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), 8.02-8.09 (m, 4H), 7. 74 (d, 1H), 7. 72(d, 1H), 7. 24-7. 29 (m, 2H) , 6. 78 (dd, 1H), 6. 72 (dd, 1
H), 5. 16 (q, 1H), 5. 07 (g, 1H), 3. 14 (s, 3H), 3. 06 (s, 3H), 1. 92(d, 3H), 1. 89 (d, 3H) ; LC-MS (ES

11
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1) EFAF € HEFN,0S TR (M7, 348, WA 348,

[o116]  SEHEM] 11 :3-[1- £FE (N=((5= &) Mg —2- 3 ) — fifdh )l ) (3L ) 1-6- — %
JEEEE (2) [

[0117]

)

/(j* Pd(OAG),. BINAP | = //s\\/ o
VR, Mk N N Vi

FC
150°C, 30 44F

[0118]  |r] & & %Fi (I1) (2mg, 0. 0lmmol) Fl rac-2,2" - — ( — R LWL )-1, ' - BF 28
(7. 5mg, 0. 0lmmo1) FHZE (ImL) RS IIA 2- & —5- FMEHE (32mg, 0. 17mmol) .
5-[1-C 1 2k M 5k i 28 ) & 26 1-2- = % 2 ok wg (B) (50mg, 0. 2mmol) 1 B IR
(77mg, 0. 24mmo1) o h/ug YIAE e TP AE 150 °C In#4 30 43 Bh, 4R 5 ¥ HH e B VR & 9 H
CH,C1, (ImL) F4RE, 1 b Aok 8 ok U, IR FF ALk (Si0,, 40% A EE /60% Tkt ) 2ifh, 1531
3-[1- &% (N-((5- %L) nibme —2- 55 ) - RIS AL ) (FEE ) J-6—- —m Nt (2), A%
R, 99% W, 2 101 RSB AR IKVR &4 'H NMR (400MHz, CDC1,) & (FEXT S
TR A4 ) 8. 75-8. 80 (m, 2H), 8. 06-8. 15 (m, 4H), 7. 74 (m, 2H), 7. 48 (dd, 1H), 7. 45 (dd, 1
H), 6. 76 (d, 1H), 6. 70 (d, 1H), 5. 18 (g, 1H), 5. 08 (g, 1H), 3. 16 (s, 3H), 3. 08 (s, 3H), 1. 93(d, 3
H), 1.90(d, 3H) ; LC-MS (EST) :4f % C,,H,,C1F,N,0S fvt&4E [M+H] ", 365, MLII{E 365,

[0119] St 111 :3-[1- £.F (N=((4— 5 ) Mhme -2 %5 ) - B 53 ) () 1-6- — 4

pEEmE (3)
[0120]
- F
=
T A
Fe” N \"\] /
3)
F
Br \_/
, \ Pd(OAc),, BINAP, Et,N
SRS S/ "/\\
[ o C{/ \\E\X—H EPZF‘ &5‘“&
FC N 180°C, 5104F

(5]
[0121]  [r] A 2K (3ml) . & B& 4 (11) (0. 007g, 0. 032mmol) FM rac-2,2" — — ( — 2K F& fifk
H)-1, U - BkZE (0.029g, 0. 048mmol) A AN 5-[1- ( FIERIEGIE ) &2 1-2- =
O OE ot mE () 0. 2g, 0. 793mmol) \2- W —4— & 0k BE (0. 088g, 0. 674mmol) « TR R 4
(0. 309g, 0. 951mo1) FI= 2% (0. 110m1, 0. 793mmo1) o ¥ 52 N VE-EWILESRI FPAE 180°C I
510 Fb o By ik 4 21, iRt AR B2 7K A, 28 J5 FH Et0Ac (3x100m1) Z<HL . A FF EtOAc

12
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=, T4 (MgS0,) , ik s IF k4 £ 1. MM rERA 1 (BRIEF) :50-60%Et0Ac/ T4t )
alith, 193] 3-[1- &4F (N=-((4- 5 ) mieme —2- 56 ) - 5L ) (3L ) 1-6- = 3L - it
ME (3)3:2 HIHEXT LS AR TR B4, HOoA TR Y (0. 036g, 15%) » 'H NMR( &, CDCL,) :

8.8 (m, 2H), 8. 1 (m, 4H), 7. 7 (m, 2H) , 6. 5 (m, 4H), 5. 1 (m, 2H), 3. 2 (s, 3H), 3. 1 (s, 3H), 1. 9 (m, 6
H) ;M+2H=349. 2.

[0122] K 1-1LEWD)

[0123] 4;%%% 2] r-IE S 4

13
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1:1 8% BAY 3 27 B R MR IR A d
"H NMR (400 MHz, CDCl3) & 8.79
(d, 2H), 8.07-8.19 (m, 4H), 7.72
(dd, 2H), 7.48-7.55 (m, 2H), 6.82
(m, 4H), 5.31 (q, 1H), 5.18 (g, 1H),
3.17 (s, 3H), 3.08 (s, 3H), 1.93 (d,
3H), 1.89 (d, 3H); LC-MS (ESD):
At € HFaN;0S 893 B8,
[MT*329, #L4E 329.

1:1 8y At e 5 s AR AW
"H NMR (400 MHz, CDCl3) § 8.84
(d, 1H), 8.79 (d,1H), 8.48 (dd, 2H),
8.28 (dd, 1H), 8.14 (dd, 1H), 7.77
(d, 2H), 6.82 (m, 2H), 4.99 (q, 1H),
4.95 (q, 1H), 3.21 (s, 3H), 3.18 (s,
3H), 2.01 (d, 3H), 1.98 (d, 3H);
LC-MS (ESI) ’%’ﬁ C13H14F3N4OS
#9it A [MHH]Y, 331, ULmE
331.

[0124]

1:1 &) AAr IE 5 sk AR RS
"H NMR (400 MHz, CDCl3) § 8.81
(dd, 2H), 8.09-8.11 (m, 2H),
7.72-7.81 (m, 2H), 7.22-7.29 (m,
2H), 6.74-6.77 (m, 2H), 5.27 {(q,
1H), 5.16 (q, 1H), 3.22 (s, 3H),
3.11 (s, 3H), 1.97 (d, 3H), 1.93 (d,
3H); LC-MS (ESI) : 4t f
CioHoFaN308, 89 3+ B 15 [M]T,
335, ALMME 335.

11 89 AAF AR 2T B A R R AW
'H NMR (300 MHz, CDCl5) § 9.10
(dd, 2H), 8.83 (dd, 2H), 8.30 (m,
2H), 8.12 (m, 2H), 7.79 (dd, 2H),
6.88 (d, 1H), 6.80 (d, TH), 5.11 (q,
1H), 5.08 (q, 1H), 3.30 (s, 3H),
3.23 (s, 3H), 1.99 (d, 3H), 1.95 (d,
3H);, LC-MS (ESD) : 4t =t
CrqH14F3N4058 893+ FAE[MAH]",
375, MLAME 375.

3:2 dEatak F ke RA Y H
NMR (300 MHz, CDCL;) 8 8.81 (d,
1H), 8.79 (d, 1H), 8.3 (m, 4HO, 8.1
(m, 2H), 7.8 (s, 1H), 7.7(s, 1H}, 6.8
(m, 2H), 4.6 (m, 2H), 3.0 (s, 3H),
29 (s, 3H), 29 (m, 3H)
M+H=330.24.

3:2 dkatek F ik RS H
NMR (300 MHz, CDCls} 6 8.8 (m,
2H), 8.1 (m, 4H), 7.7 (m, 2H), 6.5
(m, 4H), 5.2 (m, 2H), 3.2 (s, 3H),
31 (s, 3H), 20 (m, 6H);
M+H=347.9

14
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10

1:1 dFxt ek Mk a A H 'H
NMR (300 MHz, CDCL) § 8.8 (d,
1H), 8.7 (d,1H) 8.1 (m, 2H), 7.5
(m, 2H), 6.6 (m, 2H), 6.4 (m, 2H),
5.1 (m, 2H), 3.1 (m, 6H), 1.8 (m,
6H); M-+H=348.2.

11

3:2 dEATe R MR RAY 'H
NMR (300 MHz, CDCl5) 8.8 (d,
1H), 8.6 (d,1H) 8.1 (m, 2H), 7.7
(m, 4H), 7.2 (m, 2H), 7.0 (d, 1H),
6.9 (d, 1H), 5.4 (m, 2H), 3.3 (s,
3H): 3.1 (s, [H), 2.0 (d, 3H), 1.9 (s,
3H); M+H=398.2.

12

1:1 #4 PAYAE of sk A IR A4
'H NMR (400 MHz, CDCl3) 6 8.81
{dd, 2H), 8.46 (dd, 2H), 8.11 (m,
2H), 7.68-7.79 (m, 4H), 7.18-7.27
(m, 2H), 6.90 (d, 1H), 6.82 (d, 1H),
5.19 (q, 1H), 5.12 (q, 1H), 3.24 (s,
3H), 3.16 (s, 3H), 1.97 (d, 3H),
1.93 (d, 3H); LC-MS (ESI): 4t
Cj sHmFﬁN},OS é‘z" ‘V" :&?”:/f’ﬁ_ [M+H]*7
398, MMM 398.

[0125]

13

L1 &) FAY AR 3 s A IR RS dh
"H NMR (300MHz, CDCl3) & 8.85
(d, 1H), 8.75 (d, TH), 8.2 (m, 2H),
7.8 (m, 2H), 6.65 (s, 1H), 6.6 (s,
1H), 5.4 (m, 2H), 3.3 (s, 3H), 3.1
(s, 3H), 1.95 (d, 3H), 1.9 (d, 3H);
LC-MS  (ESD) :  4F =zt
CQHHBI.'F';N}USQ ﬁ*ﬁ 1:“' ﬁ- 'fﬁ.
[MI2H]", 416, YL{E 416.

14

1:1 8% FAbdE 3 s A AR iR A 4D
"H NMR (300MHz, CDCl;) & 8.81
(d, TH), 8.78 (d, 1H). 8.1 (m, 62H),
778 (m, 1H), 3.2 (s, 1H), 3.1 (s,
1H), 2.3 (d, 3H), 2.29 (d, 3H), 1.96
(d, 3H), 1.95 (d, 3H): LC-MS
(ESD): 43 C3sHsF3N;08, 894t
HAAMA2H]Y, 351, ML{E 351.

15

U1 oy FAT 48 2 s R A RS 4
'H NMR (300MHz, CDCl;) & 8.81
(d, 1H), 8.74 (d, 1H), 8.1 (m, 2H),
7.78 (m, 6H), 7.36 (m, 6H), 6.9 (d,
2H), 5.4 (m, 1H), 5.2 (m, 1H), 3.2
(s, 3H), 3.1 (s, 3H), 2.0 (d, 3H), 1.9
(d, 3H); LC-MS (ESD): 4=t
CisHi6F3N; 08, 8% 3+ B A8 [M]",

411, MI4E 411, Mp = 88-93°C.

16

11 3 @A A s AR RS
'H NMR (400MHz, CDCls) & 8.81
(d, TH), 8.71 (d, 1H), 8.06 (4, TH),
7.78 (m, 2H), 7.73 (s, TH), 7.70 (s,
1H), 5.04 (m, 2H), 3.25 (s, 3H),
3.17 (s, 3H), 1.97 (d, 3H), 1.93 (d,
3H):; LC-MS (ESD : 4t xt

15
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Ci3HF3N408, 893+ A [MAH] S
361.1, MLIMME 361.1.

1:1 &9 FAF 3F 2t we A RO A4
'"H NMR (400MHz, CDCl;) 8§ 8.0
B (d, 1H), 8.76 (d, 1H), 8.46 (dd,
1H), 8.12 (dd, 1H), 7.76 (d, 1H),
7.69 (d, 1H), 7.20 (m, 2H), 6.88 (d,
1H), 6.80 (d, 1H), 4.64 (m, 1H),
4.66 (m, 1H), 3.13 (s, 3H), 3.05 (s,
[0126] 3H), 2.03 (d, 3H), 1.97 (d, 3H);
LC-MS  (ESD) A =t
CiHisFsN;038, 89 # H 1A
[M+H]", 380.1, FLMME 380.1.

121 &9 B R 2 s F My R a4k
'"H NMR (400MHz, CDCl3) & 8.8
B (d, TH), 8.7 (d, 1H), 8.15 (dd, [H),
8.1 (dd, 1H), 7.75 (m, 2H), 7.62 (s,
1H), 7.59 (s, 1H), 5.39 (m, 1H),
5.31 (m, 1H), 4.35 (m, 4H), 3.3 (s,
3H), 3.13 (s, 3H), 1.96 (d, 3H),
1.88 (d, 3H), 1.39 (m, 6H); LC-MS
(ESDZ ﬁ';d_ C15H17F3N30382 él]ﬂ'
FAAIMH], 408.1, MLAAE 408.1.

[0127] A= SZjtife] T A As 42 sB= SEREH] 1T A48 FH a& 42 C= Stifs] 11T A4 A 1)
P ol

[0128]  scjifo] 1V:5—{1-[ 3L (4-(4- FIEIRIL )1, 3-WEmk —2-FL) R 53 1 &
Hel-2- (= FFFEL) nbme (19) Wkl

[0129]
Y o8
O i
F N/ NW
F s

(19)

H
ﬂsx Bk s () o%
F O"[[ + Rk # (@]
AT, oyt — S
N Br N =
Y/ F \sr/

F S

17

18

(13) (19)
[0130]  #5-{1-[ A% (4-9R —1, 3-MEme —2— 3L ) RFLf53E 1 438 12— ( =3 ) nikne
(13) (0. 055g, 0. 133mmol) 4— FIFELZEILANAR (0. 027¢g, 0. 199mmol) FIPU ( =ZLFLHE) 42 (0)
(0. 006g, 0. 005mmol) T —48Z¢F &% (0.9ml) F1 2M Na,C0, (0. 070g, T 0.33ml A& )
(TR BT INAAAIE 2 /N o B e SRS YA EN I 1L 38 . DETR BT ZE R, MR R T EtOAC
o, B S K R EK RS . S IFRIANUE T (MeS0,) , by Ifik4i 2 +. M- Yar i
(S10,, H 50%EtOAc/ CUBERIBRFEBENL ) 4k, /331 5-{1-[ AL (4-(4- FHEEIRTL ) -1, 3- &
16
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M —2- 56 ) WEFENG 2L ] 42k ) —2- (=32 ) mbme (19) , HOM T e[ 44 (0. 039g, 70%) o
Lo 1 PR EXNT e A ATR S . 'H NMR (300MHz, CDC1,) & 8.85(d, 1H), 8. 75(d, 1H), 8. 1 (
m, 2H), 7. 7 (m, 6H), 7. 2 (m, 4H), 6. 9(d, 2H), 5. 4 (m, 1H), 5. 2(m, 1H), 3. 3 (s, 3H), 3. 1 (s, 3H), 2
.4(d, 6H), 2. 0(d, 3H), 1. 9(d, 3H) ; LC-MS (EST) %1%} C,oH,FN,0S, I AE [M+H] ", 426, WL
{8 426,

[0131] XK 2- L&Y

Wb | 4H ®#E B
_g-

11 &4 B 4F 5 ik AR R4

'H NMR (300MHz, CDCl;) & 8.85

20 e T o8 & (d, TH), 8.8 (d, 1H), 8.1 (m, 2H),

P N\(\Nr@,m D 7.9 (m, 2H), 7.75 (m, 2H), 7.6 (m,

F s~ 2H), 7.4 (m, 2H), 6.95 (s, 2H), 5.1

(m, 2H), 3.3 (s, 3H), 3.2 (s, 3H),

2.0 (m, 6H); LC-MS (ESI): 4t}

CisHiCLFN;08, # 3 F f&
[M]", 480, MLaI{A 480.

1:1 &Y AP IE 2ok 4RI A40

S s ci 'H NMR (300MHz, CDCl;) § 8.81

21 FAA 7 ONYNJ_O D (s, TH), 8.79 (s, 1H), 8.1 (m, 2H),
‘ s/ 7.7 (m, 6H), 7.3 (m, 4H), 7.9 (s,

2H), 5.2 (m, 2H), 3.3 (s, 3H), 3.2

(s, 3H), 2.0 (d, 3H), 1.9 (d, 3H); 4+

2 CigHisCIFsN3OSy 849k i3+ 5
[0132] 18, [M+H]"445, JLRME 446.

121 &) AAT 4F 2T s AR RS

'H NMR (300MHz, CDCl3) 8, 8.81

_h (s, 1H), 8.79 (s, 1H), 8.1 (m, 2H),

22 P y? N\(/Ncl D 7.75 (m, 6H), 7.4 (m, 4H), 6.95 (s,

F s/ 1H), 6.94 (s, 1H), 5.2 (m, 2H), 3.3

(s, 3H), 3.1 (s, 3H), 2.0 (d, 3H), 1.9

(d, 3H); &3t CisHisCIFsN; OS5 49

JF gt B MAH], 445, WLRIME

446.
2:1 &9 HAPIE sF ok F A RIS
_ "H NMR (300MHz, CDCly) § 8.81
F;/(j%ﬁ ) (s, TH), 8.79 (s, TH), 8.1 (m, 2H),
23 YW X ‘/7,@»0\ D 7.7 (m, 6H), 6.9 (m, 4H), 6.8 (s,

1H), 6.79 (s, 1H), 5.4 (m, 2H), 3.8
(s, 3Hx2), 3.3 (s, 3H), 3.2 (s, 3H),
2.0 (d, 3H), 1.9 (d, 3H); 4t
CioH sF3N; 008, 8 3t F4d
[M+H]", 442, YLAME 442,

[0133] D= sLjfs] IV Hh A FH izt

[0134]  SEZjfifs] V :3=[1- £FE (N-(1— 525 — ke —2— 6 ) — T ) (AL ) 1-6- —%
A mE (24) (14

[0135]

17
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SN s/
I N —
z Q N \ /
F,c7 "N N
4y 0o
RN s mCPBA e s
SR - [ TAC
= 6 s
F,C7 N \N/. CHCI,, 25 °C F,c” N \I\\J /
) (24) ©

[0136] i) 3-[1- & Z& (N-(2—mb we ) — il 5% JJ5 2% ) ( FF 26 ) ]-6- = G A9 ZE ik g (4)
(100mg, 0. 3mmo1) F CHCL,(2mL) H [ % W& n A 8] & ik 58 K B B2 (mCPBA) (70% 4ii
&, 105mg, 0. 6mmol) o — H A AV AL BI AR (2 B th, 1h J5, M R IR -G V) E
Bt TR &M 7K 35 VI NaHCO, 7K V0 %, T8 JF e 4, 15 21 3-[1- £ 5 (N-(1- %02 —nit
WE —2- % ) - RS 2E ) (2L ) 1-6- =36 — F2kntng (24), HOGm b 44, 23% i3, 4 1:1
(AR XS IR S R R VR B Mp=43-47°C ;'H NMR (400MHz, CDC1,) 8 (FAEXBR-FF) TR TR A4
)8. 86 (dd, 2H), 8. 20 (dd, 1H), 8. 06-8. 12 (m, 3H), 7. 73(d, 2H), 7. 09—7. 15 (m, 2H), 6. 98 (dd, 1
H), 6. 89 (dd, 1H), 6. 79-6. 85 (m, 2H), 5. 21 (q, 1H), 5. 11 (q, 1H), 3. 36 (s, 3H), 3. 33 (s, 3H), 1.
99 (d, 3H), 1. 95(d, 3H) ; LC-MS (EST) :&F %} C,,H,.FN,0,S HITH 54 [M+H]", 346, WAL 346.
[0137]  SEZjds] VI :3-[1- £H (N- (CRIEWEM: —2- Jb ) — fidLff5 0 ) (AL ) 1-6- —H AL
nkmE (25) [

[0138]
(25)
S i
FF | s r'\ll
S
D
(F)
[0139] A HI L -25°CHI 5-(1- AR A - 43 ) 2- =& B FEkrg (0. 5g, 2. 25mmol)

I 2- ZRFFWEME (0. 37g, 2. 48mmol) F & FHE Bml) I 202 I N- S B B i
(0. 33g, 2. 48mmo1) , [F] I} 4 £F S IR & P I N B AE —22°C I -28°C 2 | [ VIR A
VOAZHAR S, ARG TR —/ . RNIRG WK BES A FHE T8 MgSoy)
G 2T AR AR A (PEBL :50%Et0Ac/ Tt , 100%Et0Ac) 2tk , 135
3-[1- &3 (N-(2- ZJFmEme ) - WA EESS ) (3L ) 1-6- = H A IEutkme (F) , Hoh 2 60 ] 44
(0. 37g, 45%) sM+H=371. 1,

[0140]

18
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(25)

[0141] 7 0 “C [i] 77%mCPBA (0. 34g, 1. 5mmol) T EtOH(5ml) H ¥ %5 & T i A % 1% 27
(0. 42g, 3. Ommo1) T-7K (5ml) PRI, SR Sa ikt 20 438 o I P AN 3-[1- &5 (N-(2- 2%
FRmEmE ) - AR IESE ) (FSE) 1-6- =g A SEmEme (F) (0. 37g, 1. Ommol) F EtOH (5m1) H 1%
W ARG TE OCHERE 1 /NI o ONVRA YRS 21, ¥ Al s yF =& F ke (100ml) 1,
HitpE DR el k. BARIEHIFRGE R T . M- ErER A AR (BEBLF :30-50%Et0Ac/
Copt ) gifl, 1330 3-[1- &5 (N-(2- 2R FFmEm ) - T BE 5L ) ( 3L ) 16— — 3 FF L ke
(25) 19 3:2 JAEXT WL A AR VR A4, HOR T @[ & (0. 073g, 18%) » 'H NMR( 8, CDCL,) -
8.81(d, 1H),8.79(d, 1H), 8. 1 (m, 2H), 7. 7 (m, 6H), 7. 3 (m, 4H), 5. 3 (m, 2H), 3. 3 (s, 3H), 3. 2(s
, 3H), 2. 0 (m, 6H) »

[0142]  SE it 451 VIT :3-[1- £ 38 (N-((4- — & I 3L ) memp —o- FL ) - f B i L) (A
) 1-6- = FRAEE (26) [IH

[0143]

0
F 1
F
F nf/ N ifj>k_7<
F 8 / F F
(26)
Y
F
F
F N/ N ift>—7<
(@)

[0144]  [MAHIZ -25°CI1Y 5-(1- A - 438 ) 2- = F A EEAMLmE (0. 5g, 2. 25mmol) Al
2- G 4 = P EEEME (0. 42¢, 2. 48mmol) TS H %t (8ml) WA P 218 I N- 5
BEHIEERZ (0. 33g, 2. 48mmol) , [F] B 4EHF I NIR-G VI W SR AE —22°C Al -28°C 2 [f]. ¥
RNAR G BN IR AT =0 R G R — /D ONIRG P KBS, — P =%
(MgS0,) , ik yEFF Ik 4a 2T . MW (BeEliF) :50%Et0Ac/ Cpt , 100%EL0AC) 4L
1, 15380 3-[1- 45 (N-((4- =) meme —2- JL ) - Wil sE ) (F&E)]-6- —mFE
e (G), HoAh s @A (0. 81g, 93%) ;M+H=288. 1.

