CN 105636439 A

(19) Fh4e A R FNE E R EFIR =15

*:‘P (12) X BHE FI I

(10) EBiF NS CN 105636439 A
(43) BB AT H 2016. 06. 01

(21) BBiES 201480055222. 1 AeJe=ZBI Me+B- ERH
Ao BIHEER C o T /R
J o R - EIAR
(74) EFRIEMI bR e R RS
PR 55FT 11038

(22) EBiEH 2014. 10. 02

(30) LA IR
2977/DEL/2013 2013. 10. 07 IN

(85) PCTEIFRERIEHENE K E2 H TR A B
2016. 04. 07
_ . (51) Int. CI.
(86) POTEEIFRERIRH R I MR AOTN 43/50(2006. 01)
PCT/EP2014/071167 2014. 10. 02 A0IN 45/90(2006. 01)
(87) PCTIEIFRER 1580 A P 504R AOIN 53/00(2006. 01)
W02015/052076 EN 2015. 04. 16 A01P 13/00(2006. 01)
(T BEA LSS BB R AT G070 401/04(2006. 01)

Mtk EEEZER
BHigA SCIEAHRAA
(72) ZBHA M- FfE4: R« RIFR
JeAeBEHMT J B« JHCKR
TeRe sk SeEBefaBAR K- ORISR AT PIA310471

(54) KBABFR
BRE A A
(57) HHE
AR B BA WA (D) s B &4

RX 7 R

S

" A XOCRGRGRVRSG RV ROBL B R 2 A
pae

h

FEVE B oA T SUI o BB A, AR B B FH Tl 4%
BANEA (D B Prdm g, 3 %
ALE XAl SR BR B A W5 L B Af A i ik
&I E I K TV



CN 105636439 A W ZE ok B 1/4 B
L. —MEA D BBREAEY)

HA
Xi% [ S0
R*3% [ AT 2 5

RPI%E A, K2, Cr—Cabi 2, Co—Calfii 2, Cr—Cap AR KR 3L , C1—Colm 83 , Co-CuF A 3L, Co—Ca
B, Ci-Calie 8l 2 —Cr—Cabii i , Cr—Capi AR AU , Cr—Cafit e - Ci—Calb Sl 2 , Cr—Cabii i 22,
C1~Cae e AL 3L , Ci—-Cape LRI , JE R RON-, ZEFIRC(0)N(R®) —, ZEFIR’S (02)N(R®) -,
HEFRRONSO2—, 3£ FIRRONC(0) —, AR gy — T 22 AT Mk 15 b 2 A3t W JUE L Ci-Calbie
B Cr—Calie 2l 2k  Co—Capxi AUbE 22 M1 C1—Capp A8 S0 22 1) e [ AR o 22 AR gl — Bl 2
AN ST B G R RS VB L Ci-Calie R L Cr—Calie U3 L Cr—Ca i A e 2 AIC 1 —Ca i A e 2
F1%) = A BARCR) 75 402 DA S AR e e — D B2 A7 b 1 b 2 L A S L U0 L Co—Cale it L G-
Catyt S  Cr—Capxi AT S 1 Co—Ca e AXbE 20 22 1) 22 [ AR 2 05 2

R [ &, B4 2%, C1—Csbidi , C1—Copd AU 3 , Co—Calfii ik, Cr—Co BUIR KR , C1—Coli 3%, C1m
Cafit S I —C1—Cafii Bt , Cr—Co 2 H it i , Co—Colfls 8 JE C1—Coln I A S AT I M A1 22 3k A7
16 [ TS  CrCalot 2 Rl Cr—Cabr AUk 1) 2 [ AR Ca—Co A bt 4 5

RO 1 40 15 25 UL L Co—Coli i DA % Ci—Cor £ 0 2

RU'E &L FR 3 Cr—Cafie B L Co—Calfi 5 L Co—Cabt 3 . C1-Ca Bl IL S 5L L Co—CoFR i . Ci—Cust
I CrCalit I -Ci-Cale 3 L S Ci—Capx AUBESE , JF AR AL F2 3 L Ci-Cafi L Co—Cals
e Ci—Calir B\ Co—Culi A 2 L CoCalh U 3 L Cr—Cufie A I -Cr—Calie 3 . Cr—Culie -G —Culie &
FCr-CaR I B CrCap ARUBESE L CrCapi ARUBE AL DL S Ci-CafFIE e 32 , PR 5 45 1F A2 R
FJE) RPN AEH

SR FIR 4[] B AT PR 22 A0 RT3 S — S B A 37 JC MR B 5 43 AN VLRI R , i 30T b
98 ML 3NN HIE B S ORINK) 2% J5 5 JF H AR e g A 1 23/l bk B 5 L =0,
C1—Ce 52 FHC1—Copl AT AL 2 A HUAR

R 0 & L F2E NRYMRPEL LA R FE ] AR A



CON 105636439 A W F E Ok #B 2/4

i X i i
) 7 3 : 7 7
v by R - A
R?)J\ 0>§ N Ny \sJ\ O){ \ NG
Le
R.
. §
5 8 o S
N R A 7 :
BN WY oo R\T)-LO&{
L8
O\ﬁ . . O\? 7 o\\ﬁ !
5 >{ R'\_ \}8\: >{ N \O>{ = \
R TN07%, o7 R s ‘ \OA’QB{ )
3

ROFIR® M ST 1 3% [ 4 C1—Cor 3  C1—Co i/ Qe 3t | Ci—Coffl I e 22 L Co—Coi 3t L Co—Cofi It
C1—-Celt A I LA J C1—Celie I —Ci—Colse 35 , BRRCANROVE [R] & AT TR 422 i 3 J 1~ — S T Jl3 -6 7T 1l
G ASHLFIIR , Z TG H AL FE M 122 37 % B S OFINIK 2% R -9 HLATI% Hu g M
1A 3T I H 1] 3% R C1—Cetye J2 (1) S [ BUAR 5

RYFIR® M T 3% 15 4, Ci—Ce it 3k , CL—Coli AU BRI , Co—Colfii 3k , Co—Colth I , ATV I 1 2234
MSTHb % 1 C1—Caye 52« Co—Caffis 22 . C1—Calxd 4458 2 I Co—Caap 4 R0M 25 (1) 522 [ HUAR 1) Ca—Co PR 45t
SEFE S M1 B AAN ST H % BN ORI S 2% S5+ 9 BT Mg 1 28 3N M7 b 3% 1 =1 25
C1—Cafit 2 \ C1—Cap] AT 22 AT C1—Ca e 28 2 BT 7] A A SR PR B IR Cs—Cro 2 PR 2 A , B
B ML Z AL H 3 N OFNS I 2% i ELAT 3% Hi B 138 3/ J S e B i 3% Cr—Caie 22k
C1—Cax AR JE AN C1—Calye 58 28 11 22 AT AR I T DA B ER BB Y Co—Cro 4k 77 2 L A, T 3% Hb
B 12 37 Ik B R 2 A L UL L Ci-Calit 2 L Cr—Calit S 2 L Cr-Capx AR T ANC1—-Cax X
H9t S 2 1) 2 AT HUAR K Co—Co 75 2 36 ] , AR IR Mg 1 22 34N Sl ST b 3% 1 Co—Cafii 2k L Cr-Calbe S 2L
C1=Capxi AR e FIFEH -0C(0) ~Cr-Calie I HUAR I Co—CroF5 FE et [ , BRRTRIR®IE [A) B AT P 422
(1) i - R T i 3-6 Jn M FEH 4 ANV AR i PR s A5 L 2 3l ST i ) S OFIN
()24 J5 59 HAT M M 1 2 3BT i 1 i 2 R1C1—Celoe I (1) JE A B 5

R¥Y% [ C1—Ce e 2 AT H 4 1 28 3/ M 7 b e |5 i 25 L A3 L BUIE L Ci—Cale 3 L C1-Calie A
3\ Co—Cap AR 52 35 1C1—~Ca i AR5 S 32 1) 2 ] BAR I 9 32 5

RMFIR Mt 37 1328 19 80+ C1—Cao it 3 « C1—Cooli AUHESRE L C1—Caofit 3  Cr—CookiE S8 3 —-C1—Cao
ek L Co—Coolfii 22\ Co—CoobhFE DL S22 , BRR"RIR'IE [H] & AT IB B2 AR IR F— 2 T i3 -6 et
NG ASHLRIIR , Z PTG H AL FE M 12237 % B S OFINIK 2% R I HLATI% Hu g M
1A 3T L H 1 35 R C1—Cetye J2 1) S [ BUAR 5

BHN-F AL A

2. AOBUCRIEE R BT AL &4 , o X0

3. R SR 1 BB B SR 2R A &, Hoh RS2 A

A R B SR L R 3R — TR AL &9, P RE A

5. BRI ELR 1 BAR T — TR B A, Hoh R E Cr-Calie i L Cr-Calit B AIC1—~Ca
(e

6. WIBLRIERSFTR I A 90, JhR % H Cr-Cabe 3 FICI—Cafr A3

7. WU ER6 TR AL &4, SL bR ik | B R 43

8. WIRLFIE R 1 BT AT — TR L A1, Ho P R™%E H Ci-Cabe st L Cr-Cake S L AICi—Ca
PR -Ci-Caldt



CON 105636439 A W F E Ok #B 3/4 11

0. WIBLRIE R SR I A9, JohRAE 5 F 3k 2038 AL R R R

10 WU EE SR 1 9T — T IR AL &4, HAR e [ F2 2 L 0 2% L Cr-Cole S BRI
C1—Colit S8 I o S L N 5 SR PR A R , L v 12 0 R B A ] DA 1 2 3/ S g 1 o 2R A
AL C1-Cafr J  Cr—Cali S AL  Cr—Calxi AT S FHC1—Cal A - e A AR 1) JE A AR

UL AOBCRIE SR LOFTHR AL &4, Ho PR 1 B S I 2%

12 A0BCRIEE R LRI &, R

13 AR SR & L 29 R — TR AL A4, Hoh R [ 4 5 3 L Ci—Cafe 3 L C1-Calie
A Cr-Cabe S FE —Cr—Cafye J2 4 i 23 B R AR 3 AR 2 95 22k DA B e 25 B AR AR S AR Y
755

14 A0RURESR USFTIR Ak A, He PR 3 1 4 1 2K P AR L A B P AR AR 1
T 75 DA R 1 2 T AR R A A BRI 55 3

15. BRI SR LAFTR AL &, PRV A

16 TR EE R 12 15 AT — TR AL A4, H P RIE H Ci—Cabi A« C1—Cop ARt 2
Co—Caffi F  C1—Co AL It 3 DA S T3 M A M1 28 34N ST b 34 9 S0 NG —Cabye L 0 3 [ B AR
[ Ca~Co PR i 3

17 . AR SR 16 BT iR AL A4 Ho PRI [ Ci—Cobt 2 C1—Capsg AUKE 2 L C1—Co Bl 2 e At
AR AT 356 AR M 1 28 3AN ST L 32 1 553 Cu—Calse 3 (16 32 1 BRAR Y Ca—Co I i

18. WAL E R TR AL &, o RO B 3L 20 BT 2t L (2-FF 38 ) -TA -1 -4 |
(I-F ) -T2 BT 2 (1, - ) - -1 -2 (1, -2 R ) - T -1 -2 (1-FF -1 -
L) -TA-1-28 IR T 2 VBRI L (1 -FR ) BRI -1 L (1-FR -1 -5k ) -4 - 12 (1-FF
H-1-2F-2-53)-A-1-3 . (1, 1-— R E-2-53)-FA-1-&E. -l E. 1, - —HRLE.
oy WSS N B R RS- VAR - D S Sy NI O

19 JIAURZE R ISFTR AL A4, PR BT 2 (1-FF -1 - ) -2 -1- 28 1, 1 -
TGRSR R DL R =R R

20 . WIBUR R 19FTIR AL A1, LR & = F 1 2

21 AR E SR 1 &1 27— TR TR AL A4, 2L R 3% FTRPRONC(0) - HIR°C(0)N(R®) -,
I HRE A S 1K 2 Cr—Cabm i FICI—Capif A8 4R 3

22 WIBURE SR 21 A Ak &4, HoRPERRONC(0) -

23 WIRLRIE SR 1 E 12 A — T RR AL A4, H PR 3% 1 5 R A C1-Cafyidt 7 HRO A& Co-
Capxf ARbT 5

24 WIRUREE R 23FT IR AL A1, LR & = 2.

25 . — PR BLLAL AW , A HE WAL BUR) B R | 2 24 P T — T 58 R B e R I &
WA 5 /b — Pl bl 3252 F Ve SR s R 571) o

26 RN Z R 25 TR I H &), %A A W AFE R A2 4 5 4b
(IR B

27 MR AN EL R 24826 TR I A AW ZH A B FE L A7,

28 WIFEAL R ZESR 1 22 23— Tl s U B 22 LA A I B AE AR 225k 25
F 27T — T T 8 SR A A bR SR &

29— Pz A FAE YR AE YD 1) 2R B0 710 5 1% 5 VR R 1) BTk 2% BBk i) Bk e B

4



CON 105636439 A W F E Ok #B 4/4 5

37 il B [0 I A7 FHAEL D B B A FAELA0 ) 32 P e S S A BSOR 2 5R 128 24 0 A — 35T b By
5 X RA AT R S BNAEBON 2R 26 2 2T AE — T ZR A 590



CN 105636439 A iﬁ, EH :FS 1/104 5T

FRELEY

[0001] Ak WP R AL BRI — A -2 WBUIRATAY) , & KT Hl & eAm ik, 25
EATRIER FAH SV LA R BRI BT B A K i &
[0002] B ATVL T Hbar bR 5 — A -2 W Bk

I
o N R
o Y
N—_
A

[0004]  (FLAAZMENE FF) 42 TR E L H)'54,600,430 KL A ) (L AZBABRER)
iz TR E SR 54,604,127H

[0005] & HHAIA

[0006] fESE—TJ7 M, ARG T HEAHZER(DRMLED

[0007]

(D

[0008] Hirp

[0009]  X#&EEHSHIO;

[0010] R AKX % ;

[0011]  R¥EF A, K &K, Ci-Calii gk, Co-Culii 3, Cr-Capi AR e 3 , Cr—Colie 583 , Co-Calfi 4L 3
Co—Ca A I , Cr—Calie S I —C1—Cafii i , Cr—Cax] S AL , Cr—Calii S 3 —Ci—Cali 283 , C1—Calie
T 22 , CrCaloe 3 W AR I , Cr—Cabr AR 3L , I IR RON-, ZEFIR°C(0IN(R®) —, ZE[FH RS (02)N
(R®)—, ZEFR°RONS 02—, FE AR RONC(0) —, AT g — AN BR 2 ANl T 3 15 e 2% A 2k L U
C1—CakE L C1—Calse 3L L C1—Ca i AR 3k 11— C i AR 0 28 R P o AR ) 95 05, AT s g —
AT 2 ARSI HIE H R I B L Ci-Calii B Ci—Calit A8 8 L C1—Caxd ARt FE FNC1—Capxi AR
Joe A e () B A AR ) 77 S DA S AT e — AN B AR < 3R AR L B L C-Cale
B Cr—Cabr S I  C1—Cap ARUE I IC—Cap AR 5E S8 2L 11 32 [ BRAR I % 75 2

[0012]  ReEHE, X 2 ,Ci—Cabi it , Ci—Colx fC KT , Co—Calii At , C1—Co A I HE At , C1—Co 5T 5,
B, Cr-Calst S —Ci—Cafii 3 , C1—Co ¥R HE it I , Co—Co i S 3 C1—Corbyt 2t LA S AT I M N1 5234
M7 R B F I | Ci-Cale HE ANCy—Catye 58 JE 1 32 [ HRUAR Ca—Co IR Joe 3



CN 105636439 A iﬁ, EH :FS 2/104 BT

[0013]  R4%& ALK 2 UL . Cr-ColEFE A K2 Cr—Cold AR

[0014]  R'%EE S I Cr-Calit I L ComCaffii 2 L Co—Caledit . Cr—Ca U S JE  Ca—Co R it 0 L Ci—
Calit I  Cr-Calit I -Ci-Calie I LA B Cr-Capi A ESE , JF FLR™ % &L F2 2L L Ci—Cale 2 . Co—Ca
$i 3 L CL—Calie 3L L Co—Calfi 3L L Co—CabR A F L Ci—Calie A FE—C1—Cali ik L Cr—Caf5e S FE—Ci—Ca it
I Cr-CaR BB BE L CrCap ARBESE L CrCapi ARSI BA S Co-Caff I e 32 , B P 45 1R 42 24R!
& LR RPAS

[0015]  BRR'FIR®E [A) & AT TR $22 H SURI B SR 1 — A T 3 -7 T M AN B 8 0 AN FIER , i30T
AT S AL Z 3AN ST M 3% 1 S OFINGR 24 S EAT IR Mo B A L & 3Bl i e 0k =
0. C1—Ce5T 3 B C1—Co ] A 5T S22 1) 32 [ EUA R

[0016] Rk [ % % B2 4k \-NRYUREL LA T B v (4 — A

R)(i o R g RQS/?LO% R?‘\NSJLQX

S

8 8 - SI
[0017] R?)J\o){ RQOJLO{ R\,s/l\c?i RKN)J\O&{

~ O 0 5 -
R ‘ok ”"’-*-0’8‘*05{ oo Ao ¥
+ Rg [®] S S
2

[0018]  R°AIROH A7 M1k [ & C1—Celit 3 . C1—Copd AL 3 L C1—Co Bl I 45 2L L Co—Colffs 32 . Co—Cs
BRI L Cr-Colie S8 I L J Ci—Colie S8 3 -Cr—Coie 2 , BRR® AR [A) & A TR X e S — S T A 3 -
6 7T VAT B B 20 AN AT IR , 1% 30 0 A0, K6 A1 2 3N ST ke (5 S CORNINI) 2% i 9 HLAE k&
HiUAE M1 22 34N JRST I i 25 AC1—-Coloa 2 Y i [ AR 5

[0019]  RYFIRShAZ ML 5 &, C1—CobEJE , C1—Col AUHRIE , Co—Colii J2 , Co—Colt dik , AT HbH 1
F2 3PS B ] Co—Calit i \ Co—Caldfi 325\ Cr—Ca k] AT F2 A Co—Ca i AR 222 1) S [ HRAR 1) Ca—Cs
PRgE LI A, A0 2 L EAA BT 3% NS ORISR 2 J5 3 FLAT s gk 1 %5 34N b 37 1 30 1
K Cr—Cafit 2\ C1—Capsl AT 2 A1 C1—Calm S 2 HUAR W AT RS SR IR BRI ) Co—Cro e B 2 [A]
A5 M AAN T % F N OFISH 2% i FF HAT e gl 1 22 34N Jhar ik B i 35 Ci—Ca it
H | C1—Ca ] AT I A1 C1—Ca Jo 5 2 110 2k [ HUA ) ] DA SR PR EROBUEA 1 Co—Cro 4 05 S 2L [, A1
Vet A 1 22 3N M ST M g 2RSSR LB L Ci—CakE 3 L Cr—Car AU L Ci—Caxi AU B JE AICI—Cs
FRIE A I 2 A BRI Co—Cro 75 25 ] , AT I g 1 22 3Nl ST 3% [ Co—Cabie 2 . Ci—-Cafie
S Ci-Calxd AU BEFE AN 3L [F1-0C (0) ~Ci—Cabe FEEUAC I Co—CroF5 S B [ , BRRTFIRME [H] &
TP BE R JE - — 2 T A3 -6 T M AN B 0 AN AR , iZ AT M0 2 A1 34N Sl b 1% 1
S OFIN 2% i FF HAT 5 Hh g M1 28 357 b 3% 7 b7 22 G —Co e 2 11 22 [ B 5

[0020] R [ C1—Cefye 3 RT3 gl 1 8 3N ST 32 15 7 2% B2 L 3L L Cr-Cale 2 . C1—C
F5t S I L Co—Cap AR T FE FINC1—Calx A bt S 2 11 32 A A R 5 32

[0021]  RMAIR™PhA7HI%E [ &, C1—Cookt 3 . C1—Cool AL LT HE L C1—Coo kit 8 L  C1—Coobt S8 FE -
C1—Caole Ik  CoCooffii 3 . Co—Coolht F2 LA B A5 3 , BRRMFNR '3 [A B AT TP 22 0 B3 S5 7 — S B 1 3
6 7T VAT B B 0 AN AT IR , 1% I 0 04, K6 A1 A 3N ST ke (5 S CORNINI) 2% i HLAE
Hiu A M 123 3PS e 1 i 25 AIC1—Cobn 2 1) 2 [T BAXG 5

7



CN 105636439 A iﬁ, EH :FS 3/104 7T

[0022] B HN-SEAYEEIE .

[0023]  FESE U5, AR IRt T A AR KNS YL R 2 /D—Ffoll Rl 2K
Ve FRIBRRBE I bR B 5 1) o

[0024]  fESE =T , AR B $R AL T AR BRI AL A I BUAE A WA NBR BRI A i
[0025]  AESEUYT5 I, A K B FR AL T — Fhd= A R AR o B ZR B0 5 1 0
A0 45 17 BT IR R BB ] BT I 2% B 37 B B ] ik 7 FAE i e AR R AL & 0B &
Yo

[0026]  FEEE AT, AR P R HT il 8 AR R AL A T ik

[0027]  FEEERTTTH , AR P B T il 4 AR B AL & 00 b ()

[0028] V41 A

[00291 7 A % W FA) 4 S A0 348 F0 S 451 Y 5 XGRGRP GRS\ RY R SR A B R A I 38 32 [ DA JLAT:
ATl A2 WL R

[0030]  fLidkth, X N0,

[0031]  flLikth ,RVES .

