak o

[0059] &3 (Rl o 9] G - el 4 i AP = 4 J8 —— e A B L BE A —— I AL
DRERER IR A 2L, BhANEH R, A (Cr—Ca) 5t 3 2 A AR i A e AU 5 (C1=Ca) IR B (1)
S ST L1 QY 1 7 NN R o 11 7 R 7 AL WV |

[0060] ] 2 JyaR S B AIAE

[0061] & s Foe sk B A FHA K &8 B, Bl fiNa’ K (Mg® ) 1/2+ (Ca™ ) 1/2.MgH'
Call™ s (A1®) 1/3(Fe* ) 108 (Fe* ) 1/30

[0062] 5t & A 1 2 84Nk Ji 1A VRLRI 1) T B S P 1) 9 38 5 BT i J5e 36 49 1 Cu—Ceie 32
IR 2 TR - 2 B T B L - A 2- R 1 - R 2 0 R -
R T AL 2-FAE T R 3-H AT A 2, - RN 1 - A N O 1 - R
1,2- RSP IE (1 -FF 3L RS 2 FF S L3 -FR L A-FR A 1 - R
- RT3 -T2 - R T 2 - R T3 3-SR AT 14
TR - TR -2, - R - -1 - R E R -2
H-2-FAER A,
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[0063] RGEEA A LR8I B REBCRE I e A ] (B3P i), Herhiz
S R ) — e BT SR R SR AR I e A e 4 G- Cap AR 2, TR
RPE A PE A P A PR PR SRR AR R ST A SR
R -ACHEIRGE - 2-R O 2, 2- "8 2,2, 2- =/ 3 2-F-2-
RO 2-F-2,2- AL HE 2, 2- TR 2R A2, 2, 2-F R VIR AN, -
N2 3k,

[0064] 73 A& A5 2B 8 IR I EHLAEAT S A B HL AT VB I AN i ) B B ol S B 1)
SR 5 BT I S8 A Co—Coldis 22k , W2 I 2 L | TR M 0 L 2- TR M 0 L | - R SR M 1T M 2t 2-
T 3T A LR B T 2P L TR - 2R 2 2T R
e 1= S 2 OB 3T B (AT 1R B LT 2 - LT 3
He 1= TR LR -2 TR I 2R B2 TR I 3R B2 TR I L L 3 TR
2-FR R -3- TR EE - 3T A L - R R - 2- R - TR 1, 2
TR - - TR R - - T L O 2O 3O 4
O - O B 1R -1 M 2 2 FR 1 - 2 L 3PP 2 1 o 2 L4 -1
JE IR -2 i B L 2-FR -2 RO AL L 3 A -2 I A R R -2 M 2 L 1 - R -3
IR FE 2R -3 M I 3B -3 A A AR -3 A S L - 4 2 - F
F—A- T 3R AR B AR B A O 1 - R R 2T L - R -3
T - R TR L 2 R R 2T A R L 2- R - TT A 1, 3- 2
F-1-T I, 3 2T S, 3 RS- 2 2 R3-SR L2, 3
TR -T2, 3 R R 2T IR 2, 3 S RS- R L3 3 - - TR
3,3- TR 2-T R 1I-2 1T -2 2T - - R R L 2- 2 - -
TR -2 2T 2~ -3 - T A L 1 2 = R 2T I L 1 - - - 2
P 1 -2 32— F -1 - TR s AR T -2, B -2 - -2 - T Ui 2

[0065] el i A 1 A 8N S - 1 VR RN 1) BB B S R 11 e B i Sk ] 5 o e A 2 451
Ci—Col i, WAL O TR AL I - B U T - R T 2- R T
BT R AR A PR T A - R T A - R T RS2, 2-
AR -2 AR . O E M (hexoxy) 1, 1- R AE M 1, 2- R FHER -F K
AL 2-FR L R R V3 - R A AE  A - R A 1 - R T AR L 2 TR
R, 3-THETAEA 2, - TR T A2, 3- I T A A3 - R T A - R
TR 2-CHTEE, L 2-EFEFEMR,2, - =R EFEE . -2 - 1-FREFEHE
-7, Fe—2-FF BT 3

[0066]  piAXHESE I NS H 1RSI T 10 B BB S 1 e S 2L L A (B S i) ,
HH i 22 ] P 1 — SR BB A U P 0 b SRR I o i A B i AR S 2 4 Ci-Ce
b AT S, U A VR A S A S R P AR VRO AR R R A S
RN R N R N B N R WA B N B YA N R WA BN
2-FLEIE 2, - R OEAEFA 2,2, - E RO A 22RO A 2-E2,2- R OHE
H 2, 2-TH2-ROEFEL 2,2, 2- =R O EEE RO AL, L, - =R/ 2 S
[0067] el H A& A 1 284N IR (1) VL N 1) AR B ST B 1) e R 2 2 4] 5 BT i Be i 2491
Ci—Cobrfm s, W P B LS BRI L - B OB T s L L - AR A i 2 L 2—- R R T I

11
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Fe1 - TR R R R - I TR AR 2 A T R A 3R R TR A 2, 2- - R
PRS- AR AL OO S L, IR R A B L 1, 2- R PO A | L - R e A L 2
L TR 3 3R L TR i A-FF R R 1, - R B TR A L - R TR, 3
HRIL T 2, 2- L T Ak 2, 3- R L TR AL (3, 3- AL T A - R T A L 2
CHET R, 2-=FEERIE 1,2, - = F R RMAEE 1 -2 3 -1 -F AR AN -2, 5
2-F LTI

[0068] i AXHEAR AL A A 1 4 84N S5 1) BB B SR ) Joetim 22 22 [ (1 B SCRad i) ,
A A ) — S BT R PR 1 SRR ) e SR AR s B i A 22 48 01 Ca—Co
B R AW STt e T N S e SN S 1 S B i 1 W R O 7 R 7 S W SR 77
FAFMAE A RPmE. S R mE A PR R LA RO R AR
L 2-FORIE 2, 2- RO 2,2, 2-= RO - 2RO 2-E -2, 2- /L
T2, 2- S -2-RMOIAE 2,2, 2- =& A LR AR, 1, 1 -—=F A -2 2 & .
[0069]  Z% 74 JH g 2 Mpg 2 | 3G HR] Ak \ 2B Wy It | 3—MaE Wy B | 1 —Iib g k| 2- b g L | 31k gt
Fe 3-NEm L 4R 5 SRR R | 3 SRIgEIe I | 4 - SIBE I R | 5 SR IBE A B | 1 Lk
B O L SN B 1 SN B {16 SN R 1 B B 1 S R B R - AR 1 A
R R S | 1 —IDR A L | 2—IDR A L | A—IpR A L S—IpR IR L (1,2 4 =30 1,2, 4-TE -5
FH1,2,4-WE e-3-FE 1,2, 418 55 1,3, 4T -0k (1,3, 418 2L 1
2,4-=M—1-FE 1,2, 4-=M-3-FE 1,2, 4-=—4-FE 1,2 4-=M-5-FE 1,2, 3-=M-1-
Fo1,2,3-=me—2-Fk 1,2, 3-=me—4—J UM -3k | PUme -2 | PO me—5—J5k | WE|E— 1 -3 g
W —2 -3 | 05|k —3— 3 | S g W —1 -k | M Wk —2 -3k | IR R -2 -3k L IR TRy —2—Fk LRIk
W —3—J ORI IRy —3—J DR T IR -2k | O IR R IR -2 (DR G IOK A -2 Bk | W e —1 — i | g
a2~ M|t — 3 | 2 W A | 3Lt | A PP 2 | 3k NI L | A-ThA MR L | 2 g i | 4B
W S | 5-MEIE S oM R I (1,3, 5-=HR-2-FE 1,2,4-=Me-3-FE . 1,2,4-= MR -5-JEmk 1,2,
4- =R -6k % 28 5 L 5 AR BB B0 # e B LA B AH R BOAS [F] R A SR AR B 2
HUAR A S R VL U PR B B VU R L O IR TR SR VIR T R T
TR R R R -EIRA A O GR  Ch RESE  EE VRAERE B R
M =P mAE A m PR, E AP AP RE AFE, CE PR CEPE FF
BELCHEFRE CHEFRE, 2, - SRR CHEFARE. CH R M. 2,2, 2- =R OEE 2,
2- R 2MLHE 2, 2- TR 2L - H 2L 2,2, - =R L 2,2, 2- =/ L
H2-ROHE 2, 2- RO 2-FE A O AR A T L AR R R L L A R
N-FP R G 3 N N- R G 0 -2 50 N N- S R U R e e R R R R
FRORR S et . R L U R R U L R A R R U L R AR A R R A L A I R R
S AP S B B AR Y g 1R SR B S (L W e

[0070]  JUHZARIEHREEM PSS, 2 (D B4 & 47T LLTUART A 4 A/ B3 Ot e A A B 3
AN AR R S F AR VR A AT AE , BTl e AR IR A W an 438 m] I IR 77 X B o AR
AR T 2l A AR AT S A TR A il 28 R0 A, DA B & R A SR i, S SCH o
fA A W, , S PR (DAY AR X B RE Al A R, R 538 , & F A A H A
S AEIRIR A

[0071]  f iR — R p — e FE [ 22 BUAR, WX MR A s iz A 4 — N B2 Nk E P

12
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3 B Y 7 [T e 14 A R] BRAN ) 2 ] BRA

[0072]

[0073]

[0074]
[0075]
[0076]
[0077]
[0078]
[0079]
[0080]
[0081]
[0082]

P (I-a) . (I-b)  (I-c)  (I=d) . (I-e) . (I-O) A (I-g) KL &0 o

A OH A O—CEFOR
. ,
(I-a) N (I-b)
4 y
] o X
(I-c) (I-d)
()

L IX AR B (D B A Ho

ANEB(C1—Co) btk ;

B AR (C1—Cs ) fEdit 5

GNE.C(=0)R'.C(=L)MR*\S0:R* .P(=L)R'R°.C(=L)NR°R'BKE ;

EANa K s (Mg® ) 172+ (Ca* )12 RPRMRRIN BENH, 5

R RY R FIRO4 g 7 4y (C1—Co) e B 3 5

LM%

Sl

REAHN AR L FEURIK (Ci-Co) ke 3k , B A (Ca—Co ) B e 2k R FE B IR~ (C1Ca)

BEdE , A A % B n AN 160 2R (Cr=Ca) 5 A1 (C1—Ca) e LR I B A AR 5

[0083]

REApn AN o SR BRI (CL—Co) e B , B 9 (Ca—Co ) FRBT L AR R B I , Tk

%% B A1 H 5 3R (Cr=Ca) e 2 AT (C1—=Ca) e i AL 1) B AT AUA 5

[0084]

RY RFIR 2% 15 G i 4 S F BRI (CuCo) B2 B A28 LR 3

PR i 1% B B 2 s (Cr=Ca) BEdE AT (Cr—Ca) e S8 ik (1) J2 [T HUA G

13
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[0085]  ROFIR™%% [ 4% b b 7 HU A  in AN 1 JEL P BUAR K (Ci—Co) et , B AR LB 4
FIT IR SE A n N1 2R S (Co—Ca) BE S I (Cr—Ca) 5 B 2L (1) S A BUAX 5

[0086] mK0.1.28%3;

[0087]  nA0.1.2.3,2FEmAInA A0,

[0088] X Ayix 2 Ak (Ca—Co) PRESE il , B (C1—Co) HE B (Cr—Co) e 82 , BTt A
%% B #im AN 5 EAR

(00891  YHIZ3S B 4 b Ah AT O 6 2 VB L L (Ca—Co) IR I , B3 N (Ci—Co) 52 32
(C1—Co) FEA L TR IE , Frid 2 A % 1 Blin AN S HUAR

[0090]  HRHIfEIEXALREA (DKL A,

[0091]  ANE .5 7T A

[0092]  BASHIE. 2 T 3R

[0093]  GAE..C(=0)R'.C(=L)MR*.S0:R*.P(=L)R'R°.C(=L)NR°RBKE ;

[0094]  EJyNa™.K'.(Mg* )12, (Ca*")1/2+ (CH3)aN'BENH,

[0095] W%

[0096] M4 :

[0097]  RUA(Ci—Ce) ket bk (Ca—Co ) FRke It ;

[0098]  R*A(Ci1—Ce) ket - (Ca—Co) I BBl 1 5 5

[00991  R®.RUMIR*%% A 48 I ik Sz 3t hy (Ci—Co ) e i R FE B 3

[0100]  ROHIR'%% [ 4t b A7 b AL (Ci—Co) e dik (IR IE B3

[0101]  mAyl.283;

[0102] nK0.1.28%3;

[0103] J:H

[0104]  XOAFR IR GBI FUSE VAL . = 3 L = U AL B T 4

[0105] YR o iR &L ML RO 2 VAL S SRR R SRR AR
H

[0106]  Z A& FR IR E T 38 20 R LR SR R SR AR VIR TR
SR TR IR .

[0107] B It R 1 E 259 AT A A B a0 (DAL A, Fo ] BASSALT A SCIR K i 7 123K
o

[0108] Py 465 & L WI'F -

[0109] Bz=-J c-Pr=3 TRt Ft=24k
[0110]  i-Bu=S7] J& t-Bu=#1T # i-Pr= A5
[0111]  Me=FHJE Ph=72R A
[0112] K1 AKAKER (DAY, G HE HANBS 3 9 5.