[0145]
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A
59 W
N \\/ﬂ
F s F
(26)

[0146] 7F 0 ‘C [ 77%mCPBA (0. 69g, 3. 14mmol) T EtOH(m1) ' ¥ ¥ W 7 W A
K,CO5 (0. 87g, 6. 3mmo1) 7K (5ml) H B W, 2R Ja P #k 20 2 Bhe A I 3-[1- &
B (N-((4- = 50 R 36 ) W M —2- 3 ) - W 6 BE ) (FF 5 ) J-6- = A 3Ltk ne (6)
(0. 81g, 2. Immo1) F EtOH(5m1) I, R JG1E OCHiFE 1 /M. RINVIBG R4 2T,
WA EEARE T T (100ml) A, FFd g8 LLER 2 flik . WEEMERIFRGE R T. ™
MAERER AL RS (PEBIF :30-50%Et0Ac/ bt ) 4lifk, 133 3-[1- &5 (N-((4- =F/FE)
e —2— 35 ) - IR 5L ) (2R ) J-6— =g A ZEnkRE (26) 1 3:2 EXTH R AR RKITRE 54,
Hoh LR R (0.073g, 18%) » 'H NMR (8, CDC1,) :8. 6 (d, 1H), 8.6(d, 1H), 8. 1 (m, 2H), 7.7
(m, 2H), 7. 1 (m, 2H), 5. 1 (m, 2H), 3. 3 (s, 3H), 3. 2(s, 3H), 1. 9 (m, 6H) ; M+H=404. 1,

[0147] S VITT :5={1-[ B (4-(U- R FE )1, 3-WEme —o- 3£ ) M3 ] &
T -2-(C=HF I ) ke 27) [KHlLE

[0148]
(@)
[l
>((\\;(LIS
F N
: T
F S
@n
9 1) TFAA, DCM, 0°C Q
SN ﬁ/ 2) K;C0O,, MeOH *’g,ﬁ N 8
F | N/ N\CN F N/ II\LH
Fe F e
(H) (E)
[0149]  [1-(6— = I FEmEmE 3-3%) & J(FE)-F4 -2 -WMERANE ) WwE

F] W02007095229 ( S jti 4 11) A prik i & . 76 0°C 7] i #F E’Jﬁ%ﬁéﬂﬁ (H) (5. 0g, 18mmo1)
T+ CH,C1, (300mL) A s ¥ — 3 SR BT (7. 5L, 54mmol) o AT VR A WAE 200 ) MY H 31| 7
BEA 0 FE (28 TLC BRI N 2h) o o NIR -G Y) E 2 W45, v+ B (125mL) 1, 48 Ji5 H
K,CO, (12. 5g, 90mmo1) ALFE, fHVRAWESRAFE HBFERNEFE (4 TLC IR 2h) . A
SN RE L E, s, AR IE A (NI - Okt ) giidk, 53] 5-[1-( PEREBEGE) &
5 1-2- —HRELnE B), Hoh A @aEA (3.5, 77%) « 'H NMR (400MHz, TAEE -Dg) & (AR
W AR AR VRS ) 8. 9 (s, 1H), 8. 2(m, 1H), 7. 9(d, 1H), 4. 6 (g, 1H), 2. 8 (s, 3H), 1. 8(d, 31) ;
LC-MS (EST) WRIMAL [M]7252. %F5%F CH,,FN,08 [ 84l =252,

[0150]

20
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Crsd)

o]
0 0&{\”\ 2
| X & s | X 5
It
s Mu o THEDWE N ”\H/N\fmoc
Fr 80°C Fg s

(E) )

[0151] R WL BiFE 1% 50mL [R G (RBF) b, fE =M 5-[1- (R EBENEE) &
H 12— SR EEMLE (B) (0. 236g, 0. 937mmol) ¥ T 5: ITHF:DMF (21mL) 1., $535K S
EglE (0. 368g, 1. 3lmmol) HNE & BN, SR G4 R NR-G WA 80°CHIREF 12h, —
OISR, R G BEIN IR, Jef5 H EtOAc b K # . /KZH EtOAc 2L, A
AV, HERKPES, &K Nay,S0, T3, 138, 28 o B8k 4s . Y& Eataife, 13 2
s (1), Hop sk (0. 297g, 59%) » 'H NMR (400MHz, CDC1,) 6 ( AEXT W SRR VR &
#))8. 84 (s, 1), 8. 36 (g, 1H), 8. 22(d, 1H), 7. 69 (q, 4H), 7. 75 (t, 1H), 7. 43 (t, 2H), 7. 34 (¢, 2
H), 5. 04&4. 80 (m, 1H), 4. 49&4. 26 (m, 3H), 3. 50&3. 43 (s, 3H), 1. 97 (m, 3H) : LC-MS (EST) + W1
{8 [M+H]'534. 43T Coull,FoN,0,S, [T =533

[0152]

20%%%/DMF
iR | Ry

=0

X

F l B b}
N

\“/N\fmoc N T

Fg S S
(¢ o))

[0153]  FELEAH WLy HiHEAR 1 5mL RBE 1, 7 S G REE N (1) (0. 100g, 0. 187mmol) ¥ T
2mL WRIE /DMF o[RS BEAT Hibe . — EUIAGEI, IR- S B AW 4q . A A ik aidl, 15 3
g (1), HAK AR (0.043g, 74%) . 'H NMR (400MHz, CDC1,) 8 ( FEXT B A4 AR IRTR &
) )8.86 (s, 1H), 8. 10 (m, 1H), 7. 76 (m, 1H), 6. 09&5. 94 (m, 1H), 3. 52&3. 24 (s, 3H), 1. 88 (d, 3H
) ;LC-MS (EST) :MIAE [M+H]"312. 1o %FXT CoH W F N0, [T 441 =311.

[0154]
=5
N
F

F

O

Q

g ¥ & P P F ! \: N/
\g/N F/©)K/ EtOH, 80°C ol N T},@F

) @7
[0155] [T ZENG () (50mg, 0. 2mmol) + £ EE (ImL) (R IR —4- 5K S
(40w L, 0. 2mmo 1) , 2R J5 B R NVIR G AL T0CHEHE 4 /DI o SR JEH RNVIR G GA, R G &
titaith, 1538 5-{1-[ 3L (4- (- F2EFE ) -1, 3-meEme —2- L) mEfEE ] 23 ) 2-( =
IR ) mEeE (27), H A A E 4 =29mg (42%) » mp=89-94°C . "H NMR (400MHz, CDC1,) & (1:1
(TP b 0 Il S AR RTTR -S4 ) 8. 83 (s, 1H), 8. 77 (s, 1H), 8. 11 (m, 2H), 7. 73-7. 80 (m, 6H) , 7
.05-7. 11 (m, 4H), 6. 86 (d, 2H), 5. 28 (g, 1H), 5. 17 (g, 1H), 3. 28 (s, 3H), 3. 17 (s, 3H), 2. 00 (d,
3H), 1. 94 (d, 3H) ; LC-MS (ESI) % %f CgH, F,N,0S, HIHH4 4 [M+117, 430, WLI{E 430,
[0156] K 3- L&Y

=0

i
1

g=de7

4
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[0157]

e b
“l;‘

®E

£ -4

28

AR Gk, 1:1 8 AR et Rk R
M AR A4, 'TH NMR (400
MHz, CDCl3) & 8.79 (s, 1H), 8.73
(s, 1H), 8.09 (d, 2H), 7.74 (m, 2H),
6.28 (d, 2H), 5.25 (q, 1H), 5.14 (q,
1H), 3.20 (s, 3H), 3.08 (s, 3H), 2.63
(m, 4H), 1.96 (d, 3H), 1.90 (d, 3H),
1.26 (m, 6H); LC-MS (ESI): 4txf
C14H7F3N;08, 893t B8 [M+1]",
364, YLME 364.

29

#BEER, mp = 144-148°C. 111 8
AP At e Ak 8y iR A4 TH
NMR (400 MHz, CDCl3) & 8.80 (s,
[H), 8.68 (s, 1H), 8.11 (dd, 1H),
8.05 (dd, 1H), 7.77 (d, 1H), 7.71
(d, TH), 6.29 (d, 2H), 5.37 (q, 1H),
5.24 (q, 1H), 3.24 (s, 3H), 3.07 (s,
3H), 1.96 (d, 3H), 1.87 (d, 3H),
1.32 (s, 9H), 1.30 (s, 9H); LC-MS
(ESI) ’%‘f'ﬁ C16H21F3N3OS;3 é{!ﬂ'
Fa M+, 392, WLA4E 392.
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[0158]

30

it FA
Q
N
F |/ l|\|| N FF
N =
Fr E/ —F
F

B E B4R, mp = 95-100°C. 131 4%
B AY 4 At mh F A R 4R A 4, 'H
NMR (400 MHz, CDCls) & 8.79 (s,
1H), 8.67 (s, 1H), 8.08 (dd, 1H),
8.02 (dd, 1H), 7.78 (d, 1H), 7.73
(d, 1H), 7.20 (d, 2H), 5.29 (q, 1H),
5.19 (q, 1H), 3.28 (s, 3H), 3.10 (s,
3H), 1.97 (d, 3H), 1.87 (d, 3H);
LC-MS  (ESID) LA
CuHpFN308, &) 3 A {4
[MF+1]", 454, ML/E 454.

31

FE ke, 121 49 mAt Akt R
MR By A4, TH NMR (400
MHz, CDCls) 8 8.80 (s, 1H), 8.68
(s, TH), 8.11 (dd, 1H), 8.05 (dd,
1H), 7.76 (d, 1H), 7.72 (d, 1H),
6.54 (d, 2H), 5.33 (g, 1H), 5.25 (q,
1H), 3.30-3.36 (m, 4H), 3.17 (s,
3H), 3.08 (s, 3H), 1.96 (d, 3H),
1.87 (d, 3H), 1.55 (s, 12H), 1.17
(m, 6H); LC-MS (ESI): 43t
CriHaaF3N3 058, 893 FAAL[M]"
421, YLWMA 421,

32

& EEAR, mp = 102-106°C. 1:1 4%
GERE g $ nE R S
NMR (400 MHz, CDCl3) & 8.78 (s,
1H), 8.72 (s, 1H), 8.05 (m, 2H),
7.76 (d, 1H), 7.72 (d, 1H), 6.28 (s,
IH), 6.25 (s, 1H), 520 (g, 1H),
5.09 (q, 1H), 3.17 (s, 3H), 3.04 (s,
3H), 1.94 (d, 6H), 1.84-1.90 (m,
2H), 0.81-0.90 (m, 8H); LC-MS
(ESIy: 4t2f Ci5HieFaN;08, 893t
FARM]Y, 375, SLMA 375.

33

F& & BUK, mp = 178-182C, 1:1
& B A AF AT Bk S A AR B A
'H NMR. (400 MHz, CDCl3) & 9.09
(s, 2H), 8.84 (s, 1H), 8.76 (s, IH),
8.54 (s, 2H), 8.07-8.12 (m, 4H),
7.76 (dd, 2H), 7.35 (s, 2H), 7.04 (s,
1H), 7.02 (s, IH), 523 (q, 1H),
5.17 (g, TH), 3.30 (s, 3H), 3.19 (s,
3H), 2.01 (d, 3H), 1.96 (d, 3H);
LC-MS  (ESD 2 zf
Ci:HiFsN,OS; #4931 B4 [M+H],
413, MLRE 413,

34

Az bkl 101 ¢ FAR R ek F
Mk eg A%, '"H NMR (400
MHz, CDCls) & 8.84 (s, 1H), 8.79
(s, TH), 8.62 (s, 4H), 8.11 (m, 2H),
1.74-7.79 (m, 6H), 7.24 (s, 1H),
7.22 (s, 1H), 5.18 (q, 1H), 5.09 (q,
1H), 3.31 (s, 3H), 3.20 (s, 3H), 2.00
(d, 3H), 1.97 (d, 3H); LC-MS
(ESI): #F2f Ci7HysFsN4OS, #9141
BAEIM]T, 412, VLA 412,
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35

DR,
PEARS
N s

B EE K, mp = 134-141°C. 131 &)
AT JE 3T s FAH R 6 RS, H
NMR (400 MHz, CDCl3) & 8.85 (s,
1H). 8.79 (s, 1H), 8.60 (s, 2H), 8.12
(dd, 2H), 7.95 (dd, 2H), 7.73-7.79
(m, 4H), 7.57 (d, 2H), 7.20 (m,
2H), 5.27 (q, 1H), 5.20 (m, 1H),
3.29 (s, 3H), 3.19 (s, 3H), 2.00 (d,
3H), 1.94 (d, 3H); LC-MS (ESI):
4 2F CiyHFaN4OSy 9 3t B 1A
[M+H]", 413, AMLl{A 413.

sl

= s N ';
F/A\Y s
N/ o) N—<S|
F F

& Bk, 101 Y AFR e ek R
M4k 85 %44, 'TH NMR (400
MHz, CDCl3) 3 8.80 (s, TH), 8.72
(s, 1H), 8.11 (d, 1H), 8.06 (d, 1H),
7.73 (dd, 2H), 7.23 (m, 2H), 6.90
(m, 2H), 5.42 (q, 1H), 5.31 (g, 1H),
3.24 (s, 3H), 3.07 (s, 3H), 2.31 (s,
3H), 2.278 (s, 3H), 2275 (s, 3H),
2.26 (s, 3H), 1.94 (d, 3H), 1.87 (d,
3H), LC-MS (ESD) : 4t =t
CisHFsNs08; 49 3t B 4d
[MH+H]", 446, JLRE 446,

37

X Br
l D //S\:( /NJ/ES\;
o N
F. NK _<s ‘
E

& & B4k, mp = 160-165C. 1:1 %
PR AR A e A R 6y iR A4 TH
NMR (400 MHz, CDCL) 8 8.86 (s,
1H), 8.74 (s, 1H), 8.13 (d, 1H),
8.07 (d, 1H), 7.79 (d, 1H), 7.74 (d,
1H), 7.07 (m, 2H), 6.97-7.00 (m,
2H), 6.77 (s, 1H), 6.74 (s, 1H), 5.40
(q, 1H), 5.25 (q, 1H), 3.31 (s, 3H),
3,13 (s, 3H), 1.99 (d, 3H), 1.80 (d,
3H); LC-MS (ESI) : 4t 5f
C16H1sBrFsN3OS; 8931 F4E [M],
496, XLMAA 496.

38

/S
h //S‘\( NS
F A N
N S
F

& & B, mp = 168-173C. 1:1 #
Pt AE 2} He MR 8R4 'H
NMR (400 MHz, CDCl3) & 8.83 (s,
1H), 8.76 (s, 1H), 8.12 (d, 1H),
8.09 (d, 1H), 7.78 (d. 1H), 7.73 (d,
IH), 7.62 (m, 2H), 7.39 (m, 2H),
7.31-7.35 (m, 2H), 6.79 (s, 1H),
6.77 (s, 1H), 5.33 (g, 1H), 5.20 (q,
THY), 3.27 (s, 3H), 3.15 (s, 3H), 1.99
(d, 3H), 1.92 (d, 3H); LC-MS
(ESI) gl C1eH14F3N308;5 é"ﬁ’ﬂ"
EAEIM]Y, 417, ALMAE 417,

39

I

e o

_ O,/S\\N_</N])\s
s

F N S

1B & B R, mp = 163-167°C. 1:1 &)
# et B S Ak e a4 'H
NMR (400 MHz, CDCl3) 6 8.88 (s,
1H), 8.79 (s, 1H), 8.15 (d, 1H),
8.09 (d, 1H), 7.81 (m, 2H), 7.75 (d,
2H), 7.43 (s, 1H), 7.41 (s, 1H), 7.32
(d, TH), 7.29 (d, 1H), 5.41 (q, 1H),
5.23 (q, TH), 3.28 (s, 3H), 3.16 (s,
3H), 2.00 (d, 3H), 1.91 (d, 3H);

24




CN 103641826 A

it BA

et

22/65 1

[0160]

40

LC-MS  (ESD 4 2
CisHpaFaN,OSy 89 3 B i
[M+H] , 419, JLAHE 419,

% kR, 1 A e ] me
MR8y A 4, 'H NMR (400
MHz, CDCl) & 8.82 (d, 1H), 8.79
(s, 1H), 830 (dd, 2H), 8.11 (dd,
2H), 7.90 (dd, 2H), 7.73-7.78 (mn,
4H), 7.37-7.46 (m, 4H), 6.99 (s,
IH), 6.97 (s, 1H), 532 (q, 1H),
5.24 {q, TH), 3.27 (s, 3H), 3.18 (s,
3H), 1,99 (d, 3H), 1.95 (d, 3H);
LC-MS  (ESI) 4 %
CooH FiN308;3 894 A M+H]
468, SLM/E 468,

41

B & E AR, mp = 124-1287C. 1:1 44
P AE s F MR e RS TH
NMR (400 MHz, CDCl;) 8 8.88 (s,
1H), 8.77 (s, 1H), 8.15 (dd, 1H),
8.09 (dd, 1H), 7.81 (d, 1H). 7.75
d, 1H), 7.10 (dd, 2H), 6.87 (d,
1H), 6.85 (d, 1H), 6.78 (s, 1H),
6.75 (s, 1H), 5.42 (g, 1H), 5.27 (s,
IH), 3.29 (s, 3H), 3.15 (s, 3H), 2.01
(d, 3H), 191 (d, 3H): LC-MS
(EST): #13] C16H4CIFsN;08; 694t
HAR [MIH]Y, 452, WLMMA 452,

42

FEaRM., 1:1 MR Fdpatak S
Mtk 8y 44, 'TH NMR (400
MHz, CDCly) § 8.84 (s, 1H), 8.80
(s, 1H), 8.12 (s, 1H), 8.10 (s, 1H),
7.75-7.81 (m, 6H), 7.44-7.46 (i,
4H), 7.31 (d, 2H), 6.80 (s, 2H),
5.13 (q, TH), 5.05 (q, TH); 3.29 (s,
3H), 3.19 (s, 3H), 2.00 (d, 3H),
1.97 (d, 3H); LC-MS (ESI): 4taf
CoiHpCIRNGO:8, 8 31 B 1
[MIH], 513, MARME 513,

1.1 8% #ft 3F 2f sk F M AR AW
"H NMR (400MHz, CDCls) 6 8.84
(d, 1H), 8.79 (d, 1H), 8.11 (m, 2H),
7.90 (m, 4H), 7.77 (m, 2H), 7.65
(m, 4H), 7.10 (s, 1H), 7.08 (s, 1H),
5.15 (m, 1H), 5.07 (m, 1H), 3.29 (s,
3H), 3.19 (s, 3H), 2.0 (d, 3H), 1.96
(d, 3H); 4F#T CioHysFNLOS, #9/%
At EARIMEHT S 437, LA
437. Mp = 78-80°C

44

E
E
F l\ 5
F 2 ON__N _
N = =N
F \g/
E

32§ FARAE AT s M RO A
'"H NMR (400MHz, CDCly) 6, 8.84
(d, 1H), 8.76 (d, 1H), 8.10 (m, 2H),
7.77 (d, 1H), 7.73 (d, 1H), 7.84 (m,
6H), 6.95 (s, 1H), 6.92 (s, 1H), 6.86
(m, 2H), 5.85 (m, 1H). 5.23 (m,
1H), 3.86 (s, 3H), 3.86 (s, 3H), 3.28
(s, 3H), 3.15 (s, 3H), 1.98 (d, 3H),

25
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.90 (d, 3H); 4 =zt
CioH1gF3N3 058, 89 /R 4 3 FE 1A
[MtH]", 442, SL#E 442, Mp =
107-110°C.,

45

11 &Y AP AR 2t Bk S AR AW
'H NMR (400MHz, CDCLy) § 8.83
(d, 1H), 8.78 (d, 1H), 8.11 (m, 2,
7.91 (m, 4H), 7.75 (m, 2H), 7.63
(m, 4H), 7.06 (s, 1H), 7.03 (s, 1H),
5.22 (m, 1H), 5.12 (m, 1H), 3.29 (s,
3H), 3.18 (m, 3H), 1.99 (d, 3H),
1.95 (‘d, 3H); ’%’1’5('1— C19H15F6N3()32
By R A [MAH], 480, WL
SMAE 480, Mp = 124-127°C

46

1:1 &9 PAY 3k & B R RS
'H NMR (400MHz, CDCl) 3 8.83
(d, TH), 877 (d, 1H), 8.13 (dd,
1H), 8.09 (dd, 1H), 7.75 (m, 6H),
6.91 (m, 4H), 6.80 (s, 1H), 6.77 (s,
1H), 5.87 (m, 1H), 5.24 (m, 1H),
4.07 (m, 4H), 3.27 (s, 3H), 3.15 s,
3H), 1.98 (d, 3H), 1.90 (d, 3H),
1.41 (m, 6H); £+ 2t CopHooFaN3
0,8, 89 /f 367+ BB [MHH]". 436,
FLAE 456, Mp = 105-110°C.

47

48

1:1 4 f AR af o KR A
"H NMR (400MHz, CDCls) 8 8.83
(d, 1H), 8.76 (d, 1H), 8.10 (m, 2H),
7.75 (m, 2H), 7.61 (m, 4H), 6.83
(m, 2H), 6,78 (s, 1H), 6.76 (s, 1H),
5.99 (s, 2H), 5.98 (s, 2H), 5.81 (m,
1H), 5.20 (m, 1H), 3.27 (s, 3H),
3.15 (s, 3H), 1.98 (d, 3H), 1.91 (d,
3H); 414 CigHi6F3N; 058, 895 3%
it AR [MHH] 456, SR 456,

L1 ¢ P FbaE & s St M AR RS
"H NMR (400MHz, CDCl3) & 8.83
(d, 1H), 8.78 (d, 1H), 8.12 (m, 2H),
7.75 {m, 2H), 7.40 (m, 2H), 7.84 (s,
2H), 6.90 (m, 2H), 6.82 (s, 1H),
6.79 (s, 1H), 3.29 (m, 1H), 5.18 (m,
1H), 3.95 (s, 3H), 3.94 (s, 3H), 3.92
(s, 3H), 3.91 (s, 3H), 3.26 (s, 3H),
3,16 (s, 3H), 1.98 (d, 3H), 1.92 (d,
3H); 4% CogHagF3N3048, 897 1%
EAE[MAH], 472, SLBA 472,
Mp = 153-160.

49

11 & A Ar 3k & we o R A
'H NMR (400MHz, CDCL) 5 8.84
(d, 1H), 8.80 (d, 1H), 8.24 (m, 4H),
8.12 (m, 2H), 7.95 (m, 4H), 7.77
(m, 2H), 7.17 (s, 1H), 7.14 (s, TH),
5.14 (m, 1H), 5.06 (m, 1H), 3.30 (s,
3H), 3.20 (s, 3H), 2.01 (d, 3H),
198 (@ 3H: 4 #
CigHsFaN4O5S, 49 A 3 it B 1L

26
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[M+H]", 457, SLRM4E 457,

1:1 &9 AT 4F 2T Bk S 4R SRS 4h
"H NMR (400MHz, CDCls) & 8.83

50 E (d, 1H), 8.78 (d, 1H), 8.10 (m, 2H),
S O..,,’ 7.75 (m, 2H), 7.67 (m, 2H), 7.66

F N7 NY/N el (m, 2H), 7.83 (m, 2H), 6.91 (s, 1H),

F W/ 6.89 (s, 1H), 5.24 (m, 1H), 5.13 (m,

1H), 3.27 (s, 3H), 3.16 (s, 3H), 2.11
(m, 6H), 1.98 (d, 3H), 1.93 (d, 3H);
Arat CioHpCIFsN;OS, 898 it
FE [MHH]Y, 460, WA 460.
11 &4 #R AT 4F 3T Bk e M AR a4
"H NMR (400MHz, CDCl3) 6 8.83
E (d, 1H), 8.76 (d, 1H), 8.10 (m, 4H),
7.75 (m, 2H), 7.42 (s, 1H), 7.40 (s,
1H), 7.30 (m, 2H), 7.00 (m, 4H),
5.13 (m, 1H), 5.29 (m, 1H), 3.95 (s,
3H), 3.94 (s, 3H), 3.27 (s, 3H), 3.14
(s, 3H), 1.97 (d, 3H), 1.89 (d, 3H);
A CioHisFsN3 058, 89/ 354t B
{A[M+H]", 442, SLME 442, Mp
=72-77°C.
1:1 & F oAb AF 2f ok 54 RS W
'"H NMR (400MHz, CDCl;) & 8.83
52 _ E (d, 1H), 8.78 (d, 1H), 8.11 (m 2H),
I e 7.79 (m, 6H), 7.23 (m, 4H), 6.94 (s,
S = TH), 6.91 (s, 1H), 5.25 (m, 1H),
F 5.14 (m, 1H), 3.28 (s, 3H), 3.16 (s,
3H), 1.99 (d, 3H), 1.94 (d, 3H); 4t
%t CioHisFeN3O3S, 69/% 383t F48
[MHH]', 496, WLAMA 496. Mp =
90-95°C,
11 & BAR IF 2 ok e M AR R A
'H NMR (400MHz, CDCls) & 8.83
53 E (d, 1H), 8.77 (d, 1H), 8.11 (m, 2H),
8.01 (m, 2H), 7.77 (d, 1H), 7.72 (d,
e Y8 1H), 7.24 (m, 2H), 6.55 (m, 4H),
N Y}Qo\ 542 (m, H), 5.27 (m, 1H), 3.92 (s,
F s 3H), 3.91 (s, 3H), 3.86 (s, 3H), 3.84
(s, 3H), 3.26 (s, 3H), 3.13 (s, 3H),
1.96 (d, 3H), 1.89 (d, 3H); 4r&f
CooHaoF3N3OsS, 89 /& 483t B 14
[M+H]", 472, SLR4E 472.

51

[0162]

[0163]  E=SLjfs] VITT A Ad A 42

[0164] St IX. 5= {[ A Ik [4-(4- AR NI )1, 3-meEme o FL | i L5 AL |
EV-2-(=HTE) nkre (54) HHI% .

[0165]

27
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(54)

Q $!

ﬁ Ve

(L)

[0166] v Bl 2 i ) B FEAR R VR 2 IR TR RIS SN T8 1L B HE A i N BR R
B (33. 2g, 240mmol) FAMLMELE (136. 5g, 160mL, 1. 92mol) , 4R i 415 B TR B 7E VKA il
A 0C, WL 3- FEMRE ) AEE (K) (50g, 480mmol) , 3% ik 2 Ay 4E 77 [
MNRFELE 0-T CHIER, B3R ORGSR E S B 16 N, it yEh 2
W AR I BR BT, JEDF A E4,0 PRk, BV AT e i 28 A iR 4a , 15 BRI s e, HL AR BRI
REEHRY . 4318 (108-110°C, 4mm Hg) 1331 63. 3g(83. 8%) 1-[3—( FIEEMZE ) N —-1- 44

] gk (L), 2o WA, 'H NMR(CDCL,) 8 6.29(d, 1H), 4. 06 (dt, 1H), 3. 16 (d, 2H), 3
.03 (m, 41), 2. 04 (s, 3H), 1. 85 (m, 4H) . GC-MS (E1)m/z157 (M) »

[0167]
+ NH,OA¢ S
AT e (T

L (M) ()
[0168] i) P 2% fl ) B A2 L 3 R S VLS VRN SN T8 1L R B P InAN 4- &
AL L L1 =T -3 M —2- il (M) (67. 4g, 401mmol) A 133ml JosK £, 4R J5 ¥ 45 2
IS EAE KB TR A IR 0°Co [ E P w2 o 1-03-C M) N -1- 4
5] kg (L) (63. 0g, 401mmol, T 50ml JEK ZJE A BIES IR ) » T N TH 3 Ay A 7 S o3t
16 0-TCHIHEFE, BRI, B2 LLE (burgundy) IR SHEIFHRE 2 /NN
N SR (46. 3g, 601mmol) , SR J5 ¥ [ SR G AR I I H: 5 /i, 2R 5 7E = 1E i
FE 16 /NI o SIETEIEE 28 RAX B2, R AR T 1LEL,0 7, K (3x200mL) P, T4
(Na,S0,) , i 38, SR S 7R e fs 25 A LB 2 Et,0, 1921 83. 4g MnbRe , KGRt Ry dF
AT IEERE (Si0,, 25 — T0%Et0Ac/ ThE ) » £33 70. 8g (85%) 5—[ ( FZEMIZE ) A& ]-2-( =
L) mikrE (), RS R . TENMR (CDCL,) 8 8. 64(d, 1H), 7. 86 (dd, 1H), 7. 66 (d, 10
), 3.73(s, 2H), 2. 02 (s, 3H). GC-MS (E1) m/z207 () .