[0032]  fitidit,RYE4 .

[0033]  fitidehts, R'3E I Ci-Cabedd . CiCake I ANCI—Cap AU E I o FEALLEHE , Y3k I Ci—Cabit
FERNCI-Calse S8 I o A L% 1 , RV () PP 3 TR 4R 3

[0034]  fitifetth, R*3% F Ci—Cale it \ Cr-Cake S IE M C1—Calit I ~C1—-Cale 3t . AL I, R*
R 2 VR L 2 A R A R AR R O T A e, R | R 3 RN 2 L A
MR,

[0035] {3, R°¥E 4 353 L i 2 L Ci-Colie A FRAEIE L Cr—Colt A L B FE AN 75 S L B 3
Hodpiz o5 L AT DL BE 148 3B e B 1 3R L AH AR L U L Ci-Cale ik L Ci—Calbn AU 2 L C1—Cs
7 AREIE N1 —Cakg AR S FE 0 JE AR . L 28 SE e dth , ROk 1 B A 2% B fl i b , R
ek,

[0036]  #E—ANSZHtfsH , X R* SRR SRPFIR® LAAEART 4 4 42 fu1 b SC 3 i 9 ELRP AR LA AE
A2 A R Bk i

[0037]  AR3%Hl, RO 3% [ & 10 25 Ci—Calim J . Cr—Cabi 40 i  Cr—Caki A e —Cr—Cal it L i 1 5
B, FF AR BAC 1) 2 55 L DA Bk 1 2K B R R L A 1) 95 o B b, RO 32 11 80 1 2K R 2R
3 Wl 22 AR A A 2455 FE D R i R B A R R A U 55 5 B A e i, R
pio=

[0038]  fILideth, R°i% H C1—Cslie B  Ci—Coxi AT 52  CoCalfis i  Cr—Co T AR e A DA S AT e i 43¢
M1 EE 3N ST 3 ] I RN Co—Caly 7 ) L [ BUAR ) Ca—Co PR Je 3k

[0039] LA T ALk L, RO F Ci—Cokm 3t . C1—Capd A8 4 3t . Cr—Co B K5 2 DA B2 A e His o M1
2 3N TN Cr-Caie S 119 2 [ HUAR K Ca—Co P e 22

[0040] ELAEEALEHL , ROE AL, 40 a2t (2-F ) -TA-1-2& . (1-FF ) -H-1-
B RT3 (L, - ) TR (- -1 -2 3 ) - TR -1
T A AN (I-F ) R -1 (1-F -1 - ) -4 -1 (- -1 -2 A -2-1]
F)--1-3E (1, - R -7 -1 -/ O - RO R mP R -
1-FR 2 DA I = R L




CN 105636439 A iﬁ, EH :FS 4/104 5T

[0041]  ELAE ARG, R H BT 2 (1-F - 1-F0E) -2 -1-2 01, 1- MO 13-
|-F B2 DL R = P 2

[0042] sttt , RO =9 3

[0043]  H4AHh, iZEUAR ML o] DL 40T 2Tk -2 -2 4-((1-F -1 -7 ) -2 -1~
B )-MEmE -2 A- (1, 1= LA ) -kme -2 L 4-(1-FR -1 -FF Sk 238 ) -tk e -2 54— (=
SRR L) ke -2t

[0044]  #E %5 —ANSEHEF L XGRS RORY S REAIRT LAAEAT 41 A2 40 b SC g i, 9F HR & B
R°RONC(0)—FIR°C(0)N(R®)—, L ROFIR A& 41 _E SCAIA K, 3 LR &L 5 & L Ci—Cafe S Al
Cr—Cap AUkE2E o B A 3% 4 , R*FERPRONC(0)

[0045] 7% % —ANsEiti il oh , XG R R RV REFIRB UATATT 40 & & i b SRl (9, 4 HRYE B i
FMC-Calbi 2, IF AR Ci-Cap A0 3 , ik = s 2.

[0046]  fF F—AsLiafld , AR IR T B A AR (DR EY)

[0047]

(M

[0048]  H.rh

[0049]  Xi%H SAI0;

[0050] R A A %

[0051]  R*3 44, B9 K, Cr-Cafi i, Cr-Capd AR L, Cr-Colit AL , Ci-Calit A IE-Cr-Ca i 4
e, B FIRRON-, FE FIRC(OIN(R®) -, LIRS (02)N(R®) —, FE A R’RONSO2—, A R°RONC(0) -, /£
TEHI A — B N PRI xR A FUE L Ci-Calbm At L Ci—Cafit 8 2 L Ci—Ca i AU 22 AT
C1—Capi AUE AU AR 55 2 , DA AT e b e — N B M OST - G i 28 S U L Ci-Cs
Ptk Cr—Cabm 8 I L C1—Capi AR L 1 C1—Ca i A4 20 J2 1) 25 [ BUAR 1) 2 55 36

[0052]  R°I& H & 1xi & - C1—Csfiu ik « Ci—Colxi At 2k L Co—Cafffi 2  C1—Co BUAE Sm 2 L C1—Cobt 2
H \C1—CofR bt 2 L Co—Co i 28 A C1—Cofon 2 DL S AT Bt A A L 22 3T e B U0 Ci-Ca it
FEFNC1—Cate S 2 1 22 [ BUAR 1 Ca—Co PR J5E 32 5

[0053]  R4% &L 2 UL . Cr-ColiFE LA K Cr—Cod AR5

[0054] R [ & Ci—Cakit 3 . Cr—Calp AL AICI—Capg ACKEEE , I HR®E A A 3L . C1-Calt
H L C1-Cale A e . Cr—Cafii B 01 —Cakit B2 L Co—Cap AR K 3 L Cr—Cap AR S 28 L I C—Co U 4
B, BT S5 A RV I, ROAS 2

[0055]  mRR"FIR®E [A) e AT TR #2240 ORI SR — T B 3-T e M AN B R 4 AL FNER , i30T
A, T 2 3NN F S OMINER) 2% JiR I BLAT e a4 A 1 28 34 S7 b e | F2 4k  =

9



CN 105636439 A iﬁ, EH :FS 5/104 7T

0. C1—Ce e FE TH.C1—Coxi AUEFE 1 3 [ BAX
[0056]  R*¥k [ B 25 FR B FNLL R L A i f£— A

R?)OLC}{’ S olo}s./ Ri‘-sio}f RZ‘N)LC’B{

$

s o8 ) |
[0057] Rak&{ RT\O)LC;{ R\-SJ\O% R/\N)J\O&t,_/

0 Q
9l - O]

‘ N
R7/\S[\o>{ R\o:S\*OE’{ R\E;S\QS{ R‘g\.fo/\o‘){ .
[0058]  RAIRCHh A7 HbI%E [ & C1—Cokit 4 . C1—Colxi A IR 4L L Co—Colfii J2 . Co—Colbt i , BRR® AR5
[ B AT B 2 1 il S5 — A Bl 3 -6 TT VB A BER 4 A FNIR , iZ T3 M 7 A 12 34N kST
HE S COFINFY 2% B 3 FLAT e A A 1 45 34N Sk 37 306 15 1 25 RC—Coo 2 1 32 [ A
[0059]  RYFIR ML 7 Hbidk [ &, C1—Colrdt , Cr—Col £ XI5 I , Co—Co i i , Co—Coli I, AT LA 2
B XU FR A, 35 M1 Z AN S0 ST 36 N ORIS I 2% R 1 3 HAT e s 1 23 s b ik (9
FRCr—Cafit 2 L C1—Capei A8 8 FHC1—Calon AU 1 i AT AR Co—Cro e 75 FE L ] AR e i 1 23
NPT I [ 2 VL VU L Cr-Cabi 2t L Cr—Cale 4 2L L Cr—Ca i AR e L TN C1—Ca i AR e 48 2
[ 32 FH BUAR ) Co—Cao 75 SEJE A , BRVRIR® ¥ [A] B AT B 22 140 JiF— A2 T Bl 3 -6 T M AT BH 43 A
PLRIER , 1Z P AL 5 L Z 37 M3k B S ORINIK 24 i 9 HAT IR Mo B M1 22 34N JikST
H3G 15 B 2B Cr—Celie L 1 3 A B AL
[0060] R ) C1—Cefye 3 RT3 Hh ol 1 5 34Nl 32 15 17 2% AL L 3L L Cr-Cale 2k . C1—Ca
Jt S 2 Co—Cap AT FINC1—Cal A HE S 2 110 22 A A R 5 22
[0061] B HN-SHiLME b .
[0062]  7E I HLARSEHE B, X R®VRPVREVRYRY SR DA R3[40 36 2 [ LA HAT-ArT 204 42 1A
THIH R
[0063]  fikHh, XS0,
[0064]  flLith ,RVES .
[0065]  fiLidits,RYFE4 .
[0066]  fipi%eth, RS2 Ci—Cali 3 . Ci—Cafit S FE BRCI —Capi AR 52 3 o A e b , R & Cr—Calie 3 R
Cr-Calie A A fLide R B B R A
[0067] 43 Hh, R*JE Ci—Cali 3k . C1—Calt M IL TR C1—Cabr S FE —Cr—Cabi 5k AR 3 b , R FF
TR B A= B e B e
[0068]  fiRiehl, R* & FEIE | F . Ci-Colit I B AIE . Ci—Colit I A AL B A AL A 0, 1
H % 2 A T DA 1 28 3N IS b i [ b 26 A U L Co—Calii it  Ci—Calie i 2 L Ci—Ca ki
AR e F RN C1—Cap A e S FE 0 2 [ BUAR o B 2 WA 3, R e PR Bl g 2% L ot , RO 5%
5,
[0069] 7 b S it 45 1) — A 2 it 491 L X R* SRRV RPAIRP LA 40 & 2 o b S vk i 3 L
RVFIRCBAAEAT 20 A2 40 ik i1
[0070] G i3 b, R* A4 i 3 FF A3 0 i 2 TP SR 3 A QU 2 595 32k B 2 ol i X B

10



CN 105636439 A iﬁ, EH :FS 6/104 5T

AL BE A B 5 5

[0071]  E-& W fliseith , REA

[0072]  fJLide s , R4 Ci—Calie ik  C1—Colxi 4Kt 2 L Co—Caffiy 2 L C1—Co gl 2 o S B AT 128 b 452 A 1
22 3PN I B AN C-Calrn 2 1 2 A HUA R I Ca - Co b e ik

[0073] L ARG, ROJ&Cr—Colm it . C1—Cap A I L C1—Co BT I L BUAT e s i M1 53
ANPIST S ] I RN Cr—Calye S8 11 S [ BUAR K Ca—Co R J 22

[0074] B ARG, ROEHBE, 208 R At (2-F 2 )T -1 -2 L (1-FF %) - -1 -2,
AT A (L, - ) - -1 -2 (1, - ) - T -1 -2 (- -1-2 ) - TR -1 -2 R T
B E(-FERHA-1-2 (- E-1-5 ) -2 18 (-FRE-1-2 & -2-F3)-
PI-1-2E, (1, - -2 ) -TR-1- 28 -4 - R /P /-1 -F
R EE = EP

[0075]  EHE G, ROEHT FE (1-FH-1-FIE) -2 -1-FE .1, - MO HFE /-1
H O 2, R Bl =

[0076]  Eefftifeth, RO = 3.

[0077]  H A, iZEAR ML vT DR AR T ke -2- 2 4-((1-F -1 -7 )-2-1-
B )-MEmE —2-JE A (1, - 3 L) e -2 4~ (1-F 1 - FF B 2 38 -k me -2 2 slia- (=
R AL ) ke -2

[0078] 7 b St Bl 53— AN SERE B, XGRS ROGRT S RPRIR AT AT 20 4 2 4 SR, IF
HRYZRRONC(0)-BERC(0)N(R®) -, HrF RO AR 2 21 b S ik (1), 3F HRS A 3 2 . C1—Caf
B Cr-Cap AR - AR ZEHE , R™ERRONC(0) -

[0079] 7 b St Bl 53— AN SERE B, XGRS ROGRT RPRIR AT AT 20 4 4 b SR i, I
HRZ K R Ci-Cakied , I HROEC1-Cap AUE3E , R = 3

[0080] B A1k (1) B4k 4T LIAE A R TLAR] S A A Bl DAAN ] 1) AR S A 1) 2
AFAE AR R B EE T BT A 1 B2 J AR DA R B AR S R A DL R e AT AT v A e B TR A
Wy, 2R [ s 2B AL A 54

[0081] A BHEIA AP AT A — DB AN A XS FR 0 3 BRI AT BL = A2 25 el 4
IR Xof e S AR A o SRV Y A AR O T SEAR AR S AR R B4 B Sl 2 S M AR A o)
Fe S A A 2 () 71 Y EE 40 R4 43 D T ke S5 A 8 (R RIS 7 A S A Ak L % 3k S RIS ST A S5 44
I HoAth R A B oA AL 2 BT RS2 1) 6 o R DA R 31 el 2 g AR B Al o e S A 4 ]
DAELA 888 o5 — i A RIRR I o DRI, 7500 4 0% B R AT R O L4 tH BRI BRI, 29 5 41
THEER A YIRS, B B fE T PR G FA A (R AR R e A (SE R EAS — ) i
1T T $eEE I BRI BUREE K

[0082]  fiE kAT A » e e A2 Fi i 0y e 4 B o B0 LA 19 o 22 84 Sl 1 LR DA %
OB IR L 2 IE TR RS IE T A R T A AT R RT3 R R
e NI AR P EIne N

[0083] Gk b fd I , M S B B A 2 /b — AN XU I BRI — > XUBE I I I IR 42 8%, I
HAFE B A 5022 84N B Ji 11 BLBE A S RE , IR 36 (L 0@ 38 ) TR -1 2 L TR 20
TR R T -1 T 203 T -3t o B TR A O

[0084]  fuifE bt s I , SRS FR R A 20— A =8 9F Bk — A =8 e ka5, 7F

11



CN 105636439 A iﬁ, EH :FS 7/104 7T

H AR A 61022 845k Ik 1 BELBE A K SCHE , 00 £ 3 S T -1 - 3 L T —2- e 3 (R A
Fo) T 1B T 2RI DL BT -3k

[0085]  fuI7F b g I, B e 5 2 6 LA M35 6 BRAR 51— (1) LR 0 A R e 35 R S )
SEGE IR TR SE IR T IR R AL DL SR L

[0086]  4nfE LA Y , F B foe A Hi A —ROH , e P RAZ 2 B ST s I e 2k

[0087]  fnfE AT FIRY , be I A FR 3L 1 -OR, HirhRZ 40 b S P s SR e 36 o e B I 1 sz 491
(ORGP SNAE = B 1SS 1B N Sk B N S N e B = B = B~ 1 5932
AL IR EIE H AL IS I DL R R S

[0088]  fnfE I AE AR , M I 2 F8 3 A1 -OR, HohRZ 40 b SO s I 3 o M 3 A 1
SE R ORI R AR T R T 2R LT 3 A -
F

[0089]  diE At FHIK) , B fa 2k A 4B FE A -OR, HrhRIZ G0 B SCPToE U e o B S L 11 S 451
SE ORI TR T -1 T 2 B DL R T 3 A

[0090]  fnE b fi A, e S 2 Jo 3 A2 8 AR AT AT o7 B Ak — A B2 AN FE [ -OREUAR ) £ A
R, A RN RS 1 A L P s SR bE S

(00911 An e bt FH (1) , e S 22 o 4 2 A2 46 2 [ —OROR , Ho i B AR S M2 G | ST 5 S
(b A

[0092] G E b fd I, J S 2 e 2 2 PR ] -ROR ™, FL b R A7 Sb 3 A be 2 9 AR 2
WIE S A 2

[0093]  GnfE AT FHIY , S BT AR i o — A BY 22 A B 2 A B e i 2 A

[0094]  GnfE AT FHI , 00 2 A A AT 2 TR T IR L LA B2

[0095] G fE b fat I » i AR bE 2R S 4R b S s e sk i A, o 2= b — A EJEF 2
240 bSO P SR 2R A AR e AR R I A Y S R U R P =AU
B HRUCR AR U R DA R R I ) e A e A A e A R A (R AR Y
A 2 I AP R A ) o B i PP 1) AR e o A e A R e S A, B v Ay & i
TR A b A

[0096]  fnfE b f A, i ARG L 2 45 1 b S s Rt A, o 2 b — A EJEF 2
gk an BRI R RS

(00971  4nAE b A Y , i Qe S A A2 i 2 ] -OR, FLH R b SO e S i AR e 2
[0098]  fnfEIbAE AR , bR JE 2 H5 3 A1 -SR, Hh R 40 b S e X ke e ] L e R FL A,
FEARAIR TR 2 B 2 TR 22 L BT B 2 5%

(00991 4n 7 A FH 1K) , e 22 S il 5 22 2 45 2 (A1 - S (0O R, Ho Ry b SCRT 58 S e 2 A
i

[0100]  GnE LA I , e ST R I 2 $R 3 (4] S (0) 2R, H AR RIZ T b SC s e ]
[0101]  AnfELb A I , Be it A A2 Fi [ -0C(0) R, HerP RAE WA I T 58 I e 2
[0102]  4nfE e A A , bE S8 2 i S A A FR AR A1 -0C (0) OR, FL P RAR B ST 58 I e Sk A
[ o J5 S8 B R L LT 1 S22 B AR AR L R R A (TR RS R T R R
E2 R N R B S B A S I e B S

[0103] /e kAT A , #2 5E (hydroxyBthydroxy 1) /& $5 &[] -0H,

12



CN 105636439 A iﬁ, EH :FS 8/104 1T

[0104]  4nsE b AT T , AE AR A2 $5 2 ] -NO2.

[0105]  4nfE b AT I , FUE A2 FE 5 A -CN.

[0106]  fnfE AT FHIK , 55 Bt 4 HoAA — N SR (a0, R B B 2 A4 5 (B S 3 (Herp 2
A ANERE 5 BRI (40, BRI V2R R ) ) IR A6 22 104Nk S5~ I ANV RN 55 B R B A R A
PRI 1) 75 T R A A G R 3 25 R4 Bt dth , 55 R A R R R I A

[0107] G e b fd I , 25 4 2 A2 i A A -0 i , L v 5 80 b ST s I o AL 1 75
AL A R SE  EAAE

[0108] G E b f FH IS , 24 48 2 Bk A8 2 S 4R 2L ] -0C (0) 0- 7 28 , H b 24 B2 | S fr e X
iR

[0109]  fnfE AT R, 75 b B B 48 B A R-Ar , R A7E I T 58 X ket 3 HLAr &
TE LT 5 SUIY 25 2 o 7 S Joe S A A ] FE e e 4 Sk b BUAE IR A AR o 2 B Je B 1) — /> sz 44
& A (—CHaCels ) o

[0110] ekl I, R RS 3R 10N R EF B AN RE I i — 3
BN ECE 20 A R s 3R 5 & RIS KRG Ukt , BB 28 = AN R E I A
WIR RS HE 2 1 VU A J i, 3% 8 4 i i o B 260 S DA B o I A ] ) S 4] 4%
ML % e DR PR IR s L el g S L IR e S IR P i 28 = B L L MG IR I , 32 [ ANV RN B30 4 AN
ISR, Bltn4,5,6, T-VUA-Z8 3F B - 4-TR 3 ON-25 3k .3, 4- A -20-2K 31,
A= AR JRIRPEAE (2 3- A IR IFIR I AL IR IE L L 1, 3- AR L 1, 3- T R IR T 2 4,
5 A Sl L | USRI DA S M bR

[0111] G AT FHI , 24 95 L R R A FES B 10O H T L EAN R E 791 Bl — AN 55
BHEIRBE AN ECE 20 R (LR 2 D — A2 5 R R 3R R ALkt , B0
LA HE A =N R I B R G AHE S A PN % S5 5 D0 I 2 % il ST %
AL SR o S [ ) Sz 4510 B L e i | I i i | me e IR O L IR O R O L R
i RN L | SRR B WRE e L D e L | Sl L IR L L I R ke L | =
e JEE D K DG e 5 o XA 5 ] P S A9 A R 2 A IR A Jek | % A e Sk | v R Sk | e
i R IR DL SR [ 1, Ha N I,

[0112]  GnfESbAF AR, “HAIER A2 Fa R h 1 S5 il S S B I R 4.