H.C OH

[0113] N

14
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1 F H H
2 Cl H H
3 Br H H
4 1 H H
5 CF; H H
6 CN H H

[0114] :
7 NO, H H
8 OCF; H H
9 H 3-CF; H
10 H 3-Me H
11 H 3-F H
12 H 3-Cl H
13 8| 3-CN i

15
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[0115]

14 H 3-Brl H
15 H 3.1 H
16 H 3«NO» H

17 H 3-0CE; H

18 H 3-OMe H
19 H 3-OFt H
20 11 4-CFy 11

2 H 4-Me H
22 o 4-F 5]
23 H 4-C1 H
24 H 4-CN H
25 H 4-Br H
26 H 4-1 51
27 H 4-NO, H

2 H 4-00CF; H

29 Bt 4-OMe H
30 H 4-OEt H
31 Cl 4-Cl H
32 o 3-Cl 4Cl
33 Br 4-Cl i
34 cl 1l 6-Cl
35 Cl H 6-F
36 F H 6-F
37 Cl 4-Cl 6-Cl
38 Br 4-Me 6-Br
39 Cl 4-Me 6-Cl
40 I H 4-Me
41 1 6-Cl 4-Me
42 o-Pr 40 H
43 c-Pr 4-Me H

44 ¢-Pr 4-Me 6-Cl
45 cl 6-F 3-Me
46 F 6-F 3-F
47 F 6-F 3-0Ft
48 F i 5-Cl
49 H 3-CF, 5-CF;
50 QCF; 4-Me H

51 OCF, 5-Me 51
52 Br 4-OCF; 6-Cl

16
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53 Br 4-QCF; 6-Br

54 cl 4-QCF; 6-Cl

55 OCE; 6-Cl 4-Br

56 OCF; 6-Cl 4-Me

57 Cl 5-0CF; H

58 Br 5-0CF; o

59 cl 6-CF; 8]

60 Cl 3-Cl 6-CF;

61 Cl 3-F 6-F
[0116] 62 Cl 4-Cl 6-c-Pr

63 Cl 3-Cl H

64 Br 4-Br 6-OCF;

65 Br 4-C] 6-0CF5

68 ¢l 4-Br 6-CF;

69 Br 4-Cl 6-CFs

70  CFs 5-CFy H

71 E 3K 11

72 Cl 4-Cl1 6-c-Pr

73 F 3-Me 6-F

74

[0117] K2 AR (DAY, KPS, A HBAZHE, IF BX YRZS H A
FIPE RIS X,

[0118]

[0119] 3 AR (DG, A, VR HBNIER L, IF EXYAIZ% 5 A
ARIPE S o
H OH

[0120]

H,C

[0121] R4 AR (DAEY, VA AR BB A AR, IF BX YRIZ% 3 A
ARIPZ N o

17
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N

[0122] N

ol b x
CH,

[0123] 5 AR BIER (DG, GOy, IF HANF 3L BB R 5, JF HX YAIZ %
HHEARIP TS Lo

H,C. OH
7 ‘
[0124] NG
N— '
J Y

H,C O K
[0125] 6. AKWMER (DG, Kb ChE A NP REABNCHE, 3 BX YHZE 3 A
ﬁ%%ltlj%ﬁﬁﬁ/‘x

[0126]

[0127]  ZR7: AKRHKEN (DA, KA GRE, A NF I HB N IERE, 7 HX YRZE H
HAERIPEHERE L.

H.C OH
, . 4
Dand:
[0128] " -
H,C

[0129] 8 AR B (DAL G, Hh GO, A F 2L HB SR 4L, JF HX\YAIZ#5 B
ﬁﬁ%lEP?AHjEﬁAX

[0130]

N X
N— )
'H3.CA< Q X

CH,
[0131]  R9: AR R (DG, b GNE L AN H HBF AL, JF HX YMZ& H A
HRIPE RS .

18
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H,C—

4

[0132] N

% M

HE o X
[0133] K10 AKBIMEX(DILEY, P CRNE AN AB RN L, JF HX YRIZ# B
HARIPEHAIE X

CH,
[0134] N X

Hsc"“‘—/ G X; Y

[0135]  R11: AKMMIENXN(DOAED, HHCARE, AN HBRNIER I, 3 HX YZ%
HEFRIPE S X

HC

[0136]
H,C
[0137] 12 AR (DG, NS, AN BB, I HX YMZ %
HAARIPEHRE L.
CH,
. 4
[0138] N/
¥
'HSC—‘< o X
CH,
[0139]  RI3: AR HIMIEX (DAL G, Hh R, I HAJYTAZE HBYH 3L, JF HX YAIZ
HHEARIPE TR E L.
e OH
HC Z
[0140]

N—
SNy /
H,C o X

[0141] k14 AR HIIE R (O SY, O, DT EE HBNZ 5, IF HX YAZ35 B
HATRIP 4 H & o

19
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HG !
N QH
[0142] N ' z
B3
ne—" o X
[0143] %15 KRG (1AL B 9, HrhG Ay, AT LB IF 72 36 X YRIZ
HEFRIPAHE Lo

OH

[0144]

)
fr**J{ o X

H,C

[0145] k16 A I (DG Y, i GOE, AT BB R A4, JF X YAZ %
HHEARIT IS Lo

HC

[0146]

(01471 RIT AR R (O ST, HRGONE, IF HAN R HBA R 5, JF HX YA
28 HBARIPE S

[0148] i
N
VAR ‘ ¥
H,C o X
[0149] K18 AR WHIEN (DG, PR, AN RFZ ABNZE, IF HX YMZ4

HEARITE TS L

CH,

[0150]

[0151]  R19: AR BRI (DG, HrhGOE, AN 5 A 2 HBON IR 5, JF B X YAIZ
HHEAARITE TS Lo

20
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[0152]
H,C
[0183]  2R20: AR WA (DAL EY, Hh A, AR BBy R 2L, JF HX YA
245 B BARIPE IS L.
EH,
[0154]

[0185] A4 AIRAL K38 AT LA _ B R L E 20 BT 5 (K46 4540, 6% 5 9C(=0)R'.C(=L)
LR*.S02R* \P(=L)R'R’.C(=L)NR°R'BKE .,

[0156]  AIHRYE Bk e Bi& B =0 (IDALA /B H S AR & (collection) AT BAFHAT
(177 =i 2%, HmT LT3 77 sUEGE 3840 B 4 B 3 i 77 sS4, ] 48] A 7 et B
[ A4 ) e 2R AE  Ja Ab B (work—up ) BRATAL B B o Jo 2, IX IR A N R WD . Tiebes
fECombinatorial Chemistry-Synthesis,Analysis,Screening(4i#& Ginther Jung),
Wiley 1999,1% 345 HH RN 71k,

[0157]  Z Fhii & n] 15 19 28 B nT T FFAT I e RL 4B A0 i b 22, 461 01 H Barnstead
International ,Dubuque,Towa 52004-0797 ,USACalpyso/ W AEHL (reaction block), %
FZWyHRadleys,Shirehill,Saffron Walden,Essex,CB 11 3AZ,Englandff) s MW , 5%
FPerkin Elmar,Waltham,Massachusetts 02451, USAM Z4REF [ 2 TAER, . it g, )
WM ETSCO, Inc. ,4700 Superior Street,Lincoln,NE 68504 ,USAf) fiiftdt B , JuH 2 7]
T PAT 24k 20 (D) A &9 S R Bl 24 ek B v 7= AR 1 ) 4

[0158]  Fir %4 B T BB AL AR, Horp %542 (pass) 372 A 3R, (H Frid i 4 2 [A] 12
IRIEAT F 335 - 3X AT AT A A 38 40 B A AR A B Bl Ak J e ik 4, HerR A G B B)
AE L B T L2 A (robot) ¥ 4E . IX KA Bk R4 m Bl H Caliper,Hopkinton ,MA
01748,USAFR1E.

[0159]  RANELZ NG R BRIV SE e P A5 B T4 H SR 6 4 0 380 ik m) / 5 B 700 i - 2k
ERFIR T — RAV|SLIG A R, Bl EChemFiles,Vol.4,No.1,Polymer—Supported
Scavengers and Reagents for Solution-Phase Synthesis(Sigma—-Aldrich)H,

[0160] B T ptAb prfiak 19 7732, 2 (1) B A4 S 3 £h 1 1] 46 AT 58 A B30 40 b Je ok ] A
$1#7% (solid-phase—supported method)SEI. Ayt B ) , 4 ik & i sod T HH IS B AR
A R BB TR R BT A A 5 G O R 45 6 o 8] AH 00 380 A AR Lol STk A 7843
A, B WBarry A.BuninfE “The Combinatorial Index” ,Academic Press,1998,

21
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Combinatorial Chemistry-Synthesis,Analysis,Screening(Zi# Giinther Jung),Wiley,
19994 A1 FH [F] AH 47 %A B A8 45 AT SE T HH SCER R CAE — RVT7 2, ik 77 0] F-3))
BEATECCA B B 7 AT 510, Bk e B AT AE I H Nexus Biosystems, 12140Communi ty
Road, Poway , CA92064 , USAFKI ol S5t N2 235 A5 B T TRORTEL AR HEAT o

[0161]  FE[E 44 | S AEMRAH P SE i BN B 2 AN G B P BRAT 8 B T8 A B 583« 2l
SCHERHP S, il Mi crowaves in Organic and Medicinal Chemistry (4@ C.0.Kappefil
A.Stadler),Wiley,2005H,i0%% | — RAISEI T &,

[0162]  #R¥EASCHTIA T L BAT I Gl & AR T W AR & T iR (DAL &9 S L8, Foh
FE(libraries) . 4K B S A5 2 PPl (D A S H R 1 2 .

[0163] AR EHR R (IDALA Y CRI /B R, DU — RN “RRAAEY , A5 T TEH
[Pk b EE B SR RO I —4F A ) A 98 B B B0 1« BT 3 PR A o s =
ROHAE T AR 2 HOIRZR B e 2 AR BV B A 2R HAE VB R I 2 4F A H E Y.

[0164] (Rt A KR BHIR ¥ J— PR v AN AR R B T TR A K i T (IR 7E A
WAEY ), Horpof— Pl 2 P R B A A i P TR (6 o iy S T B3 - b BOW
- 2 LB L VRV YD) S P () 045 6 PP B MR BT AR , i ZE B0 2 I B 2% 350
A1) BURE P A A Xk (A 4 AR 335 X 80D o FE AR ST, AR BH B AR mT 49 B8 PR T (AR5
T8, I 51N ) | H R B T S E A R R JRT HH A R BRI TR B A AR
PR ) B AR R BAE DR I S 491 AH ik 38 S FF A AR PR T R te Jm fh o

[0165]  DAN B HFMHA FHY : 1L E5JE (Aegilops) JKELJE (Agropyron) . BY 5 5 &
(Agrostis) FHZ UG (Alopecurus) BT B AURE (Apera) \#e22 J& (Avena) i L 5L &
(Brachiaria) 2% J& (Bromus) . #¢ # 5L J& (Cenchrus) B9 BH 3 J& (Commel ina) ) F 4R J&
(Cynodon) 7HELJ& (Cyperus) - )N J& (Dactyloctenium) . & F @ (Digitaria) . f)E
(Echinochloa) .25 J& (Eleocharis) JWRIREL JE (Eleusine) | il JHEL J& (Eragrostis) B FR
J&(Eriochloa) 3¢ & (Festuca) I J& (Fimbristylis) . #5468 (Heteranthera)
H % & (Imperata) JHSMEELJE (1schaemum) « T4 FJ& (Leptochloa) A J&E (Lol ium)
At JE (Monochoria) 2R J& (Panicum) . 2 J& (Paspalum) .EEELJE (Phalaris) R E &
(Phleum) H-# K JE (Poa) . H3F J& (Rottboellia) .2l J& (Sagittaria) ZE &
(Scirpus) JiBEE (Setaria) . 5% )& (Sorghum) .

[0166] DL FJEIHI N T &2 . A JE (Abutilon) )& (Amaranthus) . JKE &
(Ambrosia) Bt % JE (Anoda ) . F %4 J& (Anthemis) .Aphanes. & J& (Artemisia) JEZ &
(Atriplex) 4% @ (Bellis). 4l & (Bidens) 5% )@ (Capsella) . K BE & (Carduus ) - & B
J& (Cassia) &~ %E%j & (Centaurea) .22 )& (Chenopodium) . %] J& (Cirsium) . iE{L &
(Convolvulus) 2L % J& (Datura) . 154 J& (Desmod ium)  FIFR 2 J& (Emex ) HEIT &
(Erysimum) . K& J&E (Euphorbia) (Hii{L & (Galeopsis) % J& (Gal insoga) fufii ik J&
(Galium).ZE% & (Hibiscus) %2 @ (Ipomoea) ik J& (Kochia) . BF 2 ik J& (Lamium)  JH
1732 )8 (Lepidium) B 5 J& (Lindernia) 8% J& (Matricaria) . #faf J& (Mentha) . ILFE )&
(Mercurialis) Mullugo.ZlEF )8 (Myosotis) 23 J& (Papaver) s &4 J& (Pharbitis) . 4
HiJ& (Plantago) 2 J& (Polygonum) « %A W J& (Portulaca) . B K J& (Ranunculus) B NE
(Raphanus) #5352 J& (Rorippa) . T T3 j& (Rotala) iR 15 J& (Rumex ) JE B3¢ J& (Salsola) .