[0169]
= s HN=—=N R SE=N—=N  NalO, X Q:N_:N
I = PhI(OAG) | r ! RUCH:H;0 | |
Fe” N e N o &

3 3

~

(N) ©) (P)
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[0170] ) f5cL % 1 g 0 8 R 50RO DR 8 1L BRI B noN 5[ ( R ZEpidk ) /7
F]-2-( =ZFFE) ks (N) (50. 0g, 241mmol) & JiE (10. 1g, 241mmol) H1500ml F/K L i,
RJE R BRI BAE VKRB TV H 2 0°C o — IR Z LRI (77. Tg, 241mmol) , #4453 )
(13 - B LIRS YRR AR IR IFHRE 16 /NN o R RVIREGWH Okt (4x200mL) PE%, AR5
TE e 28 RAX B4, 1931 78. 3g KR i, Ho 8 (iR o Ry R A 2t (55°C)
ek, SRJG T CH,CL, (650mL) Ao 20 L 25 i B RR 15 B MRS (L UTTE , W4 DEVBAE e G 28 R AN
ks, 52 Z (0) , HOARE iRy, HoA Ll — DA A .
[0171]  HEEE S A A (0) (59. 6g, 241mmol) ¥§ T 250m1 CH,CL, H, 2R Ji5 Wik in 21 fic £ 1
P HE MR VRO SF IRV R AUSON I 2L [T B, il pedfi th PsE 2 N T e iR
(77. 3g, 362mmo1) 7K (500mL) CH,C1, (500mL) F&4L%ES —H,0 (1. 36g, 6. Ommol) . K5 FHAH R 4%
TEEIEIZIBEFE 16 /NI, AR 5 ¥ 15 B B IR A Wi A IR 98 . B2 215
‘Mﬁ?ﬁ#tlﬂ I35 AH o ZKES L CHLC, (2x200mL) A5, & FF FIA ALA A H /K (2x250mL) $E
%, T (NayS0,) , FFid k. IREVERAH T e (150g) AbFE, SR fEEIRBEHE 15 738P.
ééuﬁﬁfzkﬂ%’én 13 B IR I (O R T8 B 25 R AN ke, 49 2L 4, L ARG P vk o ([
k. F EGORFES , 331 13. 1 (21%) 2k (k) {[6- (= FHE) ibme -3- 261 L) - A B
WaiE P), Hokelk At FE k. Mp=137-140°C . 'H NMR(DMSO-d,) & 8. 83 (s, 1H), 8. 20 (dd,
1H), 8. 05(d, 1H), 5. 27 (s, 2H), 3. 49 (s, 3H) « LC-MS (EST)m/z264 [M+H]", m/z262 [M-H] .
[0172]

P) Q)

[0173]  ALE&W) (Q) ARPESZHEH] VITT A BTk (4R AE & e 7035 0 6 B 4K . Mp=108-110C
'H NMR (DMSO-d,) 6 8.76(d, 1H), 8. 13(dd, 1H), 7. 96 (d, 11), 4. 58 (g, 2H), 3. 92 (s, 1H), 2. 85(
s, 3H). LC-MS (EST)m/z239 [M+H]", m/2z237 [M-H] ",

[0174]
8

Q_NH % Y _THF/DMF _ N H_N)L /U\ O
Ppeh Twe - L
@ (R)
[0175]  AL&4 (R) FRYESLHEH] VITT o Bl (R4 AE 5 1o 43 B AR 28 (IR . Mp=92-97C .
'H NMR (DMSO- dg) 6 11.18(s, 1H), 8.93 (s, 1H), 8.29(d, 1H), 7.98(d, 1H), 7. 91 (d, 2H), 7. 83(
d, 2H), 7. 43 (t, 2H), 7. 34 (dt, 2H), 5. 21 (d, 2H), 4. 33—-4. 24 (m, 3H), 3. 66 (s, 3H). LC-MS (ESI)
m/z520 [M+H] ", m/z518 [M-H] &
[0176]
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s 0
6]
/Ej/\%:NJ\N)LO .O 200%9%7% X
Fo” W O DMFE e N
(R) (8)
[0177] A& (S) MRSt VITT A BT ik (R4 E A il o 23735 A 1 ] 4K o Mp=107-109°C
'H NMR (CDC13> §8.82(s, 1H),8.11(d, 1H),7.76(d, 1H), 6. 36 (bs, 1H), 6. 19 (bs, 1H), 5. 52(d

, 1H), 5. 06 (d, 1H), 3. 39 (s, 3H) . LC-MS (EST) m/z298 [M+H] ", m/z296 [M-H] .
[0178]

s (o]
(e} Q 3
X Q:N)J\NHQ + B EoH N s |
)] —— ] N
EGT W o 70°C FC TN

o
I

() (54)

[0170]  5-{[ A3k [4-(4- FAREOREE ) -1, 3- MM —2- 3k J R fig 5 ] Bk ) -2-( =
AR ) mEnE (54) MR SR VITT b BTk B 46 & e 70 B O IR B 6 ] 1
Mp=158-161 ‘C. 'H NMR(CDC1,) 8 8.73(d, 11), 7.99(dd, 1H), 7. 76 (d, 2H), 7. 74 (d, 1H), 6. 9
2(dd, 20), 6. 83 (s, 1H), 5. 09(d, 1H), 5. 01 (d, 1H), 3. 84 (s, 3H), 3. 24 (s, 3H). LC-MS (EST)m/
2428 [IM+H] ", m/2426 [M-H] .

[0180] 3K 4- L EW)
oMb | 8 &E %X
[o181] 5
G &0k, MP 126-128°C. '"H NMR
N (CDCly) & 8.70 (d, 1H), 7.98 (dd,
55 Fo SI_N_<\N]>(F F 1H), 7.75 (d, 1H), 7.19 (d, 1H), 5.06
h N ¢ (d, 1H), 4.88 (d, 1H), 3.26 (s, 3H).
F LC-MS (ESI) m/z 390 [M+H]", m/z
388 [M-HJ.
[0182] & & 4R, MP 114-116°C. "H NMR
i 8 (CDCly) & 8.82 (s, 1H), 8.20 (dd,
56 Ry : T—“‘<\N]\/ F 1H), 8.02 (d, 1H), 6.75 (s, 1H), 5.44
N (s, 2H), 3.68 (s, 3H), 2.56 (q, 2H),
F 1.16 (s, 3H). LC-MS (ESI) m/z 350
[M+H]", m/z348 [M-H].
[0183]  F=sLjafs] IX WP s FH iz 4e
[o184] St X.5—{[ A IL [4-(4- PRI KIF)-1,3-memp 2-FE Tz | A

3L -2- Flkwe (57) KA -
[0185]
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[o186]  AL& 4y (V) ARIESLHB VITT b ik (0545 & o 70 BN 1 S 44 Mp=132-135C
"H NMR (DMSO-dg) 6 8. 43(d, 1H), 7. 90 (dd, 1H), 7. 56 (d, 1H), 4. 48 (d, 1H), 4. 41 (d, 1H), 3. 83 (
s, 1), 2. 81 (s, 3H) o LC-MS (EST)m/2203 [M-H] .

[0187]

S
N

N THF/DI\/IF . i
C, ‘T‘ e T /[j/\ = .Q
Q' ()

W)
[ote8] b &4y (W) MR 5 & jl B VITT rp Br ik (9 3% 18 & e 20 1 O % 3 €8 0 3K
Mp=98-101C, 'H NMR(DMSO-dg) 8 11. 15(s, 1H), 8. 56 (d, 1H), 8. 05 (dd, 1H), 7. 90 (d, 2H), 7.
84(d, 2H),7.59(d, 1H), 7. 44 (¢, 2H), 7. 34 (dt, 2H), 5. 09 (s, 2H) , 4. 32-4. 26 (m, 3H), 3. 61 (s, 3

H) o LC-MS (EST)m/z486 [M+H]", m/z484 [M-H] .
[0189]

==AN==)

o]
= N)k /lL .O 20%7% X
| P l DMF | P
o N ‘|ii> & N
W) X
[0190] AL &) (X) M3 40 = i 45 VITT A o iR 1 3 4E & . 70 B8 08 3 88 8 8] 1K
Mp=155-158C. 'H NMR (DMSO—dG) §8.51(d, 1H), 8. 12(bs, 1H), 7.99(d, 1H), 7. 96 (d, 1H), 7.
61(d, 1H), 5. 21 (s, 2H), 3. 36 (s, 3H) . LC-MS(EST)m/z264 [M+H]", m/z262[M-H] ,

[0191]
X ~£ N’ /I:i:]/ﬂ\v/ _EtOH _ L N—ﬂ@
cy/ﬂi;;J//\\l 70°C ”I:;i]//\\‘ §

X) &7)
lo192]  5-{[ A2 [4-(4- AL AIE ) -1, 3- W —2- 3k ] Rl AL Jf5 56 ] AP 2% ) -2- Galnit
WE (57) AR S VITT o BTl A4 & e 70 B 8 MRS i 4. Mp=160-163C.
NMR (CDC1,) 8 8.39(d, 1H), 7. 78-74 (m, 3H), 7. 38 (d, 1H), 6. 92(d, 2H), 6. 82 (s, 1H), 4. 94 (s,
2H), 3. 84 (s, 3H), 3. 21 (s, 3H) » LC-MS (ESI)m/2394 [M+H] ", m/z392[M-H] .
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[0193] XK 5-LEW
weHEmT | HEM b a7 X

W e E K, MP 122-125°C. 'H

” N ‘%;N _<\8]>/ | NMR (CDCly) & 8.36 (d, 1H),
| g £ |G 7.74 (dd, 1H), 7.39 (d, 1H), 7.17

E (d, 1H), 4.92 (d, 1H), 4.80 (d,

1H), 3.22 (s, 3H). LC-MS (EST)
m/z 356 [M+H]" . m/z 354

[0194] [M-HT.
8 &k, MP 114-116°C. 'H

N NMR (CDCly) & 836 (d, 1H),

59 @/\ T““‘<\N]\/ G 7.74 (4d, 1H), 7.38 (d, 1H), 6.31

o W7 (d, 1H), 4.88 (s, 2H), 3.14 (s,

3H), 2.63 (dq, 2H), 1.25 (s, 3H).
LC-MS (ESI) m/z 316 [M+H]",
m/z 314 [M-HT..

[0195]  G= sEjfs] X A4 H g fs

[0196] St 5] XT. 5= {1-[ B (4-(4- AR FEARIE ) 1, 3- WM —o- JL ) FHELAT AL | %
o -o-(FPE) akre 60) KHIK -

[0197]

nBILI

THF, -78 °C

(54) {60)

[0198]  7E -78°C Mk Jj e 6—{[ & [4-(4- FAEEEARI ) -1, 3 mEme —2— 5L ] fei 5
W2k 1 ARk} —2-( =93 ) mkrg (54) (0. 125g, 0. 29mmol) T-Jo7K THF (2mL) A (RIS
IINIE T ZE2E (0. 13m12. 5M (¥ CRE ¥ , 0. 32mmol) , 28 J& 453 2 48 (L s WiLAE —78°C i
FE 20 43P AL L (0. 046g, 0. 32mmol) , 2R J& K Jx MR & YR A 2 % . LC-MS 4
T R B R 13% B EREE SR R B ) fk . B R NVIR G EI R -78°C, I AN —HEIE T
FEAL (0. 13m12. 5M [ LR , 0. 32mmol) , ¥ [ IR G HitE 20 438h. IO I — LA
%t (0. 046g, 0. 32mmol) , ¥ K MR AW 2 % . LC-MS B/ B ik 65% B2 1) 5 A 24k
EW, UL 35% BT EEALA Y, FTiR BT AL G2 B IE T SRR S R e e B AR R T2
BRI . g R R G S B K R K, F ELOAC (2x10mL) 51, A ALAEH T8
(Na,S0,) , i 38, JF ka3 2R R . FAT PRE 1% (S10,, 0 2 100%Et0Ac/ Tkt ) » 15 2

32



CN 103641826 A OB B 30/65 i

24mgh—{1-[ %L (4-(4- FAEFEIRRE ) -1, 3- Mg —2- 3L ) RHILfHE 1 RE 1 2-( =/ HF
55 ) WERE (60) 1 55:45 (WP FTAEXT WA ARG ), HOOREEHRY) . 'H NMR(CDCL,) 6 8
.80 (s, 0. 45H), 8. 73 (s, 0. 55H), 8. 11 (t, 1H), 7. 78-7. 72 (m, 3H), 6. 96—6. 87 (m, 2H) , 6. 81 (s,
0. 45H), 6. 78 (s, 0. 55H), 5. 26-5. 21 (m, 0. 45H), 4. 96—4. 91 (m, 0. 55H), 3. 85 (s, 1. 4H), 3. 84 (
s, 1. 6H), 3. 27 (s, 1. 5H), 3. 10 (s, 1. 4H), 2. 51-2. 04 (m, 2H), 1. 43-1. 14 (m, 4H), 0. 92-0. 79 (m
, 3H) . LC-MS (EST)m/z484 [M+H] *, m/z482[M-H] .

[0199]  SEjifs] XT1. 5—{1-[ (5= "HL —1, 3— WM —2— L) (3L ) L5 | £FL 1 -2- (=
S - FIL) e 60 [H1EE

[0200]
S s N
N S
F

F

(61)

[0201]  (1)2- R -3- KRG % B ZIRELLZIR (1. 43g, 5mmol) T L (40mL)
o AR R NN ZRIE TS (1. 34g, 1. 33mL, 10mmol) o & MRHIHE: 5 K, I 3 E LL 22 1% )
DUVE . A NIRAPREAT ik Y8, SR J5 R MR NaHCO, (1 X 40mL) FHER/K (2X40mL) Peik. V&
H W) 4 Na,S0, T H, ik 38, g e bR 220 55 IR AGY) 1) GC-MS 73 i 2R 2- ¥R —3— RIE N
HHE— I W). (2) (61) WIHl& N-C A (FAQ) {1-[6-( =3 A ) - nkng -3-%& ] &
FE )= N - WSS ) AR (J) (100mg, 0. 321mmol) &% T EtOH (ImL) H, 2R JF I 2- R -3— 2
FENEE (82mg, 0. 385mmol, 1. 2 45 ) T EtOH(0. 6mL) P I 1 | N JR-A W) 78 =
FE 1h, R JE INFAZR IR IFOREE 30 73 Bh o JRBR W), B R Hi & M SOAE A (0K /
CNE) difb. 3T 5-{1-[ (56— FFk -1, 3- WEM —2- 8 ) ( L) g3t ] o4 1 -2-( =
R L) mkmg (61), R IR 2 (26mg, 0. 061mmo 1, 19%) , H: ky 4hJH BEA AT 1:1
A 0F me S AR 1 VR A Y. H-NMR (CDCL,, 400MHz) = 6 =1. 89 (d, J=7. 2Hz, 1. 5H, CHCH,, 3F
X e S Ry AR 1) 5 1.92(d, J=7. 2Hz, 1. 5H, CHCH,, 3 %f e 5 #) 14k 2) ;3. 09 (s, 1. 5H, S—CH,,
A X W R #4 A 1) ;3. 20 (s, 1. 5H, S—CHy, dE AF B 57 74 1 2) ;3. 94 (s, 1H, CH,Ph, 3E X it 7
M AR 1), 3.97 (s, 1H, CH,Ph, FE %f B 5 84 1K 2) ;5. 14 (q, J=7. 2Hz, 0. 5H, CHCH;, FE %] Bt 5
F 4k 1) ;5. 21 (q, J=7. 2Hz, 0. 5H, CHCH,, HE XJ B 5 #4) 4 2) ;6. 90 (s, 0. 5H, B Mg, FE X il
Jt 4 K 1) ;6.92(s, 0. 5H, ME Mk, HE X B 5 44 £4 2) ;7. 15-7. 37 (m, 5H, Ph) ;7. 71 (d, J=8.
2Hz, 0. 5H, AL we —C,—H, 4 X w S & 1K 1), 7. 72(d, J=8. 2Hz, 0. 5H, AL B¢ —C,—H, 9E X mi
S 4K 2) ;8. 09 (dd, °J=8. 2Hz, “J=1. 8Hz, 0. 5H, 0tk mE —C,—H, JF Xf mt 5 #) 14 1) ;8. 12
d, °J=8. 2z, ‘J=1. THz, 0. 5H, At B¢ -C,~H, 9 X} Wk 5 #y 1k 2);8.75(d, *J=1. 8Hz, 0. 51,
ML e —Co—H, AE X Wk 5 8 1K 1) ;8. 79(d, *J=1. 8Hz, 0. 5H, AL g —C,—H, A X W S 4 14
2) : ®C-NMR (CDC1,, 100MHz) : 6 =13. 8, 14. 2 (CHCH,, P4FfalE Xt w4444 ) ; 33. 2. 33. 3 (CH,Ph,
P i AE S i S 44 A ) 5 36. 5, 36. 8 (S—CH,, 1 Bt 4E XTI Bt 7 44 £& ) ;60. 8, 61. 6 (CHCH;, M
b A5 RF B e A4 44 ) 119. 5, 119. 6 (UL BE —C, Py Ffr A A ke 2 44 £4 ) 5 125. 6, 125. 7 (Ph, P4
i AE0F B S ) 44 ), 127, 2, 127, 3(Ph, PR Bp R XS B 2 44 44, 127, 5 (Ph, I A S 06 e S 4
), 130. 1, 130. 2 (Hfb g —C, MY AP AEXT B 44 ), 131, 1, 131. 5, CHLRE —C, 9 B 3 %5 ke
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FERAR ), 132.7, 133, 2 CEME 0 A 3508 B e fg 44 ), 137. 3, 137. 6 (HIEIE —C, 2 Fir 3 X ik
SR ) 137.9, 138, 0 (CWEME iy A= X0 i e g 4 ) 5 149. 2, 149. 4 CHEERE —C, 2 B E X ik
SRR ) 165, 6, 165, 8 (WEME PR AR XF R 5 4444 ) ; CFy, ARALI. UPLC-MS(ESTY) £ Xf
CioHioFsN0S, [ B THEAE : (M+H) :426. 1, WLI{E 426. 1, UPLC-MS (EST") 41X CioH,oFN;0S,
[ A - (M-IT) 2424, 1, WY 424. 1,

[0202]  SEjfs) XTTT. 5= {1-[ FE3E (5— AL —1, 3— WMk o 3L ) FlFLH5IE ] 236 1-2-(—

FTEE ) mfnE (62) [l %
A |
im N—<S 1

[0203]
F

(62)
[0204]  (1)2- R —2- ZRFELZBERIHIE B IREHZ % (1. 43g, 5bmmol) ¥ T ZM#F (40mL)
o, R JE AR TR S (1. 20g, 10mmol) o 7 25 3R e HF i 4 S, Wl 1) 2 b 22 R I DT IE o
X SN IR G W HEAT ik 38, SR 5 B A NaHCO, (1 X 40mL) MI#hK (2X40mL) $Edk. REY)
28 Na,SO, T, ik Uk, I B 590 IRGE )R GC-MS 23 i o 2— R —2- 2R % L
— . (2) (62) BIHlAS B N-CHF I (AR (1-[6-( =R P2 ) - kg -3-2& ] &
FE 1= A= WAL ) Bk (J) (100mg, 0. 321mmol) & VF T EtOH (1mL) v, 2R G I 2- VR —2- 2K
H 2B (64mg, 0. 321mmol, 1. 0 24 & ) T EtOH(0. 6mL) 7 [ . % NV IR & Wi =I5
LFE 2h, SR J5 InFA A R IR FF 30 43 BP9 Bk 2 W50 R AR AR W i) UPLC-EST/MS 43
TR (62) JLFERE M. AT BRIIRER TR, F R W2 i) & M AR A (K / &
) difh. KRG 5-{1-[ 3k 5- ZEEE -1, 3-mEmp —2- 35 ) BRI ] 28 1 2-( =/
3L ) mbwe (62), 2 3 E R X (66mg, 0. 161mmol, 50%) , H 4 &8V e AT 1:1 4EXT
e S A4 1K R VR A 4. "H-NMR (CDC1., 400MHz) = 8 =1. 92(d, J=7. 2Hz, 1. 5H, CHCH,, FF %} it &
Fa 44 1) ;1. 96 (d, J=7. 2Hz, 1. 5H, CHCH,, E XJ WR 7 #4 44 2) ;3. 11 (s, 1. 5H, S—CHj,, FE Xf it &7
F A 1) ;3. 21 (s, 1. 5H, S=CH,, JE X W 55 #4 1k 2) ;5. 14 (q, J=7. 2Hz, 0. 5H, CHCH,, FF X it 57
FAk 1) ;5. 24 (g, J=7. 2Hz, 0. 5H, CHCH,, FF % W 7 74 44 2) ;7. 29-7. 48 (m, 5H, Ph) ;7. 73(d, J
=7. THz, 0. 5H, MEIE —C,—H, HEXF B S A 4K 1), 7. 75(d, J=7. 8Hz, 0. 5H, AL IE —C,—H, FE X wl
SR R 2) 8. 05-8. 12 (m, TH ML e ~C,—H, =E XF B 55 74 14 1, 2) ;8. 78 (d, *J=1. 6Hz, 0. 5H Aif
WE —C,—H, JE X Wit S 74 44 1) ;8. 81 (d, “J=1. 6Hz, 0. 5H, Mt 1E —C,—H, JE %F e 5 44 14 2) ; &
e —H B 58 /F CHCl,— U6 T . "“C-NMR(CDCl,, 100MHz) : 6 =13. 8, 14. 3 (CHCH,, P Fit 3 Xf
[ S 1) 4 ) 5 36. 3, 36. 4 (S=CH,, P B e S 44 44 ) ;60. 6, 61. 3 (CHCH,, 9 it =JE Xof I S 44
) ;119. 4, 119. 6 (HERE —C, WyRPIEXTHE A 14 ) ; 124, 8 (Ph), 126. 20, 126. 21 (Ph, PyFHIE
TS RAR ) 5127, 7, 127. 8 (Ph, PHRPIEXT B #4448 ) ; 130. 9 CHRERE —C) ; 131. 2, 131. 3; (hik
WE —C, P i JE XF B S #4) 44 ) ;133 0 CE Mk ) 137, 2, 137. 3 (L BE —C, 2 T JE X ik 2 14
)5 149. 2, 149. 3(HERE —C, 2 B AEXT Wk 5 /44 ) ; 161. 0 (HEME ) ; 165. 6, 165. 8 (HEM: |, B
FhAEXT B A4 ) ; CFy, ARAGI . UPLC-MS (ESTY) %1% CygH,-FuN0S, BB & iH A (MHH) -
412. 1, MINAE 411. 8, UPLC-MS (EST) %1 %f C ol FN,0S, [ & i 848 (M-H") :410. 1, Wil
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8 410. 1.
[0205]  sjfsl XTIV, 5= {1-[ I3 (5— A& —1, 3— WEm —9- F£ ) FFLlmdt | 23 1-2-(—

TR ) nikeE (63)
e / \
. /\ _</ l
F

[0206]
F (63)

[0207]  (1)2- ¥R - NEERIHI % o IR LEZ IR (1. 43g, 5mmol) ¥ T LWk (40mL) H, 4R
Ja AR (581mg, 0. 72mL, 10mmol) o 7E 2 RHE 48h f&, WL 2 T L Z R M UTTE « X R Y.
TRE AT I UE, AR5 FI RN NalCO, KV (1X40mL) FIER/K (2X40mL) Pk, £ Na,S0,
TG, WGP GC-MS AT IESE 2— ¥R — NEEAE N 8 YMAAE T . (2) (63) [l
% LR SR LA A Ekgs (Liebig condenser) HEHYERE B 7318k (Vigreuxcolumn) )
25ml. [F B, B N-C 3L (AR ) (1-[6-( =H L) - nkme -3-3L ] 25 1 -2~
Bk ) #ilk (J) (100mg, 0. 321mmol) &% T BtOH(ImL) A, #RJ5 i A id & i 2- IR - A
T 4BE GnL, 58— 2 31F) TRER. @010 7E 3h WERkrEkolt. AHE, K
2Ky (distillation bridge) & # 4 [FIVE VA Bt 2T, 5 ) 4 19V A W0 I 44 2 [R1 3 1 fR
FF 30 70 8he B IR BR VAR R 2- R - TN, FHER R 1K) UPLC-ELSD/MS 73 #7
Wor (63) JLFEEE M. KT BREIRER R Ry s & AT AE K/ &
) alifh, RS 5-{1-[ P 5- AL -1, 3-mEm —2- 5 ) BRI ] 28 1 2-( =4/
L) nikeg (63), H 23 PR Y)IE X (65mg, 0. 186mmol, 58%) , 3L 2 HM i B A Al 3:5 A
X e S A4 A VR A . 'H-NMR (CDC1,, 400MHz) : 8 =1. 88 (d, J=7. 2Hz, 1. 12H, CHCH,, “E X}
i S 4 A 1) 5 1.92(d, J=T. 2Hz, 1. 88H, CHCH,, 3E Xt B 55 44 1K 2) ;2. 29(d, *J=1. 2Hz, 1. 88H,
e W —CH,, AF XF me 5 #) 1K 2);2.31(d, *J=1. 2Hz, 1. 12H, & M —CH,, JE %f mt 5 &y 14
1);3.03(s, 1. 12H, S=CH;, FE X Bt 5 # f& 1) ;3. 15(s, 1. 88H, S—CH,, FE X Bt 5 #4 &
2) ;5. 13(q, J=7. 2Hz, 0. 63H, CHCH,, FEXT B S 414 2) ;5. 24 (q, J=7. 2Hz, 0. 37H, CHCH,, JE X} ikt
SERIAE 1) ;6. 83(q, *J=1. 2Hz, 0. 63H, WEM: —H, JEXF B S 4 44 2) ;6. 86 (g, “J=1. 2Hz, 0. 37H,
e e —H, JE XF M S5 M) 4K 1) ;7.71(d, J=8. OHz, 0. 63H, A BE —C,-H, JE XF M S
A 2),7.73(d, J=8. OHz, 0. 37H, 0t B -C,—H, dE Hf . 5 K {4 1);8.04-8.09 (m, 1H nit
e —C,—H, AE X Wt 5 fy 14 1, 2) ;8. 73(d, *J=1. 8Hz, 0. 63H, A IE —CoH, AF XF B H #) 1k
2) ;8. 78(d, “J=1. 8Hz, 0. 37H, ik B¢ -C,H, FF XF Mt 5 #) & 1). C-NMR (CDC1,, 100MHz) -
6 =12. 0 ( M M —CH,) ; 13. 8, 14. 3(CHCH,, My Ffr 4 XT Wl 53 44 14 ) ; 36. 1, 36. 3 (S—CH,, P4 Fif
A 6 e 2 A4 1K ) 60. 4, 61. 0 (CHCH,, P A JE X W 5 44 44 ) ;119. 4, 119. 5 (L BE —C, P4
PR XS B A AR ) 1316 (5 FHK ), 132. 1 (5 F K ), 134.6( F&H K ), 134.6 (5 &
g ), 137. 1, 137. 3(HEBE —C, 2 B AE AF i 7 44 14 ) ; 149. 2, 149. 3(HbBE —C, 2 Pl JEXT B 7
Fay A ) 164, 7, 165. 0 (M, Py Ffr 3 0F R S A4 44 ) 5 CF5, RS I UPLC-MS (EST') : % X
Cy5HysFaN0S, B vHHAE (M+H") :350. 1, SLIAE 350. 4, UPLC-MS (EST) %1% C,H, ;F,N;0S,
[ A (M-HD) 348, 1, IIAE 348. 0.

