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ROIGEWE RIGEE VR 0 R 8 b e o ORGSR R BN RERR BB REIR S
TR IR YE IR RN SR AT e AN BILIA I L i — e A

(00751 Ffrih B4 AR 24 1l 71 TSR BT 23 S0 BR) 45 R BB AT, A i W10 32 09 SR i SR TR AT R 1t
A R A — Rl e R

[0076] v OR47 751 g AR 245 1 751 STk BT 22 SRR 25 e DR 370 711, A A W IE e D9 B 2 44 e A / B
RO

(00771 Ffv 3 Y5 960751 g AR 245 41 751 SU8S BT 2 SR FR) 25 A YR 7 A A DR ade D9 BLIER R e
R =T ER AL M P (¥ — R el 2 b

[0078]  Ffridi A& e 771G IV R — A L P S0 S P e AN T o ) — el 2

(00791 ik s JE3 71)3e 15 2 PR 48 R Y L 1, 2- 4R - S M MRk AR - 3 - Jf (T FXBIT) L RAR AL
SR B A 1) — T B 2 Tl o

[0080] 7 B AR AL — bty bR 2% BRI & W v i 25 10 51 ik ) 70 £ 70 784 D 2Ll
VAR & I NI R S T B O S 5 11 I S 201 N = L NP S SE VN 7 € 8 S S E 1IN
7T FE A 3ot 751 < T 38R A5 1) S 7K 7 BIPE RORE 771 T B 7 s I R 7R Al R T L R LA
Hor 750 R LA RIURE 7 RO 71 o] 4 o f 8 1 751 Y v 791 YRR RURE 77 KR o TORIURL 771
R A TR o BT 77 B 450 ) Pl A A0S ) R R R A 2% o

(00811 Jifr i 2L b ] 7] 14 1) 28 773 32451 v el A0 478 5 25 3 PR 4 20 S T 791 B 77 B SLAE 7R TR
BRI By ST B AR, B AT 2 2Lk 1 750 o

(00821 Jfri 7K LA 46 T A9 ] AR R i PR s« LA BIA 7RI ANV iR 5, s
JR A ) ST AR s R 7K S SE AR TR  B R R SR 6 s A RS — KA o AE R BT DT T R KA A
AR SR AR AN 2K S 2 i B R 4 B 7K L7 o

(00831 Jfrad Bl L) 1 ] 48 U7 k51 Ay mT DR RE S 1 R 23 FLAGT P RITR G 4 i — 38
PRI A o FERERE A5 1E TR S SBHT AN IK , (36 R Bty — 328 W RO Bl o

[0084]  Fridk 7K / i A2 ¥ 70V ) ) 46 J7 V5 < B G ) DL LK B A A 5 K35 PR 4 20 L R T
PEFISEBIFIIMARD B S, BEAT I 22— @ RiAe o, 1 U8 o FRRE T2 47 O SE AR 7R I\ 2T
G (R B 73 B 50 o il B 2 7R BOK B 7 o

(00851 Jfadk 7K 73 BAC VA1) BRI A AL 70 AR ) 5 73 9k « 910 e DR K 4803 T 4L 20 UG
TR ARSI G 1 50, AR R B R B & e kAR, I KEAT I &, fE NG
REHL A BEAT IE L, TR BRI 45 217K 70 R s R A PR

[0086]  fr ik W] v 1 M 771 B WT A 750 ) 1) 25 9% « 491 e DA K 2% i PR AL ) L R B 7
Lo F A B AR S SR T8 70 TR, PR AR RERLA B

12
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[0087] 7%k BH 2% HURIZH G4 mT LU LA RS s il 77 G 4, B S h &M i &R &
] DA LA s i) 550 0 sCHR AL, 50 FH A 72 A Bl e b B AT TR S, FEARARE P =5 0 1 A o AR i
PRV 5 KRG AT RERD A .

[0088] &5l 551 4 A o0 i) HoAth A S, 2 LT . S . Woods ] “The Formulator’ s Toolbox-
Product Forms for Modern Agriculture”,Pesticide Chemistry and Bioscience,The
Food-Environment Challenge,T.BrooksflT.R.Roberts#i%i,Proceedings of the 9th
International Congress on Pesticide Chemistry,The Royal Society of Chemistry,
Cambridge,1999, 25120~ 133 T JE A] 2 ILU.S. 3,235, 3615564, 551647 B T4, 251947 AN
SCHA10-41:U.83,309, 19255542, 554317 BT, 556247 FISLHE518.12.15.39.41.52,
53.58.132.138-140.162-164.166.167/1169-182;U.S.2,891,855% 3%, Z5664T £ H 542,
H1ITAT A L5 1-4;KlingmanfJWeed Control as a Science,John Wiley and Sons,
Inc.,New York,1961,5581-9611 ;HanceZ A #JWeed Control Handbook, 588k ,Blackwell
Scientific Publications,0xford,1989;PL fkDevelopments in formulation
technology,PJB Publications,Richmond,UK, 2000,

[0089] AR EAIL G -GN

[0090] Ak BAL G40 Hid & B va A A F 89 s W3 L an 5 I s 5 2 A 2k
A AFREARR T

[0091] 4 H (Hemiptera) : K&\ (KEEl (Delphacidae)) @4 K& (Nilaparvata
lugens) /MK K&\ (Laodelphax striatellus) ;M- (F T #%} (Deltocephalidae)) 4N
g F e (B (Nephotettix cincticeps)) ;W H (&} (Aphididae) ) &k (Aphis
gossypii) « H f5%F (Aphis craccivora Koch) ;i %} (Pentatomidae) #i1t fiZ¢i% (Nezara
antennata) ; f H\ (Aleyrodidae) UIiE. ZE ) &l (Trialeurodes vaporariorum) ;W
(Coccidae) UIhNIH £L 4 ity (Calformia red scale) (Aonidiella aurantii) ; MiH}
(Tingidae) ; K&\ (Homoptera,Psyllidea) ;