[0113] G fEdb A I, A AN ANER & Fa B0 b 19 22 D PR AN Ji i B B 3 &
Gt o 143 ANHLFIIR R G5 AN HE TS B IR

[0114]  AnfE kAT A, “PIAEIE BRI S48 BT g 2 1) S ] A 7E — N B 2 N B A4 A
N ETA I SR A AT — AN BUTATH A B A T R 2 HUE A, — B A E T4
B R B AR R T e AR ] (e AR L) , — AN B AN R TR DL T A )
Eif=Tiw

[0115]  3& A FY Eh A REATAE 1 B4 8 BBl = 4 JR 1 R e DL R i A @R B A TR 8 L AR 38 1)
BH B FAHRAN A B DL B SN (RPR™ R R™) B4 PR, LRV R R IR ST
M3 B & Cr-Celst N Ci-Co B it 2 o HLA 22 a0 AL S i R e DL IS H & R A AL
V) (B A B AN B (B a = B ik B R 2- R B L TR e XU TR B g L 2— T 4R
LG IR IR s L) o B AR T A AT A DR 4 L Eh e e AL
AR IIA DRI OLIETE 2, B e S T KB 3 B Bl e AT T i & A5 B2 10 24 T 7K I

13



CN 105636439 A iﬁ, EH :FS 9/104 BT

IFERAERELY/R
[0116] YR HH AL S WA & — MBS 23 I, AT 8252 19 £2 7] LA E A ALER A1 S ALER TE R
B2 0R AR  FLIR T R A R VR EATR B SR L E R IR T IR kIR 7 SRR L 2
2R R LI R AR R P R 2SR SRR | TP A AR L
K A EL R m] 252 (1R

(01171 FES—ATJ5 P, AR FHSRAE 7 B Tl & A R AL A0 b )44,

[0118]  FE—ANszitsl b, 320t T B A2 (TR 44, Hp X (RYR% R GRPREFIR
anAE ST E X

(ILI)
[0120] 4B W— s, 3248 7 LT Bron a4, Hodh X R R®RMLRY (R* LR \ROFIR?

e Qe _E SR E SCHY -
[0121]

[0122] A B &Y ml BLBRE A AL 22 QUSRI BOAR N T BRI SR ] 26 o T SCHiR T
FIT = A B 2R (D I S8 7535 PR ARAESC P 5347 U, 75 I EAR X RV R?
R®\R* R ROFIRYE QIAE b S0 T 5 SCAG o FH T4 AR R 1 1 A6 5 P S A s ] DA TS 1
B ) TR o £ IR 7R B T DA R RN A R o AR T AP R T, R LR AT BOR
(K773 (o an (03 L 45 5 28RN ok 8 ) 2 Ak R Ui A sk DA v ) 4

[0123] ot , LA 4220 (1) (A A4 b RY R e R Bl e AU B ] - HLR™ 2 S e e A
)R] P I PA R T A A A - nE (V) 5 SRR IR AR ER K AL L, DA tH A 2 TP IR
P (V) o HEE B & -8R (VI [V Ja 82 S Rigy th 282 (VID) AL 901 R84k
R (VITD AL &40, I BB il S A B BEAT 36 B 25 SR (TXO) AL 54 . R R

14



CN 105636439 A iﬁ, EH :I:S 10/104 7L

ST (VL) IR AT DA HH A 2 R ER B R R A o SR R 2R IR T LA FH A i A 2 A ol < BK
X AL IR L SR IR R S A PR (VITL) AT R R A R AR, B0 TR R BUR 1 5 75 2 #4y, B
X TR IR 1 = 75 B ) 0 A R S AL T 2R A (VIT) Ak A W mT DL i A O JE 5
DIBAL-HENaBHaAb 2 1] B 42 5% A S8 2 (X)) AL B4 8L (VI T) 1 Bk m] DA A Ji j e
ATVAH SL R AR B 5 H AR5 ISR AT DL AU R s 30— 5 T e A A L A AL (TXO 1Y

wE.
[0124]
< ATRES
T DIPEA, DCM,
i 5 2T E
K o~
B,
vy

i v

(01251 m[ Bl , HA 22 (LX) A4 A W (L R e B P sl e S T O LR
B e Ak 2k ) T A L BL T U 2 A s S-IEE (X)) 5 R (XT) R AR AR AL I SR, PA 4 Y
(XTT) CGRTFAHIRRRL, Z WO 2006048249, SE413. 1) I HLAR 5 Jm 8R4 H 2R (TXO I 1k

oty
SN Pa.abas Xeriphoy Y Y et '
DAY L\ _ "\Q,& o ] i . T r
b b N e
[0126] Mt et S oL e
W % \\:&y‘{" "(L“Q ;
| - et X
eay HQ

[0127]  BR(XT) AT RLIELRE PL R 5 300 B B8 (XTTT) 588 PR & A S g, i RG8 IR &= Ak 7=
YIBR (XTV) 3 H e 2 Ja B2 7= i (XV) 5 TMS - S JUBR G A& A IR, PAZE HE R (XT) 1AL &9
AL EACHE, (XV) ] BAIE I 2 Ro Mg C 1 538 244 MU i 1) 4% BRI i FE2 ol o 7T B AR M, 78 5% FR
SRR SORZHR, B AT AR AR (XTTT) O BE 2

15



CN 105636439 A iﬁ, EH :I:S 11/104 7L

1) THOIPY): u o
A 2y RINHzHC Swg L
“q o R¥MgCH A8 NEs o (NTMESNCO .
[0128] QJEY e )\T N Bi—i el RS (2) - v s
bl U, {2) Na o {2} A< N
e Mg T g U
(R {KIV) fos 4]

[0129] ] E AL, KA (XTV) AL &5 B 2R R AR OB BLFLI\J??T/EEE’JHEM
FRALXV) AL B 120 G AT DUE 6B (XD A& 4, R bl T%ﬁf@

A (XIV) R A (RO R ) 15 PR A B T R AR IR B v A7) 5 T B s » 2, )
PLgs 2R (XV) IS4

& ?‘;'N';
4‘{\ i '\\ :\\"“'g <
bW % 4 mmsnco
[0130] , A S e
23
L i’\a{:\sazm S, & bk b
X o %9

[0131] E:ﬁ%%ﬁ(XVIH)E‘J%/a\%(ﬁtljﬁ%%%%)ﬂuﬁﬁu?ﬁﬁﬁiﬂ%:’%—ﬂﬁ
WE (X) 5B (XVI) R AR E OB, BLZE IR (XVIT) (O TAHIG R B, 2 WO 2006048249 ,
SL3.1), BRI LS 2 SRR R R, BLE tH = (XVITT) « B2 (IO A1) (F
R g % A L A ) T LA 143 BB 1k 52 R (XVI T (AL &1 5 25 BRI R -OHIK B 78 B Ttk 4414
R ORLT il £ o

N v\ B !
H\ R TN
[01 32] Tt pd"((ﬁ}@h i i
o Rentphos :
SNE KSQO:‘\ $§
{3 e

[0133] W] &fUHh, A LER (W EW AT S5 HA R XIO M E T (HHRRYE

BRI ) B RL, PAG B SRI (XX (19774 o I 15 (13X S0 R B et AT A 45t BAT

LX) AL B4, Z A A PRI LA A A BN 1 HMDS ARG 5 ) e A4 7 G B e (o
=Me) FEdAL , A AL S (VITT) AR Z HT— HE Jalgs R (IO L &4

16



CN 105636439 A iﬁ, EH :I:S 12/104 7L

_Rb Rh Rb
R < :
0 £ N ok ] KR N
N Hz”j/L‘OH " S0CI I
OYNH Ltk g M ———— ‘
* ol N
S Ny ©
S I;/‘L% aa(‘r
7N N- g
Mtg XX @ (R H%
LIHMDS
[0134]
] ]

AR &
N IN W N
NaBHj,

Iy,

T
X}

(Vi
[0135] W] & ACH , & 241 2.1 S84k A4 (XX T 1) 3% HL AT 4 W11 E AL 2408 (fi F R 8 5 1
30504/ Nal 0B AN EEAF ) R AL T LA AT B2 720

_.)eh

:{21 . R‘r / §
{ F 3
[o136] - %{4 i
< =
A N S E
& ® R &

(01371 Al A, AL (XXTTT) Ak & W ml EAAEAR AL K 25 AF T 5 282 CO AL & W 4
B, DA SRR (VITT) IO AL S0 F HLAR I VBT ANNaBHa AT FrAads B 45 2R (TX) 1) 74 o

Pdxibas Xantphos | o
& KLSq ‘ NS
i R =mR 130°C, 4 _%.
) N BT
. BRSR MaBH i

[0138] “ e
: Lol 5 AL BR TR 3 N
S N LRTSY o A NENT - Rl
By SR >
& ® tﬁ; TI
‘ & i = 3
{X [P £ o )

[0139] FEAT R ME LT , A& -ntne nf BLaB oL ) an e e ) . 5 &
(J . March), EZEG V4L (Advanced Organic Chemistry), sR4pEi A it (Wiley) , A4,
1992 FEIR (1) SCHR IS 12k il 4%

; )
[0141] ﬂ%?%f)ukltb%ﬂcﬂ’h_ﬁ%ﬁﬂ?J & (J March) , s 5 A HLAL5 (Advanced
Organic Chemistry),SE4hk)E A 4 st (Wiley) , 2H27,1992,

17



CN 105636439 A iﬁ, EH :I:S 13/104 7L

[0142]  AR¥EA K] B9 HA W20 (D BIA P a] LAz & o RS i R 2210 i 2 =X
FIAERR S50 AR EATTR A DL 22 Py =0 A% B i 7 77) Canasidds v 7RI DA S SR T s R4 o) i
(iR AR R /) IN S e i N S N 7 e il SRS Re o ) IR E SR e 7/ K D i S L S | P )
— MR EASEN RO RE D) 3% LR i 5 nT LD T A B S48 T8 28, 4
b T DA T 2 40K 7)< B AT IR P K 1) AT 43 P O 1) ZKRT 3 R R R Y s 4
Fr S ] AL IR 4G T FLACIR A6 /KBS 3 L 70 S TR sl v« A P a3 B | v e o AR
AT B EE B TR ] FLAL I ORL TR S AT PR K AT A IR 44 (DK BROK TR VA A AL
ERIE R R B R S YELL T O A At 20, 10 A OS TR AR 37 7= 5 (T FAO
PRAER R AE i FF (Manual on Development and Use of FAO Specifications
for Plant Protection Products),555HK , 19994F H EL AN - LSS ] 5 AT LA B B4 Aok
TR AT AT R AT DARI LG 7K TRAR AR 28 7R 2 AR A AR ThEE Rk
M o

(01431 m] DAJE Ik 18] Qohes 3 14 ok 4 5 . il A2 FVR A5 ok ohl] 483X M T il o DA(E SR A5 40 T A& 4
A BE AR URL VAR 3 BUARBCFL B A A1 o X S v 11 1 99348 mT DAL 5 HAh A2 57 (49
K& 4 BB A A0 R A BB ) i TR AR A B S A ) v A LA R K R T TR
MREBCEAT A A ) 2k ] o X L2 3H PR Al 2 I P PR A &5 T HH 2R B0 i A A5 48
IR e o IR Fe AE 22 FL A A v T B o o IR A3 4 Bl 40 B DA 32 F 1 = A (91 » 2%
PSRRI BE TR B A B v o B B2l B A MO L R500HCK I BELAE - B ARG R =
FHHE B SRR EENZIMM25% 295% o1 LLyE M 53 AT DA AL T8 44 PR 1 AR ) T2 2K b
T 1] A4 BB AR 73 B4 Hh (KRS AR ) T QB A T 8 VA VR T 2 o 0, 8 1) 0, 5 47 R 28
IECE BRAR IR SR 4R R R S /T L5 BRI i S SR TR B R SR R SR i 5%
JIK R AR B 2 DU B SR A W A B e o 2 D I R BSR4 1) Al 5 AN B R A U
J7 ) HAh SR A4 o T AHE , W LATE A K A ) e 2, JHG v 3% P ol 4 £ R ) Jo 14 [
AL 5T P 2 LIRS 40 70 BORTRL ) T 2R B 5 1 AR X S TR e AR B R A0 58 o

[0144] &G T il 24 AR B A A BH (1) 3% 8 2H A W) B TG 1047 30 AR B o O i o AR A 3844 ]
DA A < 7K FR R 2 FR R Y AL A 3 PRI S R R B IR OV B BRI OB S B R
PRI BE 2T B R T i lis &R VIR O b VA OB LR e R BRI 1R T AR 1, 2
TR OB AN - ORI S HEE VAR O R H R OB S H R O
Tk« I R A N N- R R R A R R 1, 4TS T R T R R R
KA HEE R ERHER 8 T BE b AR BER L PR O BR 2L B OB VIR IR SR L L
1-=F LK 2- B a—JR M - M LR OB £ B . £ B ] Bk L R TR y -
TWEE A= AR H MBS AR H i . =R H MBS 78k 2 B AR 7
e 8 0K B2l S Se b b 2R B S e PR OR IR S R e T B LR L HARE Nl S TR
PRI S B A L TR B P e G B R S T R R ER P IR S IR AR R TR R s . &R
S B ZH IRV IEC b IR T \BEBR S 3 I G BRER S YR i R i A8 FF R ORIy L R
. EE(PEG400) AR  FLIR TAL B Bk B V. TR S TR s TR s PR R X — R O R R VT
M= = B P ORTEIR A IS Y =R O RO LR G ER LRI
CIRTER N B R — 4 R IR B B RN EE LA R S 2 B 0
PGB VUSERRIEEE OB P B £ B T8 B H I DN-FR R -2 - B 55 o 7K 2 F A
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M RER AR e R A o 38 & B [ AR 804 2 00 i o A A B S PP i Rl b A T ™ A
FORh b R RO RIS I £ S SR I R N KSR TR AR i
Bt AR = ST, AR AECFRL80. 1001 . (¢)&(d) HREIR Y o

[0145] V22 3% [ 14420 5 P DAAT ) kb FH A6 [ 42 FRAA T ) o 9 22 o, D0 2 72 AT FH R AT
Bl B FRORE I S EE BT i), P o SR TV PR BT LA T 1  BHES 1 AR PRI BUER A 1)
I H e AT ] DA AR FLA ) R 1 7 B0 S B T At B (9 o B (3% 3% TV PR A7) o 4 491
e B R ER R A, W UG R AR R B 5 e S TR PR R I £ G0 b A R
B s e Sy /A AR IR R, G0 2 E AL T S OR s / E A IR, i E R =
YRl R, AR G ER A  bE L ST PR IR AG £ i T R 2T WL T R AR R RS,
W (2~ B0 ) B L T RN s | AR B IS , f Ly B B v R I s TR, Ak T e 2
SR IR IR IR £ B WK 2 B R BRI s PR AR £ b AR A TR R R R B AR R
s UL R TR R — A0 - e R 1 £ 5 DA R 2 R B TE v AR AL AL R4 28 (McCutcheon’ s
Detergents and Emulsifiers Annual)” ,MCH /A & (MC Publishing Corp.), E&r{AfE,
BEEVT MM 5 1981 H ik 1 HoAth 42 o

[0146]  mJ DAJE 5 FH T2 A7 56 A5 W TC i it 110 JHL Ao 2 5000, 68 o3 o 410 1) Rl e P ) L 2
FS Bk U R TR IR USR] VR A B S TH IR R 45 AR He REfE pHER AR 1 4 o
5552 i B e ok ) Rk R TR R IR SO B R TR S R R IR B R TR ) S
BRI SEAR 7R 7 R 701 SRR AT LA SO A AR S T A AL

[0147] R4 A A BH 03X S8 20 A mT DA S A A% — R N 711) , 12 9 0 75060 R AR P SR R B
B AE S I AT S I e S BE B SR S VAT AR IR AW TR IR A
W, MR A BRI 26 1 s I R0 SR8 E2 0. 01 % 2210 % o540 , 7] DAAERS 25 R
H O 2124 LA R s I 7R DA BT A BB I U B AR 0 A8 s 25 o DL 1R S S IR A R AT 4
THESCRE A2 A R 1 et A6 6 SEKF ek S RS T BSCER TR ), AR Y L Lt AMITGO®
(TY—E M v inE KA 7 (Rhone-Poulenc Canada Inc.)), MG I bkt ls, bh
WIS RTAEY), BRI 3, bty B2 g o — i D02 (0 98 IR0, &5 ) n 4 B vt 2
AR 180 9% (1) fh i e L B DA B 32 T BT E 15 %6 (K R AL STl DA MO A 4% 815 %6 (K
(1) LA TR pHES AR FAE S T 4 43 o 0 FLAI0 G 10 Joh 8 N 54 455 Co—Ca I JU R 10 JE 225 1 , U L
SECra—Cusllg I BRI B ZE AT A4, 191 01 B2 1 42 R IR S AT AR e R 1) PP 5 o IS i g
N AFEER F BE (CAS-111-82-0) KA HEER B B (CAS—112-39-0) TR FF 5 (CAS-112-62-9) .
— P RIE R e R B R ER AT A 2 Emery® 2230012231 (Bl 5* A 7 (Cognis GmbH) ) o 7
B DL K G A () AT AR DR 3R A T R B R A R N (Compendium of Herbicide
Adjuvants) , 55 , m ] A K52, 2000,

[0148] 33 2y 7% 0 75 1 e FH 5 FH PT DL aok 5 2 1o i P A Jo (49 = 85 L [ S B
B R PR A i A3 23— ot B A AR B L P S SR T R
SAFIFEWO 97 /344851 557 AIS T F t o 0346 1) 2 T V% T4 40 o+ b T R Eh 2 2R T )
B RIS VER, JCH A H A, DA ORI B A A R B ) R B 3R T v MR 7)o o
T35 (1) 4 2 A FE A P S DA 5 2 40 1) Cro—Coo i I B o 71T 78 T (14 3 TR0 V4% 1 751011 52 461 & Genapo |
FAL(RPERARA T (Clariant AG)) o 3P I A& A ATLAE 3R I 14 571, 0 H 2 SR e k-t
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WD-o PR G R =k, e AT T R T (B E ST Iwet L=7T7® ) , L JOE A 254k
TG PR o 5 12 S INFRAE S I 2R TS PR BT ek b3z B St a2 196 230 % o F
B 4 b B AT AR W R T R TR TR A AR B S SR SE 4] Edenor ME
SU® . Turbocharge® (4 1Ei5 /2 7] (Syngenta AG,CH))B{ActipronC(BPAy % FH 4
fE 2y 5] (BP 0il UKLimited,GB)).

[0149] G A BB 16 , BT S 2% s M o R B AN VAR B FH A TR ) ot o 1902 AT R , 0
B Z s AT E WA N

[0150]  Jtb b, H — A HLIE NN B2 s 055 / 2 1 3 14 7R0VR A b vl LA S 3UE )
3 A0 38 5 L O& A A R 2 B 1 Selvesso® (1R R A A Al (ESS0) ) BilAromatic
Solvent® (32 5w &2 7 (Exxon Corporation)) . lhFARKEHESTI L ELES
1110 % %80 % . 5{& FIR &1 — ﬁ_ﬁﬁﬁfﬂﬁzﬂaﬁmﬁwﬁﬂmws A-4,834,908t1, Hrp
P& 1 — Fe] i T A sl 28 MERGE® (B #8525 (BASF Corporation)).
AR A R AL E R 55— Mo ds in i 2 SCORE® (Je IR EM R 7 I K 4 A v
(Syngenta Crop Protection Canada)).

[0151] B 7 LA B2 H (3K 28 yhas ), o 1 38 s R 4 A R B 9 24 A i /5 G B 1Y, 38
A LUK e T g e A (1 Agrimax ® ) (e il 5 A I 2t Z IR A Wb 38 AT U A
B BN IR B R R 2 B A R -1 - - 4 (1 0 Bond® . Courier®
i Emerald® ) (il & o 18 7T LB S T IR I A VR (Bl WEurogkem Pen-e-trate® ) {E
AE FHSESE TS IN 2B S5 VR A

[0152]  iXULfr B H Aok L EFEZEETIA0. 1% 2 99%, THEZESIIN0. 1% 2
95% I B A 20 (D AL G W LA S 3% B & 1T A1 % 22999 % I TC il 442 771 , i e il ¢ 7 i
B0 4 2 T B T O Z2.25 %6 1 28 I V5 PR o o 10 e P 7= R I 22 b 4 TBC 1 iR 4 ) 5 B 44 M
FH 2 4 3885 A58 FH AR B i ot

[0153]  H A2 (1) AL G YR i F 22 7] DL AE T8 160 R B A A8 Ak 9 HLER o T = 388 1) 4

JoT it Y J7 3 CHH TR HE 1 T s #0 0hs it F 2 B34 s Se i ) AEPHE ) « e % 1
[P BLE IR B | BRAT I AU 2 R DA S o Ath 32 it F 77 32 < e F I 1) DA A B FRPEYI ORI R 2= o 4R
TARK A EAHZ (D RAE Y@ L A10g/hat2000g/ha, JEH & M50g/ha®
1000g/haff bt 2 FH .