22
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T HE )& (Senecio) .l & JE (Sesbania) . E R JE(Sida) (A FF & (Sinapis) /&
(Solanum) . E 32 J& (Sonchus) <224 J& (Sphenoclea) . E 2k J& (Stellaria) il A 3 B
(Taraxacum) FFEJ&E (Thlaspi) . EfEE (Trifolium) H MR JE (Urtica) EEY B
(Veronica). &3 g (Viola) & H-J&(Xanthium) »

[0167] Wi AR B A W A0 R 28 A e AT I3 1, W0 2 B4 1 HH 4k 58 4P Lk
B R AR K A AR B B AE ARG AR KA AR, A = 2 Y SRR T

[0168] 0 Frak v 470 T 1 1 s ite T AR e te B Ar i, 7EAL B8 e AR s 1k, I oA
EAE YT B8 A0 FH I 1 AR HE , BRO7E — B[R] J 00 SR BE T 5 AT 7 (1) I 1) e 465 48 b V1
SHEVIEIA FE R RS

[0169]  JS& A B )4k G Wt B~ RO R B B AT R HH () B B 1 (X 22 57
SARMIIAEIRE DY), B CL T BRI AR I 484 J8 (Arachis) EI 328 (Beta) = & &
(Brassica) 2 A& (Cucumis) FgJAJ& (Cucurbita).a H 2%)8 (Helianthus) . tHENE
(Daucus) K5 JE (Glycine) M3 )E (Gossypium) - F 2 J& (Ipomoea) - & Ei J& (Lactuca) IV Bk
J& (Linum) &7 )& (Lycopersicon) MHELJE (Nicotiana) .32 & J& (Phaseolus) . % 5. &
(Pisum).%liJ& (Solanum) A & J& (Vicia) ;B LA T B B 5H- 1Y) : ZJE (Allium) RELE
(Ananas) . K[ ]% & (Asparagus) #77 J& (Avena) . KF J& (Hordeum) \F84J& (Oryza) &R )&
(Panicum) . H EJ& (Saccharum) . JB 2 J& (Secale) . m R JE (Sorghum) ./NEZ &
(Triticale) /NZJ@(Triticum) K &EZER)E (Zea) , Frnl & L HERBEA/NZ & IXNEA RS
T P P 5 B e A AT, IR B T A8 i &AL S W 1) 2540 S HL it FH 28 o Xl A2 A8 K )
WA e P s T IR VER W Y EY (B R b o a8 B AE P BOW # A )) Hh A AR 2
MAEKE R

[0170]  [kAh, A EH I AL A4 CHOU T 0 & B R 45 44 S B P i FH 28) A YE A BAT %
HH () AR A R 1 5o AT T A 1 45 07 202 SR A AR 3 BRI T T DA 5 PR 1) T X2 A
WA A B AR TSGR, W s s 515 i K AR AL AR K o ek, AT I & — e By v A4 i)
AN BIRE FRAEK, MRS FE AT E R I KAV 2 31 IR
HHES B A, DR O AT e 2D Bl e 4R 1R fRIAR

(01711 BT BT v PR 420 Joa 1) o B AR A A 1 T Pk 5, oA mT B T3 ¥R 2 M Am A 01E
YR Bk O & A A MR IR A EY) o A Y . — i &, B 2R R EY) LU H A R
R T T 25 K, 61 G b B R 25 A vk, = B X R R B () B e s X AR s T B
TR JEAR AU, 461 ey HE e B R B AR Y (0 B AN B B R ) IO TR o L Rl S 12
W AR BE BT AT IE A7 2R R RE S8 1Ay - 1, e S R R ) BE A
JoR SR ) e e DR D B H RSO B AR T T B L Rl e R R R ) 2 L NS o

[0172] ARt AR B AL & P E He 3t T8 ss A A S B 22 5% 1 31 22 B L A
YEWD, BT 5 a0y 28, /N R 32 V BE S (e R SE LR W R AT oK s B DA N E Y
FIVED) 1 2% ARAE K TSR SR 2 3 000 B S R AR 5 32 e i AR i B AL S
VEA s HEYEYD R B 5257, Brid A s LA 0T B B B 70 R R B PR A B A ok, B
L A 7 o B A Sk .

[0173] A 5ILAEYIAHEE B SR A UHT R I & S5 a0 7% 48 8 R o7 i
P RARAR S BE , HA ORI DT R A B R A (B I I NEP-A-0221044
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EP-A-0131624) . 40, SR T 71 JLAS 541 -

[0174]  —Jyeie A b & R Ve I B YR A BEAT AR U (I 3nWo 92/11376 .
WO 92/14827.W0 91/19806) ;

[0175]  —%J 5% B (glufosinate) (2 WA AN, EP-A-0242236 \EP-A-242246 ) B 5 H B
(glyphosate)ZE (WO 92/00377) BUE# N IK 2 (EP-A-0257993 . US-A-5013659 ) [ = LE R B 7
HA B R R R

[0176]  —BEWE ™A = 4 ZF AUFF B (Bacillus thuringiensis)®Ez (BtE R ) M MAFEY
X BL e dy HAT SR R e EE R EVIRE ) 9] AN R A8 (EP-A-0142924 \EP-A-0193259) ,

[0177] - B AR A Wy BR AL R ) 56 B DR E AL (WO 91/13972) ,

[0178]  —BA 8 19 43 Bk A AR (B an 3 i B 2=, FATHom P4 i ) |1 2 PR B
WitE KLY (EPA 309862.EPA0464461)

(01791 —JeIF IR A FH RS AR I RS ARG A , FLARe AR Dy LA B iy 1) 7 238 0 B o5y (1) e i 52
PE(EPA 0305398),

[0180] = A2y FEGZ W b B ) A B B D EMRELY) (0 258 (molecular
pharming)” ),

(01811 DA™ 22 0 vy Bt Jot B8 i Pk ) B S DR R ML)

[0182] DAt BB RE M 45 & (“B 8 B 0 (gene stacking)” ) Z FRIHE HEREYIHE
Mo

[0183] A A A R R MR BT B L RN VR 2 20 A EOR JE ) F 2 2 s W41
W1 .PotrykusHlG. Spangenberg (43 )Gene Transfer to Plants,Springer Lab Manual
(1995),Springer Verlag Berlin,Heidelberg.BE¢Christou, “Trends in Plant Science”
1(1996)423-431),

[0184] AT MR HALEEAE , I AZIR 70+ 51N JBURE , HL B8 Wit B 41 DNA F7 21 iy 7 A= 2%
AR BT F A o 0, A BIAR U T5 V AT JEAT B A L R AB SR e S B AT IMAN R IR B
JF o 9 T HEDNA T B e 42, mT DAAE J B NN R Sk BOE #e44 ; L, 91 i Sambrook
et al.,1989 Molecular Cloning,A Laboratory Manual,Z2/%,Cold Spring Harbor
Laboratory Press,Cold Spring Harbor NY;E{ & Winnacker “Gene and Klone” ,VCH
Weinheim#8 2/, 1996,

(01851 Pl ™ Ay P e AL 1) A 40 440 L ] 48] a2 73 V2 A ol T et 3Rk 22 /D — b
) 52 SCRNA « FH T~ S0 6 041 250 B2 F 1E SCRNA , B 3 30 et 0k 28 /0 — b bH Bz A4 28 1) e 4 S 1k
ZUE IR EEDR P W) B A%

[0186]  Jyith, Al & Sl FH & A B DK M i 4 e 31 (L 45 ] BE A7 AE RO AR AT ) 3 52 9))
IDNAS> ¥ , AT FHA & A 58 55 b 17 71 I DNA 7 , 3 B 358 49 00 2051 2 5 1K DA (S 20 48 i o 7=
A I SUHE R AR AT A 5 B DR = 0 ) sl e 21 B AT v B2 R PR A 3 A 52 4 A ] EIDNAFE 1 6
[0187]  HfEMEY) h RIE LR 710, A I & A BUA] E AL T4 s X = o H
N SEIRAER TE X 2 K SE AL, A AN AT g b X 45 i ORAE AR 58 [X % vh 5 AL I DNA e 1 4%
RFETRFEARAN BT (S W, FliBraun et al.,EMBO J.11(1992),3219-3227;
Wolter et al.,Proc.Natl.Acad.Sci.USA 85(1988),846-850;Sonnewald et al.,Plant
J.1(1991) ,95-106) - AT IR % 1R 43 -3 m] FE A 240 O ) 40 i 25 v 3Rk
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[0188] A% LA A W4 o Al i O AN R FE AL AR B s 8 k4 o JE ) |, % BE DRI AR T DA
S AT AP , RIRE AT LA A2 B AE A, R AT DA X AR

[0189] 540, AI 43 BHRFAEAE T HH Tack 3 38 L BE B i [R5 ( =R A8 ) F PR B R 1) B
BRI IR (= HMIg ) B DR BICHE DR e 51 i LA DO R 1) A DR

(01901 AR A R WAL A W) F T 0 A S 9 SR AT B ik i) 2 B DR PR o« AR AT 771 48
w172 BB (dicamba ) s BTG 00 75 BG IR BR BE57) , B ik B 491 40 £ B FLIR & W (ALS) \EPSP&
Wt 4 2B i 5 i (GS ) B 2 TR I R XU N 4t (HPPD ) 5 BGiZe 1 st M 5 Ml S Il B R
FH 5 5 e R e SIS AN SKARLYE PR 0 o P o3 B 711)

[0191] % BTE YEY B T3 JE R VRII , [ 7 ] 76 H e AR W 22 21/ 6 SEAE
(RIS Ab 3 S BT it FH T B ok % B RV T 5 5 58 I RICR S 491 40 o 2 | B30
) Hh T 1) AT 7 IR B 2R B | 5 ) e P TS P ) e FH 28 Pzt b 5 2 BRRMAE P H B
AU BIBR BN R G455 1 DA SO 56 B DR E AL ) AR A R 22 ) 52

[0192] AR W DR Gk ¥ Jo A i W i Ak & 4 AR B S 0BT v e BE DR PR L) vh A AL
1) FHIE -

[0193] AR B AL & ¥ n] UL AT g P K 77« 20 vl < ] 8 55 VA VR ) < B 7= 4 (dusting
product) BRI 2 H T8 FUG R o R, AR B AR 3 A 1 A 3 AR BAL A P e 2
HAEWAEY ERK L EY .

[0194] 4B 75 B9 M2 A/ Bk 7 S 40, AR I A P mT LA 2 poy X il . 7] B
(1) )R A5 451 4 PTIR PEK 75 (WP ) AT T 77 (SP) L AV PR e 4 771 FLah (EC) L% (EW)
(181 a7 A, 3ot 2L 77 R et A K L R0 )  RTHES B39 VR RS R (SC) it B /K I 43 A vl VR
PRI B FE 2 F 50 (CS) M 77 i (DP ) S R it SR SOURL 77 B I ARE 771) - fioksr T
755 55 U T 2 A AR JRIURE T 2RI B S T8 2 F L 77 (GR) 7K 43 B RTRE 71 (WG ) L 7K
VAT SIURE R (SG ) ULV A7) | Ff 5 2 70 R 751 o

[0195]  Jr ik 25 b 70 24 JE 0 B2 L 0 A, R AR 1 B STk b AT P #834 : Winnacker—Ki
chler, “Chemische Technologie” [Chemical technology],#:7,C.Hanser Verlag
Munich, 5845z, 1986 ;Wade van Valkenburg, “Pesticide Formulations” ,Marcel Dekker,
N.Y.,1973;K . Martens, “Spray Drying”Handbook, 583fit,1979,G.Goodwin Ltd.London.
[0196] WA BRI EC B S A 5T S PR 7R A RN AR S i —— o2 i JF
LEBIGN S A SCHR A HEA :Watkins, “Handbook of Tnsecticide Dust Diluents and Carriers” , 552
fii ,Darland Books,Caldwell N.J.,H.v.Olphen, “Introduction to Clay Colloid Chemistry’ ;552
F,J].Wiley&Sons,N.Y. ;C.Marsden, “Solvents Guide” ;s 82/, Interscience,N.Y.1963;
McCutcheon’s “Detergents and Emulsifiers Annual” ,MC Publ.Corp.,Ridgewood N.]J.;

SisleyfiWood, “Encyclopedia of Surface Active Agents” ,Chem.Publ.Co.Inc.,
N.Y.1964; Schénfeldt , “Grenzflichenaktive Athylenoxidaddukte”
[ Interface—active ethylene oxide adducts],Wiss.Verlagsgesell.,Stuttgart 1976;
Winnacker-Kiichler,; “Chemische Technologie” ,4:7,C.Hanser Verlag Munich, %54

hiZ , 1986,
(01971 ml 3R PRk 770 m] 389 20 o3 3T KR B AR, JLBR T 5 A7 90 TEAL & W A R T B
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TV L A, 385 A AU /B AR B8 B 3R 3 4 77 QR ¥ 7)< 20 R, 491 an 5 2 2
Al ey B AR I B IR A S AL G D e MR T B 3R < I TR R & L el PR 26 L 5t
FEORTH PR £h R R IR N 2,27 - 2RI 6,6 — hAPRAN . T L ZE T PR AN B v e L
FEGRE CTATREN O T il 4% P IR PN 70, R o Sty i e 73 2R A S 497 A A R A 4% e
R B EE L (blower mill) A1 S BN (air—jet mill)Hr, JERIm BFE /5 5
e H B FR A

[0198]  FLydimak DA R 77 U4 30 AL A 20 T A AL 7 (B T B RO, FF
B e . — FR DR B b UL I 05 B IR A I EUE 8) R B AN I — PRl 2 A A A/
B HE 2 R 1 1 ) CRLAR R B A LA FRITR A 0 R o B B SFLAR R AT 491 0y « e ik 7
TR , (1T e B R RS s SRS AU FLAL A, B R 5 £ —BEls pe e 5 R 2 —
BTk e 0 B 58 & BTk PR A B - S B i 6 7 0 e A2 SR TRE L I 7K L AR e I (A9 2
I 7K 1L R B I 7 R I ) 5 BRI 7K 2 0 Ll BB I I (an 5 S 4 s M 7K Ll B B TG 0 1R
Big) o

(01991 Wk ™ wihdd ik B B i 1Ak 5 0 -5 440 40 B A 4 SR A » v ok [ 4447 Joa 48] v
TR = (g 0 = 2 o it ) BROeE e £

[0200]  Jes& 5 A] g 7K B IR B L 1K) o e ATT AT LA A3 e o 58 FH i 85 P43 00 b BE AL AR 228 T
NI AE b SCH R 5 20 o 1) ) 8 i 2 7 AT T B R i 6 o

[0201] ?L%U,1§UﬁD7K@J?EE§L%U(EW),TufﬁJﬂDf BT 2% AR BE N/ B AR VR A 2
TP LA TR AT A% M A5 4 O AE | SO 5128 8 v 2 L %) 28 i v P 7Rk il 4% o

[0202]  JRgikiL 77 m] AT 1K B 3 v P A S s it 26 R B 1 P RORE DR 1 ) Jo b B e
Wkl & 70 (9 3R 2 0 B SR TR BR A BT i ) i A 5 Ak e o it FH T 380 A4 2 1 i i)
B FIT IR SR AT B ey 0 = BRORURL R 1 1440 5 o 9 ] DA 3 B3 PR AR5 A ) 24 AL
R T N—— W R 5 IR ENR & ——kifk.