[0092] @5 H (Lepidoptera) : ifk (Pyralidae) {1 — kW& (Chilo suppressalis) ; &K
(Noctuidae) RIS 72 &k (Spodoptera litura) kiH (Pseudaletia separata) - SEZR MK
J& (Heliothis spp.) FIR W IHKJE (Helicoverpa spp.) ; #3iE (Pieridae) WAy (Pieris
rapae) ; Wk (Tortricidae) WH 1 &k & (Adoxophyes) ; Al (Gracillariidae) 144k
(Caloptilia theivora) FISE R4k (Phyllonorycter ringoneella) ;i 5 ifk
(Carposinidae) UnBkiE B gk (Carposina niponensis) ; ¥k (Lyonetiidae) Wik &
(Lyonetia spp.) ;& Wk (Lymantriidae) W& M JE (Lymantria spp.) fl i 5k &
(Euproctis spp.) ; 8 (Yponomeutidae) @1/N3¢ifk (Plutella xylostella) ; 32l
(Gelechiidae) N4 41 (Pectinophora gossypiella) fl 54 2 3% (Phthorimaea
operculella) ; kT (Arctiidae) W13 E Hk (Hyphantria cunea) ; Lk (Tineidae) Ul
AW (Tineatranslucens) FIZEAH (Tineola bisselliella) ;

[0093] “Z8#H H (Thysanoptera) : Pift.#] % (Frankliniella occidentalis) f#AH &
(Thrips palmi) E O #] D (Scirtothrips dorsalis) JMH#] 5 (Thrips tabaci) - Ni{E ]
5 (Frankliniella intonsa) fl 5422 %] 5 (Frankliniella fusca) ;

[0094] XU# H (Diptera) : K (Musca domestica) JRAFEI (Culex popiens

13
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pallens) . =W (Tabanus trigonus) .ZH (Hylemya anitqua) . K FPiE (Hylemya
platura) - P4 (Anopheles sinensis) « H AT iE I (Agromyza oryzae) « fg i i
(Hydrellia griseola) f&#fT4 (Chlorops oryzae) .JREE25L0H (Dacus cucurbitae) b
iy SR sl (Ceratitis capitata) fl =H-ELBEE ME (Liriomyza trifolii) ;

[0095] #4## H (Coleoptera) : i — 1 /\EEIH (Epilachna vigintioctopunctata) .2 i
2Bk (Phyllotreta striolata) «/KFEfYEH (Oulema oryzae) «FE% (Echinocnemus
squameus) f&7K % (Lissorhoptrus oryzophilus) #i4% (Anthonomus grandis) (&5 %
(Callosobruchus chinensis) & A4 % (Sphenophorus venatus) « H AL HH 4 A
(Popillia japonica) . 4 F N4 (Anomala cuprea) AR5 M & (Diabrotica spp.) -
OAEMH (Leptinotarsa decemlineata) Al H J& (Agriotes spp.) N 5 &
(Lasioderma serricorne) /)& % & (Anthrenus verbasci) 7R A# (Tribolium
castaneum) - #¥; &% (Lyctus brunneus) . AR 2 K4 (Anoplophora malasiaca) FIZAETY]
#4/N& (Tomicus piniperda) ;

[0096] E#H (Orthoptera) : & K& (Locusta migratoria) -JEPHERNE, (Gryllotalpa
afficana) \db#FIEFEIE (Oxya yezoensis) Al H AFEIE (Oxya japanica) ;

[0097] &M H (Hymenoptera) : FriEsM- % (Athalia rosae) V4 JE (Acromyrmex
spp.) Flk i J& (Solenopsis spp.) ;

[0098] Z:dt (Nematodes) : /KFE T 424k 31 (Aphelenchoides besseyi)  BL%E 22k L
(Nothotylenchus acris) - KEflFE4k i (Heterodera glycines) g 7 iR 45 2k v
(Meloidogyne incognita) -fE/A%k & J& (Pratylenchus penetrans) fll W 2 ERL &
(Nacobbus aberrans) ;

[0099] F&iEEH (Blattariae) : ff[E /N (Blattella germanica) < B K (Periplaneta
fuliginosa) P KW (Periplaneta Americana) «#53¢ KU (Periplaneta brunnea) %<
J7 Wk (Blatta orientalis) ;

[0100] M8 H (Acarina) : H I #l (Tetranychidae) (40, #0155 (Tetranychus
cinnabarinus) « —BEH 1 (Tetranychusurticae) H#E 4 TV (Panonychus citri) /M
W& (0ligonychus spp.)) ;B A} (Eriophyidae) (440, 4 #l 5 LM (Aculops
pelekassi)) ; Mt Z Wi £} (Tarsonemidae) ; W El (Tenuipalpidae) ; ¥ 78 i B
(Tuckerellidae) ; ¥3Ui%R} (Tuckerellidae Acaridae) ; & &WiEl (Pyroglyphidae) (%,
¥r 2203 (Dermatophagoides farinae) FlJ& /R0 (Dermatophagoides ptrenyssnus)) ; A&
IRl (Cheyletidae) « 7S FF P &# (Cheyletus malaccensis) A1 7S FH Y01 (Cheyletus
moorei) ; AN i EL (Dermanyssidae) o

[0101]  FEARKBHMTEE N, A HEYERE LN EY MR B UM K3 VB 5L
T BK R L AR ) 5 S CREsd b DL FH A=) 5 B4R 2 R DL KR BOK R GER,
F A Bk Bk R R R T AR R s EAMEY (R B E S B VKD s HEME
V) IS TF R RO 1) H 25 BB 1~ BE ARV« o] ] TS AE AR BOR D) 5 JRSRAE A (R X
BN EII) 5 SR 4ERE Y (RRAE R KR SRR 5 AT AR B 7K SR (RS s S el & il A AR 5 i
KPR VEEFFCHIE AR N AN DR E A s A (W5 8
Fi) BRAE A, 5] R o U SR e T R A S AR R T R R AR L A DL S R ARG

14
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TR, T [R) 5 R B FOARARAE D 5 A6 5 REAS ol it g ko 5, 4370 A i, DA S A 420
ZHAMEL.

[0102]  RAE “READ B FEMRE” B2 4 3 AR R R s 2 W 0 A B 43, 9 b5, 3 835 43
ATULH Tz B R, ULCE SRR RL, B anddi 2k sl b ZE (B an B4 ) .