[0154] Pk ECfil st U H B A LT s (% =4 E &K H o)

[0155] A AALHIIKAEY) -

[0156]  JEVEAL S - 1% %295% , L1860 % 290 %
[0157] R I3 T4 771 « 1% %230% , 1145 % 4220 %

[0158] VA A% A4 - 1% %280% ,f1k1 % £235%

[0159] 235

[0160]  V&ETEAL S - 0.1%%210% ,fL1£0.1% £5%
[0161] [ {A#R A4 - 99.9% %90% , fIL1%£99.9% %299 %

[0162]  BEFFBIRAEY) -
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[0163]
[0164]
[0165]
[0166]
[0167]
[0168]
[0169]
[0170]
[0171]
[0172]
[0173]
[0174]

[0175]

[0176]

[0177]

[0178]

T PER
K
AT -
AR A
T PER Y
o] A 288 s -
ki

TG PERGT

[ A A -

5% £75% ,fLi%k10% £250%
94% #24% ,fL1488 % £230%
1% #240% ,fL1E2% £30%

0.5% £90% , ik 1% 280%
0.5%%20% ,fi%1% £15%
5% 295% ,fLik15% 2290 %

0.1%%230% ,L1%0.1% £15%
99.5% £70% , L1497 % £85%

LR SEBilt— 0 o 1 (EABR i) AR B
HAT 23 (O B B S50 ) FE A et S 1] (0 = Qe % B )

FLTHALHRES  a) b) c) d)

& MRS 5% 10%  25%  50%

+ IR AR R4S 6% 8% 6% 8%

ERGBLoER 4% - 4% 4%
(36 mol #93R AT M%)

FEHR B - 4% - 2%
(7-8 mol AR, )% )

NMP . . 10%  20%

FE 7 RAW 85%  78%  55%  16%

Cy-Cis

FEAT A SR P 1) LR DA 3ot P KRR TR A B S A 34

F2.88 a) b) c) d)

E PR 5% 10%  50%  90%

1-F & & -3-(3-F &dk-

A RA)-A B - 20% 20% -

% =8 MW 400 20%  10% - -

NMP - - 30%  10%

AR RA MY 5%  60% - -

Co-Ci2

X TERWOE & UL R S A
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F3.77 % 1 4 71 a) b) c) d)
01791 &R A 5% 25% 50% 80%
R F BB 4% - 3% -
+ k% AR 4R 2% 3% - 4%
ZRTHER
R4 - 6% 5% 6%
ors0] FErR LB - 1% 2% -
(7-8 mol ZR &, L)% )
BB AR 1% 3% 5% 10%
e A 88% 62% 35% -

[0181] RS Tk A 51X e 7 IR A 0F HAS IR S YAEE & R EENL 78 20 0T B , M
SRR IRVER ) L X L ] IR PR 7R AT DA KRR DA 45 AT A B A I B R & T

F4. 6, R &G ks a) b) ¢)

& R 0.1% 5% 15%
[0182]  FHEHHAGAEBR 0.9% 2% 2%

ALK 99.0% 93% 83%

( #£4 0.1-1 mm)
[0183]  5|f1CaC03EK,Si 02

[0184] G iZyG M VA i T & b b JF Hoim i s 5% it

AR BV
F5. 6L R 64 A a)
R A 0.1%
o151 *® L:;a? MW 200 1.0%
B B A AR 0.9%
FALEAR 98.0%

( 542 0.1-1 mm )
[0186] 4 f11CaC03BK S102

PEAE LI HBE R AR SN

b) )
5% 15%
2% 3%
1% 2%

92% 80%

[0187] R iZHe ST B (V0 VE Rl 7 — AR A s th 2 SJ bt B T2 & B iR T Y %

A b o DL D5 GRS A A A RIUAE
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F6. 5+ & L 45 a) b) ) d)
[0188] V&M AR A 0.1% 3% 5% 15%

AR FEFRER 1.5% 2% 3% 4%
o161 B RATHE 1.4% 2% 2% 2%

b+ 97.0% 93%  90%  79%

[0190] Mgy Pt Bl 43 55 3% e A FVR A 5 ELAE B , 3 EL TR & 4 FKIEE TR & 8 9t
HARFAES S T

F7.& 5] a) b) c)

ron RS 0.1% 1% 5%
w & 39.9% 49%  35%
Bkt 60.0% 50%  60%

[0192] LA 3 R A A 5 K MO B A HEAT VR & I ELKRIR & A8 & 1 I S AL o F S 342

SR A] AR A
F8. &% RREY a) b) ¢) d)
&R 3% 10% 25%  50%
et 5% 5% 5% 5%
FABRL_EE - 1% 2% -
(15 mol 92L& THx )

[0193] KR & B ER4A 3% 3% 4% 5%
BRRYES%E 1% 1% 1% 1%
37% K B 02% 02% 02% 02%
P83
Ik 0.8% 0.8% 0.8% 0.8%
K 87%  79%  62%  38%

(01941 g i ka GBI I (103 TR R 70 55 X S5 B ) S i TR 15 AT SR 0 — R g i ik 4 )
] LA HIZKHM B AR G R4 AT P A BRI 1 BT

[0195] A HCERAE T — RSN 71k I VA 1A B ) Hed P e F R
MENEAA DR EY.

[0196] AR ALEFRA T —PhINHIAE M) AEA B TTIE %77 i B4 1 A Bl e 2L 37 il e B
HAMENEAER(D LS.

(01971 ARALEERAE T — P T4 PR AR b (0 2 BB TR 25 A5 1 Py
T 24 BB R I 2k B 1) 3 BT B R IR AT AL B R sk AT FIAELA 1) 37 P e P A B R AL

23
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A AW

[0198] AL HRAL | — Bk 8 3 fil A R B b B SR/ BOR B U502 %07
VEAEE R A AR B 37 P B a) R DX 38t R B A& 0 B e X (D B &4
[0199]  fnE st fd R A TE “BrELH] B — P fil BB Y A& K LA RIE “Fr 5
AR BARRN 7 A I H B A KR X — P& Y BUL AL SR A
(& o F5 1 B DU B R G T A B AR R R IR 25, B30, 2% 58 B3R 045 B AL W%
IR SE ARTE “EY TR BT A4, BFE P S AR iR B 2R 2 R
FIREL ARE “BrEH” B /2B HE 358 R DL A4 iR DA 8 LR AEY) (established
vegetation) 3 H ARG 2 FA] 68 O & A X 35, 1 H B A5 22 55 v R LAY X 4, 3
R HE 2 TA A EYD R PR X8 “PiE R X 80 B EME O 2 AH FAKRK
b, DA FT 5 AR AR I S Ve R ) 2 3b o B AE B A8 ) RAE B B FR AT A R
(AR, 35 HLR A BFE @ BTk i B R A 2008, i Ha a5 5 A /EMEY -

[0200] AL G AT LATEFIREVEY) < BUE 2 i » 70 Bt TR mi (HE o A A ) B7E
REHI J5 (T 5 e A e A, O BLAE T 5 B 2 2 e R A R .

[0201]  WIEBfE A T AR A KA A WA HEEM AR EAR T 29 4£ /6, il a0
MG A A T B I SR V] RO L B SR SR R IR S I, DA S — SR AR R B E D
BN 25 (AR FE RN ) K6 EE T2k KRS RS RS ] L 1) H 38 OB AE Y D
RO EL R VL Jegi e, UH AR R KU L KE.

[0202] L i i) RN ZR BERE AT DA S5 ik b, A BT R e VB IR R A
KEE B4R HEER VERE.SEEVE . BRE. . RLZE R . WAKE KRB 5
PNENGEEHE SN () N NN N (DN N e 9 Fer T A = I el b G i ok 7/
WEAME TR R e R R R R e KR R SR 2 EEY . e
g 3T h e B e RN E B R G R,

[0203]  FEAR B B 77 T o 5 AE— AN ARSI 5] A, 18] 00 AR 42 i AR/ B0 ) AR 1 24
BET] DA i 52— FhEs 22 Pl AR R B 50 SO AT 0 14 1) B OB 2R 5, 451 201, HPPD A1)
1) 771) 5% e 70 0 R PS T T4 ] 7] 53 2 7) 01 55 25 BCEP SPSHI 1] 77 a0 5 H g o 1L SIS ZR B A i
{EAIR T ek o Je A 2

[0204]  {E4 N4k 38 i it A 4R O 4l 1 i IR & PhElom i R D AR I 77 V24 3 5 o
BB 22 PSS ) 0 5 551 (A9 R ) A B R B AL S EPSPS—. PPO-LL A HPPD—411 i 551)) i
MR AL AR 1 R B B v AR T LK R e gk i (451 4, B SRR L) (1 i 52
HERIEME — 26 2 Clearfield® Z Z= 3¢ (R B i (canola) ) @i B R TR T
BRI T 1 0T 22 o B 50 Y i 52 14 PRV E P ) S A0 BT, 61, SRR BT B 1R R OK b
X e K R4y ) 4 Roundup Ready® fin Liberty LinK®wibr 44 T 2 AT R .
[0205]  fEMpid N EE fif e O i i B R TR D7 VAT 7 6 A 55 B R B bR (1) 5L , 431 Bt
Fo K (TR KR BASAE (AR R ) UL G ABt B R E (IR P hi 2 F ) Btk
KESEH] 2 NK®FIBt 176 T KR8k (e IRk P+ 7 (Syngenta Seeds)) .BtEEFR & H
i G AP IR T R AR A — P 1 . 55 R B RE A G 2R B 3R I B4 JE DAL 1Y) S 491
HEIAR 76 B iNEP-A-451 878.EP-A-374 753.W0 93/07278.WO0 95/34656.W0 03/052073LA A
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EP-A-427 52991 A & — AN B b o B R BRI IE — Phal 22 B g 22 (00 L DR 1) e L 1A
I S22 KnockOQut® (E2K) . Yield Gard® (£K) . NuCOTIN33IB® (%
%) . Bollgard® (#:1£) . NewLeaf® (54 %) . NatureGard® L & Protexcta®,
HAAYED SRR AT D2 Bk 500 0 I ELRI 2 du R R i (B nm” L R 45
B o, B Rl PAAE A R SR B U Cry 38T 1 68 7719 [R] I & i B H B 1)

[0206]  fE4ids |9 B fiff Sy A 3 b o5 MLIK) 7 b v B SR DR TR 3R A9 0 HLAL 48 i i 1 g b 2
(output) PR (B AN HE I AE A BE 77 < 30 i I 7 SR DA e e I Bk )

[0207]  fTAR]jife FH T 25/ R BV EP B L 32 i 6 AE A kB3 B FH 16 D7 vk 2 mT DA
FH 5 480 20, 36 sk 1 9 it P B 2R A0 Y R R B A 22 R (D AL & 2 5 10 77 v
(FrR A& e B e L il (1) A1/ B — FhE 2 Bl 55 A3 T Bl 2 F1 /B2 A AV 4B 1 e
TELEAART) .

[0208]  #R4f A K IR B A 1L 22 (1D AL &9 n] A5 HAR S Moy, 49 o A B B 57
/B B H RN/ B 0 7 A/ BRR 2 RN/ B AR Sl A 7R RN/ B A R R/ B A
A KA T A A o XV A S DA RO S VR A T FH DA 4 i R RN/ AN A SR A AT
A K I OB R T AR ARG 55— S8 7 T o Ak S BE In) , A FH TR St B FE PR R E TR £
FARMEAIZ (DGR G Ak, AR R & —FAR KA G,
ZAH AW (D LAY AME & Z D —Fh S MO R E

[0209]  “—FHAZER (DML EWE 2 D—M B4R ERA AR, BA ()
LA L R IR A e ik n) « R4 220 (D b &P+ L e A 2R (D L&
P+ =m AR5 B A (DA D+ =FR B - A2 (D A+ 85
Fik  HA 22 (D A B+ R s B A1 0D A +hn s B 10D 1k
AWHARE K HA (D SR RE B A (D A+ K5 HAa 1k
23 (D) B AP+ M B B A 2 X (D A P+t tiife B A 22RO a9
IR E IR B A (DD B S+ &zt g e A s (D a5 =
A2z 0D B &Y+ Z SR B A (D A W+ e A 1220 (D pfk
A E R BEA (D A W+35 28 2 R (D + 3L (aviglycine) b
2 (1) +ieng B B L2220 (D AL A+ DY e T e L B 10 2% 30 (1) 4L & 45+BCPC L B
AR (D P EY+HR T BRI B A S (D R &+ R R A0 (D 2R R 5L
Ffl (bencarbazone) \EA (D A+ R B AR (DR E Y+ A B
AR (D A+ Rws g Bz (D R A+ R ms e - 2L B s
(D) B A+ . B A2 X (D A S+ KBRS B A 2238 (D A P+ 80k e
B B A2 (D AL A P+ RO B R L B 622X (1) (4L B4+ i 2 A sl
(DA Y)+ UL ER (bicyclopyrone ) s B A 220 (D KA+ R B 5 B A L
2R (DR &R 2B B A2 (D A &0 &R B A 2228 (D B A4+
W -4 BA 22 (D A B+l B A 22 (D A P+ 5o B A et
(DR EHR T B A2 (DD HR M S (bromophenoxim) B A2 3 (1) BI4L &9+
WRORNE  HA (D &+ T Bie B A (D M AE YR A e R BA L2
X (DA ER G RDReEm+H T R AR (O MAE7+T R
B B A R (DR E Y+ T B8 B 8D e &9+ = B B i B A e
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(DR A+ AR BA 22 (D AL A B A 2 X (D A I+ R 5
B (DA Y+ SRR (carfentrazone) A2 (1) KA P+HIEER HLER- 2,
B CHA WD R EY+CDEA B A 22 X (D 4L & +CEPC B A 2= R (D L &
Y+ B (D S+ BB - A A (D b G+ 3 5L A
12530 (D AL A P+ & RiRE (chlorimuron) E A1k 230 (1) 4L & W+ S fisibe - 2, 5
BANS AR (DA +EER G0 X(D e mra iz B0 i s
M+E R R HAFR (D) M+ & B a0 00D M &+ T =&
(chlorthal) . BH2E0 (D MAA I R - F 2 B A 102220 (D) AL A 4+ 5] ek B
Eifig (cinidon—ethyl) A 2230 (1) MALA Y0+ 38 B Bk 2 A 1320 (D 104k & P+ Tk g
B W B A2 (D L S og Bk B A 2220 (D B A+ 5 B A 1 (D I
A+ ERE (clodinafop) EAWZER (DL + R EEE - R (clodinafop-
propargy 1) G FER (DL G+ KR EF LR (DA Y+EF B EIL . BE
2B (D AL &P+ e BT R B 220 (D AL & W+ & B 5L (cloransulam) . B A
2 R (D BA D+ S B EE-F 2 (cloransulam—me thy 1) B A 22X (1) 1L &40+
CMA HA 1223 (D AL &5 9+4-CPB. B A 1k 230 (1) AL A #+CPMF . A 10 230 (1) I 4k
EW+4-CPP AL (1) B4 & )+CPPC B 22 2 (1) AL S0+ By . B 4k 225k
(D Em+FERE . B AR (DA )+ B 5 (cyanamide) . B2 (D 1L
HW+EEE (cyanazine) A F (1) LS+ E KR A 2230 (D L &9+ 38
PIEREEfE (cyclosul famuron) A W20 (1) BIAL-A P+ BMEI , A 15 X (D b &4+
FRMENE (cyhalofop) A (D I S+ TR ERS T 2 (cyhalofop-butyl) A4
2z (D) I E+2,4-D A2 (D B & 90+3 ,4-DA B A R (D I AW+ 5%
Bl B A (D B AE 250 3G B2 (D AL & 9+88F2 (dazomet) VB A
2R (DI EY+2,4-DB. BA 2R (D A Y+3,4-DB A AU (D ML &54+2,
4-DEB H A0 (1) (AL & W+ 38 22 A2 5 (DD +8 B A (2 R (D e & 9+%2
BB A (D B AR B A2 (D A +48 — 508 B 122t
(DFE A &R B AR (Db AR . A AR (D M+ A
f-P BHALZER (DA ARER AL (DA RER -F 3 A1
R (DA P+ E R R 2 B A 22D B A P+ 5 et B A1 20 (D L &40+
BY HEAS AR IR £ L A b 25 0 (D) B4k S+t B R A 1 253X (D) 1940 & 0+ UL B
BA LD A ez A0 8D e s AR ES B8O ik &
Y+ G A (D B S+ 7R 205 B A 222 (D B4 A0+ Wy B
BAEWZR (DM EY+ =R uy Bfe-p . B (DR G+ R BA (1)
LA+ R RO ER A 22 (D b S+ 2 Fm R - B2 (D AL A+ R
M A 0D A A P+ 5 58 A R (D + R 8 1F (dipropetryn) H A (D) 1)
AR E  BAA 2 (D A AR R R B 22 50 (D B & 9+
T BAE (D A+ A X (D A& 9+DNoC, B A 22 (1 1)
1A +3 ,4-DP B (D AL & 0+DSMA . B 62 2 (1 B4k & )+EBEP . A {12
XD AW+ 28 A 22D AL A P+EPTC . A 1k 538 (1) B4 & W+ ST
HAWZR (DM ED+E T IR R BA R (D MAA Y+ OR R BA 01
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AL A P+ 2R R - 28 A2 (D +20m A AR (D L A+ LAk B B
2R (D G+ &R B A2 (D &9+ 2 stk . B A 22D e
HEW+ AR E R B A (D A Y HEER R B R (fenoxaprop) s A 22 (1) 1
&P+ R EME R B R (fenoxaprop—P) HA (1) LGP +IE M R 3 R -2, 5
(fenoxaprop—ethyl) B A (1) 4L & P+ FENER R 5L R -2, B (fenoxaprop—P-
ethy 1) A (D LA+ TYMeBE B L 2 A5 0D e &+ R R 8k LA ik
2230 (D) B A+ 22 BAR ML B 2220 (D e A e s ke . B A 22D a9
ORI B B A (D AP RORE R (fluazifop) EAA R (D MALAEY
HIERARE R -T2 AA R (D MAAE LR ARER-P. AL (DAY
AR E R (fluazifop—p-butyl) 22 (1) + R A ML ELEE (fluazolate) \EA 4 (T)
4k AP+ RE B s CD L B+ m R 2 - B A 220 (D A&+ 5
mErRE A2 (D A+ R B A (D A A Y+ R Bk B A st
(DB A+ R ML (flufenpyr) B AR (D) FIL AP+ Mk R -2 28 L2230 (1) +5
e (flumetralin) B A 220D B AL A P+ it Bl 2 A 2 X (D B BP0+ 5 G
FZ (flumiclorac) EAA WD) LS+ TG B IR -5 B A2 X (D L &4+
K E N A (D +HREZ (Flumipropin) A7 (D AL P+ ERE LA L
PR G+ RRERE (Fluoroglycofen) HA (T L G W+ L R FE T -
Z.F# (fluoroglycofen—ethyl) A2 (1) +5 1 (fluoxaprop) 2230 (1) +3 i H
(flupoxam) M52 a0 (T)+ A MEEL S (flupropacil) B A 5220 (1) B4 & P+ 3 TR IR
(flupropanate)  EA WD) FIALA P+ Fne Bt b B A7 1022 30 (1) B A A 0+ e s
gk B - FR - B A A (D S+ BT B A H(D) BIA5 Y+ F00e B i
(fluridone) A2 B AAY+30& BLEH B A 2 (D B G Y+ w1 B
22 (D A AP+ R B A 2R (D B A e 51 B A (D L &4+
W B - FR s L LAk 25 5 (1) I A A P+ st e Bk A 12 X (D) 40 &0+ R B e Tl
B B A2 (D S+ B B A= (D e A+ 5T B A1 (DI
B+ B B AR (D AP+ B H B A 222 (D) B A+ 57 50 25
HA2ER (D) LA P08 55 5 05 25 S L 2A 220 (D ik A &k s i e L LA 1k
2 (D) AL &P+ S il - 2 B 22 R (D b 5+t | &SR R B A 12
(D) B A DR EAR R -P B A 220D b & +HC-252 B A 22 (D AL &40+
PR B A (D AR B L B A2 a0 (D B S Wk B -9 5 Ak
2 (D) B A+ R E A B A1 22 0 (D AL A4+ 2k B0 B A 2 X (D Rk
HEW+ KB B A (D e &P+ K A 22 (D A+ 00 A1k
2 (D) B At i e B A2 (D L &+ ei i B A= U (D a4
A=z B H % (indaziflam) A 2220 (D 4L AP0+ ke oA 10 %38 (D) B 54+
R i L B A (D) B4 & 4+ AR e — R - LA 1 22 20 (D B4 & W0+ IIOR S
BAZER (D&M A RERR (ipfencarbazone)  E AR (D A+ 7T
b B A2 (D e &+ 7R B2 0D e A+ JiE s e A 2201
A&+ FUE S B LA S0 (1) B A P+ 5 BERe B | Ak 2% 50 (1) + 57 8 B Tk
(isoxapyrifop) BAWZ R (DKM AEY+HRIR A2 (D RS+ IR ARER
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HAAHZAR (DAY AR EE 2D e s RS A1 %D ik &
PIHMAA B A 2220 (D AL AP0+ MAMA B A6 2250 (D 4L B HMCPA B A 2220 (D 1)
A VIHMCPA-TRA 20 55 A 22 X (D 4L B 44MCPB B A2 20 (1D AL B M+ SR
P& (mecoprop) s AW (1) FIML S+ E R AN IR -P. A0 (D LA P+ R
i CHAHER (DR Ew+mEB R EAh2X (D&Y ik
(mesosulfuron) EH 42 (1) I A P+ ke -F L 40220 (D Bk A+ B
B s HA 22 (D e A+ 808 w1 B 220 (D AL & 4+ 5 5 e oA 125X
(DR AP+ R SR B A0 (D AL S P e B H A 2 3 (D B SR
ik SEUIE R 1 (me tazosul furon) s B30 (1) B A P+ FF R IERE | Ab 27530 (1) + K Bk
(methazole)  BAMZEX (D KA AR ZEM (methiozolin) EA (1) B & W)+
FE R LA (D B &P+ R w1 R B A 2D A& P+ R &R S