[0203] 7K 43 WP SSURE 77188 7 LA W 75 V2%, I 5 7 32 080 Vs 35 18k T AR PR
ForyZs B AHRLE S AEAE A A4S TR B A O T 78 SRR & 8 PR A IR B

[0204]  Sf T % 20 L VAR PR L 5% L RIS 35 UKL 1) il %, 2 WL 6 40 “Spray-Drying
Handbook” 883z 1979,G.Goodwin Ltd.,London;J.E.Browning, “Agglomeration”,
Chemical and Engineering 1967,58 1477 M J5; “Perry’s Chemical Engineer’s
Handbook” , 55 ,McGraw-Hi11,New York 1973, %558-57 1 H [ /7 i% .

[0205] ¢ TAEMRY H AR AL 2 4075, 2 WG, C. Klingman, “Weed Control
as a Science”,John Wiley and Sons,Inc.,New York,1961,5581-96 W fl1].D.Freyer,
S.A.Evans, “Weed Control Handbook”,55k% ,Blackwell Scientific Publications,
Oxford,1968, 55101~ IOBﬁ

[0206]  Fradk Al A2 il FlE & 0. 1 2995 & % VR A A20. 1 295 H & % 1 (1) f93E
AL G

[0207]  FERIIR MR 7RIh 35 PEAL S R S B 2y 10 R 90 H & %6 5 1 2 2 100 H & %6 R
=) R R R A R AR FLI IS B0 S VR PR SR FE R R 21 B 90 H & % LRk
HNSZB0EH & % M RS A 12308 = % FIE AL S, Uik & #5220 8 & % TG T
AW s T ZE ORI A 290 052 80 8 & % Lk i 2 250 5 & % T ME &) . £ K
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A3 HCTE RO R 5 AL S B i o B T B v PR AL A A DA [ A TR a8 AR T 2K
AFAE LA S FH R RE B 7R AR 78 79 55 o £E AT 23 50T 2K b R R 50 b, WS Ak S 1) & & 9
WN1EISHEE % LIEHIYI0E80HE % .

[0208]  jbAb, Frde S i VE AL G W il SR 328 Hi A 5 25 55 MRG58 TR A S A BT FLAE
FRNE T ) 7 B 79 BT 1R R 7] TR 70 70 A AT R T 9 7R 4 A A 5 A B AR pH AT
2

[0209] BT L] 551] , 48 AT il & —— 51 Gl it 1 59 B VR T SN —— S e R 250
PEAL A ) (9] 01 2% HR R 3 0 771) S B B 700 L R T D) BA S 5 2 A ) BRI/ AR KR T IR 45
Yo TG I 22 4500 09 B kL e i B0 (me Fenpyr—diethy 1) A PIBSBZ (cyprosul famide) |
MR SEMERES (isoxadifen—ethyl ) JfEEBEE (cloquintocet—mexy 1) FliE T4 Bk 5 %
(dichlormid).

[0210] W 54K AW LR G Gl SRR B 245 & 158 F 503 Ak & W 4] o
T4 ZV B A E O ATE TR A - S BEFLIR A S BRI BEAR AR A 4R
A B A T A B I 2 B 1R - 3T IR 5 Nl A U Jlg 5 S a3 s TR R e XU 48U\
SR MA R EWAEE OCRRTICRS T A R = ALK s ek 6 ML S P d 3T
Weed Research 26(1986)441-4458% “The Pesticide Manual” ,2814/%,The British Crop
Protection Councilflithe Royal Soc.of Chemistry,2003 A Hrp BT 5| FHE SCEk e . 1 5
AR AL E YL A1 C R B B Y A KT 5 A6 0, BA R VE MY BTk A A4 A
FrprE 2] 23 (1S0) 18 A A B Ak 2 2 rmde t, Rk A& 55 —iEfa ), Lo &
45 B A 8 2, 9 0 6 R A S A A (o S AR e AR R A A4 ) o AR SR, DL SR 451
77 208 S — PP T 2 AE — 2 00 T R JURRMSE TR A

[0211]  Z FHf% (acetochlor) Wil (acibenzolar) K I e Mt (acibenzolar—-S-
methyl) . =R EE (acifluorfen,acifluorfen—sodium). 7R ELk (aclonifen) P L%
(alachlor). “HMEERZ (allidochlor) JAhsRik (alloxydim,al loxydim—sodium) .35 K iF
(ametryne). .M E P (amicarbazone) 4 B E Z (amidochlor) . [t B Tk [£
(amidosul furon) FRFEEEEES (aminocyclopyrachlor) <G &AM BERE (aminopyralid) « 2% B
i (amitrole) & LR A TABEIE BE (ancymidol ) .35 (anilofos) (il B R
(asulam).Z& £ (atrazine) JJEBE B (azafenidin) < PUMEEEFE[Z (az imsul furon ) « 2 %
H(aziprotryne) BAH-043 .BAS-140H.BAS-693H.BAS-714H.BAS-762H.BAS—-776H.BAS—
SOOH. F. T BEBLf% (beflubutamid) . E[f: ®R (benazolin,benazolin—ethyl) . Bt 7 5L 1
(bencarbazone) 2. ] # R (benfluralin) JRELE (benfuresate) H T (bensulide) .
% (bensul furon—methyl) . K EL¥A (bentazone) s XM ELf (benzfendizone ) s XA
B (benzobicyclon) Mt B (benzofenap) . F I i E (benzofluor)  H #E R
(benzoylprop) B FF B (bifenox) A A @M (bilanafos,bilanafos—sodium) « XN 5 ik
(bispyribac,bispyribac—sodium).[&5L5%E (bromacil) ¥R T BEE % (bromobutide ) « ¥R M}
5 (bromofenoxim) « ¥R ZKHE (bromoxynil) & R FE (bromuron) J4F 5L EL (buminafos) « ¥ L]
(busoxinone). ] B % (butachlor) &AM ELES (butafenacil ) 315 (butamifos) |
Bif% (butenachlor) ff ] R (butralin). ] &IAHA (butroxydim) . J & (butylate) JJEL
it (cafenstrole) Wt EH % (carbetamide ) ML ELHEf (carfentrazone,carfentrazone—
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ethyl) B4 EEE (chlomethoxyfen) B K2 (chloramben) k&K R (chlorazifop.
chlorazifop-butyl) 4 #%iF% (chlorbromuron) &% & (chlorbufam) .k H 5T
(chlorfenac,chlorfenac—sodium).#EZZ G (chlorfenprop) . B 345427 % (chlorflurenol,
chlorflurenol-methyl) G E & (chloridazon) . &M% (chlorimuron, chlorimuron—
ethyl) #&H % (chlormequat—chloride) E A4 (chlornitrofen) chlorophthalim. &k
PR I (chlorthal-dimethyl) 4¢3 [% (chlorotoluron) GJ#i[%E (chlorsul furon) - W Wk
Eifi§ (cinidon,cinidon-ethyl) FRBEHEMRE (cinme thylin) \EkH#E (cinosul furon) i B
(clethodim) RHEFR (clodinafop) JRH G (clodinafop—propargyl) . i M I
(clofencet) . RMEEFA (clomazone) G F BEEJiZ (clomeprop) A R R (cloprop) . &ML
BWERR (clopyralid) & EEf# 58 (cloransulam,cloransulam-methyl) . S E[&E
(cumy luron) Z & F (cyanamide) . H B # (cyanazine) A A IZER (cyclanilide) FRE
i (cycloate) R ETH#E (cyclosul famuron) JEEEL P (cycloxydim) - 335 (cycluron) «
FHEBE (cyhalofop,cyhalofop—butyl) 7HE R (cyperquat) AR EE (cyprazine ) I A
FERZ (cyprazole).2,4-D.2,4-DB. 5% (daimuron/dymron) . 3¢ B AL (dalapon) . T Bkt
(daminozide) . #3[% (dazomet) . IEZ2 1% | il 32 %2 (desmedipham) . E{ EL{F (desmetryn) .
detosyl-pyrazolate(DTP).#eFE# (diallate) . ZFH L (dicamba) B (dichlobenil)
2,4-M N (dichlorprop) 52, 4- MK (dichlorprop—P) A F H (diclofop) RE R
(diclofop-methyl).diclofop-P-methyl XA EL % (diclosulam) . Z Bt B %
(diethatyl,diethatyl-ethyl) #43%5F% (difenoxuron) . Bt (difenzoquat) ALt S EE B
fZ(diflufenican) . “FMLFE (diflufenzopyr,diflufenzopyr—sodium) . MMz
(dimefuron) IR E (dikegulac—sodium) JWEMEEE (dimefuron) JWRE S} (dimepiperate)
“H B} (dimethachlor) %2 % (dimethametryn) . W B (dime thenamid) kg —
AWy 2 (dimethenamid-P) MEF5 A (dimethipin).dimetrasulfuron. Z & R
(dinitramine) Hb 5k (dinoseb) VA7 5 (dinoterb) AR EEEL % (diphenamid) « ST
(dipropetryn) F{E M (diquat,diquat—-dibromide) . BIMIEE (dithiopyr) T EHE
(diuron) .DNOC.%L 1L (eglinazine—ethyl) . £ (endothal) .EPTC. X ELJ}
(esprocarb) .Z. T /s R (ethalfluralin) & KM% (e thame tsul furon-methy 1) . 2.} Fll
(ethephon) J%MERE (ethidimuron) . Z BEELfH (ethiozin) « Z Ik EL # (e thofumesate) < 5
ARk (ethoxyfen) TR ILBEZ BS (ethoxyfen—ethyl) . Z A B & (e thoxysul furon) . 2. & 2K
Bl (etobenzanid) JF-5331 BIN-[ 2-&—-4-F-5-[4-(3-F AL ) -4, 5— A -5 -1 H- Y M-
1-HE PR ) OBt e . 2,4, 5 A IR (fenoprop) JEME R B R (fenoxaprop) - MM R 5L R
(fenoxaprop—P) MR EL R (fenoxaprop—ethyl) . &M R B R (fenoxaprop—P—ethyl) .
P EE B (fentrazamide) VAFE[E (fenuron) (FRiE & (flamprop) « MR FRGHE R (flamprop—
M-isopropyl) . F i R (f lamprop-M-methy1) WE BT [ (flazasul furon) XU 5L %
(florasulam) MLFARE R (fluazifop) JFEML I ARE R (fluazifop-P) LA AT R T EE
(fluazifop-butyl) &ML AT R T EE(fluazifop-P-butyl) . F AL FAS (fluazolate) .
FMRMEE (flucarbazone, flucarbazone—sodium) AL [E (£ lucetosul furon) & L HUR
(fluchloralin) U MEEL]%Z (flufenacet, thiafluamide) . FBAMEEES (flufenpyr,
flufenpyr—ethyl) AT (flumetralin) M BERR B} (£ lume tsulam) 58 B R
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(flumiclorac,flumiclorac—pentyl) UM ELIZ (flumioxazin) «ERELZ (£ lumipropyn) .
TR (fluometuron) . = FAHETE (fluorodifen) LB HEEE (fluoroglycofen,
fluoroglycofen—ethyl)  FULEIME (flupoxam) .f lupropacil VYA (flupropanate) .
FIE W% (flupyrsul furon, flupyrsul furon—-methyl—-sodium).9-$ & 7 B /&
(flurenol).Zj TE&(flurenol-butyl) . FIEEE](fluridone) . F "% & i
(flurochloridone) &M A LB (fluroxypyr,fluroxypyr—-meptyl) . bk fg
(flurprimidol) JkELER (flurtamone ) JBEELES (fluthiacet) JEELFEFHEE (fluthiacet—
methyl) MEMEELFZ (fluthiamide) I fZ 5B (fomesafen) « 19 & fifi f&
(foramsulfuron) &M K (forchlorfenuron) . A (fosamine) . Bk % 2
(furyloxyfen). .77 & % (gibberellic acid) ELf . L-54% 1 (L-glufosinate,L—
glufosinate—ammonium) . B 4% B (glufosinate—ammonium) 5 H . 50 H B 5178 g dh
(glyphosate—isopropylammonium) H-9201 . FASMEEL % (halosafen) &AL W Filf [
(halosulfuron,halosul furon—methyl) . &Mt A& R (haloxyfop) fE &ML A R (haloxyfop—
P) EHEAR R 28 4B (haloxyfop-ethoxyethy ) ML SRR R 48 LB (haloxyfop-
P-ethoxyethyl) &M A R B (haloxyfop—methyl) At & K R B ES (haloxyfop—P-
methyl) .FREE [ (hexazinone) JHNPC-9908 \HOK-201 \HW-02 WK L% (imazame thabenz,
imazamethabenz-methyl) . B 4 BK E 40 (imazamox ) - FF K P AR R (imazapic ) DK P iR
(imazapyr ) BEKMEERER (imazaquin) JBKIR Z MHER (imazethapyr) - M L 1% Fif [
(imazosulfuron) . Fif8l % (inabenfide) e ELHH (indanofan) Wk 2 B (TAA) L 4P|k —3—
JETER(IBA) IR [% (iodosul furon,iodosulfuron—-methyl—-sodium) .l 75 5
(ioxynil). T FEkBEZ (isocarbamid) 74 45 R (isopropalin) . F A FE (isoproturon) . 7
IEEE (isouron) \ ML B % (i soxaben) . FIE S A (isoxachlortole) . Sl ik B i
(isoxaflutole) . FMEH K (isoxapyrifop) KUH-043 .KUH-071 . %5 % R (karbutilate) .
ketospiradox FLIAAZE R (lactofen) FFEE (lenacil) . FIAFE (1inuron) « B S Bk it
(maleic hydrazide) MCPA.MCPB.MCPBR fi§ \MCPBZ Ji5 \MCPBAN . 2-F -4 -G A IR
(mecoprop) «2-FH-4-E A BR4N -mecoprop—butotyl .mecoprop—P-butotyl ¥&—2-F-4-& A
fie — B FL 4% (mecoprop—P—dimethylammonium) f&—2-FF —4-& A R —2— 2. 3L L lE (mecoprop—
P-2-ethylhexyl) fG-2-F -4-E A M (mecoprop—P-potassium) . 7 BE I 5 %
(mefenacet) &l B 2% (mefluidide) . FUREE (mepiquat—chloride) . B fiffi f fifi [
(mesosulfuron,mesosul furon-methyl) . FEHEl] (mesotrione) . B & K EE
(methabenzthiazuron). @ A H (metam) BEM:EE 2% (metamifop) « 7 Be L[
(metamitron) AL PMEEL%Z (metazachlor) « KB (methazole) K ELfH (methoxyphenone) .
LR FFE (methy ldymron) \1-F M & L R (methyl isothiocyanate) ML FE
(metobenzuron) . JR A& (metobromuron) « A B B g (metolachlor) ¥ 5 7R B B (S—
metolachlor) i FLIE % (metosulam) B 4% (me toxuron) W& Bl (metribuzin) . Ffif[E
(metsulfuron,metsul furon—-methyl). RKREHE (molinate) Bl 5 & (monalide) .
monocarbamide . B B FZ AR BE £8 (monocarbamide dihydrogen sulfate). .44 %
(monolinuron) . BEEEfiEFE (monosul furon) « K BLFE (monuron) JMT 128 MT-5950BIN-[ 3-&—
A-(1-F 3L 2 58 ) R ] -2 3L SR B % W NGGC-011 .25 A % (naproanilide) B B i
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(napropamide) .Z5ELfi% (naptalam) JNC-310804—(2,4- &K B3 ) -1 -FF FE 5 LA 0
ML INC-620 . EEANFE (neburon)  fRME i [% (nicosul furon) R B % (nipyraclofen) . FF
R R (nitralin) BREBE(nitrofen) fiF3E KM (KRR SY)) iH 5 B
(nitrofluorfen) T .M EH (norflurazon) FEEF} (orbencarb) . 1% % i hifi [%
(orthosulfamuron) . &5 & (oryzalin) AEBEELNH (oxadiargyl) - B 5L
(oxadiazon) I E B RE (oxasul furon) JHERE X HH (oxaziclomefone) « . 28 i Bk
(oxyfluorfen).Z XM (paclobutrazole) . ¥4l (paraquat,paraquat dichloride).=F
iz, ~H %R (pendimethalin).pendralin. 7L EE % (penoxsulam) - B & B 5L %
(pentanochlor) ¥ RIEEE{ (pentoxazone ) E HE ARk (perfluidone) . ¥ & Ji%
(pethoxamid) . #7/%7* (phenisopham) . #{3% 7* (phenmedipham, phenmedipham—-ethyl) .2 &
MuEfg (picloram) s FLBEE & (picolinafen) MK ELEE (pinoxaden ) IR EL 7k
(piperophos).pirifenop.pirifenop-butyl .FHEE (pretilachlor) . F B [E
(primisulfuron,primisul furon—-methyl) A KBEM (probenazole) @M E ik
(profluazol) AR FE (procyazine) . A H 5K R (prodiamine) .FF AR A
(prifluraline) AR EM (profoxydim) . ¥ (prohexadione) . A} K
(prohexadione—calcium) K Fjli (prohydrojasmone) b K (prometon) . P ELIF
(prometryn) . EE % (propachlor) FI# (propanil ) JEE ML (propaquizafop) « b K
(propazine) % R (propham) . A& (propisochlor) A KA % (propoxycarbazone,
propoxycarbazone—sodium) . KREIKEEELIEZ (propyzamide ) (i fZ 2L (prosul falin) R
(prosulfocarb) . Fli#[E (prosul furon) A LELIZ (prynachlor) AU EL G (pyraclonil) .
Mt Bk (pyraflufen,pyraflufen—ethyl) i BE B (pyrasul fotole) ML M 4F
(pyrazolynate,pyrazolate) MLWETE[E (pyrazosul furon—-ethyl)) . K E g
(pyrazoxyfen).pyribambenz . HH BTk (pyribambenz—isopropyl) . BEIE f5 5 ik
(pyribenzoxim) FLEL S} (pyributicarb)..pyridafol \MEEL4: (pyridate) . FF BE Bk
(pyriftalid) MEE K (pyriminobac,pyriminobac-methyl) . pyrimisul fan ¥ ELH7 Bk
(pyrithiobac,pyrithiobac—sodium).pyroxasul fone. & 5% (pyroxsulam) . 5
W& (quinchlorac) & FHMEMRER (quinmerac) . K #EE (quinoclamine) . FE KR
(quizalofop) R R ZEE(quizalofop—ethyl) & K R (quizalofop—P) ¥ K R . BE
(quizalofop—P—ethyl) . MERHEES (quizalofop—P-tefuryl)  iHEE G E (rimsul furon)
T L i (saf lufenacil) 1] i (secbumeton) & AIE (sethoxydim) FAELFE (siduron) .
PE3% 7 (simazine) P EL Y (simetryn) SN-106279 i EH{ (sulcotrione) EH (sul f-
allate,CDEC). BB % (sulfentrazone) . FF W H#[% (sulfometuron,sulfometuron—
methyl) .. ELAR# (sul fosate,glyphosate—trimesium) FE ki [E (sul fosul furon).SYN-
523.SYP-249,SYP-298.SYP-300 4K HL % (tebutam) . T BEFE (tebuthiuron) . PO 4 fiF
(tecnazene).tefuryltrione.tembotrione. Mt E [ (tepraloxydim) 45 FE
(terbacil) J#FEL R (terbucarb) 45 | EJ% (terbuchlor) 5 T 8 (terbumeton) JBF T
(terbuthylazine) 4T ¥ (terbutryne) TH-54780propyrisul furon . Wy i
(thenylchlor).thiafluamide MG % (thiazafluron) . MEM RS (thiazopyr) I8 I EL
fz(thidiazimin) JJEZK[E (thidiazuron).thiencarbazone.thiencarbazone—methyl MEN;