[0103] AR BAMLA YIS A Y@ A R RS Y T K d o, 8 (D &
WA BEEAERE A 10g-bkg NI, B 6 35 JU I RCR B+

[0104] A BRIEWE J F T B v 55 HUR 7325, BT O vl a4 A A BH B3 1k 1 73 B2 A )
Jiti FH b 7 AR B A E A SR S B A AE K i 3 AT it AT CAAE R Y S )
FRAL S S S EREA AE K ) 3R T R e AT R AT

[0105]  Fi FIARIE “B 20 & Fom /& LLTE R B P b 578 A BHR S B v 55t LA 6 4 4k
PR 5 0 E A B A R WAL S 4 A o % B ] DUAE T VO N AR AL HLBGR T %
Folr D] 2 4 L P A A 3 PR AR RS AR sl A R L S 2 A AR BT F AR A

[0106] A AL G W ERLH A WA 5 VR T 5 K A R BR AL G AL & Wi T BT I 1Y) 5 R
B A KA b AR WAL P sl 2H A 4 1D it P R AR A RS2k A A2 it R B AL it
D it FH T AR B AR 5 AR E SR

[0107]  —ME RS R

[0108]  FiR 7 RHEIAA K B4 &P )% R AE A 3 — 25 U, AR R B 4k &9 m] B
T I AR B BT R 0 7 VR ) 2 15 3 o )£ AR R B A A ) B A FE B DR R SR AR Y 2 T
CATS I, B mT DGR e AR 403 5 R 7 921 4 15 21 o AE A UL IR e, an SRAE AL 22 B FR AT AL
S GE R A AEAT AT 25 5, S5 A o P o A — BB S 5 2 7P, W TE R b B, A BH BT i
ZmN0-35°C ILAE—EESLHl 77 R, BT IR BDMEF YN, N- — HH 8 FE iz

[0109] A& WA A W AL 4R A0S 1 MR 45 1R 72« IR AT, A& 3¢ (Bruker) 400MHz 5%
600MHz [ 1% Hi& A% , LACDC1,, d°~DMSO, CD,0DELd° - 74 il 4y 9% 771 (4 F: LA ppm Ay #7) , FHTMS
(Oppm) BLE AT (7. 26ppm) 1FE S AR HE . 2 H I 2 B A I 4, KA FTHIAIZ6 S = s
(singlet, HU&) ,d (doublet, X&) ,t (triplet, —HEIE) ,q (quartet, JUEIE) ,m
(multiplet, Z &%) ,br (broadened, % %) ,dd (doublet of doublets, X - HEH &) ,dt
(doublet of triplets, W =) ABEHE, 2% Hz) X

[0110] A% B Bfr FH 02 aik 04k 2% 40 D < K 20 3 20 iy (MS) 2504 & (1) 2% 4 /2 < Agilent
6120Quadrupole HPLC-MS (3: 7% 5 :Zorbax SB-C18,2.1x 30mm,3.5um,6min, Jid A
0.6mL/min, BN :5%-95% (£0.1% FERIFICH,CN) 7E (0. 1% FER[\H,0) 1 HL i) ) , 72
210/254nmFHUVA I , FH A 55 fE s A X (BST) ©

01111 ST ZE

R cl Cly o cl o R

N

SONERCES B g0 O
g2 0 o)
N N R NP _
[0112] H cl ~_NO; Cl N™ "o
R R1 LRZ
A
B
I

[0113]  HiAxb BT LB b A ko il & 15 21 . R AME &9 5 R EABIL &9
TENNF (80~160°C) 244 F W32 H brtb &401;
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[0114]  HAR' R*FIR® B AG 4% BH Bk 1) 25 3L

SEite {51
[0115]  rp[EJ4ACT :N- ((2- SMEME -5-F) FI L) HERE - 2- i 1) ik
X

L
lot16] N H/\f\\(rq

o]
[0117] 5525 e - 2- FE I R R T 2 156 1 2 ik
[0118]  ¥f2- S FEMENE (4.70g,0.05mol) ,BocRHF (14.17¢,0.65mol) 1= fi% (7.55¢,
75mmo 1) AR UM B & HF e (47mL) 1, 7E S8 N HPE OB 12/ 5 35 38, v e+, ok
(45mL) , LPR CBEAEH (50mL x 3) , & FFA WA, AR £h7K (30mL x 3) ¥EAHIAH, T
F, LU IRAGIET , % B W AR A 2 M 40 2 A e/ 1R G (v/v) =5/1] , 15 2 bR AL
G (AEER,2.31g, IE :124%) .
[0119] 55 20 N~ ((2- G MEME -5- 58) H L) EwE -2- e 1) A f)
[0120] =& R, Kt - 2- R L R AU T I (1.94g,0.01mol) ¥ F-DMF (30mL) H, 7E0°C
N AE303 5 A LI NS AN (0.36g, 15mmol) , IS8 5 0°C R 4k 843 HF /e B 304341 i , ¢
SN T B = I MBS N2 - -5 - S AL MEME (1.68g,0.01mol) fRIDMF (10mL) ¥ , 28 J5
TE RN B8/ N o [] [ NI FR N 25mLYK K , R 2,16 (40mL x 3) ZEHL, & HH M. A
HUAHZ AR 37K (20mL x 3) Peidk, BRBEREE T, I U8, W4 , 15 2 HPRY) o F B IR 1T 21 1)k
R, T &b (20mL) o, FHAE = IR MBI A = LR (2.3g,0.01mol) , i M58 5 5
W BTHZA40°C , Bl R B8 /N Ji 5 5 RN R AR, I N BB /K V7, A T pH=8, . & Z. T
(30mL x 3) ZEHL, AHUAH/K (10mL x 3) ¥ Ja , T4, ik, WA eI, PR B M A e At = 4 73
= UM/ O G (v/v) =7/3] 18 20s 80 &) GR AR, 0.78g , 1% 1 34%) .
[01211  'H NMR (400MHz,CDC1,) 8 (ppm) :8.19(d, 1H) ,7.45-7.42 (m,2H) ,7.65(t, 1) ,6.42
(d,1H) ,4.80(s,1H) ,4.68(d,2H) ;
[0122]  MS(ES-API,pos.ion)m/z:226.10[M+1]".
[0123]  RAHAHRLPEEPIRL AR IR A (R LA 5773, BT LA ) 4545 21038 1 1 Hh (]
WA
[0124] %1