B (DR EY+R EH R RRE 220 (1D HRAFE (me tobromuron) B A #2250 (1)
A+ 57 R B B A X (DR AE o8 7R F Bk B A2 RO a9+
T e i LA A2 (D e &0+ AR B0 (D AL &4 +% B B A fE 2t
(DML S5+ FEifE (metsulfuron) R MR (D) KW G+ F T E - A&
(metsulfuron-methyl) . BAHMZ (D) FIHAHIMK-616  H A2 (D LA+ RE
B EAMHMER (DML A+anE .. BAEH%R D) LA % 56
(monosulfuron) A2 20 (1) AL &4 A1 B 18 [ 5 (monosul furon—ester) . LA L5
(DA YMSMA B A2 (D A+ ZE TR G A 120 (D & P+ T 5 R
B (D RIS P+ 25 2% Ak 5 R (1) +NDA-402989 . A 4k X (1D AL &+ B A
K B A7 A 2220 (D AL A et B A0 2% 30 (D + R B (nipyraclofen) (2 (1) +
n-F B H B A (D e+ F R B AR (D A Y+ m 5L B s
X (D) B EY+HlER (TR RIE) B A 2 (DA B A e X (D k&
W+ R et B Ak 2 (D A A P+ & R R B A 20 (DD AL &+ TR g 5
B HA 220 (D e A P HEE R B A 2220 (D A &+ I A i e A 12X
(D) FI A Pp+anEnes B3 A 22 (D b AP+ 2 A m R G102 (D L &+
BHEMAEAHR(DREAYHE B SRS BN M E Y+ il B A
R (D E+ =R R R VB AR (D A+ R R B A0
AW+ SRS B A2 (D &Y+ &R B A 2220 (D AL & P+ 3R 3
BB A R (D e MHa SR B A8 (D L &0+ e B A ezt
(DR EY+ERE T B (D MG 7 -2 82 BRI &9+
75 2 H AN (D SR B iz . B 10220 (D AL &Pk 58 L A 102
(D AL A PR B L B A 22 (D L S+ AR A7 . A 22 R (D ik 5 9+5
B A (D A+ B 2 A 0 (D S -+t 2 A s
(D) B AP+ mm i g - 2 AR e A+ 2w UR R B A (D 1 a
Yr+amme Bt A (D) B A P+ I R B Ak 27 X (1) + P AR 45 (prohexadione-
calcium) EAZ (1) 4L &P+ K B 228 (D AL &+ 3305 B A s
(DR &Y+ BA (D MAE -8 B A2 (D b &+ Bl B
AR (DR E I RE B AR e &+ o8l R B A RO MG
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+ RN B A (D AP+ T R RE L H A X (D B A 7+ TR R R -4 B
A (D B E Y+ HoR B % B A 2 (D A+ R 5P A (D Bk
G+ mdERE A (D RSP+ B B (D L&+t B lE B A
12530 (D) AL A P+ Bk - 2, 38 Ak 230 (1) iR BRI (pyrasul fotole) B A 22
(DA P+t A 223X (D B4 & P+l e r L 2 12 30 (1) 1940 & 4+t e
fiifE - 2. 3k L A1 28 30 (1) AL A P+ e B ke s (D 04k B9+ g 5 Bl B A
1222 (D) AL SRR B a0 (D AL A P+ & 2R B (pyridafol )  BA fh 2l
(D APk BRr A 223X (D B4 AP+ PR ER R L B 30 (1) 194k A 9+
Bt A AR (DI +mERE-F 5 B A28 D) i & 9+t 7/
(pyrimisulfan) EHZE D) R AP+ AR A L B A 10 2530 (1) 940 B 40+ 1 B Tk —
B 222 (D) HIE R 1R (pyroxasul fone ) 225 (1) +EEIE BLf% (pyroxulam) . A 12250
(DA Y+ E R LA 28 (D A A & R kg . B 228D a9
+ KRR B A (D S Y+ R R (quizalofop)  HA 0 (D AL & H+HRE e R
R BANZR (DB EW+E R R -2, (quizalofop—ethyl) . B H W2 (1 M LAE 1+
¥R R -, % (quizalofop—P-ethyl) EAZR (D) MILE Y+ T wemkz . A 155X
(D &P+ R B A0 (D L &6 R 8 A 22 (D e &1+ 30
B BA (D A+ E B RO P&+ 505 B A2 (D)
AL A H+SMA A 22 20 (D) AL A 0+ AR R . BB 223X (D L A0+ 3 A4 B
AR (DR E+HEAE . B A0 itk &+ i B2 (O a4
+HR R L LA b (D Ak S s file B 1024 (D L S s fibe - 2L B A
2z (D A S+ B B 2 X (D A i fe . B 2RO a4
Hin R BA (D R AE Y+ A (D Bk & 4+2,3,6-TBA R A L4 X
(DA +TCA B A 2 (DD B S+ TCA-EN A2 2% (1) +4R B % (tebutam) VA 1L
20D MG+ T ERE b 2230 (1) + U T B L B A 1k 2% 5K LB Ak A 1)+ B0 T
(Tembotrione) EAWZ X (1)L EY+HERE BA N (DL EWHREE . BfH
2R (D AP+ T A 220D e A+ T B A 20D L &9+
ZEE CBAEMER (DGR E R A (D &9+ Jm R
(thiazafluron) A W2 (1) AL A1+ B HA 102530 (D) 194k & P+ T L 2
AWER (DB EY+ —MENIT#FE (thiencarbazone)  HA 222 (1) AL A1) +HE W) T
fe -2 B R (DM &+ R 5B B A2 A+ &S B et
(D IALA W+ 2R e B A 2230 (D AL A+ = R R R B 228 (D &9
AR EE S (triafamone) A 22D L AP+ B 4 £ B 1% (D BFIe 5+
Mot b B AR (D A+ =R ek B0 &Y+ 81 [z
(tribenuron) A1 (1) LA P+ 25t - 36 A A1 220 (D AL S+ R 54
BANZAR (DA a5 A2 XD e+ ERE . AR ik &
Y+ = FmmE i B AR (D R+ = i -a . B0 e+ 70k
R BEAZ (DS RE  BA 0RO R & miciiiz - 2L B Ak
PR S+ =F AR A NE (trifop) A7 (D KHE Y+ =3 IR E AR -F A
(trifop-methyl) BEAMHZEX(DRMHAY+ == A5 (D W&+ hi B
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(trinexapac—ethyl) . BEA WD WAL G+ = B hEbE B A5 XD e &4+ 3-
[2-§-4-F-5-(1-FRE-6-=FHFHE-2,4-"4F1C-1,2,3,4-VUFmsng—3—3& ) FR 4 3 ] -2t
W LA FE 1 2R B (CAS RN 353292-31-6) 42 (D Ktk & +2-[[8-&-3,4-
A -4-(4-F AU IR R ) -3 -2- MR R bk I 1 11, 3-3A L LA A A 12 (D 4k
EWHVX-573,

[0210]  H{fh, DL FIR A2 EEL

[0211]  HAh2 (DA E BRI R A (BB A 22X (D b &9+ 2.
Bl AR (D A+ R B A2 (D e &+ 58 F i A1k
23D LAY 7R B BB R A 220 (D AL &P+ T B ) B HAh VLCRAE T il
SR G4 (9 B A 2220 (D AL B4+ I g T e ) .

[0212] BG4 (D) 14L& 5 HPPDHI I I R & 4 (B an B A Ak 220 (D B AL &40+
S B B A (D LA P R R L B 2 (D B A P+ s s e . B
122 (D AL G P+ SR B A 2220 (D B A 9+ R B A 12 (D L &40+
ZRIE M B L 2 2220 (D AL &40+ 2R R (bicyclopyrone) ) s

[0213]  HAHKZER (DA E ZEREAY (BB A 2R (DA W5 2
A S (D AL A+ R T

[0214]  HAWZEXR(DMUAMSEBBENIRAY

[0215]  HAWZEXR(DMAAEY S EEBENIRAY

[0216] B A1) 1L &9 S5PPoFI IR VR &4 (B an BA 2= R (D AL 64+ =
FOREME A B A (D AL &P+ 9m A s B e Bk 27 20 (1) 1 A6 A 4+t il 25 5 -
23 HA 2R (D) B4k A P+ ik BR S ES 2 AA 1h 20 (D b Y0+ TR R R e A
(D) AL &P+ i B B AT A 22 a0 (D A P+ FLRoR S R BLR A X (DY
A+SYN 523([3-[2-F-4--5-(1-FH-6-=FH FH-2,4- 5 -1,2,3,4-PY 8
WE—3—Jk ) R4 R ] -2- Mg AL 1 4 BR B ) (CAS RN 353292-31-6) ) 6

[0217] REE—%%%“C(I)H’J%A% 55— Rl BRI e iR A I S AT F ST B
2, AU B AR N GO B AR Y R =, bR AN AR IR T oniR S Y
Z RS BARH, AR Y R

[0218]  HA4k2a (1) Ak &4 5 =1 LU A HPPDAI I IR & (B in B 4k 22 3 (1)
AP+ = e+ S R L B 122 (D AL A P+ = i R B 2R (D L&
W+ — e+ b e B A X (D B B+ =W+ B A 22U (D L 64+ =
W+ IR HL A A2 (D AL A 4+ =Rt e B L LA 1k 2220 (D b &9+ =+ —
BNV TDR

[0219]  HA4Z (D KL &Y -5 5 H B LA S HPPDHI i) 078 &4 (9 i B A 52X (1)
4L A+ s e B B 22 50D AL &+ B+ Bl L B e 222X (1)
(4L A 0+ B T+ T B Bt e L B A 22 50 (D) R AL &+ 5 I+ B ] HA 1 225X (1)
AL A P+ B+ PRI R A 12 3 (1) (A & P+ B e+t e B LA 1 25 (T)
(R4 + B T+ — PR e )

[0220] B A1k (1) B4 G945 B 8 DA S HPPD A il 1) 98 &40 (i an B Ay Ak 22 (1)
(R4 B W+ B e+ S e B ] B AT Ak 2 X (D) R AL B W)+ B B I+ A B ] H AT 1 275X (1)
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(R4 -+ B I+ ol T B e | B A 2 X (D) R Ak B 1)+ B B I+l B ] EL AT f 25X (1)
(4B P+ B I+ PR B LA A 25 3 (1) B Ak B )+ 2 e e+ R P B ) LA 1 25X (T)
(R4 + B I+ — B g )

[0221] B4k (1) R4k 545 VLCFAES il 557 LA S HPPDHI il 551 (1) 78 &4 (191t B A 4k
22300 B A 1H8S 578 B B+ S SR L HAA k30 (D) A & W0+6 5773 P B+l
B A 025 5 (1) B A PG 57 7 B B+ I St Pk (pyrasul fotole) A 22K
(1) BB +HG 5 78 B B - B B k2o (D) B4k B 1006 7 TR R S e+ PR ) L
AR (D B A Y+F5 577 B B R+ 2RI B L B A 22 2 (D) AL A Pk 7 TR F B
fiée+ —IRME I B L 2 22 (D I B0+ 2 B R+ g B L A 2R (D e &+
C B EER B 2E R (D AL AW+ 2 Bk sk e B 4k 2R (D e &4+
C BB A 2E R (D AL AW+ 2 BRI A S (D b &+ 2 &
fiée+ 2RI e B LA 22 (D b W0+ L B i IR g i A 22 (D e &9+
e g i fE (pyroxasul fone )+ 5 W& M B | HF 4 22 50 (1) B 40 & 4 + ik g Tk
(pyroxasulfone) +iHE R B A1 5 3K (1) B4 A 4+ IE g Tl B2 +fik 9 St e L LA {225t
(1) B4 A A+t ns Tk o -+ B ] L B A 1k 27 X (1) 9 AL & )+ I g Tt 2 + PR B L B A7 4 22
(1) B4 A -+ s T o + bl e B L EL A Ak 2 X () 4k A 0+ s Ff e+ — BRI IR ), L
A D) A AP+ 7 T R B e+ g B i+ — PR e )

[0222]  H AW (D RIA Y-S EH BELL S VLCFAEH i 5 VR A 4 (il B A 525X
(D) I AP+ B H B RS 578 B B 12X (D b B0+ 5 i+ 2 5% A 2
D A+ B T+ i T ) o

[0223]  HRHIPLER & B A 22 (D) B &5 LT B TR A4 - S 5B . — PRIL G i
S T e R T R i L e R i R R e | SR R L R TR R LG L L
e WL I e o A R Wy B (P—d ime thenamid ) - FR Wy Bl | JRUME B M B fle L 55 250
T VIR IR R B L e B R R TS K I AR IR R TR B T A
AL L BT L R TR Y AR TR L e A B - 2 R M| R B T O AR R AR
it i BTk  FLAROR BE R L [3-[2--4-T-5- (1L -F A6 - = HL-2 ,4- =5 48-1,2,3,4-11
S g -3 ) SR AL -2k S R ] L IR R

[0224]  JXFh EA L2220 (1) B A PR X B8 VR A B AT 0k m] A AL T BREX £R 19 72 20, 4
BAEF A EEYFNTF N (The Pesticide Manual) (5514 (BCPC),2006 )t Bz A () . =
BRERMRELECEHTRAER, P ERNRE LS TR R E K
(dimethenamid—P) , BL4 B 4 S 00 T2 T T , A 0 M T o 1) 2 S de i FH TR s i
K , L SR B e 1 4 S0 id A T S BT 5L % (cloransulam) , 2 B -MIT $& M 0838 AT
B (f lamprop) , - H W B Rk K $ A2 04038 FH T 188 BT Tk , &

[0225] E-ﬁ%%iﬁ(l)ﬁﬁﬂc/\% SR ABARY RS H:ﬁmif@m}}\l 100311000: 1.
[0226] X L&iR G4 m] LA FIH AT DL 42 2R Hil & oh (FEX P 0 T “To Tt e ¥

HA (D M &Y 5IR A BRI RIR A YD) o

[0227]  ARYEA K I A 12 (1) (IR LA A i T L5 — Fh B 2 Bl e 14 A 8
FH o [F R, AR A R B () B 22 R (D AL A 5 — Fhak 2 B 55 S0 vE VR o (CRe ) 2
5 —FpE 2 Fh 55 AN BR B ) VR A P ] DL S — B 2 e A2 A48 o e e A A
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[FIARE “2 A B e — P2 i 2 A 2 S 7R SRR B LA AR IsD T BRE R EE B bR
A WAR B A A BB HIAE L 0, — Bz 4 IR VEY) % 52 300k B0 3045 , (R A 2By 1k Bk
FFIRIE RS Y — M EA (DA S — M fAdan, BAs0D ik
AR &R LT A EREENIER A (D MAAY+AD 67(MON 4660) , HA
2 (D L G+t , A 2 (D A A P+ B g eind , B X (D ik &
W+ B A R LA A 252X (D) B4 A+ HE ot L 6 5 e i 140 (Z) TR 43 S A, LA A2
(D) A S+ TR TR % (cyprosul famide ) (CAS RN221667-31-8) , EG 4= (1) 4k
S+ G AR, B AR (D ALS YA —3RER (dicyclonon) , R k2R (DAL S
VIR A (dietholate) , A (1) FIfb &9+ 2 8 s, A 102220 (D 1L
AR, AR M Ew+Hg e, BA X (O RHE R R 2, A1k
223 (D) B AR RERE DL K — i B 223X (0D AL A A B IR IF] 4 A i s 3
IR , B2 (D AL &9+ 2 FE ORI g, B A 4027 30 (1) AL A 4+t i i 2
Bg , B 22 (D A & 0B 9y £5 (mephenate ) , B R (D LS YHE SIS , B4
2R (DA Y)+2E —F BREF (CAS RN 81-84-5) , A WX (1)’ &G FITI-35, A
AR D B A N7 T -4 - (2 B S B O A B A U Bt ) — 2R Y i ik (CAS RN
221668-34-4) DL K A0 (1) AL S H+N-(2-FF S 28 R e 0 ) —4-[ (R & R e s ) 2
RTHBE G AR IR M 2 R AR (D b &Y S5 a0k am5S F
B B (D B’ S+ IR R G DL B A 220 (D e &G 5N-(2-F 4
FEORFBEL) —4-[ (R e ) U B IR e e VR 50 o

[0228]  H AW (1 MAA DRI L 22 4 a7 LA T ER ek i T 0, W g Ae
FHLEMFIF W (The Pesticide Manual) (3514 (BCPC),2006) 1 Firdid S 1 o 42 I FR L fif 25
W ST FH T A e S FLBE A VS LB R VR VR R R R (TIZEWO . 02/34048
FE 1)), I HAe Je £ B AR Bl i i FH T B 56

[0229] et , A2 (DAY S ZeRR A ZML100: 158 1:10, JEHZM
20:1%1:1,

[0230]  JXULIRAWRTA At AT _LIRE S (FEX PG 0T S 3 L B 12
(D A B ARUTAR 75 SIS T o CRe Sl & S /MBI BR BER)) S5 2 A IR BLR A4 o
[0231]  HWREM &K =5 EH DKL S UL L —MEk 2 B 5401 5 B
TSR A 1 ) RIS i FH o 40, v DARE 22 45700 B A 22 X (D A R K —FhE 2 Fh 5
AR B (SR (1138 ) 78 B R iE 223 B sn] DAAE i S e FH R A b R E T REI
Fe AR S B (D) B G PILA B —FhEl 22 P 3 20 0 B B 70) Can SR A 15 ) I
Jit o 4613, ] AAERE R 2 A 2 A DA E N R 4038, 3 Bl DU — R R A 22X
(DA YE —FhE 2 R 53 70 BR B Can S 1016 ) 78 H 0§16 A 2232 Frel nT LR H 1
Je e EAEY L.

[0232] B AR (DBRIWAEYS 77N BEFRIDL R 2 AR Lk iR &9 a4 -

[0233]  HAMZ (D KA S5HE 778 B B RL DL S — Phee 4 70) CRe ) 2 Al B0 ) VR &
Yo

[0234]  HAWZEAR(DMAAY S FIEMEER DL K —M2 7R A .

[0235]  H A2 MAAY SRR R —Fh e SRR 5.
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[0236]
[0237]
[0238]
[0239]
[0240]
[0241]
[0242]
[0243]
[0244]
[0245]
[0246]
[0247]
[0248]
[0249]
[0250]
[0251]
[0252]
[0253]
[0254]
[0255]
[0256]
[0257]
[0258]
[0259]
[0260]
[0261]
[0262]
Mo

[0263]
[0264]
[0265]
[0266]

.
[0267]

.

[0268]
[0269]
[0270]
[0271]

HAsa s (D S S B DA bR 2570 R 5.
HAs2 s 0D A S -5 B DA be—Rh e 2570 TR 54 .

HATA 22 30D AL S5 ZR IR SR DA K — bz 20 IR 540 o

HAWZAX (DAL EY)E IR R L L —fh e 2570010R 5.
HAWAR (DN EYE =L Lz 2R 5.
HAWEX DRI A WS =0 DL SuEnm S DL K — b2 A 5IR A -
HAA22 (D A5 = DL R B DL f—Fh 2 e RIS .
HAA 2 (D S5 = UL BRI DL 2 —Fh 2 e IR S .
HAA 22 (D IS5 =W LU AR DL f—Fh 2 e IR 51 .

HAM (D IS5 = DL IR e B DA e — Rl 251 KR S .
HA 2 (D IS5 =8 bR — IR A DA b —Fh e 257K R S .
HAWAR (DG EEH B KM 2RI RS

HAWAR (DA EY)E EH B SV B DL K — P2 e IR &
HA2 (D S5 5 B LB R L KR & RINR 5.
HAWAR (DAL G5 T H B S e BB LA S — Rl e 5T &
HAWAR DA G5 T H B SRR LA S — Rl e 5 R &

HAs2 (D S5 BH B A B R e SR LA K —Phese 20T 540 o
HAsa (D IS5 B H B B — AL R LA K — sz 2500 IR 540 -
HAea s (D IS5 BB A b — R 2570 R 5.

HA 220D A S 5 B DA B e S LA K — bz 20T 540 o
HA 220D A S5 G L SR B LR — Rb 22 IR 54 -

HA 22 (D B E 5 B B LA B TR DL J—Fh 2 e IR S
HAWEE (DAY 5 FEAEBE LR TR A K —Fh e iR 4 -
HAWAR (DG5S B L B IR B DA K — s 2 IR 54 -
HA 220D RS -5 BB DA B — PR iR R LA K — bz a0 RIS o
HAWAR (DAL G 58 72 T BERE UL B — P RN IR 54 .

HAT 20T AL G W) 58 7 T SR DA B S B i DA B — T eee 50U ) IR

HATA (D AL G 58 72 T P BERG DL BE BL B LA S — R i 25ml iR 4 o
HATMA (D I G 58 72 T3 P BERG DL B b B LA S — b ze 25ml iR 54 o
HAMAR (DRI G 58 72 T3 P BERG DL B AR LA S — R e 5ml iR 54 «
HAA XD AL SV 50 7 SR SR M B DL Jz—Fhse eI IR &

HAT 230D B S W 508 57 3 SR DA B — IR R DA B — T e a5 ) TR A
HAWA D RSP 5 g i DL Ac—Fh 22 7R G 9) .