[0208]  SEZjtife] XV. b—[1- (3L {5-[ ( FFALARAL ) AL 1-1, 3— wemp —2— JL | G S50 )
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LI 122- (=L ) nifme (64)
[0209]

/ﬁ\:\/ A
G 4 ]\/
5™ NS

(64)

[0210] (1) 2- ¥R -3-( FEEmEE ) NS & o IR EHZER (T15mg, 2. 5mmol) T &
% (20mL) A, ARG NN 3—( LRSS ) TAEE (521mg, 5. Ommol) o 7E IR BEFE LA, LI
BN Z R EIUTIE « X NIR-EPIHEAT I 38, S8 5 F N NalCo, 7K (12X 20mL) i #h7K
(2X40mL) ¥k IRAVE Na,SO, T4, Ik WRATYIH) GC-MS 73 #1 Eow 2- IR —-3— ( LA
) EEAME—I e WRBR SN 73 B 2- ¥R -3- ( TIEmIEE ) AREAE 5-10 73BN
FE HATHTH T Z IR RN . (2) (64) [FHl#5 4 N-(FZEE (B {1-[6- (=958 ) -t
WE-3-2E ] ZEE - M- WARE) R () (100mg, 0. 321mmol) &% T+ EtOH (ImL) 1, 4R )&
A 2= =3- (FIEERZE ) A% (4 65mg, 0. 35mmol, 1. 1 243 ) T-EtOH(0. 6mL) IV - 4
SRS AR BRI IR EF Lho SRR BR 2V, Tl A BRIBR AR 28 2 e SORAT il OK /
LNE) aifl. 45 5-[1- (I (5-[( AL ) 3L 1-1, 3— memp —2- 3L | madd)lsdk) &
12— (=P EE) meng (64) , 2R EMHRYIE (Tmg, 0. 018mmol, 5. 5%) , H A &M lig t4
F1: 1 AERT B SRR VRS 4. "H-NMR (CDC1., 400MHz) : 8 =1. 90 (d, J=7. 2Hz, 1. 5H, CHCH,,
AExf me A AA 1) ;1. 93(d, J=7. 2Hz, 1. 5H, CHCH,, 3 5% e S 44 44 2) ;2. 05 (s, 1. 5H, S—CH,, HF
X B S ) A4 1) 5 2. 07 (s, 1. BH, S—CH,, FE 4T R 5 44 44 2) ;3. 08 (s, 1. 5H, SO—CHs, FE X Bkt 7 14
A1) ;3. 17 (s, 1. 5H, SO-CH,, qE X RS 4 44 2) ;3. 70, 3. 72 (2H, S—CH,) ; 5. 08 (g, J=7. 2Hz, 0. 5
H, CHCHg, AE X W 57 4444 1) ;5. 17 (q, J=T7. 2Hz, 0. 5H, CHCH,, =% B 5 44 44 2) ;6. 97 (s, 0. 5H,
WE W, A B S A 4K 1) 57,00 (s, 0. BH, BE Mg, 3E X W 5 #4 44 2) ;7. 71 (d, J=8. 2Hz, 0. 5H,
it mE -C,—H, JE X Wk 5 8 4K 1), 7. 74(d, J=8. 2Hz, 0. 5H, 0tk Bg —C,-H, dF X B S #) 1K
2) ;8. 04-8. 10 (m, 1H, ALwE —C,—H, JAEXTHRSFAMA 1, 2) ;8. 75(d, *J=1. 8Hz, 0. 5H, MLIE ~CsH,
A X e S A4 4K 1) ;8. 79(d, “J=1. 8Hz, 0. 5H, MLIE ~Co—H, FEXT W 57 4444 2) ; UPLC-MS (EST)
B % €L HFN,0S, 1 5 & 1F & AE (M+H) :396. 1, M I {E 396. 1, UPLC-MS (EST) : 4 Xf
C,H-FN0S, TR FEAE (M-H) :394. 0, MLI{Y 394. 1,

[0211]  sizjitafsl] XVI. 7=[ (3 (SAR) (1-[6-( = FIE ) —mfme 3-FL ] £FL1-A°-
it ) ZAE 1-4, 56— — &0 [1, 3] WEM I [4,5-el[2, 1, 3] ZRFFHE W (65)

[0212]

N=-Q
= //S\\/ N N
> o N—
’ —~

FF

(63)
[0213]  # N-C I (A AR) (1-[6-( =M ) - mbwg -3- 25 ] £ 58 ) - A" WA 2k )
fit ik (J) (100mg, 0. 321mmo1) A1 5= ] -6, 7— — & & IF [c][1, 2, 5] W — Wk —4 (5H) - fid
(76. 6mg, 0. 353mmol, 1. 1 23 ) & V¥ T EtOH (L. 6mL) "o Hf S N IE & W) AE 2 3 FF 2h,
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SR T N E R AR 4 The BOARA H 0. 45 um JE Jo v 5 2% uk 2% 1 ik, JEAE —20°C
W Ar it . A T-LCRE (EAR) 1-[6-( =& P )-mkne 3-%£ ] £ -1
b 2k ) 2 gk 1-4,5- & [1, 3] ME M JF [4,5-e][2,1,3] K JFIE — M (65), B ¥k E (1
im K 7 X (T0mg, 0. 163mmol, 51%) , A 121 [ =E X W S Ay K (VR &4 (A0 e 1k ),
2ol pER 3L oy B, D BEA I BRIV, ARG B T . TH-NMR (DMSO-d,, 400MHz)
6 =1. 87(d, J=6. 9Hz, 1. 5H, CHCH;, JE XJ Wt 7 #4 £& 1) ;1. 89 (d, J=6. 9Hz, 1. 5H, CHCH,, FE %I
e 5 KA A4 2) ;3. 06-3. 27 (m, 4H, CH,—CH,, HE X Wit 5 44 44 1, 2) ;3. 42 (s, 1. 5H, S—CHj, HE X} Bt
SRAK 1) ;3. 43 (s, 1. 5H, S=CH,, X W 55 4 4k 2) ;5. 34 (q, J=6. 9Hz, 1H, CHCH,, FE X B 5
F A& 1,2):7.96(d, J=7. THz, 0. 5H, BLRE —C,—H, A % e F M4k 1), 7. 98 (d, J=7. 8Hz, 0. 5H,
e me -C,~H, d3E XF Bk S5 4 {1k 2);8.21-8.26(m, IH, Mt B¢ -C,-H, JE XF Be % # 1K
1,2);8.85(d, 0. 5H*J=1. 6Hz, AL Bg ~Cs—H, =E X B 5 # 15 1) ;8.86(d, 0. 5H, “J=1. 6Hz, Mt
e -Co-H, dF & mek 5 7 4£ 2). C-NMR (DMSO—d,,, 100MHz) : 6 =13. 3, 13. 6 (CHCH,, P4 F dE
Xof e S AA) A4 ) 17,9 (X, CH,, P A O it S/ 440 44 ) 5 20. 4 (XU, CH,, PR A 3E X ik
o) 44 ) 1 36. 4, 36. 5 (S—CH,, P Ffr S X Bk 5 #4) 14 ) ;60. 8, 60. 9 (CHCH,, P9 it JE X B S5 44
)5 119. 4, 119. 5 (ke —C, WRPEEXT BRI 44 ) 5 120. 3(q, °J (C-F)=271. 5Hz, CF,, WFfE
XA 4 ), 131,06, 131, 9; (HERE —C, PRRPIEXT LR 4A ) ; 132, 0, 132. 1 (J5 &K, PIAfE
XPBRSFERR ), 132, 4, 132. 5 ( J5 7k, PIAPEERT WL A4 14 ) 5 138. 0, 138. 1 (HikEE -C, P4
XFER A A ) 5 145, 0 CRUIE , Ar, PRAPEEXS MR A4 44 ) ; 145. 0, 145. 1 ( 55 B ik, I AT AR e
FERAR ) 149, 9 (XU, NMEWE —C, PYMPEAEXT A4 ) 151, 2 (XU, Ar, PRATAEXS IR 744
1A ;166. 3, 166. 6 (MEME , FAFRAEXT B FEFIA) . UPLC-MS (ESTY) 15T C,6H5FaN;0,S, BT 1
A (WHHD :430. 1, MIIAE 430. 1, UPLC-MS (ESTY) 413 C,gH,oFoN;0,S, R H L (M-H) -
428. 1, WLME 428. 1.

[0214]  SZJtEf) XVIT. b= {1-[ L (5 A JE —4- FRFL 1, 3 Wemr —o- L) FEIENEIE ] £
g -2- (—H PEE) ke (66) [l

[0215]
N\
. | 8% </ |
F N =

F
(66)

[0216]  TEF P& & (crimp tube) ", B N-C FEE (A AR) (1-[6-( =5 F &) -1t
e —3- 55 ] & - M- WL ) Bk (J) (200mg, 0. 642mmol) & V% T EtOH(3mL) 1, 2R )5
ZHTESTEE N 2- R —1- ZKFEA —1- Bd (137mg, 87 1 L, 0. 642mmo1) , R+, ¥ [ VIR
SR, ARG INAE 85°CIEAEMI PR Er 156 20Bh. Bl G IEBER 25 R A B RV, T4
[FIR R HI & RARERE (K / CIE) gifk. 7B BIPRR A, L E5A AR L EEx,
SR ATR A .. Hhy | 5F 5-{1-[ % 56— B3 —4- 7535 -1, 3- meme —2- 3L ) fii3t)l5
H] CHE ) -2-(=HE ML) MERE (66) (45mg, 0. 106mmol, 16%) , 25l (A B (2:1- 9F
YW IR RTREGY) 1L A2, SMEBER ) o Kty 2 &4 (66) (88mg, 0. 207mmol, 32%) , £t
tERYIE A (13- FEXT W A AR A9 LR 2 CHMHENS )) « "H-NMR (CDCL,, 400MHz) -
6 =1.88(d, J=7. 2Hz, 0. 75H, CHCH,, [ XJ Wk 5 4 14 1) ; 1. 95 (d, J=7. 2Hz, 2. 25H, CHCH,, JE X}
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e SR 1 2) 5 2. 41 (s, 2. 25H, BEME —CH,, HEXT W A 4 2) ;2. 44 (s, 0. 75H, BEME —CH,, FE X
e S R 4R 1) 53,09 (s, 0. 75H, S—CH,, JEXT W Ay 14 1) ;3. 24 (s, 2. 25H, S—CH,, HEXT Bl 57 A4 44
2) ;5. 25(q, J=T7. 2Hz, 0. 75H, CHCH,, =|F X W 5 44 1K 2) ;5. 37 (q, J=7. 2Hz, 0. 25H, CHCHj, 3 X}
R S ) 4 1) ;7. 26-7. 34 (m, 1H, p—H, Ph, P A XS Wk 5 44 44 ) ;7. 35-7. 44 (m, 2H, Ph, P F
AR Wl S K 4K ) ;7. 54-7. 62 (m, 2H, Ph, P9 i 4506 Wl S K 44 ) ;7. 70 (d, J=8. 2Hz, 0. 75H, Mt
g —C,—H, AERF I SR 44 2), 7. 74 (d, J=8. 2Hz, 0. 25H, MEIE —C,—H, AEXF e M 44 1) ;8. 07 (d
d, °J=8. 2Hz, * J=2. OHz, 0. 75H, ALk IE —C,~H, A XF e 53 #y14& 2), 8. 10 (dd, °J=8. 2Hz, *J=2. OHz,
ut g —C,—H, 0. 25H, HE XF e 5 4 44 1) ;8. 72(d, “J=2. OHz, 0. 75H, Atk BE —C,—H, FAF X e 55 4
4 2) :8.78(d, *J=2. OHz, 0. 25H, Mt Mg —C—H, E % W 5 # £& 1). >C-NMR (CDC1,, 100MHz) -
6 =12. 28 (WEM: —CH,, AEXT IR TR 1A 2) 5 12. 43 (WEME —CH,, FEXT LT A& 1) ;13. 6 (CHCH;, JE
XL R4 44 1) 5 14. 4 (CHCH,, JE X Bl 53 44 £ 2) ; 36. 4 (S—CH,, JEXT W 74 44 1) 5 36. 6 (S—CH,,
XTI S R A 2) 560. 2 (CHCH;, HEXT R A4 44 1) ;60. 9 (CHCH,, FE AT B S A4 4 2) ;119. 4 (it
WE —C, AEXT B A4 14 2) 119, 6 (ILRE —C, AERTBL AR 1) ;120. 5 ( 75 B, JEXT Wl 57 44 44
2) ;1215 ( 75 Bk, AEXT IR S /4 1A 1) 5 126. 0 ( XUUE , Ph, Py pPaEXT I A 44 ) 5127, 07 (5
K, AEXS W 1K 2) 127, 13 (05 B, AR MR S A A 1) 127, 18 ( J5 B Bk, X I 5 4
1) ;127,28 ( 75 F B, AT W 44 £ 2) 5 131, 35 CHIERE —C, HE X B e 44 44 2 R A I 1)
AH NG F A o e S5 A 1A ) 5 1340 0 ( 55 7 B, B X6 il S5 40 4 2 SR 6 00 1) A B 1 Al %o ke 5 44
4 137, L (ERE —C, FEXF M S A 44 1) ; 137, 3 (HERE —C, FEXF i S 14 2) ; 149. 3 (Hikrg —-C, 3E
XTHR SRR 2) 5 149, 4 (HERE —C, AEXTR SRR AR 1) 5 161, 9 (HEME, JEXTIE /414 2) ; 162. 2 (15
M, AEXT WAL A 1) 5 164, 4 CIBEME, X5 Wi S A 44 2, K I SIAH R TR e e A4 44 ) 5 1 DY
HUE ST K ; CFyy ARKGIN o UPLC-MS (ESTY) 1R} CooH,oFoN;0S, Hy B vh 84E (WHH) :426. 1,
MY 425. 9, UPLC-MS (ESTY) +£15%] CoH, FoN,0S, [t 80 (M-H) :424. 1, SIIME 424.
[0217]  SEZjf 5] XVITT. 5= {1-[(4,5- I HL —1, 3-memr —o- FE) (L) WiFL5 3L ] £

FE}-2- C U FFIL ) kg (67)
| P 7\ /j(
E?/(Nj); N—(S |

[0218]
F 1)

[0219]  FEG G M E S, B N-C P (E AR (1-[6-( =PI )-mtng 3-%]1 &
B - N WRREL ) AR (J) (200mg, 0. 642mmol) BiF T BEtOH(3mL) v, 4R 5 28 th i 5 45
A 3= T —2-fii] (151mg, 69 1 L, 0. 642mmol) , RN 4iHE . B S NI A% B, R 5 i e
85 C I AEMe H IR FF 15 43 Bho B S LR NEHE 28 A B BR 250 7), To) 4% I B R 22 00 45 M I
IS (K / ZhE) dith. 3873 5-{1-[(4,5- P EE -1, 3— WEm —2— 5L ) ( L) WSS
5] L -2-(=ZHMEE) kg (67), 2EFOMIRYIEAD 111 BEEN BRI R RITR S
) (67mg, 0. 185mmol, 29%) , "H-NMR (CDC1,, 400MHz) : & =1. 89 (d, J=7. 2Hz, 1. 5H, CHCH,, JEX}
e A A 1) ;1. 93(d, J=7. 2Hz, 1. 5H, CHCH,, AEXT WL ST A 14 2) ;2. 15 (s, 1. 5H, WEME —CH,, —7Ff
EXTHE A 44 ) ;2. 17 (s, 1. BH, WEME —CH,, —PEXT Wl SA4 14 ) 5 2. 18 (s, 1. 5H, MEM: —CH,,
—PhAEXT W SRR A ) 2. 20 (s, 1. 5H, WEME —CH,, —FhaAEXTWE A4 14 ) ;3. 04 (s, 1. 5H, S—CH,,
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AEXT e A A4 1) ;3. 15 (s, 1. 5H, S—CH, JEXF W 57 44 44 2) ;5. 11 (g, J=7. 2Hz, 0. 5H, CHCH,, E
Xof i S 4R 1) ;5. 22(q, J=7. 2Hz, 0. 5H, CHCH,, A X B 5 k) 44 2) ;7. 71 (d, J=8. 1Hz, 0. 5H,
A IE —C,—H, A X e S R 4K 1), 7. 73(d, J=8. 1Hz, 0. 5H, MEIE —C,—H, X Wk 5 4 14 2) ;8.0
8(dd, *J=8. 1Hz, *J=2. OHz, 0. 5H, M Mg —C,~H, JF XJ e 55 44 14 1) ;8. 10(dd, *J=8. 1Hz, *J=2.
OHz, 0. 5H, A IE —C,—H, JE XF e 5 #4y 44k 2) ;8. 72(d, *J=2. OHz, 0. 5H, Rtk ig —C,—H, JE XF e 57
Fa 1K 1) ;8. 78 (d, *J=2. OHz, 0. 5H, AHLBE —C,—H, FAE X ik 55 #) 44 2) . ""C-NMR (CDC1,, 100MHz) -
6 =10.9, 11. 0 ( & M —CH,, 1 i JE XJ B 57 44 4 ) ; 13. 8, 14. 4 (CHCH,, Py Fifr 4E X Bt 5= 14
) ;140 4 (R, WEME —CH,, 19 B E X B 7 44 4 ) ; 36. 3, 36. 5 (S—CH,, 19 Bt E X B 5 4
) ;60.5,61. 2(CHCH,, P Fi =fE X it S5 440 44 ) 5 117.9, 118. 0 ( 5% & Tk, 9l 9B X B 7 44
) ;119. 4, 119. 5 CHbBE —C, Py B 0T S 44 44 ) 5 131, 4, 132, 1 (55 FF ik, 1 B 5 X0 B 7
Fagfk ), 137. 1, 137. 4 (HERE —C, 2 P AEXT W fa 44 ) 141, 7, 141, 9 ( 75 F b, YA XS B 57
FafA ) 149. 3, 149. 4 (HEBE —C, 2 PPaEXT B A4 44 ) 161, 4, 161. 7 CHEME | P Ffr 35 0T ikt 5 44y
14 ) ;CF,, AKGM . HPLC-MS (ESTY) %1% €, H,-F,N,0S, it it 8l (M+H) :364. 1, JLI{4
364. 5, HPLC-MS (EST) £ Xf CH;FN,0S, s v H A0 M-H) =362, 1, Mll{E 361. 8,
[0220] S f5 XTX. 5={1-[[4-(4— YKL ) -5 FIHE —1, 3— wEmr -0 JL ] (I3 ) fdly
E1 2 2 (ZFFI) e (68)

[0221]
FM’ N ]
N s
F

F

Br

(68)

[0222]  7F Tk A5 il & o, B N-C G AU AR ) {1-[6-C = 0 7 2% ) — mib me —3- 2% ]
A B EDRS ]E 2k ) B IR (J) (200mg, 0. 642mmol) A&k V% T+ EtOH(3mL) 7, 28 J5 I A
2- ¥R —1-(4-JR2R%E ) N -1- Wi (187mg, 0. 642mmol) , [N HE . # R NVIRGWE B, AR5
#4485 CafF%Ef“Ju&EM%%T 15 \%EF W 5 7 e 2 25 A B B Z2 80, Tl AR IR R 42 7
M RARERE (K / CiE) difk. 53 BRI, Hoo A AR B i e e e i) AR TR
Yo HAr 1 &4 b-{1-[[4-(4- ¥R HE ) -5 3L -1, 3- mgmp —2- JL ] ( k) Mt fisdk ]
LHE -2 (= M EE) mEng (68) (43mg, 0. 085mmol, 13%) , 2 A B KL X (1:3- JEXT
WS MR ITR A L A2, AMETER ) o Zifn 2 B (68) (T7mg, 0. 153mmol, 24%) , 2 K [
i ARTE R 1= AEXT W S AR IR A L A 2 (A A ) "H-NMR (CDC1,, 400MHz) -
6 =1.90(d, J=7. 2Hz, 2H, CHCH,, 4E % WR 5 #4 1& 1);1.95(d, J=7. 2Hz, 1H, CHCH;, JE *f
W S K6 4 2) ;2. 39 (s, 1H, ME M —CH,, HE XF W 5 1) 14 2) ;2. 42 (s, 2H, 1 M —CH,, HE X
R S 74 A4 1) 53,07 (s, 2H, S=CHy, 3E XF BR 5 84 4K 1) ;3. 22 (s, 1H, S=CH,, JE Xf BR 53 4 14
2) ;5. 14 (q, J=7. 2Hz, 0. 33H, CHCH,, HEXT W4 14 2) ; 5. 25 (q, J=7. 2Hz, 0. 67H, CHCH,, 3 X} iilt
FERIR 1) ;7. 42-7. 54 (m, 4H, Ph, PIRPEEXRTBLRIR) ;7. 71 (d, J=8. OHz, 0. 33H, MtEE —C,H,
A Xof ke S A4 44 2), 7. 74(d, J=8. OHz, 0. 67H, A IE —C,—H, A XF Wk 57 44 44 1) ;8. 06 (dd, °J=8.
OHz, *J=2. OHz, (1-x)H, MLmE —C,~H, — Fh34E X We 5 44K ), 8. 08 (dd, °J=8. 2Hz, *J=2. OHz, x
H, BEbweE —C,—H, — P X w53 44 4 ) ;8. 72(d, *J=2. OHz, 0. 33H, kI —Co—H, JE XT B 5 4
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4 2) :8.78(d, *J=2. OHz, 0. 67H, it WE —C,—H, AE %F W 5 # 4& 1). C-NMR (CDC1,, 100MHz) -
8 =12. 41 (WEME —CH,, EXT MR FAG 1A 2) 5 12, 43 (BEME ~CH,, JEXTBRSEHIAK 1) ; 13. 7 (CHCH,, E
X W SE F4 44 1) 5 14. 4 (CHCH,, AR X Wl 53 44 14 2) ; 36. 4 (S—CH,, JEXS B 7 F4 44 1) 5 36. 6 (S—CH,,
AR Wl 2 A4 1A 2) 560. 5 (CHCH,, XS 5 7444 1) 5 61. 1 (CHCH,, FE X Wit S 44 44 2) ; 119. 4 (HiE
WE —C, AEXT W AE 14 2) 5 119. 6 CHERE —C, JEXF MR A 44 1) 5120. 0 ( J5F Ffik, AEXT IR 53 44 44
1);120. 9 (5 &k, JEXT WA 4R 1) 5 121, 1( 05 B, AERT B S 44 44 2) 5 128. 7 (Ph, JEXTBR
SRR 1) ;128. 8 (Ph, AEXT I T A4 2) 5 130. 16 (Ph, EXTHL R A 1A 2) ;130. 22 (Ph, JEXT LR
Rk 1) ;131 3; CHERE —C, JEXT IR 44 44 2) 5 132. 0 (HERE —C, JEXTB A4 1) ;133. 1 (5
Bk, PAAPAEXTBR SR 1A ) 5 137, 0 CHIERE —C, AEXT B A4 1) 137, 2 CHIbRE —C, JEXT IR 5744
42) 143, 9 (35 T b, PO AP AEXT B S 40 44 ) 149. 3 CHIbIE —C, JEXT Wl e A4 44 2) 5 149. 4 ( itk
WE —C, FEXTHR A A 1) 5 162. 0 ( WEME, JEXT IR e A4 14 2) 5162, 3 (R M, XTI /444 1) 51
VU B0 5 A il 5 CFa, RAG M. UPLC-MS (ESTY) %% CioHygBriaN,08, i i & 1 &5 (M+H) -
504. 0, 506. 0, i Wl {4 404. 1, 506. LTUPLC-MS (ESI) : & %I C,H,BrF.N,0S, [ Jii & i+ & {4
(M-H") :502. 0, 504. 0, MI{E 502. 1, 504. 1,