16
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FE LG g AR S o T At B R AT R A
X

|
H |
o
N e

N-((6-FUMLRE-3-28 ) I B8tk ng -2- i

MS (ES-API, pos. ion) m/z: 220.10 [M + 1] ",

[0125] R 2
| X
e
N HY:N
‘( MS (ES-API, pos. ion) m/z: 240.10 [M + 1] ",
Cl
N-((2- 7 M ME -5 -5k ) A 3 )-3 - kb g -2 - i
HH )4 3
[0126]  F[E]A4 :N- ((6- (FRBRIE) MbE -3-3%) FEIE) Mb i - 2- Fi 1) il
| X
[0127] NT N N
Ho|
N~ >s”

[0128] 55— :6- (FAREL) MEweE - 3- B 16 ik

[0129]  ¥46-FUMHEE (7.05g,50.00mmol) R EE4N (17.5g,250mmo1) FIDMF (100mL) JIA £
250mL B I, 70°C s IR , FE P 127N o 5 [ B 58 B8 L A5 1 N, Y EN B = 3 5 BN
FIVKK R (300mL) , & i T AR 105 Bl o W TR A DTE BT H 5 1L 368 H PO vE » F 50mL K ¥
5 R R E Y CRA TR, 4.8, INFK:62.7%) »

[0130] 55 20 N- ((6- (FEMZE) ki -3-55) B L) MEme - 2- 2 16 ik

[0131]  56- (FRRIE) MErE-3- I (2.4g,16.00mmol) AR 2 JEALBE (1.5g,16.00mmol) Al
TS (20mL) N F 100mLE 1, SR B0 P 10738, U8 28 VIR 46 S S, iR AR E T
90 °C yH ¥y I FA, [ B 4tk 35 25 0 FE S 4 /INE o SO S8 BGRE , IIN DY SR R (10mL) A1 HH
(20mL) FE A , WA FE 50, 1 G 12 8 7E 3040 8 N A b In ATl & AL 84 (608mg , 16. 00mmo)
N FE RG> IRBEPE R BL1 27N o B Z8 TR 4 S B, NN K B (100mL) , 2R 2. B %
B (100mL x 3) , & AN, JCKBR R EE T8 WA L/NST o el 38, 98 He 28 TRIE VL, T 5 12
Mo & it/ O GBs (v/v) =2/1] 13 2IFR A& (B b4, 2, I 1 54%) o

[0132]  'H NMR (400MHz,CDC1,) 8 (ppm) :8.58 (s, 1H) ,8.24 (d,J=7.3Hz, 1H) ,7.85-7.65 (m,
2H) ,7.42(s,1H) ,7.13(dd,J=7.3Hz,4.6Hz,1H) ,6.62 (s, 1H) ,4.36 (s,2H) ,4.0 (s, 1H) ,
2.55(s,3H) ;

[0133]  MS(ES-API,pos.ion)m/z:232.30[M+1]",

[0134] SR A AH R AU PRL , M4 1ok Hh (R R A1 & BiCH 12, BT A 48 75 21 3R 2 90 1) o 1]
WA

[0135] %2
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SHEIRES EAE /bt AN )& T i) Hh e A A A AR AT K

N7 N X

Ho
N" C MS (ES-APIL pos. ion) m/z: 234.10 [M + 1],
N-((6-FUMLBE-3-2k) H J)-3- FH BL b ng

-2-
Al {4 5

N7 N S
[0136] H S

N" 'S MS (ES-API, pos. ion) m/z: 246.10 [M + 1],
3- FE-N-((6-( P B 22 ) i i -3- 2 Y

FHykeg-2-Hz
Tk 6

~

N T
N/) MS (ES-API, pos. ion) m/z: 187.10 [M + 1],
N-(WE W -5- e FPY )k g -2-fi
oA 44 7

[0137]  rh[alf48: 2- (2-FfAE-1- 2RI £ 08) P =8 — (2,4, 6- =R EL) B0 &

| | | |
eSS ees
[0138] g _

cl NO, CI

[0139]  S5—20. (2-f2E & 0) R IMA Rk

[0140] 42K HIZ (4.24¢,40mmol) FASHE H ¢ (7.32¢, 120mmol) ¥ T FHEE (8mL) H, 7£-8°C
T, N 1omL 2 & N48 % A A AL (4.80g, 120mmol) 7K AR , 5N B AE 15°C LA R , ¥
e I 15208, YTvE AR o I N50mLYK 7K 5 0°C 2 %2073 b 5 18 18 11 Bz N2V N N 31 ) 6 1
(6M, 30mL) H , 42 ¥R & 72 0 °C H- B P55 Bl , A2 B8 T HE 5 dhinE L BEUHHI VKK (20mL x 2) ¥k
ko T 13 2R EL S (A, 3. 38g, % 57%) .

[0141] 5500 .2- (-l -1- I L) N R — FERI A R

[0142] ¥ (2-HH3E 4 0%) 75 (3.28g,22mmol) A 8 —H g (1.64g, 11mmol) V& T H 2K
(20mL) 1, I = 2] (2. 22¢, 22mmo1) , il S SN.8/INI o 1) S N2 HR I N 50mLK , i+ 5 20
R 2.6 (30mL x 2) ZEHL, A5 HUAH FH TE K B ER BN 148, 1 U8 , IR 4 DT, Bk R M A iE A JE AT
8 A/ R 208 (v/v) =4/1] 3 BR 8 A ) GREHPIRY), 3. 56g 1% :58%) -
[0143]  #E=45.2- 2-R3E-1- I 2IE) H RRI& %

[0144] S SE AN (1.60g,40mmol) ¥ T-10mLK H , IIA2- (2- T dE-1- 2K K 2 58) I =%

18
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R (1.41g, 5mmol) B FEE (10mL) ¥, 4 S SR B T+ 22 60°C , Bt FE S N2/ N o i H & =
T, B SO ARI N 2 9KoK (20mL) A, 4, AR ERER A ipH=1, § NEM A, LR L1
(30mL x 2) ZH, AN G I Eezs, T, 3 25 B &9 GE e 4, 1.09g, Il %
86%) o