30



CN 105732513 A w Bg B 26/42 T

% (thifensul furon, thifensulfuron-methyl) . ARKEF}(thiobencarb) . ffZF}
(tiocarbazil).topramezone. =M K ELH (tralkoxydim) BF#HEH (triallate) (BEIR T [E
(triasulfuron).=EHREZ (triaziflam) . triazofenamide KM% (tribenuron,
tribenuron-methyl) . =& LEE(TCA) . =&MW A LR (triclopyr) KEIL(tridiphane) .
Bk (trietazine) s =FMEERE (trifloxysul furon,trifloxysulfuron—sodium) . % 5k
R(trifluralin) . F@J&mERE (triflusul furon) i B EE (triflusul furon—methyl) .
=HBE (trimeturon) HfRIEE (trinexapac,trinexapac—ethyl) . =% HF &
(tritosulfuron).tsitodef /&M (uniconazole) i & (uniconazole—P) K BELEY
(vernolate).ZJ-0166.ZJ-0270.Z]-0543.Z]-0862F1LL Nt &%)

R

|
CH,

[0212]

[0213]

(02141 SHBEATAE I R i B I 1Bl 704 SR 53 AR IS aCR o, 9 G m R PR 77D 2
HIFRI AN K 7 BIOTE RIURE 7 0 475 00 ™R KRR B o 43 AT s i UL 771 B HCRR VR 771 LA B ] W
F G E 2CR0 R i P AT A e i TR iR

(02151 (DAL S PRI P ARG S SR ATAAL , i S AR 2 AH B an JE H & iR e AT
Jir PR B 5002878 o HL R AEAR T8 1938 B A A2 AL, B AN 4E0 . 001 2 1. Okg/ha B 22 % PR it 2
1] s SR, HARIEAEO. 005427508 /ha 2 [f] .

[0216] B TEREAE HZ A0 AR S Pie B A R AFRIA SR Dk, AR ik
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IR BRI i
[0217] DA s fol F T 7 6 1 B A B
[0218] {25t 5]
[0219]  1.4-(2-5-6-FAIL) -5 HE-2 6 — FF FL-3 (2H) Mk L (K219 (40 5 1) ) ol
7
[0220] PR #EN2. 1g(239 8 ) FUT BEARAE 1OmL DMF o VAR, 7+ T <0°C R 22183/ I 10mL
DMFH12.8g(9.4mmo 1 ) ¥ 2—{ [2- (25 -6-F KL ) Z Ak 1 FF B0 ik B ) TR R 2L B 1% TR &
VIR FAZERT, SR G HRE0 . 5/ o R JE 1 1% S BLVA VRN 100mLYA (8 INER R Hh L I BRI H
250mL 2. R 2, EE A B UK o K5 4 IF 008 HURE 5 0mLAS A &AL ARV G 35 » SR i AR IR T
W, T R R4, IF R s VL sl (RERR , TR 4 Bk /IE R BERR TS ) X FEA 211 . 2g 21 7=
Yo
[0221]  2.4-(3,4- &K ) -5 F2 HE—2-FF SE-3 (2H) -k R iR (R 21 K1 9w 5 4) 1) il %
[0222]  &4mLK/Z —EE(1: 1) IMAL.0g(7.4mmo1) [14—(3,4- S KL ) -5-H 4 H-2-H
H-2H-WABE -3-FRAN0. 4 A AL H (22 &), IR LR AT 150 C I RO A o 4 e RVR A
YIIMAS0mLK o, SR ER YA 5 22pH 1, HIEH i3 iiie ¥ . F R A BE HE 45 4 , 15 210 2¢g
A=)
[0223] DA NALEWZEALT o St 5] 1 A7 i 5 »
[0224] 21 HApGCHER AR HER(DILED.

A OH
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I-1-a-1 Cl 6-F H Me TH-NMR, 400MHz, d6-DMSO,
10,88 (bs, 1H), 7.48 (i, 1H), 7.40
(dd, TH), 7.27 (t, 1H) 3.58 (s, 3H),
2.23 s, 3H)

I-1-a-2 | NO, | H H Me | Me ['H-NMR, 400MHz, d6-DMSO,
10.7 (bs, 1H), 8.19 (4, 1H), 7.78 (t,
1H), 7:62 (t;, 1H), 7.45 ¢d, 1H) 3.53
(s, 3H), 2.28 (s, 3H)

I-1-a-3 | C1 3-Cl1 H Me Me TH-NMR, 400MHz, d6-DMSO,
10.58 (bs, 1H), 7.58 (4, 1H), 7.42
(t, 1H), 7.25 (d; 1H) 3.58 (s, 3H),
2.21 (5, 3H)

a4 | H 4-C1 3-Ci H Me  |imp.: 315°C

I-t-a-5 | €l H 4-Cl H t-Bu . 250 °€

I-1-a-6 | C1 6-C1 H Me Me TH-NMR, 400MHz, d6-DMSO,
10.8 (bs, 1H), 7.52 (& 4, 2H), 7.43
(t, 1H), 3.58 (s, 3H); 2.23 (s, 3H)

i=1-a=7 |H 3-Ph H H t=Bu |{mp.: 244 °C

[-1-a-8 |H 5-CF; 3-CF; H t-Bu  |mp.: 239 °C

I-i-3-9 | 4-Me 6-Br Me | Me [|'H-NMR, 400MHz, d6-DMSO,
1065 (bs, 1H), 7.52 (s, 1H), 7.38
(5, TH), 3.57 (s; 3H), 2.33 (s, 3H),
2.23 (s, 3H)
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Y

I-1-a-10

Cl

5-(4-C1-Ph)

mp.: 250 °C

I-1-a-11

Br

4-Me

Br

TH-NMR, 400MHz, d6-DMSO,
7.56 (s, 2H), 3.58 (s, 3H), 2.32 (5,
3H), 2.23 (s, 3Hy

I-1-a-12

Cl

3-C1

REBREK

I-1-a-13

Cl

6-Cl1

i-Bu

'H-NMR, 400MHz, d6-DMSO,
0.8 (b, 1H), 7.52 (d, 28), 7.43 (t,
TH), 3.56 (s, 3H), 2.51 (m, 2H,H
BH FARM), 2.03 (m, TH), 0.90

(d, 6H)

I-1-a-14

Cl

4-’0CF3

6-C1

Me

Me

TH-NMR, 400MHz. d6-DMSO,
110 (bs, 1H), 7.72 (s, 2H), 3.58 (s,
3H), 2.23 (s, 3H)

I-1-a-15

Cl

4-Me

6-¢-Pr

Me

'H-NMR, 400MHz, d6-DMSQO,
7407 (s, 1H), 6.82(s, 1H), 3.53 (s,
3H), 2.40 (s. 3H), 2.28 (s, 3H),
1.81 (m, 1HY, 0.89 (m, 2H), 0.63
(m;, 2H):

I-1-a-1 6

Cl

4-Me

6-0CF;

Me

TH-NMR, 400MHz, d6-DMSO,
7.42 (s, 1H), 7.23 (s, 1H), 3.56 (s,
3H), 2.41 {s, 3H), 2.22 (s, 3H)