HATEA (D B AL )5 W Rt A S S W e B B LA % — Al 2e 5l R TR 5 o
HATA 2230 (D A 54 -5 e b DA S AE BB DA B — R e 257l K TR 54
HATA 2230 (D) AL 54 -5 s g DA S B B DA B — R e 257l K TR 540
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[0272]  H A L2520 (1) 4L B4 5 v T DA K PR R DA e — P22 = FRTR 59

[0273] A A4k 2N (D) KIS 1) S it g Tt DA S Rt e B R A e —Fh 22 4 IR S0

[0274]  H A2 (D AL &5 g Rl UL S — BRI BR LA J— gz 2 7ITR 54

[0275]  HA2ER (D)L EME OB UL e — M e FIRIR 5

[0276]  AA4ZE(DBINAYS CEEUL S RnE e B DL J—Fh 22 2 FIRR G4 -

[0277]  AAMER(DBINAEYS L EUL SRS ELER LA e — Rl 2RI A4 -

[0278] B A2 LAY £ Bl A S i i DL fe — Fh 22 2 VR A4 o

[0279]  BA2ER (D MLE S £ B A S R DL f —Fh 22 2 VR A4

[0280]  HE A2 LAY £ Bl A S R e B DL f — Fh 22 2RI VR A4 o

[0281]  HEA2ER (DAY B LA J — BRIt g ER DL f — Fh 22 25 VR A4 o

[0282] A A4 (1) KAk E1)-5Hs 5 A R S i AR S i DA S — P veg il DA S — gz 4

FIKR A

[0283] A A4 (1) KAk EY-5Ks 7 P H B Jie A =0z A R A R DA S — AL vgg il A &%

— Mz eRIREY

[0284] T 7 I8 ik 2% 151] 5 1 28] 1t i BH AR R BH BT AN [ D73 10 R S8 e 451 o 7 >4 B () 2 5 AEAN IR

B AR I R B 0T 5 AT RAZH T A R AZ 2

[0285] Ry 7 Mt &E 1] , £ A I 1 1IE SCH 51 FHSCHR S % L & RIS B FIRT 48 Brid 5

ﬁﬁﬂﬁéil_ﬂ%‘lﬂiu mflﬂﬂ

[0286] %fﬁj

[0287] il £ 5L 5]

[0288]  FEAES 7 AT FHUA N4 : s= Bl s bs = 0 LU s d = il s dd = RO EHIE ;dt =
ZHEEt= =, tt==ZFWE,q=Pl FEIE,sept =L HEI§ ;m= % FHIE ;RT=1{R &K

[, M =5 FHEFH 5=,

[0289] mi# fEVarian Unity Inovaf{#$400MHz %3 fEBruker AVANCE-I11/¢%% E7E

400MHz Fic3%1H NMRYGTE

[0290] X Sbfk A WRE A AE X S A4 i VR A WD AFAE L 1% 7] DL IE I LC-MSHINMR W 82 31, 24

RYEFRIERTS , R ILTFME PO fE A SR EE A A B AR ) ST AR AL 24 7F == 8 T 8 8 v A L Ak o Bk

TFREEUARHI P BT A L= A B AL AN B 45 2 5 Ao B S A A Fg Ll 26T RAARAE

[0291] sl -5-Fdt-1-[5-fll—4-( =& F &) -2-Mbme 2L -3, 4- B FL R ik e -2~ i

(A25) ¥ il %

[0292]

[0293] HIF&M1-(2,2- —HEIE-1-FR-23E)-3-[ 54— (=F HF L) -2-nhng L ] -
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1-F IR RE e P BR-1)

b 7 F |

[0294] F I —_— NH
N &

NHZ j*.\/

[0295] g5-fli-4- ( =/ M FE)MLIE -2- (R T & W, Z WAV A NE 25 46 57 PRI
(Bioorganic&Medicinal Chemistry Letters),1994,4(6),835-8)(0.500g,1.74mmol )%
fEETDCM(BmL) I ELAR S5 7R I - ke (1. 06,80 % 21 E) AFZ IR A YT 105°C
TERR N R N5 BP9t B ARG HIZ10°C RNt , 1—— B 4 L -N-F TN —2- i (fnAE
A3 4 ) (695mg , 324 8) I ELK 1% S RiAE Z I T B bk 15min o 4 %5 B2 FIDCM(10mL ) 7
eI B INK (5mL) o 4 SR & Pl 38T B K S H 53/ RIDCM(2x 10mL) ZE 8 B & JF A
BT (NazS04) , 1 BT 78, IF HARJGAE S UA0RE B BEAT (0%, Al O e P 92026 -30%
BtOACHLR o £ 55 7 M) 7 73 28 LA 4 HY 2 BRI 60 B 1) A BRI 7 ) (326mg , 42% ) o

[0296]  L.C-MS:(IEES MH+448).

[0297]  F-F& 523 -1-[ 54— (=9 A 3 ) —2- Tk e 3k 13, 4— — FA 3k e —2 il
IR P ER-2)

/NYLO/

[0299]  g1-(2,2- —HHEIE-1-F 3~ 5) -3-[5-fll—4- (=5 2 ) -2k e At -1 - FF L~
% (260mg,0.581mmo 1 ) & fiE T .12 (5. 2mL) F7K (2. 6mL) H o 45 1% I BLVR & W 7E E B HE2
R ARG Z I NIR A AR IF T (1008 1 2 EF20°C-35°CF ) 2h L L BRFE 1 L 1R , A
B R T HEORI Y, B % W iEAT 45 G LA 45— PP A (230mg ,98% )

[0300]  LC-MS:(IFES MH+402).

[0301]  'H NMR(CDCls): = E[FHEXT M F 44 :8.69 (s, 1H) ,8.64(s,1H) ,5.56(m, 1H) ,4.65
(#%br s,1H),3.53(m,1H),2.93(s,3H),1.33(d,3H).,

[0302]  REERGAEXTIE A4 :8.70(s,1H),8.64(s,1H),5.91(d,1H) ,4.65(f%br s,1H),
3.76(m,1H),2.88(s,3H),1.38(d,3H).

[0303]  sif|2-5-Fadk—1-[5-(4-F & JE -3 e At ) -4 - (= R 2 ) 2k e 2 -3 ,4- —H
SR T2 (A24) ) il &

35



CN 105636439 A -LR 31/104 7T

[0304] j\¢ )3,
O%I ‘
[0305] 47FE1,4— 842 (0.5mL) P55 J—1-[ 5-f—4—( =F P 3 ) —2-mkmg & 1-3,4-—
FR IR s 452 -2 (50mg , 124 &, 0. 125mmo1 )  (6—FF B -3t e 52 ) iR (22mg, 1. 19 &) . =
WO (Amg, 0. 129 5) = (2R H B A R ) —48(0) (6mg,0.05 &) FIAE/K (0. 2mL) H
[FIK2CO3( 38mg ) ZbHE . 451% S S AE100°C R N804 % , 4R 5 F 51 41 6 —FF 33—k i 322 ) A i
(2.24 %) = (4ng,0. 12249 5) = ( 2R W AR 40(0) (6mg,0.0524 &) .
K3P04(45mg, 1. 7248 ) A, 3t HAR G 1Z I N AE 100 °C R A S A T5 535 % e MR B4
FHEtOAc (6mL) #RE , SR f i ikt o 98, 28Kk, SR e A i Bk AT A3, ke
1120 %6 -100 % ELOACHE M o« 1505 7 Wm0 o 78 K LA 45 th 2 DR A B 19 A5 B2 1 740 (35mg
69% ).
[0306]  LC-MS:(IEES MH+367) .,
[0307]  'H NMR(CDCls): =B FEXT M F A4k :8.69 (s, 1H) ,8.46(s,1H) ,8.21(m, 1H),7.57
(dm,1H),7.25(dm,1H),5.65(m,1H),4.91(br s,1H),3.56(m,1H),2.95(s,3H),2.64(s,
3H),1.36(d,3H).
[0308] Yk BE[FEXf Mk A4 :8.69(s,1H),8.46(s,1H),8.21 (m,1H),7.57(dm,1H),7.25
(dm,1H),6.00(d,1H),4.78(br s,1H),3.79(m,1H),2.92(s,3H),2.64(s,3H),1.42(d,3H).
[0309]  SEH3-5—F2dk-1-[5-F 4 -4 (=3 A% ) -2 -k e 1 -3, 4 FF Lk 5z —2—
R (AL2) 1 il %

F O/
F
E g |
[0310] a2 5 Sy
H Ot Nl ©

/ /
[0311] /]ﬂ‘g—/ﬂT%—[(%EF'/fk%—i%Eﬁ%—Z—(Z,4,6—3#%%%%)%%]%%
(ROCKPhos) (11mg,4.5mol % ) I P 2E & ALEE (TT) %44 (3mg, 1.5mo1 % ) FICs2C03(245mg,
1.5 &) EH 22 (0. 2mL) H 1 19 V8 & Vi ik AT No i v i i 1% e B2 VR & W FF 425m i n 4T i
AR BRI E 0 CHFE23min, 28 G U I BE (10101, 54 5) , B J5 i 514 -
1-[5-M—4-( =5 FF 5L ) —2-Mbme B -3, 4- — FF -k ke —2 - (200mg , 0. 499mmo 1 , 1 45 )
IR IE R % R NLAE 5 B H RS0 C T I L/INI 2543 8 o 78 0 3 A =BT [ 6—HR 2 2k -
3-FAE-2-(2,4,6- = A B R 5L ) R 5L 1 452 (ROCKPhos) (11mg,4 . 5mo1% ) M A AL 4R
(TT) =A% (3mg, 1.5mo1% ) FIH B (4001, 295 o S8 J FF 12 I ML AE 26 5487 HR 4280 C T in#k
TIHME Lh o 1% SOV AP0 AL EtOACHT R , I e ok i, IR 5 28 K SR Ja A — Uik

W=

OH

36



CN 105636439 A iﬁ, EH :I:S 32/104 7T

AT A, R O R 0-100 %6 ELOACHE IR K0 5 7 MR8 43 28 K, DA 25 H 22 0% 3 £ [
A1) BRI (80mg ,53% )

[0312]  LC-MS: (1EES MH+306) .

[0313]  'H NMR(CDCls): = AExf ik Ff44 : 8. 45 (s, 11),8.03(s, 1H) ,5.53(m, 1H) ,4.90
(br s,1H),3.95(s,3H),3.50(m,1H),2.91(s,3H),1.33(d,3H).

[0314]  JREE(KAEXT M FA4A :8.44 (s, 1H),8.05(s,1H),5.88(d,1H),4.75(br s,1H),
3.95(s,3H),3.75(m,1H),2.88(s,3H),1.39(d,3H) .

[0315]  Sfii|4-4—F2 BE—1—F 4 B —5—H -3 [4— (=g R 2 ) —2-Mp g 2k Tk vk 452 —2— il (A8)
1) il &

[0316]

(03171 AIFE RN, 1, I-=R A A -2- RN R CEER-1)

(e o
[0318] D>—<: — /Q_N>'_<o— ¥ '?_{)—
[0319] K #h PR A A L ik (21 . 2¢) i T H B (66mL ) 1, SR 5 — R VRIS IN L IR A (50 . 4g , 7E
F E A BRI B L DL 3 AT ) FF HOR e A3 B 1 8 VR 2 0 R e 1 min, SR 54 A
Z15°C, 3 HAR G A 25min N1, 1 - —H A E TN -2 (30g) o 45 1% I N 7E %3 bt
50min, 3F H AR 5 H200ml DOMARRE , SR J5 22 1 5min/)s O HLZs 1 100m1 41 FINaHCOs (K 14 ) ' ¥
VEZJEIGSE 58 S AMADOM(2x 80mL) A HT , T-)#:Na2S04, 1 I8 7£ 220 2 F135°C
THRGE Ly, N B PR 8 ) , LS 3T g BRI (il i A& i — D aifb i
fFH.
[0320]  'H NMR(CDCI3) i T 3: 1EL B : 2574k
[0321] AT AN, 1, 1-=HF EH IR -2l P GER-2)

O PO
[0322] /\Ni*(\ /O\N/k(o\-
o, :

[0323]  IgN,1,1-=HEEN-2- W& (202)EfET 4B (80mL) 1, AR 5H H £13C .4
10min43B43 s IINaBH3CN (9. 82g ) o 7EZ IR N 18/ 2 5 5 B 12 I R 4 BARR 25 K38 73 1
HOAc, SR Ja B R AR WDV ff T-DCM(300mL ) 7 3 HL {1 B 33 2218 ¥ It FiNaHCO0s (/K 1)
(300mL) o K3 VR A AL 23R T HFE90min, I H AR TR 140 % NaOH (K 1% ) , B B 1A 2 pH
124 %255, A 4MAIDCM(3x 100mL) 5 X o 4 & FH IDCMJZ T4 (Na2S04) , 1 38 28K
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DL 16. 4g 2R BRI AL =4 4 HilidKugel rohr &M (120°C, fE70ZE R )3t —
afife, Lhgs 1 (12.0g,59 % 7 22 ) , SR NMRE 72 He 2 K 2995 % 201 9 BAG AR 3 — P
A EATIEEDER
[0324] A TAE-(2,2- & -1 -2 58 -1 - A - R 7 CPER-3)

\ w g
[0325] O—R O— + \s?i | HZN)LNJW/O\

>_<O_ 7 TN %O —_— é\ b

[0326]  dgN, 1, 1-=H & HENAN-2-1%(2.000g,13.41mmo ] ) ¥ fEET TPA(5mL) H 3 H IR A4
FEN2 A HIF0°C, SR JE v in = F0 2 B Ak s Ot S U R T8 (AT R 91 ) (4..83mL, 33 . 51mmo 1) 3f
H VR 2 B 0 22 28 I HL7E 20 T BehE24h o R 1% s S TR -G 0385 5 DM (30mL ) il
K (15mL) « F B 4MEIDCM(2x 15mL) ZEECHEAT N T, T8 (Na2S04) , REEIF 28 K, SR G 78 Ak
ik EHEAT AL, R OB 950% 100 % EtOACHE IR « 80 B - MR i 73 24 K, LA HH B 1
0[] A4 1 7 BRI 1) (2.08g, 81 %6 77 28 )
[0327]  'H NMR(CDCl3):5.36(br s,2H),4.47(d,1H),4.32( LI, 1H),3.75(s,3H),3.37
(d,6H),1.24(d,3H).
[0328] AT ARI-(2,2- R 1-F -2 ) -1 -FEHHE-3-[4-(ZHF ) -2-ntne
R CEBR-) T

OYNHZO/ “ F - b‘;
[0329] ¥ [ L
et pee

[0330]  #11-(2,2- —HIARJE-1-F -2 08) - 1-F LR (300mg , 1 .56mmo 1 ) . 2-5(—4— (=
SR AL ke (RT R IE) (312mg, 1. 129 5) VIR (324mg) « = ( PR ZE TR ER) —48(0)
(30mg) 4, 5K ( IRIEREIL) -9, 9— - HF FERGI (70mg ) V% T 1, 4- B8EE (4mL) 1 JF HAR G
W% AW E /NI AEL05C R N 2h . o VP IR 5975 21 2 =15, FE tOAc (6mL) #
B, L8 ARG AE A AT A, R EBE I 0-100 % B tOACHE IR o K58 & P= M i 38
AR VLA 2B AR A BB (170mg , 32% )

[0331]  LC-MS:(IEES MH+338).

[0332]  HH-F & R4 -1 - S -5-H A -3-[4- (=& 5 ) —2- Mt g 5 TR ik 45t - 2 - i
(EB-5) My

Fe F
2N F |N
[0333] O P
L i - 3 i
9¢ ’
0
il o \
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[0334]  Hg1-(2,2- —HEME-1-FR-2 5 -1 - -3-[4-(ZH P &) -2-nbme & g
(155mg,0.459mmo1 ) i T .- (1mL) F17K (0. 5mL) 1 3 HAE = I T HidE26min, 3 HAR G E
60°C T $iF: 20h F145min o 4512 e N AE 2 I B i B 18h, X JEAE60°C N FR N #A2h o 45 [ MR
EWZER I ARG A BT B, F R CbeH 90-24 % EtOACHE I K8 5 74
[R50 43 7%, LA v K 8 [ A4 0 A5 BB 740 (101mg , 75% ) o

[0335]  NMRFG/REL 2 AR L2 1L S0 = E %o ke S A6 4

[0336] 'H NMR(CDCl3): 3= B (K1 FE Nk ki 4k : 8.55(s, 1H),8.43(dd, 1H),7.25(d, 1H),
5.55(m, 1H),5.04(#%br s,1H),3.90(s,3H),3.71(m,1H),1.45(d,3H).

[0337]  'H NMR(CDCls): /R EL[KIFEAf ik ki) 44 : 8.53 (s, 1H),8.45(dd, 1H),7.24(d, 1H),
5.87(d,1H),4.60(#%br s,1H),3.93(s,3H),3.80(m,1H),1.50(d,3H).

[0338]  LC-MS:(IFES MH+292).

[0339] U TR X i S A Ak Ll ZE MR B 7= o A Bl 2 A0 A0 B 1) 28 1 2 A% o R I R P 0 AE
A7 F2 LR A AL B ST AR AR = T T AR

[0340]  sEAfi5—4— 21— A B -5 -1 -3 [ 4 (= P 2k ) -2 Mk g 5 TR M e -2 (A8)
Y il &~ ARTE B K

F

e |
o '
Fi

. LN
B . J H .
-+ ~ o f\\%\ O/ “ O#NI Ol
I
4 \
G
\

[0342]  MEN-[4-( =5 25) —2-Mb e 2 ] 2 L B IR 2R IR (5% T Al » 2 ILW02007004749)
(9.93g,1.05 4 E) AR/ R P EET 1, 4- k5 (25mL) J 3F FIN, 1, 1-= A L TR -2-i%
(5.00g,22.51mmo 1, 1 &) AbFR , FF H R iZ S BN 2 IR R 4L 2. 5h R R A H B =
18, 58 JEoKE 2NZK EHCT (30mL) I N B11Z S 82 TR A0 v 35 in k2250 C RR 42543 B S INE t0AC
(100mL) F17K (75mL) FF HoK 7K 2 #E— 20 FEt0Ac (2x  75mL) ZEHX 45 FF 19 A HLES 5 A A0
NaHCO3 (7K P4 ) ¥eig , 108 (Na2S0a) , b €, 7 HAR J5 78 A bhE B3k TR, FR S ke ro-
26 % ELOACHE M 15 B 5 =M 7 78 0, LA H 2 45 i [ AR 1) A5 BRI 7= 4 (6. 865g) o

[0343]  LC-MS: (IEES MH+292) .

[0344] % F-ASFIA4MINMRFILC-MSHELHRE S5 A8 (SL414) — T,

[0345]  J BB KT e S ) A Db ZE MR 4 7 o A Bl ZEAL AT 23 BT 1 26 AR e 28 o I T Pk v 0 7
B PR A A B ST AR SR = T T A LA

[0346]  SEHI6-(4R,5S) -4~ ¥ H 1~ I -5-FF F-3-[4- (= H P 5L ) —2- b i S Tk A —
2-FRAN(4S,5S) - 4-Fr k-1 - F A S -5 FF B -3-[4- (= B 2 ) —2 -1 e 6t Jink s e —2— i (A3)
1) il &

[0347] PL A

[0348]  SEHI7-(4R,5R) -4~ F2H 1~ I -5 JE-3-[4— (= H FF 5L ) —2-ntb i S TR e A —
2-FRAN(4S,5R) —4-Fr k-1 - F A S5 FF B -3 [4— (= B ) —2 -t e 6t Tk s bt —2— i (A4)
1) il &

[0341]
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[03491 A& MIASIIAE S 1k 1l 48 78 TF- Pk SFC(Lux£F 4 2448, FHIPA(T % ) B ) 43 55 ik
PR 32 B4y, Horh B3R AR 53 o 1293 B AT DA JE S HPLCAE Lux ELEEVE #—2BUWHELK-0 14 |
FHVAT0/30k0 2214 B e/ TPAYE I3 AT

[0350] R EWASFCAE I ¥ Bt ) — AN 43 P4 %8 (4R, 5R) —4—F k-1 - FR A Jk -5 F JE-3-[4-
(=400 32 ) — 2L i S5 Tk e e — 2~ T (A4S, 5R) —4—F8 3~ 1 - FR 4 S -5 T 3 -3-[4— (=
S ) — 2 g Sk JODK M e -2

[0351] AT LA I A Rl (BA 5 TR ST I8 AUt A i S J7 2 iR Sz 4 AR L2
[0352] R EWASFCHE B ¥R J3— A0 43147 22 (4R, 5S) 42— 1 - FF 4 -5 F1 -3
[4—( =5 3L ) —2- Mg I Tk e bz -2 F1 (45, 5S) —4- 2 -1 - 4 L -5-F L -3-[4- (=4
FR ) —2- i g A TR e 452 — 2Bl

[0353]  mJ LAJE & i (2 0L F ST 18— B A ME G 1) BL AGEAEAE i IADCM/ 7 8 e v T &5
i S 0 Tk XS 28 AR 73 BT V2 IE S A5 ST ARAL 5 X T A3 FHAA I NMRANLC-MSEU# 5 A8 (5K
f#i4)—5

[0354] U 3L StoF it S A A L AR 408 7 ot B Bl < AL AL AT I 25 R 0 8 o R I T P v 0 7
B PR A A B ST AR AR = R T T A LA

[0355]  S§18-(4S,5S)-4-FHE-1-F & -5 JE-3-[4-( =5 FF AL ) -2k e 5 Tk e e —
2-FRAN(AR,5S)—4-Fr k-1 -F A S5 FF B -3-[4— (= B 2 ) —2 - e 5t Jink v e —2— i (A3)
(1) il 2~ ARPE B il

[0356]  HH-TAR(2S)-2- (A L2 AL ) MR BRI 27 CPER-1)

G a
\)‘\ e — S \1)‘\ o
[0357] &

HO AN o

|

[0358]  7EO°CF,[A] (2R)-2- LG FBE (16.5g, 158mmo1 , 15. ImL) -T-DCM(475mL ) 1 (1)
PRV BN I = 5 R ERIET (49.7g, 174mmo ) , B S5 7E5min JG A8 N2, 6— —H J&nk e (19. 5,
182mmol) o ¥ Fr AR VR A IAE0C N #iFE 1043 %F , LA%A th (2R) -2 (=50 HF B ha It 40 28 ) TN R R
BRI o 43 1 L, K 0-FF L2 i 3 1R 5 (65. 98¢, 790 . Ommo 1) ¥ A T- 7K (130mL) 7 , SR J5 & N
SEALAN (50 % 7K ) (33 1mL,632. 0mmo 1 ) o 0 FF 252 e T /K VAR N & (2R)—2—( =
R L A AR ) TR T 8 T-DOMAR VA B, 9F DR IR S E =W T Hidk30 408
BHHLZED B I EARE BT S, 55 ke 190-45 % B tOACHE I 5 & F= M 343
R, UL BRI A BRI Y (23.5g) o« - WMT- B — SR M, A &R
WIRREE A G — A .