[0145]  EEPUD . 2- (2-ffAE-1-2K K £ 08) N R — (2,4, 6- =&URHE) BRI & R

[0146]  #2- (2-FHE-1-FKIE 4 HE) TH R (1.26g,5mmol) ¥ T-20mL A & FH ke , A
0.2mL DMF, 4 J B BE P 22 -5°C , P8 1 N FLBE S (1. 27g, 10mmol) , i M58 EE0°C )R M. 107
It o 1) RN AINN2 , 4, 6- =5 48y (0.39g, 2mmol) , 0°C 4k L3t HE S N 127N o s S TR 4
Je , A ENE R I (15mL) , YTy b, 198, JEOFH B (10mL x 2) ¥ei ), T8, 159
FFr AL &) (Bl 44, 1.06g, 12 :35%) -

[0147]  'H NMR (400MHz,CDC13) & (ppm) :7.40 (s,4H) ,7.38-7.26 (m,3H) ,7.18(t,J=
7.3Hz,2H) ,5.24(dd,J=13.4,9.8Hz,1H) ,5.07 (dd,J=13.5,3.8Hz,1H) ,4.73(d,J=
8.7Hz,1H) ,4.55(td,J=9.2,3.8Hz,1H) ;

[0148]  MS(ES-API,pos.ion)m/z:612.87[M+1]".

(01491  RAHAHRLPIEEPIRL , AR F IR [RIARS I A i 7715 » 1T LA i) 2545 21 38 37 i v (1]
ALED

[0150] 3
thlaisib EMEE . AR S rh (A &4k A P R AE S s
Cl CIO OCI Cl
(o) ()
Cl NO, ClI
[0151]

MS (ES-API, pos. ion) m/z: 630.87 [M + 1]
F

2-(1-(4-F AR 2)-2- g e 2.3y T —RE
(2,4,6- = A5 )BH
hlalf4 9
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EEL B A . AR T HE A AL B A R A E 4
cl Cly  oC cl
0 0
Cl NO, Cl

e MS (ES-API, pos. ion) m/z: 680.87 [M + 1],
3

2-(2-THEE-1-Q-(ZR P i) H ) 2. 3)
P R T (2,4,6- =S AR g

[0152] PRI 10
I I I |
C C o OC C
O O
Cl Bl NO, CI
\ 3 MS (ES-API, pos. ion) m/z: 618.84 [M + 1],

2-(2-Fi - 1-(MEy -2-25) 2. 3 TR R —
(2.,4,6- =GR IE )i
a4 11

[0153]  SCHEI1: 1- ((2-5MEMS -5 -3) FIAE) -3- (2- B3k~ 1- L 238) -4- LR - 4H- W
I, 2-a) i - 1- 552 BEAR 0 2R

[0155]  JEN- ((2-GUMEME -5-8) FIJL) ML RE -2- 1% (0.24g,0. 5mmol) F12- (2-fHE-1-2KFE 4,
)R (2,4,6- =5 FKHEE) BE(0.31g,0.5mmol) ¥ T 15mL I 2RI, 110°C [ Wi 1278
I o A5 1E ONE, [ VR i I et A JZ AT 23 88 LA e/ SR Gl (v/v) =1/3], 13 2 B A
&Y (BE 1A, 0.120g, K 154 %) .

[0156]  MS(ES-API,pos.ion)m/z:442.9[M+1]";

[0157]  'H NMR(400MHz,CDC1,) & (ppm) :9.08 (d,J=7.1Hz, 1H) ,7.88-7.79 (m, 1H) ,7.63 (s,
1H) ,7.57(d,J=8.8Hz,1H) ,7.47(d,J=7.2Hz,2H) ,7.32-7.29 (m, 1H) ,7.28-7.16 (m, 3H) ,
5.63(s,2H) ,5.61-5.57 (m, 1H) ,5.32-5.24 (m, 1H) ,5.21-5.16 (m, 1H) .

[0158] g rh (Al AL A4 L 227 75 S0l 5 AH N 1 Hh TR AR AL B 8 2 1 1 48 5 SIETita 91 1 1) ALk ik %
JTiEEAT 45, BD AT 45 2R A I B AR EH

[0159] %4

[0160] | &1 1) ‘ Airth &gt R ‘ Hintb & MRIEHHE ‘
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[0161]

L Bl Hirfb W&t R %R HinL B YRR IR
0 MS (ES-API, pos. ion) m/z: 449.0 [M + 1]";
A NO, 'H NMR (400 MHz, CDCl;) 8 (ppm):9.41 (d,
| J = 6.6 Hz, 1H), 8.43 (s, 1H), 8.00 (t, J=7.3
XS o Hz, 1H), 7.63 (d, J = 7.4 Hz, 2H), 7.40 (dd, J
St 1) 2 s =8.4, 2.1 Hz, 1H), 7.48 - 7.28 (m, 4H), 7.25
| _ (t, J= 7.3 Hz, 1H), 7.16 (d, J = 8.4 Hz, 1H),
N~ 87 5.77 (dd, J = 12.3, 9.7 Hz, 1H), 5.51 (s, 2H),
1-((6-( B 2 YALE i -3 - 22k ) 5.38 (dd, J = 9.5, 6.5 Hz, 1H), 5.17 (dd, J =
HL)-3-(2-THFE-1- 2 2 H)-4-5F 18 | 124, 6.5 Hz, 1H), 2.54 (s, 3H).
AH-WEBEIF[1,2-a]WENE- 1-55-2-F8 &
o MS (ES-API, pos. ion) m/z: 436.9 [M + 1]';
NN NO, 'H NMR (400 MHz, CDCls) & (ppm):9.46 -
. , _ 9.40 (m, 1H), 8.42 (d, J= 1.9 Hz, 1H), 8.08 -
- W e 8.00 (m, 1H), 7.62 (d, J = 7.4 Hz, 2H), 7.57
S5 3
= (dd, J= 8.3, 2.4 Hz, 1H), 7.39 - 7.29 (m, 5H),
I\Q\CI 7.25 (t, J = 7.3 Hz, 1H), 5.78 (dd, J = 12.3,
(6L -3 1) 32 1 9.9 Hz, 1H), 5.51 (s, 2H), 5.37 (dd, J = 9.8,
KR 7,35 4 SR AH-E 31 2.0] 6.3 Hz, 1H), 5.14 (dd, J = 12.3, 6.3 Hz, 1H);
WEE-1-55-2- T
o MS (ES-API, pos. ion) m/z: 451.0 [M + 17"
A NO, 'H NMR (400 MHz, CDCl3) 6 (ppm):9.45 (d,
l J=6.1 Hz, 1H), 8.24 (d, J= 2.1 Hz, 1H), 7.90
NN o (d, J=7.3 Hz, 1H), 7.58 (d, J = 7.4 Hz, 2H),
ity 4 K(j 7.40 (dd, J = 8.3, 2.3 Hz, 1H), 7.36 - 7.30 (m,
| _ 4H), 7.26 - 7.21 (m, 1H), 5.75 (dd, J = 12.2,
N™ ~Cl 10.1 Hz, 1H), 5.55 (s, 2H), 5.29 (dd, J = 9.9,
1-((6- S ML -3-4 ) F 46)-9-F1 3£-3-(2- | 6.2 Hz, 1H), 5.09 (dd, J = 12.3, 6.2 Hz, 1H),
fili 2~ 125 2k 2, 3%)-4- S AR -4 H-IE e JF | 2.57 (s, 3H).
[1,2-a] M0 -1-35-2-W gt
MS (ES-API, pos. ion) m/z: 457.0 [M + 1]%;
0 - "H NMR (600 MHz, CDCl3) 8 (ppm): 9.42 (d,
Z "N ] 2 J=5.8Hz, 1H), 7.97 (d, /= 6.8 Hz, 1H), 7.59
it 5 NN o (dd, J=17.9, 6.8 Hz, 2H), 7.39 (s, 1H), 7.37 -