I-1-a-17

3-Me

6-F

Me

IHINMR, 400MHz, d6-DMSO,
7.37 (4, 1H), 7.03 (1, 1H), 3.56 (s,
3H), 2.23 (& d, 6H)

I-1-a-18

Cl

3-Me

6-F

'"H-NMR, 400MHz, d6-DMSO,
737 (t, 1H), T.12 (¢, 1H), 3.52 (s,
3H), 2.32 (s, 3H), 2.23 (s, 3H)

I-1-a-19

F

3-OMe

Me

H-NMR, 400MHz,  d6-DVMSO,
747 (m, 1H), 7.02 (t, 1H), 3.82 (s,

3H), 3.54 (s, 3H), 2.18 (5, 3H)

I-1-a-20

Cl

4-Br

Me

'H.NMR, 400MHz, d6-DMSO,
7.82 (s, 2H), 3.54 (s, 3H), 2.21 (s,
3H)

I-1-a-21

6-F

'H-NMR, 400MHz, d6-DMSO,
7.50 (m, 1H), 7.12 (m, 1H), 2.23
(8. d, 6H)

I-1-a-22

Cl

6-CF;

'H-NMR, 400MHz, d6-DMSO,
10.75 (bs, 1H), 7.88 (d, 1H), 7.81
(4, 1HY; T.67 (t, 1H). 3.56 (s, 3H),
2.23 (s, 3H)

I-1-a-23

Cl

4-Cl1

6-Br

'H.NMR, 400MH:z, d6-DMSG,
10.75 (bs, 1H), 7.88 (s, 1H); 7.68
(t, LH), 3.58 (s, 3H), 2.23 (s, 3H)

F-1-3-24

3-F

'H-NMR, 400MHz  d6-DMSO,
10.8 (bs, 1H), 7.43 (m, 1H), 7.23
(m, 1H), 7.11 (m, 1H), 3.58 (s,

3H), 2.22 (5, 3H)

I-1-a-25

OCF;

4-Br

6-Br

"H-NMR, 400MHz, d6-DMSO;
7.92 (s, 1H), 7.59 (s, 1H), 3.48 (s,

3H), 2.11 (s; 3H)

I-1-a-26

H-NMR, 400MHz, d6-DMSO;
7.92 (d, 1H), 7.42 (t, 1H), 7.15 (m,
2H), 3.56 (s, 3H), 2.24 (5,.3H)
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I-1-a-27

4-C1

Me

TH-NMR, 400MHz, d6-DMSO,
1054 (bs, 1H), 7.72 (d, 1HJ, 7.48
(dd, 1H), 7.16 (d, 1H) 3.58 (s, 3H),
2.23 ¢s, 31D

1-1-a-28

4-C1

Me

'H-NMR, 400MHz, d6-DMSO,
10:4 (bs, 1H), 7.50 (& s, 4 H), 3.59
(5,.3H), 2.24 (5, 3H)

I-1-a-29

3-CI

Me

Me

H-NMR, 600MHz, d6-DMSO,
10:4 (bs, TH), 747 (m, 3H) 7.39
(2 H)5 361 (s, 3H), 227 (5:3H)

I-1-a-30

3-CF;

Me

Me

TH-NMR, 400MHz, CDCl;, 10.54
ths, 1H), 7.72 (d, 1H), 7.95-7.55
(m, 40), 3.71 (s, 3H), 2.31 (s, 3H)

I-1-a-31

(8}

Me

Me

'H-NMR, 600MHz, d6-DMSO,
10.4 (bs, 1H), 7.49 (m, 2H) 7.44
(d, 2 H), 741 (d, 2 H); 3.59 (5,
3H), 224 (s, 3H)

I-1-a-32

Cl

'H-NMR 400 MHz, d6-DMSO :
1227 ppu (£ s 1H), T41-747
(m; 1H); 7.36 (d, 1H); 7.19-7.23
(m, 1H); 2:22 (s, 3H)

I-1-a-33

Cl

6-F

4-F

Me

i

I-1-a-34

Cl

6-Cl

4-C1

Me

TH-NMR 400 MHz, d6-DMSO :
1227 ppm (K s, 1H), 7.66 (s,
2H); 2.20 (s, 3H)

I-1-a-35

€l

3-Me

Me

'H-NMR 400 MHz, d6-DMSO :
1227 ppwm (® s, 1H); 7:23-7.33
(1, 2HD); 2.49 (s, 3H); 2.48 (5, 3H)

I-1-a-36

Me

'H-NMR 400 MHz, d6-DMSO :
12.38 ppm (3 s; 1H), 7.50 (ddd,
1H); 7.10-7.16 (m, 1H); 2.22 (s;
3H),

[0229]
(1 1l 2%
[0230] & SGAE10mL & FF e $EN0. 15¢(0.55mmol ) 21 P [ A K AL & 1-1-a-1H1
0.076= ZHk(1. 325 SRR A 1046 T N0, 06 (1.0 5 0 5 T AL 35 i A M
FEL/ANES, N 1OmLIKI 5 % FO B BR B AN T T o A BIURE 43 15 ok, SR 5 10, it 44k (Rt
W, 86 IR B/ IE BB ) 2 J5 #3310 18g.

3.5 A —4- (- —6-F R Ak ) -2, 6- — H FE-3 (2H) kR I (R 22 M 2 5 1)

[0231]  R22(94A WP AT FIRTT L MRS
[0232]  g22: HAPGHC(=0)R' AR HE R (DAY
A O0—C{=0)R’
Z
[0233] N’
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¥ aEE

I-1-b~ | CI 6-F 'TH-NMR, 400MHz, d6-DMSO,

1 7.53 (m, 1H), 7.47 (d, 1H), 7.35
(t, 1H) 3.71 (s, 3H), 2.65 (m, 1H),
2.20 (s, 3H), 0.88 (m, 6H)

I-1-b~- | H 3-Cl1 4-Cl1 i-Pr | Me |H 89°C

2

I-1-b- | CI 6-Cl H i-Pr | Me | Me |'H-NMR, 400MHz, d6-DMSO,

3 7.60 (& d, 2H), 7.50 (t, 1H), 3.72
(s, 3H), 2.62 (m, 1H), 2.20 (s,
3H), 0.86 (d, 6H)

I-1:b= | NO; |H H i*Pr | Me |Me |'H-NMR, 400MHz d6-DMSO;

4 8.20 (d, 1H), 7.88 (t, 1H), 7.72 (t,
1H), 7.38 (d, 1H) 3.67 (s, 3H),
2.65 (m, 1H), 2.19 (s, 3H), 0.92
(m, 6H)

-1=b- | F 3-KF H i-Pr | Me |Me |'H-NMR, 400MHz, d6-DMSO,

5 7.55 (m, 1H), 7.30 (m, 1H), 7.07
(m, 1H), 3.70 (s, 3H), 2.68 (m,
1H), 2,19 (s, 3H), .93 (m, 6H)

I-1-b- | C1 4-Me 6-Br i-Pr | Me | Me |'H-NMR;, 400MHz d6-DMSO,

6 7.58 (s, 1H), 7.44 (s, 1H), 3.71 (s,
3H), 2.31 (s, 3H), 2.19 (5, 3H)

I-1-b- | Cl 4-OCF; | 6-Cl i-Pr | Me |Me |'H-NMR, 400MHz, CDCl;, 7.32

7 (s, 2H), 3.85 (s, 3H), 2.62 (m,
1H), 2.28 (s, 3H), 1.01 (4, 6H)

I-1=b= | Br 4-Me 6-Br iPr | Me |Me |'H-NMR, 400MHz, CDCl;, 7.41

8 (s, 2H), 3.82 (s, 3H), 2.58 (m,
1H), 2.32 (s, 3H), 2.25 (5, 3H),
0.99 (d, 6H)

I-1-b- | Cl 3-Cl H i-Pr | Me |Me |'H-NMR, 400MHz, CDCl;, 7.50

9 (d, 1H); 7.25 (¢, 1H), 7.09 (4, 1H)
3.82 (s, 3H), 2.57 (m, 1H), 2.25
(s, 3H), 1.00 (dd, 6H)

I-1-b- | CI 4-Me 6-OCF; |i-Pr | Me |Me |'H-NMR, 400MHz, CDCl;, 7.21

10 (s; 1H), 7.02 (s, 1H), 3.75 (s, 3H),
2.57 (m, 1H), 2.38 (s, 6H), 0.99
{m, 6H)

F 3-Me 6-F Et Me | Me |M-NMR, 400MHz d6-DVMSO,

743 (m, 1H), 7.12 (¢, 1H), 3.68

I-1-b- (5, 3H), 2.40 (¢, 1H), 2.21 (s, 6H),

11 0.89 (m, 6H)

I-1-b- | Cl 3-Me 6-F Me |Me |Me |'H-NMR, 400MHz, d6-DMSO,

12 7.52 (m, 1H), 7.22 (¢, 1H), 3.70
(s, 3H), 2.32 (s, 3H), 2.22 (s, 3H),
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[0235]
%

2.09 (s, 3H)

I-1-b- | Cl 4-Br 6-Cl i-Pr | Me |Me |'H-NMR, 400MHz, d6-DMSO,

13 7.96 (s, 2H), 3.72 (s, 3H), 2.70
(m, 1H), 2.23 (s, 3H), 0.92 (m,
6H)

I-1-b- | ClL 4-Cl1 6-Br Me |Me |Me |'H-NMR, 400MHz, d6-DMSO,

14 7.96 (d, 1H), 7.88 (d, 1H), 3.71
(s, 3H), 2.23 (s, 3H), 2.12 (s, 3H)

I-1-b- | Cl1 4-Me 6-c-Pr Me | Me |Me |'H:NMR, 400MHz, d6-DMSO,

15 7.58 (d, 1H), 7.22 (d, 1H), 3.68
(s; 3H), 2.29 8s, 3H), 2.21 (s,
3H), 2.05 (5, 3H)

I-1-b- | I 6-Cl H i-Pr |i-Bu | Me |'H-NMR, 400MHz, CDCl;, 7.39

16 (d, 2H), 7.28 (t, 1H), 3.87 (s, 3H),
2.53 (m, 1H), 2.42 (d, 2H), 2.06
(m, 1H), 0.96 (m, 12H)

[0236]  4.4-(2,6- G KA ) -5 S LRI L —2-F -6 T -3 (2H) -HEMR i (52 23
H ) 45 1) 1R il 4%

[0237] e 7E25mL & H FEH FEAN0.5g(1.52mmol ) K21 AR AW T-1-a-13, 31N
ANO0.2g = JEM0. 18g A F RO ME NG LR GV TR FE L5 7 B, SRR H A 30mL 5% 3K
JE B R SV ENA R o B 23 5 H SR I 88 5 T4 S ok 4 B A 8k (CRERR B TS 20 TR
LG/ IEBREE) 24k  IXFE1S 310478

[0238]  R23MMAMIT RALT EIRTTIEMNERTT

[0239]  #23: H PG NC(=L)MR* AR B (DAL AW

A O—C(=L)MR?
’ Z
[0240] N\& | (1)
g o X

[0241]

2 ( TH-NMR, 400MHz,
7.29 (t, 1H), 4.13 (q.
2H), 3.84 (s, 3H), 2.51
(4, 2H), 2.10 (m, 1H),
1.15 (t, 3H), 0.96 (d,
6H)

I-1=¢c2 | F 3-Me | 6-F Me | Me 0O |0 |Et T'H-NMR, 400N z;
CDCls, 7.46 (y 1H), 7.13
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(t, 1H), 432 (q, 2H),
3.82 (s, 3H), 222 (s,
3H), 1.32 (t, 3H)

I-1-¢-3 | F 3-OMe | 6-F Me | Me O |0 |Et | 'H-NMR, 400MHz,
d46-DMSO, 7.32  {m,
1H), 7.17 (t, 1H), 4.13
(i, 2H), 3.85 (s, 3H),
3.71 (s, 3H), 2.25 (s,
3H), 1.09 (t; 3H)

I-1-c4 | C1 6-Br 4-Me Me | Me o |o |Et |'H-NMR, 400MHz,
d6-DMSO, 7.59 (s, 1H),
747 (s, 1H), 4.16 (g,
2H), 3.71 (s, 3H), 2.35
(s, 3H), 2.25 (s, 3H),
1.12 (¢, 3H)

I-1-e-5 | NO; |H H Me | Me 0 |0 |Et | 'H-NMR, 400MHz,
d6-DMSO, 8.23 (d, 1H),
7.88 (t, 1H), 7.75 (t,
1H), 7.43 (4, 1H), 4.15
(m, 2H), 3.68 (s, 3H),
2.28 (s, 3H), 0.92 (m,
6H)

Il-¢=6 | €1 3-C1 H Me | Me 0O |0 |Et @TH-NMR, 400MHz,
DMSO, 7.72 (d, 1H),
7.47 (t. 1H), 7.22 (d,
1H), 4.13.(g, 2H), 3.72
(s, 3H), 225 (s, 3H),
1.07 (t, 3H)

I-1-¢c-7 | €l 6-F H Me | Me 0 |0 |Et |'H-NMR, 400MHz,
d6-DMSO, 7.58 (m,
1H), 7.49 (d, 1H), 7.38
(t, 1H) 3.71 (s, 3H), 2.28
(s, 3H), 1.08 (t, 3H)

I-1-¢-8 | Cl 6Cl | H Me | Me 0O |0 |Et |'H-NMR, 400MHz,
CDCL, 7.60 (d, 2H),
7.52 (t, 1H), 4.13 (q,
2H), 3.72 (s, 3H), 2.28
(s, 3H), 1.15 (t, 3H)

I-1-¢-9 | C1 4-Cl H Me | Me 0 |0 |Et  'H-NMR, 400MHz,
d6-DMSO, 779 (d,
1H), 7.53 (dd, 1H), 7.28
(d, 1H), 4.16 (g, 2H),
3.70 (5, 3H), 2.23 (s,
3H), 1.12 (¢, 3H)