[0359]  HTA R (2S)-2-[ FEIE-[[4-(=H AP AL ) -2 e S =00 FF BE 2 ) 0 R i P
BRI T CGPER-2)
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[0361] & TS5 B ACHE & A FEFE

[0362]  FH-F A& i (4S,5S)-4—F2 51~ -5 3 -3-[4-( = FH 3L ) —2-ntb e 5 Jiwg s
Bi-2-HARI(AR, 5S) -4 F2 51 - FF S -5 B -3-[4— (=& FF 2 ) —2- b e I J0nk mde Js — 2 i
(A3) T (P ER-3)

o’N v
= N

[0364]  7E5°CFAERA T, &20min(A] (2S)-2-[ A -[[4- (= A AL ) -2 e B ]

H e 1= AR P R (18 3g,57 . Ommo 1) T VU SR (103mL) FIH B (103mL) (7R &4

(R PRV R 40 40 M8 MNaBHa (5. 10g, 2. 259 &) AR FF N HIEL IR T 206 .5 C A8 i

ZIREWTE6 .5 C R i Lh, 2 JG 4455 B 1% s S FH TR R (50mL ) 2248 ik K, £ Bl A FM 5T

A H DR A B R FE AR T 296 5°C o 8 I A 7K PENHJC 1Y (150mL ) , B f& ¥ 7K (150mL)

W% RN AELSC R R 10min, S8 5 FIDCM(4x 400mL3F H AR J51x 100mL) ZEEL 454 I DM

4 7K (50mL) Hes , T8 (NazS0a) , b 38 313 4 22 20 200mLAR AR , SR J 78 Sk kT

i, SO 0-27 % ELOACHE I A5 A3 = I 3 3 78 0, AR HE 2 A B R R A5 B 1Y

PE(5.65g,34% )

[0365]  XF-T-A3FINMRAFNLC-MSE P& 5 A8 (S 451]4) — 3K,

[0366] U 3L %of e S A4 A L AR 408 7 ot B < A AV AT 1 25 1R 2 28 o R I TP P v 0 7

A5 $ S S A B AL 18 ST AR AL 22 7E =R R AT A L 4 4k

[0367]  SEHI9FI10-4,5- &1 -FF L -3-[4- (=5 P L) —2- M e & 1R e -2~ (A7)

-2 S S A-F2 - | - -3 [4- (= R 2 ) —2- b g 2 DIk mae e —2 i (A6 ) (14 1] 2%

N

[0368]
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[0369]  HTF Al -FH-3-[4-(=F B &) -2-uhne L R FE T CPB-1)

E)KQ ,.j\.@

[0370] M "
———

[0371] = (=W EFEHEERN) 48 (0)(0.202g,0.220mmol ) 4, 5-X ( 2R FLHIL)-9,9-—
ML I (0. 493g,0.826mmo ) JHRFREH (1.93g,13.8mmol ) AT FF 3L R (0.408g,5.51mmol ) T
1,4-Rgke (30mL) VR G 2- S -4- (= P 28 mkne (AT R ) (1.0g,5.51mmol ) &b
B RIB A WA R TR T AR R N 2 75°C-80°C , K7 4E3. bh M iZ R MR & Y
EtOAc (20mL ) Fl7K (20mL ) % 3 Lo 1o fik v 1 #Aaek 9%, 3Rk F 55 A1 /N38 4 OB tOAC Rl K 34T
MEE K E N 2 B I B KA 3 — 5 FIEtO0Ac (5mL) ZE L A HLEE B & 9F , FHEh 7K
(10mL) BE¥s , Mg SO T4, i I8 7 BIGUEM AR K, 4 H AR (A4 o HdEAT (3l (FHEt0Ac/
FOFERR LGN  HF BB MIRER 2AR 5 RO bt i, DLA H 2R KA
K4 (0.669g,55% ) .

[0372]  'H NMR(CDCl3):9.44(br.s,1H),9.04(br.s,1H),8.32(d,1H),7.15(s,1H),7.06
(d,1H),2.99(d,3H).

[0373]  LC-MS:(IEES MH+220).,

[0374]  FITA R4, b- e —1-H J-3-[4- (=5 5 ) -2 -k mg I Tk mde e —2— i (A7)
5- A AR -1 - R3[4 (=9 R O ) —2- b g 5 Tk e e —2— i (A6 ) I FE Fr (P ER-2)

F £

_ F Fao
F*@y F>k© F7NF
N L N
[0375] NH - = 0§(N OH + D§‘/N OH
fNH /' ou /

[0376]  Z&pRyE ST 1A T B (20mL ) W 9 1 - FR -3 [ 4- (=30 FF 428 ) -2k me 2 /iR (0. 65,
3.0mmo 1) F s INZ, — 1% (40 % 7K VW) (2.6g, 18mmol, 2. 0mL) , SR J& 5% V8- W inis, 3 72 =]
R IR S22/ N o VP RIIR SV &2 SR IR R4 DL BRI R A
HIAAETDCM(50mL) H 3 H A #h 7K (2x 5mL) Bk o 16 A HLAH T4 (MgS04) , it € FF B 8
Was ¢t 2RG AR =P (1.07g) A= 03 fE T-DOM(20mL) L SR Ja 7E — ALkt
AT AL, RO IEtOACBE I A S M BR 4 28K, UL gs 4, 5- R R -1 - -
3-[4-( =5 L) -2k g L Tk b= — 2 (0. 562g,68 % ) fi5—7, 48 Jh -4 -2 -1 - JL-3-
[4-( o L) -2 i 2 Tk s b -2 (0. 11g,12% ) .

[0377] 45— 30 -1 FE-3-[4-( =g 2 ) — 2L g Ak ket e —2—if -

[0378]  'H NMR(CDCls): 3= B (KEX M Ff4A : 8. 35(br. s, 1H) ,8.32(d, 1H),7.12(dd, 1H) ,
5.71(d,1H):4.96(m,1H),4.82(m,1H),3.54(d,1H),3.01(s,3H).

[0379] R BRI AEXT L A4 :8.47 (br. s, 1H),8.38(d, 1H),7.19(dd,11),5.89(d, 1H),
5.15(m,1H),5.12(m,1H),3.82(d,1H),2.97(s,3H).
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[0380]  LC-MS:(IFES MH+278).,

[0381]  5-Z 4 B4 k-1 -FF AL -3-[4- (= 2 ) —2—-mb g Ak JIR i e —2— i) ( 3= 22 DA
AR B AR A AE)

[0382] 'H NMR(CDC13):8.46(s,1H),8.38(d,1H),7.18(dd,1H),5.73(d,1H),4.82(d,1H),
4.71(s,1H),3.66(m,2H),3.00(s,3H),1.28(t,3H),

[0383]  LC-MS:(1EES MH+306)

[0384]  szfh11H112-5- 2, A -4 -1 -F 3k
) O e S A4 A4 1, A34) RS~ 48 k-4 42 3L -1 -
2~ (X e S e A4 2, A3 ) (1) il 2%

=3-[4-( = J) —2- MLt g & TR e e —2-
He-3-[4- (= F ) —2- Mk g 5t Tk et Joe —

[0385]

[0386]  #55-Z A IL-4-FEH-1-FFH-3-[4- (= H 5L ) —2-mh e 7 1k b5 -2 (A6 )l i
il % 24 F R HPLC (CHIRALPAK  TCAE, F 5 Chbe (5750 1% TFA) FITPARE M) 43 B8 R 5 b ) 6of
e AR AAE L FIE2

[0387] % 55 — vk M 0 i S MR E L iE — b i b 7E ki BT EE RO
EtOACHE I SR AEA R A5 = W0 3 28 %, LA HE Bl 0 B S AARE L (A34) ol Ik T 468
Xof R TR PR RE S Ak A W 0 A i PR Rt DA T PEHPLCH () e BT 1) 1) BL Bk By , AS4 ] LA 4k 3
5E N (BR) -5 B S~ 44 —1 - F I3[ 4~ (= P 2 ) -2 e St Jpk mae 5z —2 i

[0388]  J ik A 0 e & 5o 1) 284 (1) AH S0 Ak A 0 I A 403 P AR AN T PEHPLCHP 1D 355 J8 B ) 1)
EU B HEWT , X il AR B2 (A35) 7E FPEHPLCAEAL 2 5 2 R 8 2l 1 FF H T LA 5 52 N (5S) -5
LA SE AR - 3[4 (=P 2 ) —2- b e 2t Tk e e —2 i

[0389]  NMRANLC-MSE(HE 54N 6L AL -4-Fa -1 - -3-[4-(=H B &) -2-nkng
o JIOK M 5t —2— i (A6 ) — 50— 190 5 R S A A 8 32 B2 e XA Y, Bt Je S NMR T 0 7

[0390]  sEffi13-4-F&HE—1,5- 1 HE-3-[4-( =FF L) -2-nbme I Tk e ke -2~ (A19) 1
il 2%
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[0391]

[0392]

[0393]

[0394]  HETi(0-iPr)4(34.3g, 2298 ) ME AT PR EE10°C, RGN 1 (89mL) , i
JEES NG, - R AR -2 (7. 14g, 12495 h PR 2 (8. 16g, 29 &) A1 = 2. 1% (16 . 8mL., 2
8 LR PAEE R T 15h AT 1% R B 1 2210°C I H ARG A iMNaBHa(3.43g,1.5%
=), 3 A2 B I T HEE6h A B HI A 10°C , SR J5 48 1053 BN B AT (3] 33E K
A IK (180mL, 2M) W K7 VR A it 38 , i FIDCM(300mL ) ¥ ik - 2 5 4% )2, FF HAR Joks /K
J=H 515N B8 G BR (3x 100mL) 255 o 455 R DCM)Z T8 (NaeS04) , i JE I /N 28 K DUAE
AR FATATHE R VP2 Y) 5 I B EKuge L rohr (TOCE110°C, 1422 E) B 784, DL H 2
T (4. 41g) , B A BE— DAL i A

[0395]  1H NMR(CDCls):4.11(d,1H),3.41(s,6H),2.69( L&, 1H),2.43(s,3H),1.06
(d,3H).

[0396]  FHT&rpil-(2,2- 4 Jh-1-F H-2 5 -1 - E- Ry GEg2)

o ;
[0397] \ﬂ)\/o\ S HgNJkN)\(O\
T

[0398] 1, 1- —F 4 JE-N-FF - -2 (1.0g,7.50mmol ) &M T-CDC1s(1 . 5mL ) 51 o ¥ N
=R R F R ES (AT AR ) (2249 8) I HA Z R BAEE IR T AR S Z R SR
A NI A R PR 8216043 B, [ I 8 3 M s n 3 A = FR R R kb A R m R R (1. 524
) %MK T K (10mL) 238, Fi 3904 Bh , SR G 28 A, LASS ML =40 (1. 08g) 5 2
Az — ek .

[0399]  1H NMR(CDCls):4.60(br s,2H),4.30(br s,1H),4.24(d,1H),3.41(s,6H),2.71
(s,3H),1.18(d,3H).

[0400]  ATAR1-(2,2- -1 - -2 ) -1 -H B -3-[4- (=g 2 ) —2- Mk g 2
IR (P ER3)
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(a01] Y
/N%\O/b +
\

[0402]  1-(2,2- “HAHE-1-F -2 3) - 1-F 7 (220mg, 1. 249mmo 1) . 2-& -4 (=

SR AL b (TR (272mg, 1. 229 5) RERHH (259mg, 1.5 &) = (R A EH) —

FE(0) (47Tmg) 4,5 ( IRFEREFE) -9, 9- FFFENGIE (11 1mg) BiFT1,4- W&z (6mL) FH JF
HAR Gz iR S e & E5 /MR AE105°C R ik Lh VP ZIR & 7% M1 2 =1, FHEtO0AC

(6mL) F ke, ih 98, SR G A8 S ARE kAT (0, 3 O e P 190-100 % EtOAcHE IR A & 7

VIR 28, LA 4R H 2 ot e (1) 445 SB 1K 7 4) (282mg , 70 %6 )

[0403]  LC-MS:(IEES MIH322).,

[0404]  HH-TA MA-F2HE-1,5- = AE-3-[4- (= HF AL ) -2k e 5 Tk e 5t -2 (A19) [

ey GhERL)

E

D PN >
() ’*Q
[0405] >ok© 5 _

Ny / /

[0406] 45 1-(2,2- ~H -1 - -2 38 ) -1 -H 3 -3-[4- (=& F ) -2-nhme 2 iR
(240mg,0.787mmo 1 )& il T . BR (6mL) H , SR JE A 7K (3mL) A4S 380 VA - s HAE iR R
PFE2R I HARJGE60C TR i Lho Bz M 28 & (1002 1258, /E20°C-35°C T, FF422h) A
ZFRIMERHOAC, P4 H 2 BB ™7 (204mg ,99% )

[0407]  IH NMR(CDCls): F B AE Nk A4k :8.54(s, 1H),8.37(d, 1H),7.16(d, 1H),
5.61(m,1H),4.95(br s,1H),3.53(m,1H),2.93(s,3H),1.34(d,3H).

[0408] R EEfENT R A4 8.54(s, 1H),8.39(m,1H),7.16(d,1H),5.95(d,1H),4.81
(br s,1H),3.76(FLHEIE,1H),2.89(s,3H),1.40(d,3H),

[0409]  LC-MS:(IEES MH+276).

[0410] i TR X B S A A Ll ZE R B 7= o A Bl 2 A0 A2 B 1) 281 222 o R I T 0o AE
A7 F2 LR A I Ak B ST AR S A = R T AR A

[0411] sl 14-4-F2 01,5~ F B -3-[4-( =/ FF L) -2 - ML me 2 Ik e -2~ (A19) [¥)
il &AM B
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i |
| /H, i N lN
N ~ , O\
N o —

e BN | %/(IQ

[0413]  FER AN EN-[4- (= ) —2- Mk mg 2 1 2 2 F IR K 1l (O T4 S WO
2007004749) (4.54g,1.0548) BIFT1,4- MRk (12mL)h, 7 HAR B INL, 1 - — F 48 -
N-F - -2-f% (3.46g,15.3mmo1 ) 7 H G 1Z K M AE105°C F IH#425min K /K PE2N HC1
(20mL) ¥ INZE S SR A0 T 3 EUI I # 32 °CHR 4E30min o F INE t0Ac (5mL) AT7K (50mL)
I B KA H 5 /RBIEL0AC (2x 50mL) ZEEL 4 & FF HIE t0Ac /2 M A 7K P NaHCO3 (5mL ) 3
B R I HAR A AR AR AT (3l , FH R O A I0-100 %6 EOACHE IR o KA 27 )
(IR 8K, A — R B iz e e e g 45 5 DL 45 7 (3.80g,90% ) o

[0414]  NMRFILC-MS5kH F3CLFI13HIA19—F,

[0415] U I s%of Bl S A A L b8 4l 7= ok B i A A3 AT 9 2% A 2 A8 o R T T2 PR 0 7
B PR A A B ST AR SR = T T A LA

[0416]  SEMH15-5- M A HE-4-F 1 -F 3L -3-[4-( = F P L) —2- b e 3L Tk nae f5e —2 i

m

[0412]

(A32) ¥ il %
F
F
=4 = |
e N
[0417]

N

[0418]  FHT A Ri2-[[4- (=& F L) -2-nb g £ 15 FE ik 2L Ak 1 IR -4 1% R P R 1 72
(BEEL)

) 2
F F,

F;
, 2™ F N
*Q ()
[0419] W i ox M 7
\(‘ : + NO/ T‘to\
o N, H

[0420]  7ERAAAT MEMAT1,4- Bkt (6mL) H IN-[4—( =50 F 3% ) -2k g 2t ] = 3
FA G R BE (S T4 i, 2 W0 2007004749) (0.328g, 1. 16mmol ) H Fsin2—2 & 1k —4 -4 s /R
BE (ST, 2 WW02007137168) (0. 150g, 1. 16mmo ) o 4R i #5 ¥R A 0 i 280 °C #r423h,
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IR S SR E T R 22 100°C L 3 HAR BN 3411 . bh o Bz [ BV A AT IR AR LA 25 B K
B BT R R I P AR AR R S AEE t0Ae (20mL ) 3 HL A 7K (2x 5mL) B o A ALAH - & IF
ZENMgSO0aT-H , 1 JEIF H ARG 78 — S A0k Bk AT (038, H R O e IEtOAc Mt o 183 & 7 )
(R0 43 7%, LA i 2 A A TR =41 (0. 167g,45% )

[0421]  LC-MS:(IEES MH+318).,

[0422] AT RS- IR TR 2E-3-[4- (= a FF AL ) —2- Mk me 22k Ik 52 -2, 4- — FR I 2 7 (G0 28
2)

[0423]

_,.oﬁw

[0424] BVEMET1,4- :ﬂﬁkm(ﬁlmL)EPEl’JZ [LA-( =30 L ) —2- M me i ]2 5 P I R
- A-J&PEE R (0. 114g,0. 359mmo 1) F2NER IR (4mL ) 4b 38 JF H IR -AH7E60°C-70°C N
3o S LI BT R 2285°C L 3F H ARSI S 7k Lh ARG U VFiZ R BIR A A I 2 = iR I
HARJGIRAR R RPi Z2 DM (16mL ) o 3 HL 43 B A HIAH o KK A — 28 AIDCM(2x 10mL)
FEEFEHEDCMZE ) & FF , Mg SO T-15: , 1b P8 -1 D8 MR 4e , 25 W 2 1 2 e A A i) k2
[[4-( =980 5 ) —2—- Mk g i ] 25 R Ik i Uk -4 R (4Tmg) o 7K AHZE R, 25 tH 3 4h Y
2 A AR 2-[ [4- (P 58 -2 me 2 12U P I U0 14— I35 R (73mg) o A P 40
[R12-[[4- (=9 2L ) —2- M me Ik D U B R e R R ) I -4 IR & 9%, F e — DAl T
— PR AR 2-[[4- (= R ik ) —2- Wb g e ] P I U 1 -4 M PR R Wi DCM (4L )
WL AR AR B S (0.0912¢,0.719mmo 1) 75 %35 N M8 N &G 40 P 1 2% S BLTR A W) B
2h, I HAR G S Vi B A W 1% R BEVR A i 4 01 FUZ iR A I A2 E t0Ac (20mL ) H JF:
FH7K (5mL) B ik o B A HLAH 7355, H K A3 — 20 FHE t0Ac (10mL) FEHL AR J5 B A HLAE L) &
I, FHZK (3mL) Pe ik » ZeMg SOa T4 , 1k Y8 FF MG USRI A , 25 B BIR AR RGO AL =4, i Z A 7= )
ZEpEmAGEE A (141ing) S HEAZH — DAL T F— P,

[0425]  LC-MS:(IEES MH+286) .

[0426]  HTG oM TR 2 —1-FR 2 -3-[4-( = U ) —2- Mk mg & TR e 5 -2, 4 — Bl [ 72
Jr (A2 5R3)

[0428] 547N L -3-[4—( = H L) -2k g 3 Tk k-2 4- il (0.120g,0.421mmo1)
TDME(1.5mL) HF RIER VKB P A HE0°C-5°C, HLiHMDS (1. OM T THEH,0.442mmo] ,
0.442mL ) 2 A HR o 1 A B PR VA0 FE 6 -, SR 5 s I R 452 (0. 0717g,0.505mmo 1 ) 3 4k
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1’##40&3\%43 Pz LR A PR AR , T B IR % B8 MW R 7EE t0Ac (15mL) Hh I A R 7K Bk
%k (3x 2mL) , Mg SOa 15, 1L P& I HG D8I E , 25 AL =W, Bz = AE — AL it gt

ﬁ@%,ﬂﬂﬂﬂlmtljﬂ’JEtOAc/f‘ﬁﬂﬁ R & TR R 280, LA gt 2 7 8 [ A4 1 7 4
(0.060g,48% )«

[0429]  LC-MS: (IFES MH+300) .
[0430]  FITFA Mo MTAFE-4— 23— 1 -FF -3 -[4- (=50 5k ) -2tk i ek Jvpk s e — 2 il )
Ty (B IR4)

[0432] T HEEL(10mL) 1545 PR 25 -1 - R -3-[4- (=& FF 2 ) —2-nh e L TR i 52 -2,
4-"J{(0.057g,0.19mmo1 ) ¥ H1Z £-35°C (Al /CO2%3 ) o B3 4 HL & iNaBH4 (0. 007 3g ,

0.19mmo ) 3 HUK % R REAE-30°C 540 C Z [ 451307380 o VPR BLIR A 028 12 ik

2 ER NN F3 /M KINaBH.(0.0073g, 0. 19mmo ) Ff HAG IR & W7E =0 T 9 kE 53430934

W% R NR A P /N s 07K (2mL ) YK, SR a4 » I BAT R R WIAE =00 P AL 72h R

ZIR A FEtOAC (20m1 ) # B I FLURAA HIAH 73 59 o 45 7K A3 — 22 FEt0Ac (15mL ) ZEHU HoR

AHZERM A, FK (5mL) ¥ ik , ZMg SO T4, i Y FF 28 K, LA gt B3R K e 724

(56mg,98% ).