[0223]  SEjfs] XX b= {1-[[6-( @ AL ) -1, 3, 4-mWe—mk —2- FL 1 (L) dEiHoE | &
12— (= L) ke (69) [l

[0224]
R v
| O//S\\N /N\|N
A <
F' L CHF,
(69)

N“‘
| = //S\( %J
fF: N/ O N—<S

&
)
[0225] ) 5-[1-( FEEMASENSHE ) &3 1-2- ( =@ 3L ) nmkug (B) (400mg, 1. 59mmol) T
CJiF (GmL) HHREEE S, AN 1, U - B pAEE KM (353mg, 1. 59mmol, 1 & ), SR 5 Hi
B AN 56 1, 17 — BB —BRME (T1mg, 0. 317mmol, 0. 2 315 ) , AR G KRS 4hn
A 60 CIFORFFIY /I o ol BR 2205 ), R R W¥E T CHCL, b, AR5 FDK SRS Tk H
BFUAHT 5 (NaySO,) , SR JE 8 s B 22 A 38459 N-(C I 3E (AR {1-[6-( = # A2 ) - it
ME —3-F& 1 L3 ) - A~ MR 5 ) —1H- WK M —1- AR SR L% (carbothioamide) (Y), 224
-, B HAESEST THREHE (371ng, 1. 02mmol, 64%) . Hi UPLC-UV/ELSD F1
NMR UL 2 12 1 FEXF Bk A A RTR S ) 2R R 94%, FL2 LA T-BEJG %64k . 5 mr g4l A2
T 4 3 o e B HE R (7. 5%MeOH ) CHCL, Y57 ) Sk3k453. 'H NMR(CDCL,, 400MHz) :
6 =1.83(d, J=7. 1Hz, 1. 5H, CHCH,, dF %] Wt & #J f& 1) ;1. 86 (d, J=7. 1Hz, 1. 5H, CHCH;, 3E X}
W 5 #4) 1 2) ;2. 86 (s, 1. 5H, S=CH;, HE X Wk 53 44 14 1) ;2. 89 (s, 1. 5H, S—CH,, FF A ikt 53 44 44
2) ;4.32(q, J=T7. 1Hz, 0. 5H, CHCH,, FF X Wt 3 44 44 1) ;4. 37 (q, J=7. 1Hz, 0. 5H, CHCHj, 3 X Bk
S K 1A 2);7.68-7. 85 (m, 2H, Ar), 7. 97-8. 14 (m, 2H, Ar), 8. 67-8. 82 (m, 2H, Ar) , UPLC-MS (E
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SI") &f % CLH,LFN,08, K] 5 & tF 845 (M+H") :363. 0, ML 363. 1, UPLC-MS (ESI) 4} %f
CpoH, . FoN,0S, [ i SAE (M-H) :361. 0, MI{E 361. 1,

[0226]
N\
J \\ N
F CHF,

F
(69)

[0227] ¥ N-(FFIE (5AR) {1-[6-( =G FIE) —mkhe -3- 55 ] £3% | - A~ WAL ) - 1H- 1k
e —1- TR A BERZ (V) (300mg, 0. 83mmol) ¥ T £ JE (10mL) 1, AR5 EI R 0°C. — 14T
P, B RS A I (64-65% 7K, 30. 81 L, 31. 9mg, 0. 64mmol) » 10 7380 )5, ¥R
S ENHLAT NH,CL 39 (100mL) w7, K3 A CHCL, (100mL) ZEEL— y\ AR L2563 1
TOFN NH,C1 7K ¥ VR VeSS, BRI KAHFE I R B 1, SR 5 48 Na,SO, T4, iUk, 4 M S IRIET
(154 1 L, 216mg, 1. 24mmol) i 0BG HWIAH S, SR J5 K HAE SR 00 20 43 Bh o Il Hs B K957

RS & A B E I R CWEIEE LR (41%, AFasE ) FER EE W 5 LB i
(54%) o KR4V T 1, 2- A &%E (10mL) 71, 3% 50 POCL, (2mL) , RN 454« 1R-AWITETH
WP 75°CHAREF 5 7380, SR 5 A2 N E 150m1 Y80 NaHCO, K » BEEES )5 »

KRG CHC1, (3 X 50mL) #2HY o & I F3 ATLAH FH V0 NH,OH ZK ¥ (4 X 50mL)  H A1 NH,C1
IR (B0mL 547, H B ) Brdk, 28 NS0, T4, SR Ja il B 25970 . 5—-{1-[[5- ( %
REE) -1, 3, 4- ME M —2- JL T ( FRL) fdtllodt ] &3 ) -2- (=3 P 3E) nikie (69) @it
M RAREIE B . IRAFAI (69) (1: 1 AEXTB SRR S , SME e ) , HoA ot
W (12mg, 0. 031mmol, 3. 7%) » 'H-NMR (CDC1., 400MHz) : 6 =1. 89 (d, J=7. 2Hz, 1. 5H, CHCH,, 3
XT R R4 44 1) 5 1. 97 (d, J=7. 2Hz, 1. 5H, CHCH,, FEXf B 53 #) 4 2) ;3. 18 (s, 1. 5H, S—CH,, JEXT
WA 44 1) ;3. 31 (s, 1. 5H, S—CH,, JE X Bl 53 44 44 2) ;5. 21 (q, J=7. 2Hz, 0. 5H, CHCH,, JE X ik
SEAAE 1) ;5. 27 (q, J=T7. 2Hz, 0. 5H, CHCH,, JE X Wit 55 #4) {4 2) ;6. 79 (t, J=53. 8Hz, 0. 5H, CHF,,
A% me A 4K 1) ;6. 80 (t, J=53. 8Hz, 0. 5H, CHE,, JE%F e S 4444 2) ;7. 74 (d, J=8. 2Hz, 0. 5H,
ML e —C,—H, A XT it S A4 44 1), 7. 78 (d, J=8. 2Hz, 0. 5H, MtAE —C,—H, JE%F ik 5 K 4k 2) ;8.0
4(dd, *J=8. 2Hz, *J=2. OHz, 0. 5H, Mt iE —C,—H, F %F W 5 #4 14 1) ;8. 09 (dd, *J=8. 2Hz, *J=2.
OHz, 0. 5H, e —C,—H, 3 X e S 44 4K 2) ;8. 73 (d, “J=2. OHz, 0. 5H, At mE —C,—H, JE Xk
44 1) ;8. 82(d, “J=2. OHz, 0. 5H, Nt WE —C,—H, A %F i 5 #4 £k 2). >C-NMR (CDC1., 100MHz) -
6 =13.5, 14. 3(CHCH;, P4 A E Xf Bk 52 #) 14 ) ;36. 4, 36. 5(S-CH,, Py Bt 3F XJ W ¢ #)
14 ;60. 8, 61. 4 (CHCH,, PHRRAEXT MR ) ;109. 5(t, °J=236. 2Hz, CHF,) ; 119. 6, 119. 8 (i}
WE —C, RPN A 1R ) 5 130. 3 (HRERE —C) ; 131. 1 (HikRE —C), 137. 2, 137. 3 (HLRE —C, 2 Fif
AET I SR A ) 5 148. 2(dd, *J=20. 1Hz, 2]=35. 2Hz, CCF,H) ; 149. 2, 149. 4 ( ntBE —C, 2 FhEX,
e S A1 ) 169, 4, 169. 5 (BE W =2 C) ;CF,, KK, UPLC-MS (EST) : %%} C,,H,,F:N,0S,
(Rt AL (MHT) =387, 0, WLIN{E 387. 1, UPLC-MS (EST") 41X} C\,H, FN,0S, ()5 & 15
i (M-H") :385. 0, WLIAE 385. 1.

[0228]  SEZjif) XXI. 5= {1-[ FIE (4- £ FL —1, 3wy —o- L) FEILHERE ] 231 -2- (=
I ) ke (70) [

[0229]
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#

N
| AP
F N/ o) N4<\ |
" N
F
(70)
0
e o
. < \)\ S s o
Fp); Ne—=n _— . F>/ENJ);/\\N——<\J\/
F W RHCIL 25C ¢ N
F
(H) 709

[0230] [ fEFESG (H) (200mg, 0. Tmmol) T 1- ¥23E —2— TR (0. 6mL, Tmmol) = [ - 0
AW HCL (33 ) o AEHBERES R, AR5 SR AP IM NaOH AR B A . H LR
LBEFERL, R IR B T8 Wk 48, SR 5 2 AH (i aliAl, 45 3 5- (1-[ T2t (4- 43k -1, 3-8
W -2- 3 ) BRI AL ] L3k -2 (=9 EE) mEme (70) , HOMERE R =75mg (30%) o 1:1
Py 9 A 6 B S A4 AR TR A0 TH NMR (400MHz, CDC1,) 8 8. 81 (s, 1H), 8. 78 (s, 1H), 8. 15(dd, 1
H),8.11(dd, 1H), 7. 77(dd, 2H), 7. 02 (s, 1H), 6. 98 (s, 1H), 5. 15 (q, 11, 5. 04 (q, 1H), 3. 22 (s
,31), 3. 13 (s, 3H), 2. 46 (m, 4H), 1. 97 (m, 6H), 1. 21 (m, 6H) ; LC-MS (EST) 4154 C,.H,,FN;0,8 )
VR [M-HD', 346, LAY 346,

[0231] K 6- L&Y
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e
%

0]

ez

24

71

/
S 0
7N g

0 N**(\ ]\
N N

ARG Ik, 1:1 &) AP dEsT Bk 7
M AR &) A4, 'TH NMR (400
MHz, CDCl3) § 8.78 (m, 2H), 8.14
(dd, 1H), 8.08 (dd, 1H), 7.75 (m,
2H), 7.01 (s, 1H), 6. 98 (s, 1H),
5.12 (q, 1H), 5.02 (q, 1H), 3.19 (s,
3H), 3.11 (s, 3H), 2.06-2.08 (m,
6H), 1.93-1.97 (m, 6H); LC-MS
(ESD)y: 42T Cp3HisF3N; 0,8 #93t
FA[M-H], 332, MLWME 332.

72

N7 o
L1\
F P o/\N{\I H
N N

AR Ekokdh, 1:1 89 A IRk
Mk 8R4 M "H NMR (400
MHz, CDCL) 8 8.79 (s, 1H), 8.77
(s, 1H), 8.12 (dd, 1H), 8.07 (dd,
IH), 7.74 (m, 2H), 5.13 (q, 1H),
5.01 (g, 1H), 3.17 (s, 3H), 3.09 (s,
3H), 2.12-2.14 (m, 6H), 1.93-2.01
(m, 12H); LC-MS (ESD): 4=t
C14H17F3N;058 493+ B8 [MHH],
348, WML 348,

[0232]

73

Br

F ek, 11 8 A ek F
MR #9044 'TH NMR (400
MHz, CDCl) 6 8.83 (s, 1H), 8.81
(s, 1H), 8.15 (dd, 1H), 8.11 (dd,
1H), 7.77 (m, 2H), 7.48-7.52 (m,
4H), 7.37 (m, 4H), 5.16 (q, 1H),
5.08 (g, 1H), 2.33 (s, 3H), 2.31 (s,
3H), 1.96-2.00 (m, 6H); LC-MS
(ESI) '%‘]’XT C19H17B1’F3N3OZS 79
it EAL [MHH], 489, YL 489.

74

N 57

O
E | P>’ O// \\i\l 4<\ |
F N N
E

F ek, 11 8 mAFdEs
MR 899844 ; 'TH NMR (400
MHz, CDCl;) 5 8.85 (s, 1H), 8.80
(s, LH), 8.12-8.15 (m, 2H), 7.79 (d,
IH), 7.76 (d, TH), 7.68 (m, 4H),
759 (s, 1H), 7.55 (s, 1H),
7.35-7.40 (m, 4H), 7.29 (m, 2H),
5.26 (q, 1H), 5.15 (q, 1H), 3.29 (s,
3H), 3.19 (s, 3H), 2.00 (d, 3H),
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1.96 (d, 3H); LC-MS (ESI): 4txf

CisHp FsN; 0.8 89 3t B {5
[MH+H]", 396, LML 396.

& & Bk, mp = 134-137C. 2:1 4%

PP AE At s SR e RS TH

s g " NMR (400 MHz, CDCls) & 8.83 (s,

AP 1H), 8.80 (s, 1H), 8.11-8.14 (m,

[0233] F [N’ © ”_QNJ\Q ZH;, 7.78 gd, 1H§, 7.76 (d, 1&{),

i 7.47-7.58 (m, 10H), 5.16 (q, 1H),

Br 5.07 (q, LH), 3.28 (s, 3H), 3.20 (s,

3H), 2.01 (d, 3H), 1.98 (d, 3H);

LC-MS  (ESD) 4 2

C18H15BIF3N302S %i+7%:4_§[M}+,

474, MLRE 474.

[0234]  H= sjiifs] XXT HAE A i 45 o
[0235] S 491 XXTT :2-[2—(6— Gk mE —3- 3 ) —1- 4k - DU —1H-1 A *~ WEmy —1-
e -4- RT3 -1, 3- EME (76) [1dle

[0236]
e S N
c” N S

(78)

N S 1, TFAA, CH,Cly; 0-0C “ s
| & N—en | 7
o 2. K,C0,, MeOH, 25°C z © N—H

ci N
@ (AA)

[0237]  2-(6- GUALME —3- %5 ) —1- 4k - P& —1H-1 M "~ ey ~1- WILENE (2) & F)
W02007149134 (SZJEH] V1) A FTIAHl 4% o 2- (6- GntbmE —3- 3% ) —1- 484k — PUSL —1H-1 A *~ 1
Wy —1— Wi —1— S8 ALY (AA) HRHAE S2hE) VITT i irak ERAE N (2) G k. 43 B8 A A o f
4. 'H NMR (400MHz, CDC1,) & (HEXTH AR IIVRAY ) 8. 39 (dd, 2H), 7. 68-7. 77 (m, 2H), 7.
40 (m, 2H) , 4. 26—4. 32 (m, 1H), 4. 10-4. 17 (m, 1H), 3. 24-3. 48 (m, 4H) , 2. 24-2. 60 (m, 8H) ; LC-MS
(EST) WIUAE [M+#H] 231, %F%F CHLCIN,0S HIHH &R =231,

[0238]
LI $D

o)

? Ni\\\\s U‘[\ O
—_— PR S
= 5 | N N, .0 .
LN THF/DMF O N
[ e e

e N 80°C G

(AA) (B8)

[0230]  fb 54 (BB) MRHGSCHEM] VITT h A RIERIE ML G (A Bl A KA
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[ & "H NMR (400MHz, CDC1,) & (AEXF WA RV EH) ) 8. 47 (dd, 2H), 8. 21 (s, 1H), 8. 07—
8.12(m, 2H), 7. 84 (dd, 1H), 7. 78 (d, 4H), 7. 58 (d, 4H) , 7. 30-7. 45 (m, 8H) , 4. 91-4. 97 (m, 1H),
4. 54-4. 65 (m, 1H), 4. 43-4. 50 (m, 5H) , 4. 25 (m, 3H), 3. 49-3. 72 (m, 2H) , 2. 23-2. 71 (m, 8H) ; L.C
~MS(EST) IR (M]'5120 £FXT Costo,CIN,0,S, HITHHAY =512,

[0240]
20%k%E/DMF >
Py st [T S
N
\ff T o N T

S

(®B) o0

[0241] iR (CO) MR SLHEM VITT HFATIR I /E N (BB) &l 73 B8 K (Al k. H
NMR (400MHz, DMSO-dg) 8 ( 3E X B 55 #4) A (1 VR 5 4 ) 8. 94.(d, 1H), 8. 88 (d, 1H), 8. 48 (d, 1H)
,8.41(dd, 2H), 8.31(d, 1H), 8. 13 (br d, 4H), 5.56-5. 62 (m, 1H), 5. 00-5. 11 (m, 1H), 4. 67—
4.75(m, 1H), 3. 91—4. 26 (m, 3H), 2. 65-3. 16 (m, 8H) ; LC-MS (ESI) : M I {5 [M+H] 290, % *f
C,HysCIN,0S, [ 8AE =290,

[0242]

Qo N
. T8 i
(7 A }/UVBF » O//\\N“’q\fé
=

o N EtoH, 80°C cr N 3

©c) (78)

[0243]  2-[2-(6- S ML Mg -3- F5 ) —1- 44k - DU —1H-1 A *= BEWy —1- WP 58 1-4- U T
HE -1, 3 WEME (76) MRS SR VITT Tk B ERVE AN (CO) & e 20 15 2 2K B ] K
Mp=77-81°C ;'H NMR(400MHz, CDC1,) & (X W74 7k IR-A4 ) 8. 70 (dd, 1H), 8. 48 (d, 1H)
,8.40(d, 1H), 7.93(dd, 1H), 7. 38(d, 2H), 6. 25 (s, 1H), 6. 09 (s, 1H), 5. 44-5. 51 (m, 1H), 4. 62
~4.70 (m, 1H), 4. 18 (m, 2H), 3. 51-3. 73 (m, 2H), 2. 36-3. 12(m, 8H), 1. 44 (s, 9H), 1. 42 (s, 9H) ;
LC-MS (ESI) :WRIMAE [M+H] 370, %15%F CyeH,, CIN,0S, fi &4l =370,
WoMh%ks | %H #4% 5x

K& & B4R, mp = 67-71°C. 1:1

| 6 P AE AT T T AR B SR

71 s N I "H NMR (CDCls) 8 8.47 (d, 1H),

| AT 8.39 (d, LH), 7.86 (dd, 2H), 7.55

[0244] o SN s (d, 1H), 7.40 (d, 1H), 6.26 (s,
1H), 6.15 (s, 1H), 5.22-5.28 (m,
1H), 4.66-472 (m, 1H),
4.06-4.14 (m, 1H), 3.89-3.99 (m,
1H), 3.55-3.74 (m, 2H),
2.48-2.88 (m, 12H), 1.31 (t, 6H).
LC-MS (ESI) : 4t =f
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C14H16CIN;OS, #93+ BAE[M],
341, MLMME 341.

@ & B4R, mp = 88-94°C. 1:1 #Y

o= 7 A 4Rt e S M K 8 ;

78 L '"H NMR (CDCly) & 8.49 (d, 1H),
! /{;* ] 8.43 (d, 1H), 7.84-7.99 (m, 6H),

a7 O VT 7.39 (d, 2H), 6.94-7.01 (m, 4H),

6.63 (s, 1H), 650 (s, 1H),
5.39-5.45 (m, 1H), 4.62-4.70 (m,
1H), 4.15-4.23 (m, 1H), 3.98 (m,
[H), 3.84 (s, 3H), 3.83 (s, 3H),
3.52-3.71 (m, 2H), 2.50-2.88 (m,
8H). LC-MS (ESI) : 4t af
CioHsCIN;O,S, 89+ F 1A
[M+H]", 420, HLME 420.

8 G EKR, —AFaE s R A

RF isolated; 'H NMR (CDCL) &

79 s N FII 8.41 (d, 1H), 7.81 (dd, 1H), 7.39

PEra=a (d, 1H), 7.15 (s, 1H), 4.93-5.00

N S (m, 1H), 3.94-4.02 (m, 1H),

3.25-3.36 (m, 1H), 2.70-2.79 (m,

1H), 2.37-2.62 (m, 3H). LC-MS

(ESI) ’é‘i’ ;‘(rj‘ C13H12C1F3N3OSZ

#9it BAE[MYH], 382, MLMMA
382.

[0245]

[0246]  T= SCjfs] XXTT HpAE FH i1

[0247]  SEjffs) XXTTT. 28 HORa0

[0248]  FIH T AR 1) 751, X Bl St i A 40 S AT Bk EE (cotton aphid)
R

[0249]  ZERPWEEI Gz AN X HEEF (Aphis gossypii) [ Hiil40

[0250] LA 7850 ()5 M- B s TRGD S BY b B AR ) — A, AR5 ARl (e
BRI ) TR E 1R, AR a AT A it o FEEAT A 2 bt FH A B A AT
R LIRS SR (BRI L) 30-70 MFHL) o LAY (Cmg) T 2ml AEE : FEE
(1:1) ¥, JE A% 1000ppm Ffif 23 #fist 25 WU 0. 025% iEJE 20/H,0 Fike 5 £, A
3RS 200ppm VAW . T4F Devilbiss /S A2 2% (hand—held Devilbiss aspirator
type sprayer) F T-¥M5 25 vyt FH 22 B I~ P N EL 20T it . B BRI A 418
MVUREAEY) (D04 ) o KX RERE CHSFIXT IR (solvent check)) N ABEFIMEW . 44
JiT Ab A I AE AR R 2 P AE L) 23°C I 40%RH REF 3K, 28 G il s R ) b s by R EL E -
A% HUE Pl I A8 Abbott B2 IE A AR IERIBI G B 4328 %) W&, KRR T “R 1- 357
s

[0251]  AZIERIBGIE B 432 (%) =100% (X-Y) /X

[0252]  Horp X= %5500 FEAE ) b s bt 2 H
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[0253] Y= ZEAbFEAEY) b IKh e R B

[0254]  ZERIRTR T,

[0255]  ZERmi s il P EF X Bk (green peach aphid, Myzus persicae) [17% UL
[0256]  KiAE 3 He~T il (pot) HHAEKMAE LR (HA 2-3 J/ME (3-5em) EM: (true

leaf)) FAEREIRY) . H 20-50 AHkiF (o pl ORI ) TR g AT 1R, 2R

JE AT o RERD AL IAE FHDUAR SN T ¥4 5 (Cmg) YT 2ml TAER « FFEE (1:1) %

FIHR, T R 1000ppm [l fifh 285 ¥ Vo A4 1 £ B VB 0. 025% Il 20/H,0 ke 5 4%, A K43

200ppm FIE . A5 FHF-FF Devilbiss W AU 25 48 KM i i it 25 2145 0 32 7~ M T, B
YRR (runof £) » X HAEY) (AN R ) SUHMBERIE 2 o 20 b BRI (R iR =
WAEZ) 23°CHI A0%RH 251 N AREE =K, ARG VP, 18I 7E WA N o BV RS ) b B3 i

HEE RIAT IR . T Abbott” s &2 IE 2 ORI & 4% HUE 2 -

[0257]  RZIERIBGIE B 4320 (%) =100% (X-Y) /X

[0258]  H:rr X= 5500 AR b v ar R A H

[0259] Y= ZAbHREY) b FaEif A H -

[0260] & 7- ¥ ME

Sl AR B At | A E RS S A
HE) (-t %)

200 ppm

2
P
&
By
fan
)
=
o
3

[0261]

Mol e RN IS B = S IO G s N RO O

=
@

et
.

oy
b

—
[O%

ot
i

J—r
9]

o
o

IO IO IO I0O|E B ||| 0]
W i BB O B B || W > >0|T]>>]>

N
<
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R B

3

CN 103641826 A

18
19
20
21
22
23
24
25
26
27
28
29
31
32
33
34
36

37
38
39
40

41
42
43
44
45
46
47
48
49
50
51
52
53
54
55
56

[0262]
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57
58
59
60
61
62
63
64
65
66
67
[0263] 68
69
70
71
72
73
74
75
76
77
78
79

[0264] K 7 MG HELER (rating scale) WI'F :
[0265]

iosi e e [ ve el e S ool e el e e e o el e e e e e o = e o)

oo oo oo aola|aolo|lolo|lolo|lf

>

Biva o H (BgETR ) |

80-100 A
/NT 80 B
RN C

[0266]  FRAN AT UL L EEFILY)

[0267] AR ED T LLEF RN (pesticidally acceptable) FRINEELTE
o

[0268] @ik AEFR HIPESEH, e B BEI ] 5 PR BRI Al h 2R R VSRR IR IR VB IR . LR
KPR MR TN IR KR R IR E SR BRI IR W A TR« FLER « AT HE R BLIR
MR « BRI R AR AT IR PR e fxﬁ%ﬁﬂﬁﬁﬂﬁﬂ?ﬁlﬁﬂz‘i

P2
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[0269] [l i i AR PR M S48, IR E BT AT T i 3, A48 MG 4 8 B 1 42 B 45 21 (108
SO Z AN AT 2 (1R LE 3 o O3 B9 BH B 1 P S 491 A 5 H B B0 PR B VB P & -
BT

[0270] Pk R 4 B il e% <A B A 2 5 A R T B I ik, A T A 380 2 o Vi S A X
AN BT B < Pk 2R S 38 R B K VR A NaOH 7K VR 3 ik BR A K S L 2
I VB RT A i R S B 7K VS VR A 2

[0271] 280K UL, 762 P-4 3% HURME MR B S T /K B TE X (more water soluble
form) , B 2, 4- SRS SR = IR EL 2 A JIBR R 2, 4- SR SR ER T K
.

[0272] AR B ER AL A WIE ] SR 0 IR E R E 5 (complex), FTid B &)
EAER A RIER I ED T R R G IR e 8. XEE SWR TR SR,
[0273]  SZARSRIA

[0274] A BB R I SR LAl Sy ] 4 — P el 2 Por 7R e A R I TE AP AR o SR S7 AR 1
PRALTE J LA S A A A0 B e A PR RO B e A 1k o PRIt , A e BH B R 1) A0 & ) 038 A1 e TR
G R SR RO IS IR S .