I-1-c-10 | F 3-F H Me | Me 0 |0 |Et 'H-NMR, 400MHz,
d6-DMSO, 7.57 (m,
1H), 7.32 {m, 1H), 7.13
(m, 1H), 4.13 (q, 2H),
3.71 (s, 3H), 2.25 (s,
3H), 1.08 (¢, 3H)

I-1-c-11 |Br | 6-Br |4-Me | Me | Me 0 |0 |Et |'H-NMR, 400MHz,
d6-DMSO, 7.61 (s, 2H),
4.18 (g, 2H), 3.72 (s,
3H), 2.33 (s, 3H), 2.26
(s, 3H), 1.11 (t, 3H)

I-1-¢-12 | C1 6-Cl 4-OCFs | Me | Me 6] 8] Et | 'H-NMR, 460MHz,
CDCL, 782 (s, 2H),
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417 (q, 2M,) 3.72 (s,
3H) 2.28 (s, 3H), 1.07 (¢,
3H)

I-1-¢-13 | Cl 6-OCF | 4-Me Me | Me O |0 |Et | 'H-NMR, 400MHz,
d6-DMSO, 7.48 (s, 1H),
732 (s, 1H), 4.18 (q,
2H), 3.71 (s, 3H), 2.42
(s, 3H), 2.21 (s, 3H),
1.12 (t, 3H)

I-1-¢c-14 | OCF | 4-Br 6-Br Me | Me o |0 |Et |'H-NMR, 400MHz,
d6-DMSO, 8:18 (s, 1H),
7.82 (s, 1H), 4.18 (q,
2H), 3.72 (s, 3H), 2.26
(s, 3H), 1.13 (t, 31)

I-1-¢-15 | H 3-CFy | H Me | Me 0O |0 |Et | 'H-NMR, 400MHz,
CDCls, 7.72 (d, 1H),
7.70-7.55 (m, 4H), 4.13
(q, 2H), 3.81 (s, 3H),
2.31 (s, 3H), 1.17 {t, 3H)

I-1-c<16 | CI 3-Me | 6-F Me | Me 0 |0 |Et | 'H-NMR, 400MHz,
d6-DMSO, 7.52 (t, 1H),
7.28 (t, 1H), 4.12 (q,
2H), 3.72 (s, 3H), 2.35
(s, 3H), 228 (s, 3H),
| 1.08 (¢, 3H)

1-c<17 | €I 4-Br 6-C1 Me | Me 0O |0 |Et | 'H-NMR, 400MHz,
d6-DMSO, 7.95 (s, 2H),
4.18 (g, 2H), 3.71 (s,
3H), 2.27 (s, 3H), 1.13
(t, 3H)

I-1-¢c-18 | CF, |6-C1 | H Me | Me 0 |0 |Et |'H-NMR, 400MHz,
d6-DMSO, 7.97 (d, 1H),
7.89 (d, 1H), 7.73 (1,
1H), 4.16 (g, 2H), 3.73
(s, 3H), 2.28 (s, 3H),
1.12(t, 3H)

I-1-¢-19 |1 H H Me | Me 0O |0 |Et  'H-NMR, 400MHz,
d6-DMSQ, 7.95 (d, 1H),
748 (t, 1H), 7.20 (t,
1H), 7.12 (d, 1H), 4.13
(q. 2H), 3.71 (s, 3H),
2.24 (s, 3H), 1.10 (¢, 3H)

I-1-¢-20 | Cl1 4-Me | 6-Br Me | Me 0O |0 |Me 'H-NMR, 400MHz,
d6-DMSO, 7.60 (d, 1H),
7.46 (d, 1H), 3.75 G,
3H), 3.72 (s, 3H), 237
(s, 3H), 2.26 (s, 3H)

I-1-¢-21 | C1 3-Me | 6-F Me | Me O |0 |Me 'H-NMR, 400M 1z,
d6-DMSQ, 7.52 (¢, 1H),
7.28 (t, 1H), 3.72 (s,
6H), 2.35 (s, 3H), 2.28
(s, 3H)

I-1-¢-22 |F 3-F H Me | Me O |0 |Bza  'H-NMR, 400MHz,
d6-DMSO, 7.53 (m,
1H), 738 (m. 3H),
7.25 (m, 1H), 7.19 (m,
2H), 7.13 (m, 1H), 5.18
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[0244]

(s, 2H), 3.71 (s, 3H),
2.23 (s, 3H)

I-1-¢-23

Cl

3-Cl

Me

iBu | TH-NMR, 400MHz,
DMSO, 7.72 (d, 1H),
7.46 (t, TH), 722 (d,
1H), 3.93.(m, 2H),
371 (s. 3H), 225 (s,
3H), 1.72 (m, TH), 0.72
(d, 6H)

-1-¢-24

Cl

4-Me

6-0CF;

Me

Me

ANl TH-NMR, 400MHz,
d6-DMSO, 7.49 (s, 1H),
732 (s, 1H), 5.78 (m,
1H), 5.18 (m, 2H), 4.62
(d, 2H), 3.71 (s, 3H),
240 (s; 3H), 2:.26 (s;:3H)

I-1-¢-25

Cl

6-Cl

i-Bu

Me

All | "H-NMR, 400MHz,
CDCL, 7.39 (4, 2H),
732 (t, 1H), 5.7 {m,
1H), 5.20 (m, 2H), 4.53
(d, 2H), 3.84 (s, 3H),
2.50 (d, 2H), 2.09 (m,
1HY, 0.97 (d, 6H)

[0245]  5.4-(2-F ORI ) —5—H JLm i A k-2, 6 - — FF R -3 (2H) —WAFRR B (R 24 [ 9 5 1)

F) 1l 2

[0246] P 4eAE10MLAY Z R Z BE TP #EN0.03g (0. 12mmol ) R 21 A K AL &) 1-1-a-31,
TANO .02 = 2, J& AI— | AT AR FEDMAP , FF 451 Z R A iR 8 2260 C o AR5 INNTE 2mL 2. 1R 2. B
K0, 015g FRREEE S, THBZ R S HCRE LN o In N emLAB A AL BN VE R 2 I B A AL T
W IR G T IR vE CRERR B MR G/ 1E P ) Sli4k  IXFEAF 30 02g 2174

[0247] 24 S PT RAUT IR T i MAT 21 o

[0248] 24 HihGRS0R A K BB (DL S

[02491 N’

[0250]

0—S0,R’

I-1-d-1 | Cl1 H H Me (|Me Me | 'H-NMR, 400MHz, CDCl,;, 7.55
(s, 1H), 7.42 (& ¢, 3H); 3.81 (s,
3H), 2.51 (s, 3H), 2.48 (s, 3H)

I-1-d-2 | Cl 6-F H Me |Me Me | 'H-NMR, 400MHz, d6-DMSO,

7.58 (m, 1H), 7.49 (d, 1H), 7.37
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[0251]

3.15 (s, 3H),

(t, 1H) 3.73 (s, 3H),
2.39 (t, 3H)
I-1-d-3 | Cl | 4-Me 6-Br |[Me |Me Me | 'H-NMR, 400MHz, d6-DMSO,
7.61 (s, 1H), 7.48 (s, 1H), 3.71 (s,
3H), 3.01 (s, 3H), 2.38 (s, 3H),
2.33 (s, 3H)

I-1-d-4 |NO, |H H Me |Me Me | 'H-NMR, 400MHz, d6-DMSO,
$.23 (d, 1H), 7.88 (t, 1H), 7.77 (t,
1H), 7.60 (d, 1H) 3.67 (s, 3H),
3.05 (5, 3H), 2.39 (s, 3H)

I-1-d-5 | Cl | 4-Br 6-Cl [Me |Me Me |'H-NMR, 400MHz, d6-DMSO,
7.96 (s, 2H), 3.71 (s, 3H), 3.35 (s,
3H), 2.40 (s, 3H)

I-1-d-6 | F 3-F H Toly | Me Me 'H-NMR, 400MHz, d6-DMSO:

(d, 2H), 7.09 (m, 1H), 7.02 (m,
1H), 3.68 (s, 3H), 2.38 (s, 3H),
2.35 (s, 3H)

I-1=d-7 | C1 4-0CF; 6-Cl | Et Me Me |’'H-NMR, 400MHz, d6-DMSO,
7.82 (s, 2H), 3.72 (s, 3H), 3.33 (q,
2H); 240 (s, 3H), 1.08 (t, 3H)

I-1-d-8 | F 3-OCH; 6-F Me Me  Me '"H-NMR, 400MHz, d6-DMSO:

7.33 (m, 1H); 7.18 (m, 1H), 3.86
(s, 3H), 3.72 (s, 3H), 3.21 (s, 3H),
2.41 (5, 3H)

I-1-d-9 | Cl 6-C1 H Me |i-Bu  Me | 'H-NMR, 400MHz, CDCls, 7.45
(d, 2H), 7.32 (t, 3H), 3.85 (5, 3H),
2.71 (d, 2H), 2.61 (s, 3H), 0.99 (d,
6H)

[0252]  6.4-(2-JR-6-G-4-F FLIRHL )52, 6-  F 3E-3 (2H) W= i (& 25 ¥) 4
1) B 2%

[0253]  #%0.1g(0.12mmol) 21 AR AL S 1-1-a-9F10.01 1B A ENE T 10mLIY
To K B BE A I B /NS R Z IR A T 0 R IR 4 A TR 2R DR VE A B R R 2, 15 3
TR AR,

[0254] K254 A WIT] AT Bk vkimskis.

[0255] 325, HA G BRI AR @R (DL &) .

A 0O—E

[0256]
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[0257]

I-1-g-1 | Br 4-Me | 6-Cl Me Me H-NMR, 400MHz, d6-DMSQO,
7.32 (s, 1H), 7.18 (s, 1H), 3.38 (s,
3H), 2.28 (s,.3H), 1.92 (s, 3H)

I-1-g-2 | NO, |H H Na" Me |Me |'H-NMR, 400MHz, d6-DMSO,
7.78 (d, 1H), 7.65 (t, 1H), 7.43 (t,
1H), 7.20 (d, 1H) 3.18 (s, 3H),
1.93 (s, 3H)

I-1-g-3 | NO; | H H (Me),N* | Me |Me |'H-NMR, 400MHz d6-DMSO,
7.78 (d, 1H), 7.65 (t, 1H), 7.43 (t,
1H), 7.22 (d, 1H) 3.38 (s, 3H),
3.12 (5, 12H), 1.95 (s, 3H)

I-1-g-4 |F 3-F H (Me)sN' | Me |Me |'H-NMR, 400MHz, d6-DMSO,
7.08 (m, 1H), 6.98 (m, 1H), 7.13
(m, 1H), 3.38 (s, 3H), 3.13 (s,
12H), 1.96 (s, 3H)

[0258] 7.3 (TT) AWl a4 K 7 5] 1 i B

[0259]  SEjifhil -

[0260] P EAES0mL S BErh HEN0.45g(9. Tmmol ) FF F LA J20.99g = Z FE A10 . 06g[H)
DMAP(0.054 5 ) . T-0°CZZ 1% I AES0mL — &UH HeHh () FH 2, 6- — SR J £ 19 R B P U o
2. 2g1M2,6- —ERGEA A HIZIR GV T Z2EMAS A HMA SN AR A
B & Ok, TR M 4 o AR (iR 2043 B 1. 5glf) 1-(2,6- SRS IR) 1 -FF Bl fift .
[0261]  JA1.43g P BAE B 45 %R S YA T 20mL & % o 12 S ST S W) 78 IRl IR
AN TW i(at the boil) iN#2h, 8 f5AEJ R N W4 F AT (1B (RERS , YR s AH M IE B
Bt/ B8 CBEIR FE) 2040 X AR B 1. 3g 2-{[2-(2,6- SR AL ) LB Jk ] FF 5 I JHR O } T 1R
H g

[0262]  sZJEH2:

[0263] e f/ES0mL & H e # A 2g(10. Immo1 )12, 4- G R 4R, ML ImL(1.674
&) I B ISR —FDME , JEB R A 7E BIRUIRAS F T3k a8 N n#, BB ok Sk 1%
TRE YT 0% T W4 , BRI &R 5, - RIR 4% IR G SR G BRI R WE T
SmL G e K DL T RIS RIIE M T-0C R AE20 0 B N I 1 . 4g (1. 124 8) iy 2—(F
VL) AR BEAN2. OmL = % (2. 14 & ) fE20mL — S B IS R S IR &
TZ R MM 30mLIK A5 KA B 25 H R 46 A B <1 3R 45 09 0 4 F AT v (i
W52 5 BB P IE R BE/ B8 LB 2540 X B B30 . Telf 2-{[2-(2,4- & K3 ) 2 B AL | R L
MRS AR FP B

[0264] 261 (TDILEY
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[0266]
Y‘

If-a- | C1 3-C1 H Me |Me |Me |'H-NMR (400MHz, d6-DMSO,4%

i vk ppm it): 7.54 (d, 1H), 7.34
(m, 2H), 4.10 (s, 2H), 3.78 (s, 3H),
3.36 (s, 3H), 2.27 (5, 3H)

I=a- | €l 6-F H Me |Me |Me | 'H-NMR (400MHz, d6-DMSO,{:

2 #Hvippmit): 7.37 (m, 2H), 7.21 (t;
1H), 4.06 (s, 2H), 3.78 (s, 3H), 3.38
(s, 3H), 2.28:(s, 3H)

iI-a- | C1 6-Cl H Me |Me |Me |'H-NMR (400MHz, d6-DMSO,4%

3 #HAppmit): 7.77 (d, 2H), 7.32 (t,
1H), 4.20 (s, 2H), 3.80 (s, 3H), 3:37

, (s: 3H); 2.29 (s, 3H) |

IIza- | Cl1 4-Cl1 H Me |Me | Me |'H-NMR (400MHz, CDCly 4542

4 ppmit): 7.45 - 7.04 (m, 3H), 4.10
(s, 2H), 3.89 (s, 3H), 342 (s, 3H),
2:29:(s; 3H)