S
| =4
N
1-((2- 5 M5 ey F )9 FR k-3 2-
Bt 3 - 12K 2k 2, 38) -4 S AR -4 H-TE g 3

7.30 (m, 3H), 7.24 (dd, J = 14.5, 7.1 Hz, 1H),
5.70 (dd, J = 12.6, 9.6 Hz, 1H), 5.54 (s, 2H),
5.30 (dt, J= 16.8, 8.4 Hz, 1H), 5.21 - 5.10 (m,
1H), 2.78 (s, 3H).
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SEHEH Hirb & Bk Hirb &R EHER
[1,2-a]WEnE-1-35-2-EF &
MS (ES-APL, pos. ion) m/z:463.1 [M + 1]";
'H NMR (400 MHz, CDCl3) & (ppm):9.41 (d,
J=6.5Hz, 1H), 8.21 (d,J= 1.6 Hz, 1H), 7.85
(d, J=7.2 Hz, 1H), 7.57 (d, J = 7.4 Hz, 2H),
SEhtf] 6 7.32 - 7.25 (m, 3H), 7.20 (dd, J = 14.0, 4.9
Hz, 2H), 7.10 (d, J = 8.4 Hz, 1H), 5.68 (dd, J
=12.3, 9.5 Hz, 1H), 5.53 (s, 2H), 5.28 (dd, J
9-FIEL-1-((6-(F i ) LnE-3-24)H | =9.3, 6.6 Hz, 1H), 5.14 (dd, J = 12.3, 6.5 Hz,
FEY-3-(2-F -1 5L 2,3 4- 540 | 1H), 2.58 (s, 3H), 2.53 (s, 3H).
ML [ 1,2-a B e - 1-35-2- 5 &
MS (ES-API, pos. ion) m/z:467.1 [M + 1]';
'"H NMR (400 MHz, CDCl3) § (ppm):9.41 (d,
J=6.1 Hz, 1H), 8.43 (s, 1H), 8.02 (t, J= 7.3
Hz, 1H), 7.62 (dd, J= 8.4, 5.5 Hz, 2H), 7.42 -
[0162] Sk 7 7.33 (m, 3H), 7.17 (d, J = 8.3 Hz, 1H), 7.01
(t,J=8.7 Hz, 2H), 5.68 (dd, /= 12.3, 9.3 Hz,
1H), 5.47 (s, 2H), 5.35 (dd, J = 9.3, 6.8 Hz,
3-(1-(4- A Ik )-2-H 5 2, 1H), 5.18 (dd, J = 12.4, 6.8 Hz, 1H), 2.55 (s,
F)-1-((6-(FF i 2=y mg-3-38) A 3k )-4- | 3H).
A4 e FE[1,2-a] W5 - 185 -2-
MS (ES-API, pos. ion) m/z:455 [M + 1]
'H NMR (400 MHz, CDCl3) & (ppm): 9.41 (d,
J=6.6 Hz, 1H), 8.40 (s, 1H), 8.05 (t, /=74
SeHall 8 Hz, 1H), 7.66 - 7.52 (m, 3H), 7.44 - 7.28 (m,
3H), 6.99 (t, J = 8.7 Hz, 2H), 5.67 (dd, J =
12.2, 9.4 Hz, 1H), 5.51 (s, 2H), 5.33 (dd, J =
9.1, 6.9 Hz, 1H), 5.15 (dd, J = 12.3, 6.7 Hz,
1-((6- SR IE -3-48 ) FH 26 )-3-(1-(4- 9% | 1H).
J)-2-fH 2k £, 3)-4- S AR -4 H-REL g JF:
[1,2-a]W5ne-1-36-2-KE ik
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ScitE B Bir LB W R AR Hint SRR

MS (ES-API, pos. ion) m/z:475 [M + 1]";
'"H NMR (400 MHz, CDCl3) & (ppm): 9.39 (d,

Z J=6.6 Hz, 1H), 7.98 (d, J= 7.2 Hz, 1H), 7.58
_ X dd, J = 8.6, 5.5 Hz, 2H), 7.36 (dd, J = 13.0,
it 9 ( b =0
- 5.9 Hz, 2H), 7.00 (dd, J = 18.8, 10.1 Hz, 2H),
| )¢ 5.67 (dd, J = 12.3, 9.2 Hz, 1H), 5.51 (s, 2H),
N 5.33 (dd, J = 9.1, 6.9 Hz, 1H), 5.15 (dd, J =
1-((2- 5P 5- ) F 3 )-3-(1-(4-98FK | 12.2, 6.8 Hz, 1H), 2.77 (s, 3H).
F)-2-fi 3 2, 5)-0- HA e 4- S -4 1
UHLTE 1, 2-a ) 1-38-2- W 4
MS (ES-API, pos. ion) m/z:461 [M + 1]";
"H NMR (400 MHz, CDCl5) & (ppm): 9.40 (d,
J=5.6 Hz, 1H), 8.15 (t, J = 7.9 Hz, 1H), 7.64
il g B 159
- - 7.53 (m, 4H), 7.39 (t, J = 6.9 Hz, 1H), 6.98

(t, J=8.2 Hz, 2H), 5.58 (dd, J=12.4, 9.4 Hz,

1H), 5.51 (s, 2H), 5.34 - 5.27 (dd, J=9.3, 7.2

[0163] (253 V)3 (1-(4- SR Hz, 1H), 5.18 (dd, J=12.4, 7.0 Hz, 1H).