[0275]  ACAUIEAE AR N 53 N AZ A 1) A2, — Bh 37 A S A8 PR ] B8 B LB S AR S A R B EL T
Yo B TR SRR RO GG MR IR AT W A 2 RGBT 1 AT AR 7 i I et
(1) B B 1B IR 73 T 12

[0276]  FE It

[0277]  FE5— ST S, AU EE A R W] H T Biva

[0278]  7E 53 — AN S 7 S 0, A SO ER B A Kk WA BT B i 2 di ] (Phy lum
Nematoda) HJ&EH,

[0279] 75 55— SE il 77 b, AN SO R A R AT H T B 1 s 1] (Phy lum
Arthropoda) W)W,

[0280] 7 53— ANSEHt 7 S, RSO EER A & B AT T B A B T (Subphy lum
Chelicerata) B o,

[0281]  7E J5 — A Gl 77 S, A SO EE I A R WA A T B iR kT2 AN (Class
Arachnida)

[0282]  7E 5 — AL 7 &, AR SO EE M A K B RT TR i 2 2 1] (Subphylum
Myriapoda) HJZEH,

[0283] £ — AL &, AR A R W T-PiiG 4540 (Class Symphyla)
)3 o

[0284]  7E 5 — AL 7 &, AR SO EE I A B RT TR i /S 2 T 1] (Subphy lum
Hexapoda) M.

[0285]  {F 55— STy Srb, AU B KA K W AT H T-Biih U4 (Class Insecta)
)3 o

[0286] 75— ALl 7 S, A SO ER A R T H TR 8 B (Coleoptera)
(P (beetle)) . XEEF HHAEFF 2NN 2 WFEE AR T Z R JEM (Acanthoscelides
spp. ) (% 1 (weevil)) . 3% ¥ % (Acanthoscelides obtectus) (common bean weevil) .
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H it 4= 35 T (Agrilus planipennis) (emerald ash borer). A 3k B J& B (Agriotes
spp. ) (Z& H (wireworm)) . )t )8 2 K4 (Anoplophora glabripennis) ( WE K4 (Asian
longhorned beetle)). £ % J& i (Anthonomus spp.) (% H ). # ¥ % (Anthonomus
grandis) (boll weevil). Wf 85 8% J& B (Aphidius spp.). 2L % J& Ff (Apion spp.) (%
H ) & mER (Apogonia spp. ) (EXi# (grub)) B4k 4:fh (Ataenius spretulus) (Black
Turgrass Ataenius).GH3Efa S F (Atomaria linearis) (pygmy mangold beetle).5F R
J& 1 (Aulacophore spp.). &3 % (Bothynoderes punctiventris) ( FHZEHE % H (beet
root weevil)). & % J& Fl (Bruchus spp.) (% H ). %i & % (Bruchus pisorum) ( %i &
% i (pea weevil)). Cacoesia spp.. P & & % (Callosobruchus maculatus) ( Fg J7
Ul & % H (southern cow pea weevil)). 5 ¥ & 8 ! (Carpophilus hemipteras) (
HHE B (dried fruit beetle)) & ZZ 8 FF (Cassida vittata). KZF g (Cerosterna
spp) ~ Cerotoma spp. ( & ¥ & (chrysomeid)) . Cerotoma trifurcata( & M F H (bean
leaf beetle)).fa% @ (Ceutorhynchus spp.) (£ ). HX M % (Ceutorhynchus
assimilis) (cabbage seedpod weevil). 7t % (Ceutorhynchus napi) (/DO EZR B
(cabbage curculio)) Bt JEF (Chaetocnema spp.) ( £ H )\ Colaspis spp. ( TIEH
0 (soil beetle)). Conoderus scalaris. Conoderus stigmosus.Z=% (Conotrachelus
nenuphar) (plum curculio). Cotinus nitidis(Green June beetle). f1 - #1 71 J& B
(Crioceris asparagi) (A4 JMHF W) FAMAS % (Cryptolestes ferrugineus) (rusty
grain beetle) . KA % (Cryptolestes pusillus) (flat grain beetle) . + H H
A1 (Cryptolestes turcicus) (Turkish grain beetle). Ctenicera spp. (ZeHi ) %t
J& A (Curculio spp.) ()[R KR JEM (Cyclocephala spp.) (#FME ) L %5 ri 4
£ % (Cylindrocpturus adspersus) (sunflower stem weevil) . S BIM% (Deporaus
marginatus) (mango leaf—-cutting weevil) . ‘K JiE 7 & (Dermestes lardarius) (larder
beetle) . AN 78 (Dermestes maculates) (hide beetle) M- @M (Diabrotica spp.)
(chrysolemid) . 5% 7§ & & %l &1 (Epilachna varivestis) (Mexican bean beetle). Hf
% H (Faustlnus cubae) . & MR FM % (Hylobius pales) (pales weevil) . % & F

(Hypera spp.) (%) VEEHHEH % (Hypera postica) (alfalfa weevil) .Hyperdoes spp.
(Hyperodes weevil) JWNHESE /N2 (Hypothenemus hampei) (coffee berry beetle) JiA/)

B (Ips spp.) (engraver) HHEF (Lasioderma serricorne) (cigarette beetle)
A (Leptinotarsa decemlineata) (Colorado potato beetle). Liogenys fuscus.

Liogenys suturalis.fG/K%H (Lissorhoptrus oryzophilus) (rice water weevil) ¥
B (Lyctus spp.) (wood beetle/ ¥ & A Hi (powder post beetle)). Maecolaspis
joliveti. Megascelis spp. « EKAIA (Melanotus communis) . Meligethes spp. «JHSELL
Z= 2 (Meligethes aeneus) (blossom beetle) .. 4T (Melolontha melolontha)
(common European cockchafer).Oberea brevis.ZkMfE R4 (Oberea linearis) Hfuf R
4:fa (Oryctes rhinoceros) (date palm beetle) A G (Oryzaephilus mercator)
(merchant grain beetle). 4 & & (Oryzaephilus surlnamensm) (sawtoothed grain
beetle) . &% J& B (Otiorhynchus spp.) (% 341 ) 2 A 78 B (Oulema melanopus)
(cereal leaf beetle). /K F e B (Oulema oryzae). B ¥E % % % J& B (Pantomorus
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spp. ) (%) - 4 5 )& B (Phyllophaga spp.) (May/June beetle). Phyllophaga
cuyabana. # 4% Bk A7 J8 f (Phyllotreta spp.) (& i H ). 3 % % J& ' (Phynchites
spp. )~ H A9NNH 4 . (Popillia japonica) (Japanese beetle). K4 & (Prostephanus
truncates) (larger grain borer). A& (Rhizopertha dominica) (lesser grain borer) .
MR B 4> 6 )8 Bl (Rhizotrogus spp.) (Eurpoean chafer). & 7% J& #' (Rhynchophorus
spp.) (%) /NEJER (Scolytus spp.) (wood beetle). Shenophorus spp. (Billbug) .
Bi & M % (Sitona lineatus) (pea leaf weevil). K % J& ' (Sitophilus spp.)
(grain weevil). & % (Sitophilus granaries) (granary weevil). K % (Sitophilus
oryzae) (rice weevil). 2§ #4 A (Stegobium paniceum) (drugstore beetle). fl &
% J@ Fp (Tribolium spp.) (flour beetle). 7% fl & ¥ (Tribolium castaneum) (red
flour beetle)Z¢# A % (Tribolium confusum) (confused flour beetle) . {3 J7 &
(Trogoderma variabile) (warehouse beetle) Fll Zabrus tenebioides.

[0287] 55— ALl 7 &P, A ST EE R AR B AT L TR v il H (Dermaptera) ( #E
I (earwig)) o

[0288] 75— ALt T Srh, A SO FE Ak W] H TR va ik H (Dictyoptera)
(HFHE (cockroach)) . X 48T di il =E 55 28 M 51) 28 A 5 H AR T2 [ /) Bk (Blattella
germanica) (German cockroach). % /7 3 W (Blatta orientalis) (oriental
cockroach) « = 4 74 JE W A (Parcoblatta pennsylvanica) . 3£ ¥ K (Periplaneta
americana) (American cockroach). 8 | K WM (Periplaneta australasiae)
(Australian cockroach). #y & K W (Periplaneta brunnea) (brown cockroach).
K W (Periplaneta fuliginosa) (smokybrown cockroach). if ¢ 3 i (Pyncoselus
suninamensis) (Surinam cockroach) Fl K 71 25 W (Supella longipalpa) (brownbanded
cockroach) .

[0289]  7E 5 — AL 77 S, AU B W A i W] FH TR e XG# H (Diptera) (true
fly) o IX4L5E R HE ST 28 M ) 28 L FEEH A PR TR ISUE R (Aedes spp. ) (I80) EEH A8
IH (Agromyza frontella) (alfalfa blotch leafminer). #& W8 J& Fi (Agromyza spp.)
(leaf miner fly) f&Z5Cif)Ef (Anastrepha spp.) ( o) L Eb %52k (Anastrepha
suspensa) (Caribbean fruit fly). J& U J& Fl' (Anopheles spp.) (U ). 5 52 i J@ Fb
(Bactrocera spp.) ( Fil ) . JRSZ M (Bactrocera cucurbitae) (melon fly) . K5 7N SZ b
(Bactrocera dorsalis) (oriental fruit fly)./NEcSCliJEFRy (Ceratitis spp.) (FhE) .
P /N4 SElE (Ceratitis capitata) Mediterranea fruit fly) B JEFr (Chrysops
spp. ) (BRUL (deer fly)) HEWEJEF (Cochliomyia spp.) (BREEHH (screwworm)) | RIS J& Fif
(Contarinia spp.) (Gall midge) . Ed{@F (Culex spp.) (4 ) BRI EFP (Dasineura
spp. ) (gall midge) «JHSZEM- 2L (Dasineura brassicae) (cabbage gall midge) Hifi =
P (Delia spp. ) KHiFHE (Delia platura) (seedcorn maggot) Bl JEF (Drosophila
spp.) (Wi (vinegar fly)) . W& J& F (Fannia spp.) ( ZXM8 (Filth fly)) . o Bl i
(Fannia canicularis) (Iittle house fly) KJENME (Fannia scalaris) (latrine fly)-.
7 i (Gasterophilus intestinalis) (horse bot fly). Gracillia perseae. ¢ Ifl 1
(Haematobia irritans) ( il (horn fly)) . fEdEJEFH (Hylemyia spp.) (root maggot) .
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2y JZ i (Hypoderma lineatum) (common cattle grub) . BE ¥ i J& f (Liriomyza spp.)
(leafminer fly).H W #E M (Liriomyza brassica) (serpentine leafminer) . 4=l
1% (Melophagus ovinus) (sheep ked) \BJEF (Musca spp.) (muscid fly) FKZKd#E (Musca
autumnalis) (face fly) ZME (Musca domestica) (house fly).=-JElE (Oestrus ovis)
(sheep bot fly) KKMZEFFIE (Oscinella frit) (frit fly) EHZERME (Pegomya betae)
(beet leafminer).Phorbia spp. #H% NZEME (Psila rosae) (carrot rust fly) HERESR
I (Rhagoletis cerasi) (cherry fruit fly) . 3FEHE5CHE (Rhagoletis pomonella) (apple
maggot) < 2L 3 i (Sitodiplosis mosellana) (orange wheat blossom midge) « EEZX R
(Stomoxys calcitrans) (stable fly) . ZFIlJ&FF (Tabanus spp.) (horse fly) Fl KU )& Ff
(Tipula spp.) (crane fly).

[0200]  7E 5 —ANSEIt 7 P, AU EE AR KR T H TR B (Hemiptera)
(true bug). XL [ 4E 55 28 V1 25 A F6 B AR T 9L 4¢3 (Acrosternum hilare)
(green stink bug).ZE I A K% (Blissus leucopterus) (chinch bug) B ZEH R H
1% (Calocoris norvegicus) (potato mirid) . #¢H & &1 (Cimex hemipterus) (tropical
bed bug). K H (Cimex lectularius) (bed bug). Dagbertus fasciatus. Dichelops
furcatus. E M £ (Dysdercus suturellus) (cotton stainer). Edessa meditabunda,
WK i JE i (Furygaster maura) (cereal bug). Fuschistus heros#83E¥i% (Fuschistus
servus) (brown stink bug) Z KM B (Helopeltis antonii) & B (Helopeltis
theivora) (tea blight plantbug) i JEFF (Lagynotomus spp.) (M (stink bug)) KFEZ
1% (Leptocorisa oratorius) . FfEZlE (Leptocorisa varicornis)  HEHIEER (Lygus
spp.) (plant bug) .G 3EH I (Lygus hesperus) (western tarnished plant bug) AR
FE S ¥ i (Maconellicoccus hirsutus). Neurocolpus longirostris. #% 4¢ i (Nezara
viridula) (southern green stink bug) ¥ E i JEFH (Phytocoris spp.) (plant bug) .
Phytocoris californicus. Phytocoris relativus. Piezodorus guildingi. V¢ &
(Poecilocapsus lineatus) (fourlined plant bug).Psallus vaccinicola.Pseudacysta
perseae. Scaptocoris castanea FIHEM;JEF (Triatoma spp.) (bloodsucking conenose
bug/kissing bug) .

[0201] 5 — AL 77 &0, A SO ER A R TP T Ba R H - (Homoptera) ((F
Hdy (scale) @l I (leafhopper)) . X463 HFHE ST 28 MEA A5 ELFEE AR T8 5
If (Acrythosiphon pisum) (pea aphid). KW J& Ff (Adelges spp.) (adelgid) . H i ¥
@l (Aleurodes proletella) (cabbage whitefly) M2HEF; @l (Aleurodicus disperses) .
22 ¥y @\ (Aleurothrixus floccosus) (woolly whitefly) . A% E W J& # (Aluacaspis
spp. )« Amrasca bigutella bigutella. J£ M J& F (Aphrophora spp.) ( 1) | 21 [F i
(Aonidiella aurantii) (California red scale) ¥fHiJE@F (Aphis spp.) (4FHL ) JKRWF
(Aphis gossypii) (cotton aphid) 3FEREF (Aphis pomi) (apple aphid) . 5445 =K b
(Aulacorthum solani) (foxglove aphid). ¥y @\J&Fl (Bemisia spp.) CHy @l ) 48 HH5 @l
(Bemisia argentifolii). . HE M & (Bemisia tabaci) (sweetpotato whitefly)  ZZXE
Iif (Brachycolus noxius) (Russian aphid) . K[ ]14/NE&Wf (Brachycorynella asparagi)

(asparagus aphid) .Brevennia rehi. H ¥ W (Brevicoryne brassicae) (cabbage aphid) .
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By B (Ceroplastes spp. ) (W) (ZLddy (Ceroplastes rubens) (red wax scale) &
JE I J& i (Chionaspis spp.) (W) & & W & Al (Chrysomphalus spp.) (i) B &
Fl (Coccus spp.) (i) ZEar A 2 W (Dysaphis plantaginea) (rosy apple aphid) . %
/i JE B (Empoasca spp. ) (M) SE R AHEF (Eriosoma lanigerum) (woolly apple
aphid) \MXHRWY (Icerya purchasi) (cottony cushion scale) 75 R E £k 1 (Idioscopus
nitidulus) (mango leafhopper). K ¥ @\ (Laodelphax striatellus) (smaller brown
planthopper) W J&E W @R (Lepidosaphes spp.) K& @R (Macrosiphum spp.) . K&
KA (Macrosiphum euphorbiae) (potato aphid) «ZF K& Wf (Macrosiphum granarium)
(English grain aphid) .4 K& (Macrosiphum rosae) (rose aphid). Macrosteles
quadrilineatus (aster leafhopper). Mahanarva frimbiolata.Z M ¥F (Metopolophium
dirhodum) (rose grain aphid). Mictis longicornis. #k WF (Myzus persicae) (green
peach aphid). 22 & M- 1 J& F (Nephotettix spp.) (Ff- 1), 22 2 i # (Nephotettix
cinctipes) (green leafhopper) . #5 K@l (Nilaparvata lugens) (brown planthopper) .
FJEY (Parlatoria pergandii) (chaff scale) . &Y (Parlatoria ziziphi) (ebony
scale) . & K& ¥ K @l (Peregrinus maidis) (corn delphacid) . 3K 1 J& fi (Philaenus
spp. ) (spittle bug) .7 ZG MR 4F (Phylloxera vitifoliae) (grape phylloxera). 42
BRI (Physokermes piceae) (spruce bud scale). B 4 ¥ ¥ J& f (Planococcus spp. )
iy ) B JE Rl (Pseudococcus spp. ) (Kl ) i 2y #rdy (Pseudococcus brevipes)
(pineapple mealybug) Zi[EEM (Quadraspidiotus perniciosus) (San Jose scale) . i
J&Fh (Rhapalosiphum spp.) (¥ H8 ) \ T Ki#F (Rhapalosiphum maida) (corn leaf aphid) .
KA 45 F (Rhapalosiphum padi) (oat bird—cherry aphid) . Bk J& Ff (Saissetia
spp.) (i ). Mi BRI b (Saissetia oleae) (black scale). 3 — X ¥f (Schizaphis
graminum) (greenbug) . % K& I (Sitobion avenae) (English grain aphid).EH 7 K&l
(Sogatella furcifera) (white—backed planthopper)  EBEWFJEF (Therioaphis spp.)
(UF H) . Toumeyella spp. (W7 ). 7 )& Flr (Toxoptera spp.) (¥f H ). Trialeurodes
spp. CKra\ ) =l (Trialeurodes vaporariorum) (greenhouse whitefly) .45 #¥; @l
(Trialeurodes abutiloneus) (bandedwing whitefly) RJEM JEFr (Unaspis spp.) ().
Gl (Unaspis yanonensis) (arrowhead scale) fl Zulia entreriana.

[0292]  7E 55— NSt 7 S, A SO EE A R W W] T B i 3 B (Hymenoptera)
(W, TR e ) o XA R HE ST 28 A 28 R H AR T DI UE Bl (Acromyrrmex
spp. )~ T EESE 18 (Athalia rosae) MU JE Fl (Atta spp.) (leafcutting ant) . 224y
J& F (Camponotus spp.) (carpenter ant). #2 M 1% J& Ff Diprion spp.) (5 &) . 4%
J& Bl (Formica spp.) (92 d% ). P48 2 8 (Iridomyrmex humilis) (Argentine ant). &}
I JE Fh (Monomorium ssp. )« 2N F I Monomorium minumum) (1ittle black ant). B} 4%
(Monomorium pharaonis) (Pharaoh ant) «#ifrHt&E M (Neodiprion spp.) (R ) sk
U@ FRP (Pogonomyrmex spp. ) (harvester ant) . Gi&JEF (Polistes spp.) (paper wasp) .
KIBLJEFRN (Solenopsis spp.) (fire ant) #HFZF UL (Tapoinoma sessile) (odorous house
ant) JFHEBUE Fr (Tetranomorium spp. ) (pavement ant) .8 i@ (Vespula spp.) (#H
1 (yellow jacket)) FIARMEJEF (Xylocopa spp.) ( Ri& (carpenter bee)) .
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[0203]  7E ) — A SEH 7 o, RSO B KA KR A H TR %S H (Isoptera)
(E) o X L85 R HE 55 25 M 4 28 AR H AN PR T 3L B & A (Coptotermes  spp. )
it =0 [ 9 (Coptotermes curvignathus) . 37 Ph == $L H B (Coptotermes frenchii). &
7 FL A W (Coptotermes formosanus) (Formosan subterranean termite). ff [ B J&
Ff (Cornitermes spp.) (nasute termite). #b [ 4 J& Ff (Cryptotermes spp.) ( T K
). % [ 8 Flr (Heterotermes spp. ) (desert subterranean termite). 4 5t
i (Heterotermes aureus). A [ M Jg ff (Kalotermes spp.) ( T A H 8 (drywood
termite) ) B UL JE Fl (Incistitermes spp.) (TFAREAM) . KA JEF Macrotermes
spp. ) (fungus growing termite).Zx A U JE P Marginitermes spp.) ( T ARE ).
P AW E F Microcerotermes spp. ) (harvester termite).f5 3/ I Microtermes
obesi) . J& A B4 JE Ff (Procornitermes spp. )~ 8L M J@ Flr (Reticulitermes spp.)
(subterranean termite). Reticulitermes banyulensis. Reticulitermes grassei.
WO B B B (Reticulitermes flavipes) (eastern subterranean termite). 3 /) B
B B (Reticulitermes hageni) . P /57 B 1 8 (Reticulitermes hesperus) (western
subterranean termite). Z& %5 B 8 (Reticulitermes santonensis). ffi b B B 4%
(Reticulitermes speratus).EREIRE A (Reticulitermes tibialis).3E/NEEFEHLL
(Reticulitermes virginicus) K& [ ER (Schedorhinotermes spp.) Flty HELEFh
(Zootermopsis spp.) (rotten-wood termite).

[0294] 755 — AL 7 A, RSO ER A R BT TBiiGEEH H (Lepidoptera) (g
FHIE) oI 265 ) AE 55 28 M 41 28 AL FEHANFR T Achoea  janata. #5715 &8k J& Pl (Adoxophyes
spp. ) ~ 15 # 7 45 % (Adoxophyes orana) . M1 2 J& fil' (Agrotis spp.) (PJMR ) /s
% (Agrotis ipsilon) (black cutworm) . ff Mk 4 % ik (Alabama argillacea) (cotton
leafworm) \Amorbia cuneana.Amyelosis transitella(navel orangeworm).Anacamptodes
defectaria. Bk ¢ Z %k (Anarsia lineatella) (peach twig borer). & Wk M & Ik
(Anomis sabulifera) (jute looper). % & I (Anticarsia gemmatalis) (velvetbean
caterpillar) . M FE Mgk (Archips argyrospila) (fruittree leafroller) . EI¥E 3
% (Archips rosana) (rose leaf roller).®& M & F (Argyrotaenia spp.) (tortricid
moth) . #5 4 % Mk (Argyrotaenia citrana) (orange tortrix). Autographa gamma.

Bonagota cranaodes. Al #F W (Borbo cinnara) (rice leaf folder). Bucculatrix
thurberiella(cotton leafperforator). 4k & A (Caloptilia spp.) (¥ M H (leaf
miner)) . Capua reticulana.#ki¥ L ik (Carposina niponensis) (peach fruit moth) .
K EIE JE F (Chilo spp. ). 15 F kE 4k 2 % % (Chlumetia transversa) (mango shoot
borer) EUIE (1421 (Choristoneura rosaceana) (obliquebanded leafroller) &k )& Ff
(Chrysodeixis spp.) FBHEMHEFIE (Cnaphalocerus medinalis) (grass leafroller) .
G JE Y (Colias spp. )~ # K X 4041 1 (Conpomorpha cramerella) . 75 7 A & i
(Cossus cossus) (carpenter moth) HUEJEFP (Crambus spp. ) (Sod webworms) « Z=/NErL»
i (Cydia funebrana) (plum fruit moth) .ZL/NE.00H (Cydia molesta) (oriental fruit
moth) . Cydia nignicana(pea moth) .3 /N3l (Cydia pomonella) (codling moth) .
Darna diduct. 25} J& fr (Diaphania spp.) (stem borer) . & J& Ff (Diatraea spp.)
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(stalk borer)./pJEdE (Diatraea saccharalis) (sugarcane borer) . g & KA BELHH
(Diatraea graniosella) (southwester corn borer) . .&Nl4&ijEF (Earias spp.) (F742
) i & NIE (Barias insulata) (Egyptian bollworm) . Z4{4Nl4G (Farias vitella)
(rough northern bollworm).Ecdytopopha aurantianum. g3 £ K BER (Elasmopalpus
lignosellus) (lesser cornstalk borer). Epiphysias postruttana(light brown
apple moth) Ky BEHEJEFl (Ephestia spp.) (flour moth) J¥3BEWE (Ephestia cautella)
(almond moth) JHHE ¥ BEEE (Ephestia elutella) (tobbaco moth) HiF¥gHyiE (Ephestia
kuehniella) (Mediterranean flour moth). Epimeces spp.. # /» % W&k (Epinotia
aporema) « 7y ££ 77 I (Erionota thrax) (banana skipper). % i 4 3% % (Eupoecilia
ambiguella) (grape berry moth) . Fuxoa auxiliaris(army cutworm). Feltia spp. (V]
WH) ASIRE E Rl (Gortyna spp. ) (stemborers) . %< F it F ik (Grapholita molesta)
(oriental fruit moth).—=4UElk (Hedylepta indicata) (bean leaf webber). & H)E
Fh (Helicoverpa spp.) ( Wk ). #3441 (Helicoverpa armigera) (cotton bollworm)
NSk (Helicoverpa zea) (bollworm/corn earworm) « SEAC MR JEfh (Heliothis spp.)
(T2 W% )« M/ ZF & % (Heliothis virescens) (tobacco budworm). 3Z 0 B} #€ (Hellula
undalis) (cabbage webworm). Indarbela spp. (root borers). & 7 & Wk (Keiferia
lycopersicella) (tomato pinworm). i H ¥ ¥} i (Leucinodes orbonalis) (eggplant
fruit borer)  FESHH (Leucoptera malifoliella) . gligk)@f (Lithocollectis spp.)
W4 /& Mgk (Lobesia botrana) (grape fruit moth) . Loxagrotis spp. ( # MH# ) .
Loxagrotis albicosta(western bean cutworm). #% & % (Lymantria dispar) (gypsy
moth) Bk (Lyonetia clerkella) (apple leaf miner) .Mahasena corbetti (oil palm
bagworm) « K %= & H B fl Malacosoma spp.) (tent caterpillar). H ¥ 7 1% (Mamestra
brassicae) (cabbage armyworm) . 5. 3k ¥FiE (Maruca testulalis) (bean pod borer) %%
I (Metisa plana) (bagworm). Mythimna unipuncta(true armyworm). Neoleucinodes
elegantalis(small tomato borer).— fi7KiE (Nymphula depunctalis) (rice caseworm) .
A R (Operophthera brumata) (winter moth) . £ KIE (Ostrinia nubilalis) (European
corn borer).Oxydia vesulia.Pandemis cerasana(common currant tortrix) .3pF#gisidk
(Pandemis heparana) (brown apple tortrix) .dEYNILEE R (Papilio demodocus) 4144
Fidk (Pectinophora gossypiella) (pink bollworm) Peridroma spp. (VR H) (et ith
% (Peridroma saucia) (variegated cutworm) .BlIMEyEH Ik (Perileucoptera coffeella)
(white coffee leafminer). L E =Lk (Phthorimaea operculella) (potato tuber
moth) « F &% I % #k (Phyllocnisitis citrella). 4H ik J& f' (Phyllonorycter spp.)
(leafminer) S (Pieris rapae) (imported cabbageworm) . fg%4t ik (Plathypena
scabra) . El JE 5 BE i (Plodia interpunctella) (Indian meal moth). 3¢k (Plutella
xylostella) (diamondback moth). Polychrosis viteana(grape berry moth). #§ H &
% (Prays endocarpa). W B #5 & % (Prays oleae) (olive moth). Pseudaletia spp.
(g ) . Pseudaletia unipunctata(armyworm). K & & i (Pseudoplusia includens)
(soybean looper) . /\I# (Rachiplusia nu).—=A4L#E (Scirpophaga incertulas) . if 25K
Ik JEFh (Sesamia spp. ) (stemborers) FHIEZE A (Sesamia inferens) (pink rice stem
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borer) K= UE (Sesamia nonagrioides) ABE#HH (Setora nitens) Z M (Sitotroga
cerealella) (Angoumois grain moth) . %% KM, (Sparganothis pilleriana) . K##
gk JE AR (Spodoptera spp. ) CHEHL) VEHSERUE, (Spodoptera exigua) (beet armyworm) .
B 9 ik (Spodoptera fugiperda) (fall armyworm) . F i K ¥ 1% ##k (Spodoptera
oridania) (southern armyworm). % i% {# i J& # (Synanthedon spp.) (root borers) .
Thecla basilides. Thermisia gemmatalis. A& W (Tineola bisselliella) (webbing
clothes moth) . ¥y BF 7% % (Trichoplusia ni) (cabbage looper). & 7h Bf #& 4 (Tuta
absoluta) « Sk J& Ff (Yponomeuta spp. ) WMIHES) & gk (Zeuzera coffeae) (red branch
borer) FIALF &gk (Zeuzera pyrina) (leopard moth) .