M:a- | H 4-C1 H Me |Me | Me |'H-NMR (400MHz, CDCl,42#814

5 ppmty): 745 - 7.15 (m, 4H), 3.97
(s, 2H); 3.90 (s, 3H), 3.37 (s, 3H),
2.23 (s, 3Hy

Iea- | C1 H £ § Me |Me | Me |'H-NMR (400MHz, CDClL 43422

6 ppm#t): 745 - 7.05 (m, 4H), 4.14
(s, 2H), 3.88 (s, 3H), 3.41 (s, 3H),
2.27 (s, 3H)

a- | H 3-C1 H Me |Me |Me | "H-NMR (400MHz, CDCly4248 24

7 ppmst): 7.40 - 7.05 (m, 4H), 3.98
(s, 2H), 3.93 (s, 3H), 3.38 (s, 3H),
2.21.(s, 3H)

H-a- | H 3-CF; H Me |Me | Me | 'H-NMR (400MHz, CDCl 428

8 ppmit): 7.70 - 7.35 (m, 4H); 4.06
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(s, 2H), 3.90 (s, 3H), 3.38 (s, 3H),
2.23 (s, 3H)

il-a- | Br 4-Me 6-Br Me |Me | Me |'H-NMR (400MHz, d6-DMSO, 4%

9 Bulppmit): 7.52 (s, 2H), 4.22 (5,
2H), 3.78 (s, 3H), 3.43 (s, 3H), 2.28
(s, 6H)

I-a- | Cl 4-OCF: | Cl Me |Me | Me |'H-NMR (400MHz, d6-DMSO,4

10 #Flppmit): 7.64 (s, 2H), 4.22 (s,
2H), 3.78 (s, 3H), 3.38 (5, 3H), 2.28
(s, 3H)

II-a- | Cl 4-Me 6-c-Pr Me |Me | Me |'H-NMR {400MHz d6-DMSO,4%

11 #Hhppmit): 7.11 (s, 1H), 6.82 (s,
1H), 4.22 (5,.2H),.3.78 (s, 3H),.3.36
(s, 3H), 2.28 (s, 3H), 2.25 (s, 30,
1.78 8m, 1H), 0.82 (m; ZH), 8.57
{m; 2H)

H-a- | €l 4-Me 6-OCFy | Me |Me | Me |'H-NMR (400MHz, d6-DMSO,4&

12 #Hvkppmit): 7.38 (s, 1H), 7.22 (s,
1H), 4.05 (s, 2H), 3.77 (s, 3H), 3.36
(s, 3H), 2.35 (5, 3H), 2.28 (5, 3H)

M-a- | F 3-Me G-F Me |Me | Me |'H-NMR (400VHz, d6-DMSO, 4%

13 Bk ppmity: 7,22 (m, 1H), 6.98 (&,
1H), 3.92 (s, 2H), 3.78 (s, 3H), 3.35
(s, 3H), 2.28 (s, 3H), 2.20 (s, 3D

[l-a- |Br |4-Br 6-0CF; |Me |Me |Me |'HNMR (400MHz, d6-DMSO, 4%

14 #Hylppmit)s 7.99 (s, 1H), 7.68 (s,
1H), 4.09 {s, 2H), 3.77 (s, 3H), 3.35
(s, 3H), 2.28 (s; 3H)

I-a- | Cl 3-Me 6-F Me¢ |Me |Me |'H-NMR (400MHz, d6-DMSO,4%

15 B hppmit): 7.32 (m, 1H), 7.13 (¢,
1H), 4.0 (s, 2H), 3.78 (s, 3H), 3.35
(s, 3H), 2.53 (s, 3H), 2.28 (5, 3H)

-a- | F 3-OMe 6-F Me |Me | Me |'H-NMR (400MHz, d6-DMSO,4&

16 #Alppmity: 7.12(m; 1H), 7.02 (&,
1H), 3,92 (s, 2H), 3.82 (s, 3H), 3.78
(s, 3H), 3.35 (s, 3H), 2.25 (5, 3H),

-a- | Cl 4-Br 6-Cl Me |Me |Me |"H-NMR (400MHz, d6-DMSO, 4%

17 Bk ppmit): 7.79 (s, 2H), 4.15 (5,
2H), 3.79 (s, 3H), 3:35 (s, 3H), 2.28
(ss 3H)

i-a- | Cl 6-Cl H Me |i-Bu | Et "H-NMR (400MHz, CDCli, {24864

18 ppmit): 7.32 (d, 2H), 7.15 (m, 1H),
4.32 (m, 4H), 340322 (BB B S
s, &3H); 2.70f02:42 (XA HHm,
$£2H) 2.00 (m, 1H), 1.42 (m, 3H),
0.95 {m, 65

H-a- | I H 5§ Me |Me |Me |'H-NMR (400MHz, d6-DMSO, 48

19 Bkppmit): 7.82 (d,2H), 7.32 (m,
2H), 7.02 (t, 1H), 4.03 (5, 2H), 3.80
(8+:3H), 3.36:(5,3H); 2.26 (5, 3H)

1M-a- | Cl 4-C1 6-Br Me | Me Me "H-NMR (400MHz, d6-DMSO, 4

30 ik ppmitis 7.82 (s, 1H), 7.72 (s,
1H), 4.21 (s, 2H), 3.79 (s, 3H), 3.38
(s, 3H), 2.28 (s, 3H)

M-a- |l 6-CF; H Me |Me | Me |'H-NMR (400MHz, d6-DMSO,4%
#Hulppmit): 7.82(d, 1H), 7.75 (d,
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[0268]
¥

1H), 7.54 (t, 1H), 4.21 (s, 2H), 3.79
(s, 3H), 3.30 (s, 3H), 2.28 (s, 3H)

Il-a- | 2-C | 5-CF; H Me | Mg | Me | 'H-NMR (400MHz, d6-DMSO,4%

22 F; A ppmit): 7.92 (t, 1H), 7.90 (s,
1H), 7.85 (d, 1H), 4.26 (s, 2H), 3.79
(8,.3H), 3.35 (s, 3H), 2.27 (5. 3H)

Ia- | CI 4-Cl1 6-c-Pr Me |Me | Me |'H-NMR (400MHz, d6-DMSO,4%

23 #ukppmit): 7.42 (s, 1H), 7.05 (s,
1H), 4.23 (s, 2H), 3.79 (s, 3H), 3.38
(5, 3H), 2.28 (s, 3H), 1.82 (m, 1H),
0.88 (m, 2H), 0.68 (m, 2H)

IM-a- | C1 | 4-Cl 6-Br Me |Me |Me |'H-NMR (400MHz, d6-DMSO.4%

24 ;@w&ppmﬂ'): 7.81 (s, 1H), 7.71 (s,
1H), 4.22 (5, 2H), 3.78 (5, 3H), 3.38

_ (s; 3H); 2.28 (5. 3H)

1a- |1 4-Br 6-0OCF; Me |Me |Me |'H-NMR (400MHz d6-DMSO,4%

25 Bvkppmit): 7.88 (s, 1H), 7.68 (s,
1H), 4.08 (s, 2H), 3.78 (s, 3H), 3.33
(s, 3H), 2.28Gs, 3H)

-a- | Br | 4-C1 6-OCF; |Me |Me |Me |'H-NMR (400MHz, d6-DMSQ, 4%

26 #Hkppmity: 7.92 (s; 1H); 7.61 (5,
1H), 4.11 (s, 2H), 3.78 (s; 3H), 3.35
(s, 3H),2.28 (s, 3H)

Il-a- | Cl | 4-Br 6-OCF; | Me |Me |Me |'H-NMR (400MHz, d6-DMSO,4&

27 B hppmit): 8.18 (5, 1H), 7.93 (s,
1H), 4.18 (s, 2H), 3.78 (s, 3H), 3.32
(5, 3H), 2.28 (s, 3H)

[0269]  B. i il SE it 1]

[0270]  a)¥plidat DL T 77 2R D10 E &= N (DA SR /B SR 590 S0 /E At
YEVD PR IR A H AR SO L R IR S

[0271]  b) G4 HU T K R AT iR MR e i A 7 SRR 25 &y N (DAL B4 /B
HEh 64 EME NN B & me A 98 10 E &0 K R BEIR A 51 E &M ERR
JEFR AN 2 BIGRI Y E J F R AT R TR & HEAE A A BB ML (pinned—disk mill) it 1%
BEY.

[0272]  ¢) 5y 53 BT K R I A mok disrlid LA T 77 AR 20 E &4y N (DAL S /B
HEEeHEEMEREAME L R (®Triton X 207).3H & 7+ = KiE R 4 BEEF
(8E0) FI71TE &4 A W5 M (b R 29255 % 277 C LA F)IRA, 5% IR S W AE SR EEHL
HTFE A 1 AR T 550K

[0273]  d)FLyhiH LA T sk 158 S A X (D LA WA/ B 76 3 &0 i i
WO EAL0E E M E N AR A O 5 .

[0274] ) /KAy B SURL R dE I LA T T X3R4 -

[0275] LA NMIIR G

[0276] 758 BN (DALEWA/ B L

[0277] 10T & {5 A TR T PR AT

[0278]  SE & AN T LR

[0279]  3HEAN K L MEE AN
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[0280] 7HEMEIL L,

[0281]  FEGH AL IENL BRI AW I 45 FIrads oy A AR A R v i i 153 254 D i R A
[ 7K TREAL o

[0282] ) 7K 43k ks )i it LR 5 X3R4 -

[0283] ¥4 DL ¥ B A AR B vh 3EAT Sk FF TR 7«

[0284] 258 &4l ( 1)L EH.

[0285] SE 2,2 - ZEFFLE-6,6" — IR EN

[0286] 2% &7y yil L FF A T ER Y

[0287] 1HE =5 L IMEE

[0288] 17 & (AR ES Al

[0289] S0EEMHK,

[0290] SR JSAERD EENL B B ARIR AW I F T A3 B - VLA 58 55 1 v FH B I AR 5 s 55 A A
T

[0291]  C.4:H2= 52t ]

[0292] 1. %G FAE YR TSR BLAE

[0293] A& Hp BN R BAEMEM I M B T ARG 4 b, 78
AR A HA TR R 7 (WP) B FL i (ECO) T A K AL AW, 7EER N0 . 2% YT 77
UL, DA M B ik B LR 1 T 2R A 600 228001 /ha (4 B4R ) ) 7K Jita FH 22 FH T 78 25 1)
K AL B ETRES, W AREF AT X T IAEY T R TR AERKEE T3
RIS A2 5, 8 5 R A FE 0 BR A b, B PP o SR Ak i 400 58 (BR B PR DA
b (%6) T : 100 %6 i PE =HEAR BB TS, 0% % M = 50 U AR ZEALL) ik, 40, w5 91—
l-c-8.1-1-a-16 M 1-1-c- 134G ¥7E320g/ha i) FHZ T % A X H % (Matricaria
inodora) .2k (Stellaria media) FIBAFi {2244 (Veronica persica) I H £ /090%
(R o

[0294] 2. WA SEAE M v Ja ok BLiE PR

[0295] i i I BN F M R EEBAEHEM K B T ARG AP wELh, 78
5, TR E P R IFAERKZA T ERK M G223, 8 prid LB PR /e —rF AL .
SR R BC 1 A TR T 7 (WP) BCFL i (EC) T SN A R BHAL &4, 7E 8 N0 . 2 %6 YRR 55 4%
T, BLK P B TR B AL T2 20 BL6 00 32 800L /ha (i 548 ) 1 7K it F 22 55 25 3| 43 2 L0 300
Br b o B R T = PR AR A T E A A )G, it 5 RA IR A R
BEAT LE B B TP i il 7500 3 14 (R B3 PR DA B 43 Bl (%6) T : 100 %6 3 1 =l AR 350 T,
0% 5 1t = 5% R4 b ab , W ik S 1-1-a—27 1-1-¢-7 . I-1-c-8 . I-1-bh-3. I-1-
b-1.1-1-c-9.1-1-a-9.1-1-c-14.1-1-g-1 M 1-1-a-257F320g/half] jii I 2~ % 5 T
(Amaranthus retroflexus).FilHifHEEEEGN =4 H (Viola tricolor)RILH /080 % 1)
T

[0296] 3. % Huih

[0297]  SEJfIA

[0298]  HkiiF (Myzus )56 (MYZUPEME 35 4b 2 )

[02991 7. 78 &4y TN Il
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[0300] 1.5 &y —H J:H B

[0301]  FLALS: 0. 5FH &4y be il 75 LK £ Bk

[0302] Ryl &3& & 1 v PEAL S 5] 1 L B S0 1S PEAL S 5 BT ik B 19 vE A AL
FIVR A I W W F & FLAL AR K 36 B 22 B 5 R 5 . 32 B BT B B BE i MR F (My zu's
persicae) Z M K3 (Brassica pekinensis) EIM F F T 5 B 006 AL &9 i 57)
BHAT 55 A3 220 T R A IR) 5 B DA %6 TR R o 100 % 3R R BT A HUB R 5 0% KRR
Tl s Wl AT AE ARSI, I, GRS N T-1—a—4 1 T-1-a-8HI 4k & WIAES00g/ ha il i F %
TR F 80 % (TGP o

[0303]  sLjiffsIB

[0304]  fIKZF A kX 36 (1B 25 Ab 252 )

[0305] v 5. 78. OFE & 1711 TR

[0306]  1.5E &) —HF AL Bt i

[0307]  FLAKHF: 0.5 B {1 e dk 5 FL 28 & Rk

[0308]  Ayifill % A3 HO v HEAL S 0 5] 16 1 S A0 TG AL A 5 Birids & 16 7A 77 AL AL 77
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