- 2-HH AL 2, 7 )-4- S A4 H- T e 3
[1,2-a]"5nE-1-85-2-2

MS (ES-API, pos. ion) m/z:511.0 [M + 1]
'"H NMR (400 MHz, CDCl5) & (ppm): 9.45 (d,
J=6.8 Hz, 1H), 8.18 (1, J = 8.0 Hz, 1H), 8.01
(d, J=17.8 Hz, 1H), 7.71 (d, J = 7.8 Hz, 1H),
7.61 (s, 1H), 7.56 (d, J = 8.9 Hz, 1H), 7.49 (t,
J = 7.5 Hz, 1H), 7.42 - 7.34 (m, 2H), 5.93
(dd, J = 13.1, 11.3 Hz, 1H), 5.70 (dd, J =
1-((2-FMEME-5- ) I EE)-3-(2-HAE | 11,1, 4.8 Hz, 1H), 5.55 (s, 2H), 4.78 (dd, J =
-1-Q-(ZW IR R IR L HE)-4-F A0 | 13.3, 4.8 Hz, 1H).
-AH-MEIE [ 1,2-a) e e - 1-35-2-F &b

i 1
11

MS (ES-API, pos. ion) m/z:517.1 [M + 1]";
'H NMR (400 MHz, CDCls) & (ppm): 9.44 (d,
J=6.7 Hz, 1H), 8.42 (s, 1H), 8.03 (t, /= 7.8
Hz, 2H), 7.71 (d, J = 7.8 Hz, 1H), 7.50 (t, J =
7.6 Hz, 1H), 7.43 - 7.31 (m, 4H), 7.17 (d, J =
8.4 Hz, 1H), 6.03 - 5.91 (m, 1H), 5.74 (dd, J
| =11.1, 4.8 Hz, 1H), 5.49 (s, 2H), 4.79 (dd, J
=13.2, 4.8 Hz, 1H), 2.54 (s, 3H).

St
12
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[0164]

S B

Hisb S WEEH R AR

Hir b A MR

1-((6-( FRR 25 itk g - 3- 2k H 26)-3-(2-
T2 1-2-(Z P 5 5 45 -4-5F
FR-4H-MEE FE[1,2-a W5 0 -1 - 5525

_é;.]}i

S a1

1-((6- UL mE -3 -3 ) F 2k )-3-(2-fif 2
SR R A I 2,38 -4 S AR
AH-TEUE IR [1,2-a )W 0 - 1 -3 -2- 1 £

MS (ES-API, pos. ion) m/z: 505.0 [M +1]";

"H NMR (400 MHz, CDCl5) 8 (ppm): 9.44 (d,
J=6.7 Hz, 1H),8.41 (d, J= 2.1 Hz, 1H), 8.06
(dd, J = 19.6, 8.4 Hz, 2H), 7.72 (d, J = 7.8
Hz, 1H), 7.57 (dd, J = 8.3, 2.4 Hz, 1H), 7.50
(t,J= 7.6 Hz, 1H), 7.41 - 7.30 (m, 4H), 6.01 -
5.91 (m, 1H), 5.73 (dd, J = 11.2, 4.7 Hz, 1H),
5.51 (s, 2H), 4.79 (dd, J=13.1, 4.8 Hz, 1H).

St 51

CF;
NO,

iINg
S

R )—Cl
N

1-((2-FUHE M -5 -5 ) A 35k )-9- FF Jk-3(2-
T 3E-1-2-(ZF P 55 2. 50)-4-F,
AR -AH-MEE FE[ 1 2-a W 0 -1- 352

MS (ES-API, pos. ion) m/z: 525.0 [M + 1]%;
'H NMR (400 MHz, CDCl3) 8 (ppm): 9.40 (d,
J=6.6 Hz, 1H), 7.99 (t, /= 7.7 Hz, 2H), 7.70
(t,J=8.9 Hz, 1H), 7.52 - 7.43 (m, 1H), 7.41 -
7.32 (m, 3H), 5.88 (dd, J = 13.1, 11.1 Hz,
1H), 5.63 (dd, J = 10.9, 5.0 Hz, 1H), 5.56 (s,
2H), 4.79 (dd, J = 13.3, 5.0 Hz, 1H), 2.78 (s,
3H).

et

JiIfE
0 CF,
A ’ NO,
>t =3
NS N0
1L
NT s

9- B - 1-((6-( i 2y i g -3- )

J)-3-(2- M A= 1-(2-( =R R A

3 -4-F AR -4 H-E g FE[1,2-a ] e
-1-85-2-BE 8

MS (ES-API, pos. ion) m/z: 531.1 [M +1]";