[0205] 7B —ASEHli 7 E, AT EE A K AT H TR & H (Mallophaga) (2P
@l (chewing lice)). iXEeEHFHAETF A ZSAFREAIR T4 E Bovicola ovis)
(sheep biting louse) k¥ 1 & H (Menacanthus stramineus) (chicken body louse)
FIxE P HE, (Menopon gallinea) (common hen house) .

[0206]  7E 5 —NSEJ 7 A, A SO R AR K AT TR E# B (Orthoptera)
(OO IR R R e ) o X SESE AR ST 28 MRS 28 RS H AR T B BT 24 &% (Anabrus
simplex) (Mormon cricket)  itt (Gryllotalpidae) (mole cricket) 4 K& (Locusta
migratoria). WE I J& Ff (Melanoplus spp.) (W & ). 44 ¥ 40 #] &% (Microcentrum
retinerve) (angularwinged katydid).Pterophylla spp. (kaydids). ¥ 7 g
(Schistocerca gregaria) ¥ JB#iZ4E4% (Scudderia furcata) (forktailed bush katydid)
I AMAEEAIE (Valanga nigricorni) .

[0207] £ — AL 77 &, AR A K AT H TR EVH (Phthiraptera) (W
I (sucking lice)) o IX&ETE iR E S5 28 ME A 28 A0 F5(H AN PR T W UL U Bl (Haematopinus
spp. ) CZEBEFE T ) 4R F9E (Linognathus ovillus) (sheep louse) .3kl (Pediculus
humanus capitis) (human body louse) /Al (Pediculus humanus humanus) (human body
lice) FIFHE (Pthirus pubis) (crab louse) .

[0208] 15— ALl 7 G b, A ST EE A K T Fl TBivi 2 B (Siphonaptera) (i
W) o IXEEE d RS 28 A 2R R (H AR TR A2k 2% (Ctenocephalides canis) (dog
flea) JiFi3k % (Ctenocephalides felis) (cat flea) fIAZ (Pulex irritans) (human
flea) .

[0200]  7E 5 —ASEE T B, A ER M A R IR H TR A 2838 B (Thysanoptera)
CH] L) o IX 48 b HE 55 28 1 21 28 (0 F5 (0 AN R T 4 81 5 (Frankliniella fusca)
(tobacco thrips). Vi J5 f& #i I (Frankliniella occidentalis) (western flower
thrips) . Frankliniella shultzei. & BE #9 & #] I (Frankliniella williamsi)
(corn thrips). & % #] Y (Heliothrips haemorrhaidalis) (greenhouse thrips).
Riphiphorothrips cruentatus. i #] I J& F (Scirtothrips spp.). 4 1 #] L
(Scirtothrips citri) (citrus thrips).4veif] 5 (Scirtothrips dorsalis) (yellow tea
thrips) . Taeniothrips rhopalantennalis Fl#] 5 @R (Thrips spp.).

[0300]  7F 55— AN SEH 7 i, ARS8 R A A BT H TR va 28 )2 B (Thysanura) (&
i (bristletail)) . IXLEHE RFHEST 28 %4 28 W HEH AR T4 8 J&@ F (Lepisma spp.)
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(silverfish) Fl/NEdAcfaJEFP (Thermobia spp.) (firebrat) »

[0301] 755 — ALl 7 &, A SO A K BT T BB W B (Acarina) (U
(mite) FIME (tick)) . IXLETE B HEST 28 VR 41 25 B FEH AR T41 S B 1 (Acarapsis
woodi) (tracheal mite of honeybees). ¥ Wi J& i (Acarus spp.) (& 4 W ) . ¥ K
Wi (Acarus siro) (grain mite). Aceria mangiferae (mango bud mite) . Hl| 57 2 i & Fb
(Aculops spp. )& HhH| B (Aculops lycopersici) (tomato russet mite). Aculops
pelekasi . ff il iz B2 (Aculus pelekassi) 3 FGHIEL0 (Aculus schlechtendali) (apple
rust mite). Amblyomma americanum(lone star tick). ZF B J& i (Boophilus spp.)
(1) SRS 2 (Brevipalpus obovatus) (privet mite) 2841 %4 25l (Brevipalpus
phoenicis) (red and black flat mite). JI§ Wi J& F (Demodex spp.) (mange mite) . H
1 J& Ff (Dermacentor spp.) (fl B2 ) | 2£ Y 8 (Dermacentor variabilis) (american
dog tick). /& 7 B (Dermatophagoides pteronyssinus) (house dust mite). % M
W J8 Ft (Fotetranycus spp.). ¥ B #1 45 M 6 (Fotetranychus carpini) (vellow
spider mite). [ BI U @ F (Epitimerus spp.). B2 % J& F (Eriophyes spp.) . fifi i
J& Fi (Ixodes spp.) (B2 ). 4 JNW J& f (Metatetranycus spp.) . 4 B 6 (Notoedres
cati) ./ JINIH J& B (0ligonychus spp. ). Wl ME/JNEE (01igonychus coffee) 435 7>
JIVU% (Oligonychus ilicus) (southern red mite). 4 JN 4 J& B (Panonychus spp. ).
AL 4 B (Panonychus citri) (citrus red mite). 3¢ H 4 Ui (Panonychus ulmi)
(European red mite) AE4H-#1)B26E (Phyllocoptruta oleivora) (citrus rust mite).
Bt jE (Polyphagotarsonemun latus) (broad mite) . MMZLEE 3518 (Rhipicephalus
sanguineus) (brown dog tick). #& Wi J& F (Rhizoglyphus spp.) (bulb mite). #r Wi
(Sarcoptes scabiei) (itch mite)  EERLTH BN (Tegolophus perseaflorae) | il J& f
(Tetranychus spp. ) S Ml (Tetranychus urticae) (twospotted spider mite) FHXK
[GCELE (Varroa destructor) (honey bee mite) o

[0302] 7 55— SEE 7 S, AR SO AR R BT H TR v 4 A (Nematoda) ( £k
) o IXEETE B RSS2SR 2R AR H AR T 7) 8 g A (Aphelenchoides spp.) (bud
and leaf&pine wood nematode).Hl|ZkH JEF (Belonolaimus spp.) (sting nematode) .
INRZ Bl (Criconemella spp.) (ring nematode) v R3EZ H (Dirofilaria immitis)
(dog heartwom) 224k HiJ& Ff (Ditylenchus spp.) (stem and bulb nematode) . i 7 £&
i J& Pl (Heterodera spp.) (cyst nematode) . K e FE 4k Bt (Heterodera zeae) (corn
cyst nematode) VHEMRZ B )@l (Hirschmanniella spp.) (root nematode) « 41475 £k Hi J@ Fir
(Hoplolaimus spp.) (lance nematode) R 454k di @ (Meloidogyne spp.) (root knot
nematode) g TR &5 2k i (Meloidogyne incognita) (root knot nematode) . JERL R 22
(Onchocerca volvulus) (hook—tail worm) . fH A%k HiJ@Fr (Pratylenchus spp.) (lesion
nematode) « ZF L Z¢ B3 J& P (Radopholus spp.) (burrowing nematode) Fl 7 £ "B Ik £k v
(Rotylenchus reniformis) (kidney—shaped nematode) .

[0303] 7 Jj — N SE i 77 &, A ST ER B A K W R] H T BT v6 255 44 (Symphyla)
(symphylan) . X £& 3¢ di ) 4F 55 26 o 1) 28 40, i B A BR T 3 42 B (Scutigerella

immaculata) »
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[0304] & 1 401 B &8 B £ W “Handbook of Pest Control-The Behavior, Life
Histroy, and Control of Household Pests”by Arnold Mallis, 9™
Edition, copyright2004by GIE Media Inc.

[0305] JREY)

[0306] W]t b5 A SO R 1R AR R B AL A A B — 28R R AR A PR TRA R R R
%U H

[0307] 1, 2- —&AHE L, 3- AN

[0308] [l 4E B 2% (abamectin). {5 ‘K B (acephate). K Wi fg (acequinocyl) . Mt H
5 (acetamiprid) « Z% B8 % (acethion) . acetoprole. % Fg 2§ g (acrinathrin) . A
B5 (acrylonitrile) . i 2 B (alanycarb) . 3 ‘K & (aldicarb) . B K & (aldoxycarb) .
Y (aldrin) o A M BR 14§ (allethrin) . Bl & 24 B 3 (allosamidin) « B 3 8
(allyxycarb) . a — 5 & 35 (alpha cypermethrin). a — {72 (alpha ecdysone) . FEH
(amidithion) « amidoflumet. K ZE g (aminocarb) « J& W % (amiton) « LB BK (amitraz) «
B (anabasine) « =44k — 1 (arsenous oxide) ¥ BEILHS (athidathion)s ¥ HL T
(azadirachtin) . MEIE % (azamethiphos) . 2 #f % (azinphos ethyl) (& 47 (azinphos
methyl) f& 4 (azobenzene) \MEIf4G (azocyclotin) &M (azothoate) .

[0309] NHAEERHN (barium hexafluorosilicate) EE H1%34 (barthrin) . benclothiaz.
s HL g (bendiocarb) . N i 7% FF B (benfuracarb). ZK W R (benomyl). 7K =& f
(benoxafos) . % L T (bensultap). 7= W 7 (benzoximate). Z& F g “F BE (benzyl
benzoate) . B- A F 24 g (beta cyfluthrin). B - S & % g (beta cypermethrin) .
B 2K ik B8 (bifenazate) - BK 2K % l§ (bifenthrin) \ 5k SR W (binapacryl) « ¢ 20 A H 4
H1 %5 (bioallethrin) . bioethanomethrin. 4= 4 & % fig (biopermethrin) . X — & H IR
(bistrifluron) Al (borax) HlifE (boric acid) IR MG (bromfenvinfos) . & DDT,
HA4% 2% (bromocyclen) VR A % (bromophos) « s 3% VR i i (bromophos ethyl) . ¥R Ui i
(bromopropylate) « & 4% J& (bufencarb) . W& 1% i (buprofezin). & S & (butacarb) .
e 2 B i (butathiofos) . ] X gk (butocarboxim). ] AE % (butonate) . % ] ¥ &k
(butoxycarboxim) +

[0310] i £k % (cadusafos). H R 45 (calcium arsenate). 1 B & #l (calcium
polysulfide) . 5 4% 25 (camphechlor) « & ‘K 3% & (carbanolate) . I Z5 i, (carbaryl) . Ht
L (carbofuran) « —Hi4bik (carbon disulfide)PU& 4Lk (carbon tetrachloride) .
= Wi W (carbophenothion). | % 5 & & (carbosulfan). E (cartap) . K W Jf
(chinomethionat) « & Bt iZ (chlorantraniliprole) & 4% (chlorbenside) . UK
(chlorbicyclen) . & Ff (chlordane) . JF % (chlordecone) . & 7 Bk (chlordimeform) «
1+ & ¥ (chlorethoxyfos). . Mt B & (chlorfenapyr) . % 1 ¥ (chlorfenethol) «
7 W WE (chlorfenson) . # Uil (chlorfensulphide) . E H £ (chlorfenvinphos) .
(chlorfluazuron) . & @ % (chlormephos). Z. W& 3 Wi ¥ (chlorobenzilate). &
1ji (chloroform). f ¥& B (chloromebuform). #E 48 & (chloromethiuron). & 1k ¥
(chloropicrin) « N BE &% 1 ¥ (chloropropylate) . & J5 5 # (chlorphoxim) . & nt; M
it (chlorprazophos) . & #L W (chlorpyrifos) . A 3& £ 48 W8 (chlorpyrifos methyl) .
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S BT i (chlorthiophos) « ¥ H Wk % (chromafenozide) . JIK 28 g 1 (cinerin I). JK
2 W5 11 (cinerin II). /A g Jx K 3 % B (cismethrin) . [ 2& i (cloethocarb) . Y iif
1% (clofentezine) « & & ML # % (closantel) . W& i Ji% (clothianidin) « Z Tk MV Bt %
(copper acetoarsenite) R4 (copper arsenate) M Kif&4i (copper naphthenate) .
MERET (copper oleate). (coumaphos) & Hfi# (coumithoate) . 7 ¥ >Kifl (crotamiton) .
T % (crotoxyphos) . cruentaren A&B. H # i (crufomate) . 45 B 44 (cryolite) .
2K i % (cyanofenphos) . 4% & % (cyanophos) . J Hi #% (cyanthoate) . ¥F /& & 24 Mg
(cyclethrin) « Z & % BE (cycloprothrin) . cyenopyrafen. ] 4 Wi BE (cyflumetofen) .
AR B % BE (cyfluthrin) . = % & & % BE (cyhalothrin) . =¥ 4% (cyhexatin) . & &
&4 lg (cypermethrin) . 5 Bt & %5 NE (cyphenothrin) . K M i# (cyromazine) . 3% K fi%
(cythioate) .

[0311] 4L HEfr B4 (d-1limonene) « 1 [£ (dazomet) « — JR S TA ¢ (DBCP) . — & 5 A Bt
(DCIP) . i ¥i& & (DDT) « — AW M FF (decarbofuran) | R & %4 BE (deltamethrin) . H &
f# (demephion) . H % % O (demephion 0) . H % % S(demephion S). W W % (demeton) .
AL N T i (demeton methyl) . N W fif O (demeton 0) . N W i —0— A7 3£ (demeton O
methyl) . W% S (demeton S) . PN UK ik —S— FH L (demeton S methyl) . P W i —-S— AL
fii (demeton S methylsulphon) . A% Wi fifi & (diafenthiuron) . & W % (dialifos) . [F 4k
¥i (diamidafos) . A (diazinon) . F &M (dicapthon) . [RZk#E (dichlofenthion) .
7 # i (dichlofluanid) « & # & (dichlorvos)« T 55 80 (dicofol) « N-(3— A FE 2K
5D AAETR T MG (dicresyl) . H I BE (dicrotophos) ¥ U (dicyclanil) (2K IG5
(dieldrin) fgH# R (dienochlor) . diflovidazin. # R 5 (diflubenzuron) . dilor. VY%
FImEZ RS (dimefluthrin) « B & (dimefox) HIZZ ) (dimetan) \ 5k (dimethoate) 7F%g
fi& (dimethrin) . A 3EE: & (dimethylvinphos) « & & (dimetilan) < VM) (dinex)
7 W i (dinobuton) . B W % (dinocap) « B % 4 (dinocap4) « F I % 6 (dinocap6)  #X
I 8 (dinocton) « fif . Fg (dinopenton) \ fi§ A Wy (dinoprop) « J& il ®y (dinosam) . fif 2

W& (dinosulfon). (dinotefuran). fif T g (dinoterbon). %% /% % (diofenolan). 7% U

¥ (dioxabenzofos) . - 4 & (dioxacarb). # % % (dioxathion). — ZE il (diphenyl
sulfone) XU (disulfiram) . Z#EW (disulfoton)  BEMR ¥ (dithicrofos) . fiF A My
(DNOC) « %48 4eiif (dofenapyn) £ 47357 (doramectin)

[0312] {2 Wi )7 i (ecdysterone) . & JE [ 4 B 2 (emamectin) « £ % g (EMPC) . 4
2 BE (empenthrin) . it FT (endosulfan) . [l & % (endothion) . 5 ¥k K 5F] (endrin) .
2K Wi % (EPN) . & 4 Bf (epofenonane). %2 ¥ % @ 2 (eprinomectin). f& & K %4
fis (esfenvalerate) . etaphos. Z& Hi J& (ethiofencarb). Z i % (ethion). & H Ff
(ethiprole) .Zi % (ethoate methyl) . K (ethoprophos) « ZjigiE i (ethyl DDD) . P&
LTiE (ethyl formate) .1, 2— VR Z%E (ethylene dibromide).1,2- 5 & %E (ethylene
dichloride) M5 &8¢ (ethylene oxide) \IfZHE (etofenprox) JFrAcelM: (etoxazole) o

ZWEGRHE (etrimfos) JELOAHL (EXD) .
[0313] 24 fifi W (famphur). ¢ & i (fenamiphos). L Wi M (fenazaflor). M I
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i (fenazaquin). % W 4 (fenbutatin oxide). % W % (fenchlorphos). 2. =
& (fenethacarb) . oL % 7K 2§ BE (fenfluthrin) . 7% 4% % % (fenitrothion). ] Z &
(fenobucarb) . Zk fifi & (fenothiocarb) . fenoxacrim. X 48 & (fenoxycarb). Mt S &
% Mg (fenpirithrin) . 7 &( %9 BE (fenpropathrin) . M i fE (fenpyroximate) . 3 it Big
(fenson) . F &M (fensulfothion) fFhiE (fenthion) . LFEf5#if#% (fenthion ethyl) .
Y K% (fentrifanil) & R e (fenvalerate)  Bish 4 (fipronil) . 7 Mg HL L i
(flonicamid) MEIEES (fFluacrypyrim) « HALERE (fluazuron) « i K% (flubendiamide) «
IE PRl (flubenzimine)  Fi 2 AW 7k [ (flucofuron) « W Ik (flucycloxuron) % & 24
fie (flucythrinate) . Bt % W (fluenetil) . flufenerim. % H P& (flufenoxuron) .
N R B (Flufenprox) « fi 54 25 29 fig (flumethrin) « 3 2% W (fluorbenside) « i % & 26
fic (fluvalinate) . Hb 43 % (fonofos) . f& 1 Pk (formetanate) . % H (formothion) . Ji%
L (formparanate) ] 7K B (fosmethilan) . F 5 55 AL (fospirate) . WE Mk il fi
(fosthiazate) %%} (fosthietan) .f%%Zk S} (fosthietan) W&k gl (furathiocarb) . 5
EE2g s (furethrin) JHEEE (furfural) .

[0314] v - =FHEAEFHEE (gamma cyhalothrin). v - /57578 (gamma HCH) .

[0315] Mt %5 M8 (halfenprox) \ ¢ T & Wi i (halofenozide) . 7S 75 75 (HCH) \ 2k IG5l
(HEOD) . & & (heptachlor) . P& B #% (heptenophos) . i 7% fit % (heterophos) . % &
(hexaflumuron) - BEEH A (hexythiazox) 3 K7 (HHDN) « KL% (hydramethylnon) . &4k
& (hydrogen cyanide) .52 H—_ (hydroprene) .Mk, (hyquincarb) .

[0316] 1 M #k 2% (imicyafos) . Mt H Wk (imidacloprid) . B fk 34 BE (imiprothrin) .
i # & (indoxacarb) . #i 1 %¢ (iodomethane) . =F T4 % (IPSP). isamidofos. & M fifk
(isazofos) k5 R (isobenzan) /K& (isocarbophos) 5 ¥ G5 (isodrin) « A it
(isofenphos) . FH & (isoprocarb) & R (isoprothiolane) W (isothioate) | 7%
et (isoxathion) 3582 (ivermectin) «

[0317]  RFZGBE T (Gasmolin 1) E#[ 2 M8 11 (Gasmolin I1). AR (jodfenphos) .
1% 45 ¥ 2 1 (juvenile hormone 1). 1% % % 11 (juvenile hormone 11). 1% 4 1% %
IT1(juvenile hormone T1T).

[0318] 5kt (kelevan) .-ttt (kinoprene) .

[0319] A -=H A& %M (lambda cyhalothrin) R4} (lead arsenate)«lepimectin.
VRIKHE (leptophos) #KFF (lindane) JBEH % (lirimfos) A FE R (lufenuron) . WHEM:fi%
(1ythidathion) .

[0320] L f7 A% i (malathion). % A — i§ (malonoben). & & i (mazidox) . K WF i
(mecarbam) . A JE K ¥f i (mecarphon) . K £f #2 (menazon) . — WE i (mephosfolan) . &
W 7k (mercurous chloride) . K I+ (mesulfen) . F WV B i (mesulfenfos) « & & 7
(metaflumizone). J& H B (metam). H 1§ & (methacrifos) . A & i (methamidophos) «
Z ¥ 1% (methidathion) . K H & (methiocarb). T 4% % % (methocrotophos). K %
H (methomyl) « 5 Ti — Fi (methoprene) H 48 ¥ i ¥ (methoxychlor) . B 48 Z8 B i
(methoxyfenozide) iR A 4E (methyl bromide) . i B L P BE (methyl isothiocyanate) .
= S & %t (methylchloroform). — & F %t (methylene chloride). & T~ % 28 HE
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(metofluthrin) i K& (metolcarb) . =& Hiffi (metoxadiazone) i K (mevinphos) .\ H

e a, (mexacarbate) KRG ZE (milbemectin) KR DII5 (milbemycin oxime) « A % Mk
(mipafox) « KIBUR (mirex) . MNAF. A #f#% (monocrotophos) &5 (morphothion) | % P o
T (moxidectin) .

[0321]  ZiJik# (naftalofos) . {1 (naled).Z5 (naphthalene).Je i ] (nicotine).
B R (nifluridide) . %t % % (nikkomycin) « i & %5 B¢ (nitenpyram) . iy H WE 1%
(nithiazine) JJ& X & (nitrilacarb) K ZEFEIR (hovaluron) . Z IR (noviflumuron) .
[0322] 4R (omethoate) s & X g (oxamyl) I (oxydemeton methyl) . A fidk
(oxydeprofos) iFEME (oxydisulfoton) .