'H NMR (400 MHz, CDCls) & (ppm): 9.41 (d,
J=6.6Hz, 1H), 8.19 (s, 1H), 7.95 (d, /= 7.8
Hz, 1H), 7.88 (d, J=7.2 Hz, 1H), 7.67 (d, J =
7.8 Hz, 1H), 7.45 (t, J = 7.5 Hz, 1H), 7.35 (d,
J= 7.6 Hz, 1H), 7.33 - 7.28 (m, 1H), 7.21 (dd,
J=28.3,2.2Hz, 1H), 7.11 (d, J=8.3 Hz, 1H),
5.89 (dd, J=13.0, 11.2 Hz, 1H), 5.64 (dd, J=
11.0, 4.9 Hz, 1H), 5.52 (s, 2H), 4.76 (dd, J =
13.1,4.9 Hz, 1H), 2.61 (s, 3H), 2.52 (s, 3H).
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MS (ES-API, pos. ion) m/z: 472.1 [M + 1"
'H NMR (400 MHz, CDCl3) & (ppm): 9.48 (d,
J = 6.8 Hz, 1H), 9.18 (s, 1H), 8.72 (s, 2H),
St 51 8.11 (t, J = 8.0 Hz, 1H), 8.01 (d, J = 7.8 Hz,
16 SN 1H), 7.71 (d, J = 7.8 Hz, 1H), 7.50 (t, J= 7.5
I N/) Hz, 1H), 7.43 - 7.31 (m, 3H), 5.99 - 5.89 (m,
3R (S AT ) 2, 1H), 5.72 (dd, J = 11.1, 4.7 Hz, 1H), 5.56 (s,
)4 (R L) A Ll 2H), 4.79 (dd, J = 13.2, 4.8 Hz, 1H).
WE IE[1,2-a] HENE-1-54-2-5 £k
NO, MS (ES-API, pos. ion) m/z:449.0 [M + 17"
'H NMR (400 MHz, CDCl3) & (ppm): 9.45 (d,
-, J=6.8 Hz, 1H), 8.17 (t, /= 8.0 Hz, 1H), 7.63
S (s, 1H), 7.55 (d, J = 8.9 Hz, 1H), 7.41 (t, J =
3 HI )—Cl 6.9 Hz, 1H), 7.18 (t, J = 4.8 Hz, 2H), 6.99 -
) o , 6.92 (m, 1H), 5.71 - 5.59 (m, 2H), 5.54 (s,
1{(2-FUEERE-5-2)F ) 32 2H), 5.13 (q.J = 11.1 Hz, 1H).
-1-(MENy -2-3E) 2, )4 - S AR -4 H-Mk g
[0165] FE[1,2-aW50E-1-55-2-B 6
MS (ES-API, pos. ion) m/z: 469.0 [M + 1]';
'H NMR (400 MHz, CDCl5) & (ppm): 9.44 (d,
J=6.2Hz, 1H), 8.24 (s, IH), 7.88 (d, /= 7.1
St Hz, 1H), 7.31 (t, /= 5.5 Hz, 1H), 7.24 (dd, ]
18 = 8.4, 2.2 Hz, 1H), 7.15 (t, J = 6.9 Hz, 3H),
6.96 - 6.91 (m, 1H), 5.71 - 5.51 (m, 4H), 5.10
9- k- L-((6-(FBRAMEIE-3-2) T | (0 7 — 10.9 Hy, 1H), 2.62 (s, 3H), 2.54 (s,
)-3-(2-F Fek- 1 -(PEWY -2-3E) 2, ik )-4- 3H).
SAAC-AH-MENE FE[1,2-a]) B NE-1-35-2-
MS (ES-API, pos. ion) m/z: 455.0 [M + 1]":
"H NMR (400 MHz, CDCl3) & (ppm): 9.42 (t,
——. J=1.3Hz, 1H), 8.43 (d, J= 2.5 Hz, 1H), 8.14
- 7.96 (m, 1H), 7.60 (dd, J = 8.3, 2.4 Hz, 1H),
5 ' N 7.46 - 7.31 (m, 3H), 7.17 (t, J = 4.3 Hz, 2H),
N 6.98 - 6.92 (m, 1H), 5.75 - 5.62 (m, 2H), 5.51

1-((6-( PR L YL Iz -3 -3 ) T ) -3-(2-
T H-1 (M} -2- ) 2 5 )-4- S R4 H-

(s, 2H), 5.19 - 5.06 (m, 1H), 2.54 (s, 3H).
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SCHEB Birb & W& R AR Bt S R

[0166] RLVEIR1,2-a - 1-58-2- o

(01671 3451

[0168] 1) il Ax - /N

[0169]  J2 Wk oFid & H W ERC 4 B 2530 78 012 i H AR B ION 3 8 4R 1)
Frge M, 82/ 302 - 3We H HA% 105k /1L, B T24~27 C M E W77, 3d )5 A S5 R
PLEZE AN AR, To N AR R BE R, IR E 200mg /L

[0170]  2) At A AR : Kl H

[0171] IR W9k B I & FOK I 7ERC 4 B 2530 78 0120 i H AR B ION 3 8 4R 1)
R, Bkl 3 A4 103k /1L, B F24~27 C MBS N5 55, 1205 A 45 51, iR 56
W E200mg/L o

[0172]  3) fILiaCE A - 1 15 biF

[0173] W55y e MU AR K — B L ik Fr, FHFT FLAS MR0RR 1 , g L 7 A I Al , 7 35 7= 11
BB IR AR F IO RS, IioK SRR, 28 H 8 = A TR 2 - 388 1 A WF R A 2
P I b, B 153k DL b R W S5 85 AT AR B, B A BT 24530 7090 . BmL o 2571 Ab 3
Je P B T W82 %, 48h Ja MR 45 IR . DL B2 fi 3l HUA, TE IR BAR N AR L, 338 94 F 200mg /
L,

[0174]  4) fHtia{ B AR « 45 R EL2- 308

[0175]  ZXWmE 55k e s i B AE AR (RE T 2- 3iHHA) L AR /N O e 4%, MELAR FH A b []
SELERE TR, /K FE T T Pot terMi 2538 T AN [R1 R BE 24 77 0 55 A 38, W 42 TR T AR |
i F IR e AbEE A IR AR e H B0 R BT B R AR, A D TN E R
RSB SR A, U153k o 24577 b BR S i aliF BT 88 =, 58 I 45 35 73 L 7K ORI
96hJa M &2 45 B . LA 3l AR, T I AL AFE L, i 389 B2 200mg /L

[0176] IG5 R TN : 7E200mg /LI T, St 515« S i A5 1.2 STt 451] 1 40 St ] 1.8 X6F /)
SR BAERAEI0 % LA F

[0177]  #F200mg/LIKEE R , St 51 1 1AD S it 5] 146 Wk ieF FR) SUHE R AE80 % LA L

[0178]  7E200mg/L¥lFE T , St fe| 40 S5t 451 950 4 K AL BUAE 269100 %

[0179] DL B VEANHIR T A BH B e St 77 X0, AELAE , A R BH AN R T ok szt 77 =X
(R BRGNS, 7E A R B B AR Y N, AT DO AR e B 14 AR 7 S8 14T 2 il s A8 Y, 3
6 1] AR Y 1) Jeg T A R BH B AR A L
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