[0323]  Xf %44 (paradichlorobenzene) . if#iif# (parathion) . LN (parathion
methyl) . % 4 % (penfluron) . F. & My (pentachlorophenol). (permethrin). 4¥ A fif
(phenkapton) « K i 45 fig (phenothrin) . #5 3= ¥ (phenthoate) . 1 #: % (phorate) « fR 7%
f#% (phosalone) \#f % M (phosfolan) \ VE &t % (phosmet) « XIS Wi % (phosnichlor) .
JlZ (phosphamidon) . % 1, & (phosphine) . £ TN % &, (phosphocarb) . 5 i % (phoxim) .
AL )5 8% 8 (phoxim methyl) . FF f% W % (pirimetaphos) . PLUF B (pirimicarb) . & %
b % (pirimiphos ethyl) . AP J& i % (pirimiphos methyl) . YA B2 B (potassium
arsenite) R EMH (potassium thiocyanate) . pp’ DDT 4REIZGEE (prallethrin) « H-2h
% I (precocene I).5-#% 11 (precocene I1) 83 T11.WEHZMEREMRK (primidophos)
JgG . (proclonol) « TN R # (profenofos) . profluthrin., B & &, (promacyl) « 3 3% &
(promecarb) « A L (propaphos) « 5a Wi % (propargite) . 4 B (propetamphos) . 5% 5~
&, (propoxur) . £ WE M % (prothidathion) . A i B (prothiofos) . & #$ (prothoate) .
protrifenbute. LM (pyraclofos) .WENE & (pyrafluprole) AL E % (pyrazophos) .
JK B 5 (pyresmethrin) [ HUZGME I (pyrethrin 1) JBRHRAHE 11 (pyrethrin 11) Wk R
(pyridaben) ¢ A (pyridalyl) #7838 (pyridaphenthion) . pyrifluquinazon. W fi%
KMk (pyrimidifen) (WERERE (pyrimitate) (ALPEREE (pyriprole) (IUMEEE (pyriproxyfen) .
[0324] % K (quassia) . M s Bk (quinalphos) . ¥ eZ ik (quinalphos) . F7 J& s = bk
(quinalphos methyl) \WEZE 5 (quinothion) . quantifies,

[0325] {5k A0 % (rafoxanide) \ R EE (resmethrin) . A J B (rotenone) . VBT
(ryania) «

[0326] ¥b B EL (sabadilla). /\ % (schradan).ZE 47§ 2 (selamectin) . K Ht if ik
(silafluofen) . WHHER 4N (sodium arsenite) . ALEN (sodium fluoride) . /N # Ak B4
(sodium hexafluorosilicate). #fi & M 44 (sodium thiocyanate). #7 % (sophamide) .
Z W 2. o0 B B B (spirodiclofen) . B8R FF i 8 (spiromesifen) . B8 ot £ Fig
(spirotetramat) .fEZKEEE (sulcofuron) EF3FE (sulfiram) . F AL (sulfluramid) A%
R (sulfotep) i #s (sulfur) i, (sulfuryl fluoride).Z A (sulprofos) .
[0327] - F % & % B (tau fluvalinate). WE B J& (tazimcarb) . V% ¥ & (TDE) .
X2k Bk iE (tebufenozide) « ML W i (tebufenpyrad) « M8 N # (tebupirimfos). [k o
% (teflubenzuron) . -t % %4 BE (tefluthrin) . XU AR % (temephos) . %5 % (TEPP) . ¥ [
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I TN % BB (terallethrin) « 4 T % (terbufos) . V45 4 %¢ (tetrachloroethane) « 7% B
B (tetrachlorvinphos) . = & &% W B (tetradifon) . 1% 29 fig (tetramethrin) . 5% il 25
2 (tetranactin) . &% Wl i (tetrasul). 0 — 5 & 29 BE (theta cypermethrin) . ME Hi Bk
(thiacloprid) Mg HilE (thiamethoxam) \MEG M (thicrofos) .PrHLJE (thiocarboxime)
i 4 (thiocyclam) . fift X K 2 J& (thiodicarb) . %5 2 X (thiofanox). & 4
% (thiometon) . i % B (thionazin). 75 % W (thioquinox). % Ht X (thiosultap) .
WM DL KE (thuringiensin) « M ot Bk % (tolfenpyrad) « VU ¥R 29 fig (tralomethrin) . P4
% %9 W5 (transfluthrin). & & % g (transpermethrin). Z& W € (triarathene) .
Bk 75 filk % (triazamate) . — Mg i (triazophos) . #¢ & H (trichlorfon) . & J% Wi i
(trichlormetaphos3) . 3 1 % (trichloronat). & 2% & N # (trifenofos) . % W &
(triflumuron) VR & (trimethacarb) ARG IERE (triprene) <

[0328] Hf:KZ% (vamidothion) Wf K% (vamidothion)  FMEMEH (vaniliprole) . #AH M
4 (vaniliprole) .

[0329] —FIEL (XMC) . KA (xylylcarb) .

[0330] C-&E&E % (zeta cypermethrin) Fl zolaprofos.

[03311  [bAk, WIAEH FIR A& BRI RAEAT A5

[0332]  HH T2 A HR [RIAE FH R S R, A SO0 8 1 AR i B A ] B B B ) R L g ) —
fi A

[0333]  H TR BFAI [EIVE A B R L, A SO 3 e A4S R W W] 551 7] (antimicrobial) .
T 7 (bactericide) .¥&MF| (defoliant) 2z H (safener) IR HF (synergist) « &
#:57) (algaecide) 5|17 (attractant) . 45 (desiccant) {5 5 % (pheromone) . [ #
F (repellant) . HEH] (animal dip) R Y7 (avicide) «7HEF (disinfectants) «
W AF B2 (semiochemical) FRBAABIYIH (molluscicide) (IXREEIEHR L& HAHFEf+
[)) — A& .

[0334] T2 =8 Z WA CHHEA H B 2 8 1 “Compendium of Pesticide Common
Names” ( 7 T http://www. alanwood. net/pesticides/index. html) . & Z UL “The
Pesticide Manual” 14™ Edition, edited by C D S Tomlin, copyright2006by British
Crop Production Council,

[0335]  PhlAITEVR A4 (SYNERGISTIC MIXTURE)

[0336]  ASCIFHEE AR AW 5 EEY (e REW7 T LG Y) —&
5 FH LR b R VR -S4, e B VRS 4 b 540 S P i 4 T ASE 22 AH R AR BEAS [F] T
[0337] A R AR 170 S48 B0 5 10 AN B T« £ T HEL sk 5 15 000 01 500 5 B 3 R YT 7 s S 2
BEAE W) A AT HI ) (chitin biosynthesis inhibitor) ;GABA [7] 4 & 4k 4 i 1 45 Hi 5
(GABA—gated chloride channel antagonist) ;GABA A4 2 R ] 48 S 4k 4 i 18 S 5 571
(GABA and glutamate—gated chloride channel agonist) ;. WkiH ik 57 1418 2 51 sMET
T 35 sMg )¢ ATP B 5 Mg-stimulated ATPase inhibitor) ;X £ B AH B
SZAK i ER 2 FH (midgut membrane disrupter) ; FlARAL B2 AL W) (oxidative
phosphorylation disrupter).

[0338] b4k, O LR AL & 4 o 38 2GR I RIS AR SO 38k 19 AN A B — 2 A A < WA
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FE T B (piperonyl butoxide) . ¥4 # B (piprotal) . ¥4 ZL BE (propyl isome) . 3 %% %%
(sesamex) 2 Bk (sesamolin) FIFHN (sulfoxide) o

[0339] i3l

[0340] % HSFL-PANE T DL Al ok it FH o 180 75 2 A JLE Y5, AT o~ B3
A 5 I 75 )R B R 24 1) 71 Xk AE T, Hh ke & T A A 3B L A A R R R
B KA. BRI, R % HROFREC il Rl 49 4n 35 78 (bait) VIR 4 LI (concentrated emulsion) .
¥ F (dust)« $L W (emulsifiable concentrate). B 78 F| (fumigant) . ¢ I« ¥ ki T
#JE A, (microencapsulation) . ff AL 5] (seed treatment) . &IFIREY . B IF FLK
(suspoemulsion)  Jy I ZKEE MR A K AT 43 BORURL ST n B4 (dry flowable) (A3
YA AR (wettable powder) FHHRAAFREW (ultra low volume solution).

(03411 HXFEF B M — B2 B = WL “Catalogue of pesticide formulation
types and international coding system” Technical Monograph n° 2,5™ Edition by
CropLife International (2002) .

[0342] % Ha 5| dpc 8 0 LA EH T I S5 J 5] ERT A 44 o) 0) ) 5 1R 25 7K B P VR B L VR IR T 3ok it
FH o IXAERI KB P 50 7K TR il 370 B30T LA s3] A [T A4 (s 2 00 A ml ek R Bk
A AT EUCRURL ) BB (I8 SR FLM B KBTI ) o IEEA R (AT DL Hs i LA
TERK AT 43 BURORE ) A 25 3% HFR) S B0 R 22 S PR R0 78 70 VR &4 (intimate mixture)
A B B R B I8 O 20 10wt ( B2 H 4t ) 247 90wth. T R # AR IE w1k B R
(attapulgite clay) Zi 1 (montmorillonite clay) JiE#E 1 (diatomaceous earth) BY
FEHIERREE (purified silicate) o ARIIFR MG (b RlEVER AR HIZ) 0. 5% 2229 10%)
& B IR AL AR R IR I 2 T R Bh L 2T R B b ORI R L L B R B AR R R
T PR SR (A A e Sy 1) 48 Ak S0 Iy ) o

[0343]  Jf BRI FLIMAS B AR AE B0 E (TR B A K TR G W A BUK A TR S A HLE
FUFFLATNFIVRA Y ) B8R B ) 2% R (9 i AR 2 50 2249 500 38 ) « A
(A AL AL 46 O B e ) CREIZ — FF 20 ) R AR 2 CHRp S 0 i 1 s b R 2530 23
S J A8 43 49 40 B 5 A TR I ) o AT S L e A ML TR, ) SR e ) (R E AT AR
Vi) RIGED (IR T ) AR R (Bl 2- CEECEE) . A TILMKEERL
Fiil Py Sl I e TR b U | i S T TR e

[0344]  E KR AL TR K A VEME A% HR) 73 BUOE & /K Bk o i) B, LR B 2 Bwt
B2 50wtho BIFUT T il 4 KE4HRH BE ok % ORI HL R VR B BBk, prid At
KRR R WA I AAGICHL SR AE BOR BR AR AL 1R e 73 » AR N5 7K A4 1)
B ENURE E o 8 A A TR AE R A ] A BE AL (sand mi11) JEREEHL (ball mill) Bk
2SS (piston—type homogenizer) F 4% & 7K VR &4 H 3 FLREAT I K [F] IR AIF S
AR R R

[0345] % Hu 5 AR AT 322 F0k: 415 4 R 2RIt Bk ks 40 & 490 sl ] FH T FH 3 1 3
W EURLZH AR ST 0 BB AR R 2 0. 5wt B4 10wt [ FTIR R ), ik a ikt
PRt (clay) BUHBIR L. IR -G08 5 0T 625 1 Bk 2% BRI g G (151
Fp R L FH BN AR L, BT IR URL 2 L gk I I R A IE R R (JEEN 29 0.5 &2
3mm) o FIRAG YA WTR A S PR BRI S W ) i AR SOPIR, 2R 5 R IE T
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H 5 N5 21 it o ORDRL T

[0346] A7 A% HURIRPRD 7R 40 1 14 R AR ) % B 5 60 ok A RAR A (49
VR IR K LA ) AT R IR G BRI A IE L E A 2 1% 22T 10% A% . EAT
A THERD (seed dressing) BUSHr A WAL—&H T M (foliage application) .
[0347]  [RIFERTAT ) il VB0 2 A% J) (82 T AROAL 2 i & & A LR G
oA (petroleum oil) HIHIMEZEH ) F1) .

[0348]  RHFIM AT THERAEW I AR . fEXFERIAEY, 1658 BT e
YRR, Pk B A W] P A R D I HEERNR G Y. TR R IR A & e e 5 44
o, T S5 A IR AT TR VRS ) M IR 24 TP A B R

[0349] % RIS s [ FNR GBS BRI S 1B FINR A I, TE R T 4% R .
5 R SN, B ATRIEAE T A B0 S5 IE AT 000k RIS WU al R R R AR B 1A )
o ENTHAEE R 5 AL

[0350]  FE 252 H A AR & 2870 I A% Ha), DAL AT 4 AR T A7 A, JLDLRE 8 ik 2
Zhy ] e 5 i el T e 0 S - O 262 3 e SR Wy 2 L B 1 = 1 P (W DR S (T
THA REFHY 5 7, 207 21 3 HU I 28 48 sl o 35 R R R o A 44
YERL o Tt P R 25 70 U1 U8 B 1) s U3 R SR b sl & T s s o Bl U (gas proof
sheet) FHIEE i H (stored product pest) BEATRI IR

[0351]  mJ3d ik o HORPRE - BN B TR S PR B BB R 5 (plastic polymer) Hf
KA AR HFRIHAT T ZEA . 18 I U B S W) B AL A 1 T B G S A B R R R R
TR /N LS AV R 2 o5 T B 5 P R 8 My 0 P8 A o T 48 RT3 428 1 G PP i P R PR T
THRE TR TS0 A B S0 7 it R A B R A TR AR

[0352] ik 44 A% HRURIAS T4 o3 DR B8 A B VBT 2K RV 300 ke i o8 s vk 4 ) . R T
VERA S HA AR BERT L R AR (integument) W57 wi¥) (waxy covering) HIVARFIG N
77 HR FR 0 HCTEE 7% ) R Y VRO A B e ) S R e A8 SRR AR
TGV L e o B i B PR D AR S P S 1 SR B 8 7 AR S G ) 9 IR TR PR 12k o
[0353] ANt 7 S KA B FLA), Horb Ik FLR AL Sl R /b EK (oily globule)
Frik e N ERE BRI BRI A (lamellar liquid crystal coating), Jf73HUfE
AAH A, Horp Al AN ER A E 2 b — R A RIS ERALE Y, JF 5 BEKRA RLERE
SJLERNE, iR EEE (D 20— FaEsF SR IR R g Hn . (2) 20— FhaEs 1
SRR MER MG PRI (3) 22 /b —Ffr B P R e PR 57, oo firadk /R LA /T 800 42K I
SEEPRIAE . A IISE T SRR E B R AR 3 [ LR A I SCA 20070027034 ( 2 H
124 2007 4 2 H 1 HiF HERMRIES A 11/495,228) o AT 5 THEH, FZ S50 77 2%
{E “OIWE”,

[0354] #H— ZH 20 “Insect Pest Management” 2" Edition by D.Dent, copyright
CAB International (2000). I, B Z1E4N1E B S WL “Handbook of Pest Control-The
Behavior, Life Histroy,and Control of Household Pests”by Arnold Mallis, 9™
Edition, copyright2004by GIE Media Inc.

[0355] L esiilFZH 7y

[0356]  — b, 24 A% SO 4 e 1 AS R B A i 500 rP A R I, BT 3 R R R] S o e A
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gre XA S AFEHEAR T (X2AE5 28I H AR B HE R PR 2028 ) SV 51 AR 7
(spreader) « Kl %5 71 12 3% )\ 22 71 77 K& S 71 (sequestering agent) . B A% 5 (drift
reduction agent) AHZAF (compatibility agent) iHIEFI B FIAFLALTA . & okAhd
TR 7.

[0357] Y )2 IX E KT 5T, 22 I 38098 4 I T ok A4 o sk o AR VA R VR A A
FL b JRAT B3R 22 [ () 5 18 5K D7 20 B8 I R 16 Je AT BB & e D)o IR R AE A FH Ak 27
F b R FE PR T BTN R < A R X B R 3G IRy 2R AE 7K H 19 Y T T T 25 AE T
PR AR P IR 48 ) B TR IR AA ) s FIAENG 7 i 5 7K AE W% 25 B VR A5 39 1) A AL mT Y WA R
(18331 P TR) 5 D50 K 1) K RT o ORIORE P 163205 . BT R R BV IR 4 ) Ak o]
FRCRIORE 1) 371 PR R R 1 S A9 A SRR R BN . — o B R BE IR 8 (sodium dioctyl
sulphosuccinate) \HEEEM) LA FALYIFI G T BE L A8 EAL ) o

[0358] 3 SR IX A R 470 o, LW B 2k 1 3R 1l E A B TR ER R+ 1 2 BOIRZS B
N5 1R F EOHT R AR . A ORI B A FH A 2 w055 b LA B T s S TR ) 23 R T
I B A B T Aok 770 W8 25 5 T B o BBk e AT T RIER R R BRI
VIFNACR] 43 BONURE T o AR 43 B3R PR 2 1 v A 551 5L 4 [T R B 38100 3% i b 1K1 e g, 9
PRAM N BN BT 5 B (1) far v B o ST AR B B o i P TR 2 1T 9 R R I B - B AR T
T PR AR T A R N MR B RS R KR A W . TR E R R IR T, &R
W HI 2 B N AR R E R A0 (sodium lignosulphonate) o X T & EF R 4G m =, ¥ H
HiLfi# il (polyelectrolyte) 4125 Tk FR Al AP 4 46 549 (sodium naphthalene sulphonate
formaldehyde condensate) A5 2IAEH U I B AR E/ER . A =R S EEARE &
FIE YIRS (tristyrylphenol ethoxylate phosphate ester). AEES ARG
F) (eIt 75 AN G455 (alkylarylethylene oxide condensate) F1 EO-PO ik EX
LY ) AW 5 BB R MR A AR SRR T BRI IR A 7 BGR . Tk, &
SR T oy FRAEE SR A PR S MR R AU N 3 B XL BRI R HE R K
[PV BR A i 227 FOTE Bt DR G R 1) R 7 AR 2 AN S Mt . XS 7y TR
AR T BIE IR AV AR B U B A HE AR T, 32 RA K P AR B ] Bk R b
(1) 22 A o FH T AR FHAR A7 55 H B 43 BRI Y S0 AR 0T 2= T R i ZE T PR Ak FR P 4 500
R LR BRI QR A IR IS MR T B LA A B CE TR . EO-PO ik B 38
IR ALY

[0359]  FLALTRR AT —FiBUAH B /N T 53— FPBOR T B RS E [ o (B8 FLAL
TG DL » P RPR AR 22 43 B O R AN TR A IV« e I LA IR 5/ B 124
BT 2 AN O B T R e SRy BT D DA R T e R R PR R S R . JEE A 8 &
18 2R KSR 7 ( “HLB”) {HIEF ¥4 R irpisse 5. FLntse A ml g A
/b i E0-PO 1k BEAL B YR a Mk i

(03601 MGV 1) i L0V JEE I M T S AT 2 I 7K P T BB TR PRI T P77 o SR 5 TR
8 E T IR R B 7K 53 P S AR B S K AN ) ot o 8 T IV R 3R T s T ) 2R B R
TR G PEF - K L ALRE B FR R R (sorbitan monooleate) 2% 7K LLIZRUAE T S0 1 i
LR FEAY) (sorbitan monooleate ethoxylate) FIVHEE FFEE (methyl oleate ester).,
[0361] & [ v 1t 700 A7 I S0 A, s I B e i nan) Can AR D Wt 2 E TR 5 40 4
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BHE™ ) b SR ) ) — A A DA 28 A R S8 bR g AR M Re . T AE A 0 i
(bioenhancement) I [V P 772K 23 5 B ke 235 AR R PR SO A K. 4R T, ‘e 41
AR B AU, btk QRS B R T I LA A R T ik LA TR .

[0362] M il 7] o () B3 A4 B R R 2% HRR) o AT 3 BT 7 i P2 77 i (R ) oo 3138
o R S IRE ) (absorptive capacity) HIHJB, AR 0 05 it A (R iE g 0
VDI o B NRRORE ) FH A7 00 T 500) 7T 3 A A witl 30 SR sl 351 R0 7K AT 23 ORI il 51 o
[0363] A LY 3= L A AE FL i il FUFN ULV 500 DL CLEE /N R B FH RS0k 570 A
NS AR R G . 50— B FIA T DA i (paraffinic oil), WiEhek
KA . 5 = 3B A DR L B R LA 5 B SR, — R ORI R
B Cy 1 Cyp D5 A HS I o SUARKE AT FH AR L 1) A 20 1500 LA B P Ik 7 b 3% He ) e 25
io AT IR VRS LA I 188 ) (solvent power)

[0364]  MEAH T SR ) = B A8 T e a4y i 30 3L 700 i 0 Ak 2 L0 i 5] mh DA RSAR Y
P BAAR 25 BOALE 5 97 1 8 20 B RIORE B30/ e AL B BT o AR BRI R BT
Bee TR 4 73 Ay I SR B K ANV PR KIS I SRS o A8 DR L e A R AL B R IR Aa ) il
FFE T RER o X LEIEAY [ 4) B i) SE A FR AN PR T S A, Wiz & iR e sFE T
1 (attapulgite) . /KL HEC AR - IREGHZF . fw -2 BERISE B0 My 5l
W BEI RARSE I B ET A R A AT A IX LSS A (R4 I3 1) S 9 A 5 AH AN PR T TUR
B A (locust bean gum) i SRR (carrageenam) \ BeliH  FIIEEF4E R R P ALET 4k
A (SCMO) R L EEAT4E 3 (HEC) » e R HIPTUTRE L T2 M JE R NG IR AR 3R &
WIS o TR RAF R HTDTRE R A 5 R

[0365]  TA=42) 5 kS BT il it I PRI (spoi Lage) o BRI JE3 37 FH -1V B i Nk 2B 0 )
VERT o T L350 A S 8] A F AELAS PR T T 1R B Ll 56« o A ARGy 56 e 2 L 2 AR R B Ll
#h R AR AR AR SRR TR TR 1, 2- 2R R WERRAER —3— W] (BIT) .

[0366] ALK S [f 9K J7 49 2 T vty A 500 P A7 0 0 5 3 SO R Al 3 224 A 7 R ot st 55 6 i 11
INFEVR A ERE AR o 2 7 980N A YR ATy, 388 78 A2 = B BB e AP i I A T 550
— 5 A PRSI T YRR B A R e P AR R S e o AR AR el o D B R R R AR K
PR, 1 A A AR T TR A AK ANV PR o A= AN B o EIX YRR BT, IR Zh e
e AR — K S ] B 3 P

03671 # — # & H £ W “Chemistry and Technology of Agrochemical
Formulations” edited by D.A.Knowles, copyright1998by Kluwer Academic
Publishers. it % L “Insecticides in Agriculture and Environment—Retrospects
and Prospects” by A.S.Perry, I. Yamamoto, 1. Ishaaya, and R.Perry, copyright1998by
Springer—Verlag,

[0368]  jifi [

[0369]  Jiti H 2145 75 L RAL B IR 2% HURI ) SE R 5 380 AN A2 DS B, B ] 25 7 il A4
BEARN TR . W, BUFHMREE A B A BIZY 0. 01 5 R 4% BRI 2 9 B2 A B A EitZy 5000
SUIR AR BRI R L L BT

[0370] 3% Ha 5t FH 2 A7 ] DA 35 e o 40 ER AR AT 7 L, 46 A S VR 40« 7K R AR I SR
B2 U PR 28 U R A BN I DA SR 3R R L 3% B iR UGB R
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WK L 7 i o 55 S e A ATK s M B ALK ESoMr R I 2 (RIS PR o =2 HR B B 1 O B X ] A
KA FH BRI B R 5 5 B AR S B b s0E 3 i RS 23 558 Al B IR Bk
TRAHIR L8 ) 5 B BRI P o s 37 P F BRI A A A s A0V 2K o R AT R AR IX se 4 AL
[RIAL G o — M, SO 58 ) A 55 ROMORE v M, sSOPORE RN G M (RIS B AT B 2 2 ot DRk
ik 90%, £ 42 FALEA 99%.

[0371]  — MR &, ST 5, S E T A i ] 53 E R AR B 5 i o ] 55
e FH 20490 G s s e RN e R S T R AR B ) i A SR T (KPR T HE HAR

T S ASTAR I )
[0372] i 285 t O R AT PR ERFRVE T (R Ry RE 7 » DRI m] RE R, 22 o 520 AR A
B 2l H

[0373] R HRFILEAEY (R G R B0A] A T 18 13 BTk o B30 FH 21 BT R A 0 1 AS [
AT T X BT IR AE A (1) 55— A IR AL B A B RE ) B R B AT R R AL, AT AT
Hra. 0, B e B R DL IE ek v v R e P BRVA R it P B O A i A 2
TR P AbEE ] DL T A R R R 1, AR R AR st A i AL O R IR R g
MR R T ARRM LA FEREXN TEMEE SR (F I8 24 B Bacillus
thuringiensis)) A5 BB & A B2 PR ROE BRI FIHCHUIE B R (44
“Roundup Ready” F¥-) BURA “&In” AMEER AT (Frdk “Bn” SMREE R R LR B
A PRARIACHUIE B TR AR P BT A L A R R R ) o BB A, A A SO R 1 4% O B 1
AT 1 BT o7~ A 3 AT 1 — 2D B R ) B T 22 52 N AE KA PRI BE ) o X S 38500 fad e P
(RTREA s AT AR SR I A5 380 B e 7 =

[0374]  NAZ 0T 2 WiKT A2, Ak ] il A o R ISR 2 B I (specialized traits)
40 75 2% AT B B B R R R A — AT, 8BS R IE BRI HCHT T AR ) — A
L85 BA “B 07 SMEEEE (Brid “Sn” ShEIER RIS R B2 PR AERPE B 5%
PE R BT AT A S ) MR — AT o Prd A 3% 09— AN S 2 A ST A4 R 1
AR BT T IR A o

[0375] AN 3C A $ iR (1) A% Kk B IS - 7E 55 Be 5 07 T BCLE 3040 18 952 AU 7 v ) B AR )
(endoparasite) FAMaF Y (ectoparasite) o AR BALEWLEL LL AN 7 R, 4
LA 40 1 50 J B 591 A0 FH 500 SO R 1 TR ke 1 AR 2, LIR30 (134« s A L
K T AT B2 SRt CL B LA i S50 e T Ak AT i 1 bR 24

[0376]  ASCHFBERRIA R B P RIHA TR &R (Flaf 68 SRS ) . B &S
[R50 5 K 7K BRBDRL— i DRSS T304 A3 30 A R B ke Tt

[0377]  7E A% Ha 30 AT 4 A F BSOS b 8 85 1T, I i % A48 5 5 PO 24 = (A Hi X
MEE HER) KT ERE. KEEPEESR (voluminous data requirement) HiE P
HRRAE , I H s 2085 4 i (data generation) SR#5 i, LA H ™ Shid i A Bl AR
R M AR AR ARERAT . ARG X LU 1 R VPO T i, I B VR 2 P vk
JE » K= it E I HE (product registration approval) @ fft45 w76 iAE FH 2 RS & % .
G TR St R B AR S g (b 7, J o A FH = B 5 2 m A FH B0 5 3K 8 0 e
[0378] A BIARREARE A T 75 8, T PeAN 2 F T AR AR S AR T
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