[0433]  LC-MS:(IEES MH+302) .

[0434]  1H NMR(CDCls): 3= 2R HEXF R S f4 44 : 8. 15(s, 1H) ,8.37(d,1H),7.15(dd, 1H) ,

5.75(m,1H),5.70(d, 1H),5.23(dd,11),5.20(dd, 1H),4.90(d, 11),3.54(ddd, 1H),2.96(s,

3H),2.55(m,1H),2.53(m, 1H) .

[0435]  1H NMR(CDCls): 7% B[ aEX Ik k44 :8.15(s, LH) ,8.37(d, 1H),7.15(dd, LH),

5.98(m,1H),5.70(d,1H),5.26(dd,1H),5.18(d,1H),4.79(br.s,1H),3.65(ddd, 1H),2.91

(s,3H),2.69(m,1H),2.55(m, 1H) .

[0436]  SEf16-4-FR2E-1-F -5 (= P2 )-3-[4- (= F &) -2-nbng B Tk 45z -2

il (A33) [ il %

[0437]
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[0438]  FITHpk2, 2- —H EA-N-H B -2 Re e CDERL)

e

<
|
[0439] /O\H — 7~
Q\y R [ —

[0440]  #5DCM(60mL) () 252 1 B (4. 058, 1. 054 B )W EIZE0°C , JR 5 455 Bh i JINK2C0s
(5.53g, 1 98) N RMAEOC T HAFEL04 80, R E N2, 2- — AL 4 (6.04mL,
40mmo1) 3 HA% S RiAE0C T I ZUEE AE0C R 53402 i » Fe VPl I B IniR & iR  AE = 0
IS ER 2 5 FEDOMEERT B, B[] 44 FHDCM( 2% 15mL) ZEHL 45 & FH I DOMES 734 (Na2S04)
2R, LA 7 8 A i — b btk i FH (4.10g,87%) o

[0441]  HTAEL, 1, 1-=5-3, 3- A S -N-F - -2- e #e iy GPER2)

. F
F 2

ral v
[0442] KN+ P

JNH

|-

[0443]  JEKHF2(2.01g,0.75% &) fE RS T &% TMeCN(69mL ) FIDMF (8. OmL) H , F H.#4 &1
FOC, R GARMN2, 2- A FE-N-FF -2 & (4.02g, 195 ) , b J5 427 B & F A N TFA
(3.28mL,1.259 &) R BLAE0C T HHES 7 B, SR G 257 Bhiis I = B (= /B ) ik be
(7.6mL,1.529%5) I B S B AE0C R Hii8E3h o S8 ool e S FH LR 7K PENaHCO3 (50mL ) Zh P 3
a3 SRR Z I N TR A 2Tk (3x 200mL) FEERL, T8 (NaoS04) , i JE IR K (VD , A
FEVIRAER YD) LA PR (14.1g,44%) B HORG HE— Atk fd .

[0444]  HITFA kL, 1, 1-=5 -3, 3~ ~F S FE-N-F - -2- i F e CPEE3)

F

[0446]  dgAf1,1,1-=9-3,3- AL N-F - -2-%(3.58g, 1. 29 &) AT 1,4-—
MELE (2. 5mL) o H HIN-[4-( =9 5L ) -2 - we & 12 2 R R (58 T & i, 2 WO
2007004749)(1.00g,3.19mmol )ZbFE 3 HAE110°C N In#2h 15950 2R 545 S NVR &4 7%
R BRI At AT A, F R C SRR IEL0AC (0-35% ) Bl o A0 25 7= i)
2K, Uhas i BRI 41(0.40g,33% )

[0447]  LC-MS: (IEES MH+376),

[0448]  FIT-A Mid- k- 1-F -5 (= 2t ) -3-[4- (=R Ak ) -2 -k g i JIk e e —2—
AR T (P ER4)
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E £
. LaI N . ﬂ'
[0449] |

[0450]  J%1,1,1-=%-3,3- ~FEIE-N-FHRE-H-2-1%(0.377¢) &% T 7K (2mL) # 3 HAR
J& FTFA(2mL) &b 2 , 3 HLAR J 1 i S BLVR A M A 60 CRF4E 1 . 5h 8% R B Z& K I L
FHZK PHENaHCOs (15mL ) FIDCM (15mL) &b HR K 7K AH 3 — 20 FIDCM(2x  10mL) A= EU HAR 5 &
FEHIDCMAH T8 (Na2S04) , I JEFF 28 &, LA tH 2 B B EER R 774 (320mg ,97% ) -

[0451]  LC-MS:(IFES MH+330).

[0452]  1H NMR(CDCl3):8.48(s,1H),8.42(d,1H),7.25(d,1H),6.02(m,1H),5.01(br s,
111),3.93(m, 1H),3.10(s,3H)

[0453]  sEH17-(4R,5S)-4-F8HE~1,5- ~H F-3-[4- (=5 5L ) -2k g 3 1wk e e — 2~ il
HI(4S,5S)-4-F2 K1, 65— F HE-3-[4- (=R Ak ) -2 ML g 2 Jink e e — 2] (A7) 1) ] 2%

[0454]

- OH

[0455]  FIT & Rl (4-HFE AR 3E ON-[4- (_.ﬁEF'%) - e 2 1 S o R R IR K A P (G 3R 1)

[0456]

[0457]  7EO0°C(NHIEE) T, & 15minm 4-( =& F L) kg -2-F4 (5g, 30 . 84mmo 1 ) AL i
(2.56g,32.38mmo 1) T-DCM(75mL ) A [ 35 FF 4 i B I (4 24 08 2% ) &l R R 13 (6. 22¢
30.84mmo ) , fRFFEJEEBUR T8°C, I HAR G Z R RIR S M7E0C R Lh f/E0C R
90minZ J& , Fu VA2 NN 28 2 0, I HLARHE L/NSF o 8 oK% 7K (25mL ) o 4 % AU TR &
Wit 38 EUBDTE VKA 7K (10mL) FIDCM(2x  10mL) $e ik UL B2 g, G H 2
e[ AR 4 (7.608,75% )

[0458]  LC-MS:(IEES MH+328).,

(04591 HH-T& A (5S)-1,5- = H BE-3-[4- (=5 FF 28 ) -2 - ML g 525 Tk ek e -2, 4- Bl [ 72
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7 (GLER2)

F “
I E
B Fq
il
[0460] M ® o .
X S N
= § D

[0461]  FEZ AR T B (AR N-[4- (=5 28 ) -2 g 8 1202 IR R (1. 20¢,
3.67mmol ) FH1, 4~ —W&HE (12mL) VR AP0 FH (2S) —2- (R 2004 TR IR (W /s W1 ) (0. 416¢,
4.03mmo 1 ) ZbEE , JF HIG1Z R A WAL IR R HtHkoh, SR G 7E60°C T Hidk 1 .oh, AE=H T H &
RE, SR JGAESOC R Nk . 5hit HAR G/ = i F i Bt AR 5 iZ MR A i 38, i@t A
/INER A3 [T ECOA TG , SR o K RN BE VM & 9 I ELik 4, L4G tH— PR 2 iR R R 0 - K vk
RER AW SOE t0Ae (25mL ) o 3 H A M AINaHCOsVA VR (3x 15mL) FlEh 7K (10mL) ¥4 144
BAHZEMg S04 T4, 3 38, 8K, 3 HUB R R /e A Ak AT (RO e F IEtO0AC
el o 85 M o 28, LA 0 (0. 675,67 % ) o
[0462]  LC-MS:(IEES MIH274).,
[0463]  FF & (4R,5S)-4— -1 ,5- I 3E-3-[4- (=5 P 5L ) —2-nh g 5 1wk s b -2
BRI (4S,5S)-4-F2 -1 ,5- - H -3 [4-( =5 ) —2- T mg 2k TR i e -2 (A3T) R 2 7
(PER3)

:

£l
NN

[0464] | ! N N
P Y MG O Ot b‘oh

[0465] 4% (5S)-1,5- “HHE-3-[4-( =/ F 1) -2-Mt g 2 vk f2-2 ,4- —F{ (0. 660g,
2.42mmo 1) /£ 1 FE (20mL ) T i FE FF HORZIE A A 2 49-16"C (UK-#h ) o B350 3 i s 0 il
SALEN(0.0933g,2.42mmol ) FF H UYL 1 WK 1% I N IR 22 15°C , 3 HAR Ja it /N O s ik
(0.5mL) K HRFES 7B e , FZ IR A Wit — 28 FI7K (40mL) #kE o T2 B 1 (T , o Hoad Ik
7K Bes HEAE IR R 08, 45 tH—Fh 1 0k oK A 9 B9 D8RI BE 4 B FHDCM(3x - 20mLL)
I AR S E A NLZERA 3T, LK (2x 20mL) Beigk , BMeS0s T4, 1t kIt FUS e ik 4
25— PR K2 (0. 3678,55% ) o

[0466]  NMRFILC-MS55L£13(A19) %L,

[0467] R 3L %of Rt S A L M8 40 7= ok B il AL A3 AT 9 2% A 26 A8 o R T PR 0 7
B BRI A A ) ST AR SR = T T A LR AL

[0468]  Sf18-(4R,5R)—4—J -1, 5- - F Fa-3-[4- (=0 FF B ) —2- ke Bk Tk 5z -2~ i
FI(4S,5R)~4-F2 -1, 5 B -3-[4-( =g P Ak ) -2k b 2k T e e —2— i ( A38) 1) il 4%
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CN 105636439 A 47/104 5T

[0469]

OYNN%,,.\ OH

[0470] Gty SEAGILTI 5% AHAT FH (2R) —2— (AR U E ) TR R (R 7o T ) o

[0471]  NMRAILC-MS552M13(A19)—FK.

[0472] e LR X B S A A Ll ZERR B 7= o A Rl 2 A0 A0 B 1) 281 2 A% o R I R P O AE
A7 F2 LR A I Ak B ST AR S AE = I R T AR

[0473]  F1ZH T HA @K (D KALAPIR L]

[0474]

0
[0475] AR \RPLRC.RERLRZERAFIXAE T b S s XL
[0476] ek f b 1 388 FH 5 v & i A A0
[0477] %1
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3

B

48/104 T

[0478]

1H NMR ( &3k 5 #h 45
H):TJ 9 %‘ ﬂ’-l 7%& CDC13
FRE) S

LC/MS

Al

8.52 (s, 1H), 8.39 (d,
1H), 7.15 (d, 1H), 5.68
(m, 1H), 4.94 (br s,
1H), 3.40 (m, 1H),
2.92 (s, 3H), 1.85 (m,
1H), 1.55 (m, 1H),
0.98 (t, 3H).

JiE ES MH+
290

A2

8.47 (s, 1H), 8.38 (d,
1H), 7.18 (dd, 1H),
572 (d, 1H), 4.81 (d,
1H), 4.71 (s, 1H), 3.54
(ddgq, 2H), 3.00 (s,
3H), 1.65 (m, 2H),
0.96 (t, 3H).

iE ES MH+
320
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CN 105636439 A

3

B

49/104 7T

[0479]

1t | 4

1H NMR ( B 4E 5 9h 48
H, &N J%E CD‘C]S
U s B

LC/MS

A3

o4t} A8

do4T 2T A8

A4

o4t A8

Joktst A8

AS

8.46 (s, 1H), 8.39 (d,
1H), 7.19 (d, 1H), 5.74
(d, 1H), 4.82 (d, 1H),
4.67 (s, 1H), 3.43 (s,
3H), 3.01 (s, 3H).

it ES MH+
292

A6

8.46 (s, 1H), 8.38 (d,
1H), 7.18 (dd, 1H),
573 (d, 1H), 4.82 (d,
1H), 4.71 (s, 1H), 3.66
(m, 2H), 3.00 (s, 3H),
1.28 (t, 3H).

JE ES MH+
306
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CN 105636439 A iﬁ, EH :I:S 50/104 7T

[0480]

e | 44 1H NMR ( & 4E 5 #h48 | LC/MS
W, FTMEE CDCL
FREE) S

E & B FMAK: | E ES MH+
8.35 (br.s, 1H), 8.32 278

(d, 1H), 7.12 (dd, 1H),
5.71 (d, 1H); 4.96 (m,
1H), 4.82 (m, 1H),

Ox” N\ —~0OH 3.54 (d, 1H), 3.01 (s,
A7 XI 3H). ;

| / OH KRB 4F Ak A AR
8.47 (br.s, 1H), 8.38
(d, 1H), 7.19 (dd, 1H),
5.89 (d, 1H), 5.15 (m,
1H), 5.12 (m, 1H),
3.82 (d, 1H), 2.97 (s,
3H).

EB sk FAHHA: | EE ES MH+
8.55 (s, 1H), 8.43 (dd, 292

1H), 7.25 (d, 1H), 5.55
(m, 1H), 5.04 (7% br s,
1H), 3.90 (s, 3H), 3.71
(m, 1H), 1.45 (d, 3H).
Bt A T e A AR
8.53 (s, 1H), 8.45 (dd,
1H), 7.24 (d, 1H), 5.87
(d, 1H), 4.60 (#Z br s,
1H), 3.93 (s, 3H), 3.80
(m, 1H), 1.50 (d, 3H).

A8
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CN 105636439 A

3

B

51/104 7T

[0481]

-4

1H NMR ( F&4E 5 9138
B, FNRAE CDCL
FRIFH) O

LC/MS

A9

E 200t w A M AR:
8.72 (m, 1H), 8.67 (s,
1H), 8.42 (s, 1H), 7.78
(t, 1H), 7.45 (d, 1H),
7.35 (dd, 1H), 5.65 (s,
1H), 4.94 (s, 1H), 3.56
(m, 1H), 2.94 (s, 3H),
1.36 (d, 3H).

R4 AE X R 3 A 4K
8.72 (m, 1H), 8.67 (s,
1H), 8.44 (s, 1H), 7.78
(t, 1H), 7.45 (d, 1H),
7.35 (dd, 1H), 5.99 (d,
1H), 4.77 (s, 1H), 3.79
(A &%, 1H), 2.95 (s,
3H), 1.41 (d, 3H).

iIE ES MH+
353

A10

8.36 (s, 1H), 8.03 (s,
1H), 5.66 (s, 1H), 4.80
(br s, 1H), 4.69 (s,
1H), 3.95 (s, 3H), 3.65
(m, 2H), 2.97 (s, 3H),
1.26 (t, 3H).

JE ES MH+
336
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3

B

52/104 7T

[0482]

(e

1H NMR ( FedE 5 #1348
W, FHEE CDCL
FREE ) S

LC/MS

All

EE X E ey

9.30 (s, 1H), 8.75 (s,

1H) 8.72 (s, 2H), 8.24
(s, 1H), 5.65 (m, 1H),
4.80 (m, 1H), 3.55 (m,
1H), 2.96 (s, 3H), 1.35
(d, 3H).

KRB 4E Ak A AR
9.30 (s, 1H), 8.75 (s,
1H) 8.72 (s, 2H), 8.24
(s, 1H), 6.00 (d, 1H),
4.65 (s, 1H), 3.85 (m,
1H), 2.92 (s, 3H), 1.42
(d, 3H).

IE ES MH+
354

Al2

F B4 4k F AR
8.45 (s, 1H), 8.03 (s,
1H), 5.53 (m, 1H),

4.90 (br s, 1H), 3.95 (s,

3H), 3.50 (m, 1H),
291 (s, 3H), 1.33 (d,
3H).

R Ak 5t mR A AR
8.44 (s, 1H), 8.05 (s,
1H), 5.88 (d, 1H), 4.75
(br s, 1H), 3.95 (s,
3H), 3.75 (m, 1H),
2.88 (s, 3H), 1.39 (d,
3H).

iE ES MH+
306
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3

B

53/104 7T

[0483]

e

1H NMR ( & 9F 5 4138
B, FTMAE CDClL
PREE) S

LC/MS

Al3

8.56 (s, 1H), 8.23 (s,
1H), 7.44 (m, 3H),
7.32 (m, 2H), 5.77 (d,
1H), 4.81 (d, 1H), 4.74
(s, 1H), 3.66 (m, 2H),
3.03 (s, 3H), 1.28 (m,
3H).

iE ES MH+
382

Al4

9.30 (s, 1H), 8.75 (s,

2H), 8.70 (s, 1H), 8.24
(s, 1H), 5.80 (d, 1H),
4.75 (s, 1H), 4.71 (d,
1H), 3.69 (m, 2H),
3.04 (s, 3H), 1.29 (t,
3H),

it ES MH+
384

AlS5

9.30 (s, 1H), 8.75 (s,
2H), 8.70 (s, 1H), 8.25
(s, 1H), 5.81 (d, 1H),
4.71 (s, 1H), 4.70 (d,
1H), 3.46. (s, 3H), 3.05
(s, 3H).

iE ES MH+
370
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B

54/104 7T

[0484]

1H NMR ( B 3E 5 538
B, FMAEAE CDClL
TREL) S

LC/MS

Alé6

8.70 (s, 1H), 8.58 (s,
1H), 5.70 (d, 1H), 4.71
(s, 1H), 4.54 (d, 1H),
3.66 (m, 2H), 3.00 (s,
3H), 1.27 (t, 3H).

iE ES MH+
432

Al7

8.81 (s, 1H), 8.62 (s,
1H), 5.65 (d, 1H), 4.84
(d, 1H), 4.81 (d, 1H),
2.91 (s, 3H).

IE ES MH+
404

Al8

8.70 (s, 1H), 8.57 (s,
1H), 5.71 (d, 1H), 4.66
(s, 1H), 4.58 (d, 1H),
3.43 (s, 3H), 3.00 (s,
3H).

1E ES MH+
418

Al9

E B0 dE Tk AR
8.54 (s, 1H), 8.37 (d,
1H), 7.16 (d, 1H), 5.61
(m, 1H), 4.95 (br s,
1H), 3.53 (m, 1H),
2.93 (s, 3H), 1.34 (d.
3H).

K4 AE 2t B R AR
8.54 (s, 1H), 8.39 (m,

iE ES MH+
276

59



CN 105636439 A

3

B

55/104 17T

[0485]

(e

1H NMR ( FedE 5 #1348
W, FHNAEAE CDCL
FREE) S

LC/MS

1H), 7.16 (d, 1H), 5.95
(d, 1H), 4.81 (br s,
1H), 3.76 (& &%,
1H), 2.89 (s, 3H), 1.40
(d, 3H).

A20

F o JF 2t aR FAg AR
8.70 (m, 1H), 8.48 (s,
1H), 8.25 (s, 1H), 8.20
(s, 1H), 7.18 (s, 1H),
5.62 (s, 1H), 4.92 (s,
1H), 3.90 (s, 3H), 3.55
(m, 1H), 2.94 (s, 3H),
1.36 (d, 3H).

iE ES MH+
383

A2l

E B 04 dEAf kAR
8.65 (m, 1H), 8.20 (s,
1H), 8.12 (s, 1H), 7.55
(s, 1H), 6.82 (s, 1H),
5.62 (s, 1H), 4.85 (s,
1H), 3.90 (s, 3H), 3.55
(m, 1H), 2.95 (s, 3H),
1.35 (d, 3H).

iE ES MH+
383
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3

B

56/104 7T

[0486]

o)

1H NMR ( B4k 5 50 4%
B, TMRAE CDCL
R EH ) D

LC/MS

A22

o AR xR A K

8.72 (s, 1H), 8.50 (s,

2H), 8.20 (s, 1H), 5.62
(s, 1H), 4.83 (s, 1H),
4.08 (s, 3H), 3.55 (m,
1H), 2.94 (s, 3H), 1.35
(d, 3H).

it ES MH+
384

A23

E B0 4F A w M AR
8.68 (m, 1H), 8.55 (d,
1H), 8.28 (s, 1H), 8.15
(s, 1H), 6.89 (d, 1H),
5.62 (s, 1H), 4.95 (br s,
1H), 3.70 (s, 3H), 3.54
(m, 1H), 2.95 (s, 3H),
1.35 (d, 3H).

iE ES MH+
383

A24

F 244 4F 2k F AR
8.69 (s, 1H), 8.46 (s,
1H), 8.21 (m, 1H),
7.57 (dm, 1H), 7.25
(dm, 1H), 5.65 (m,
1H), 4.91 (br s, 1H),
3.56 (m, 1H), 2.95 (s,
3H), 2.64 (s, 3H), 1.36
(d, 3H).

K E 3 A iR F AR
8.69 (s, 1H), 8.46 (s,
1H), 8.21 (m, 1H),
7.57 (dm, 1H), 7.25
(dm, 1H), 6.00 (d, 1H),

JE ES MH+
367
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B

57/104 7T

[0487]

1o

1H NMR ( %3E 5 9h 38
W, FRAL CDCL

FREFH) B

LC/MS

4.78 (br s, 1H), 3.79
(m, 1H), 2.92 (s, 3H),
2.64(s,3H),1.42(d,3H).

A25

EX S EISogr IS RS
8.69 (s, 1H), 8.64 (s,
1H), 5.56 (m, 1H),
4.65 (4 br s, LH), 3.53
(m, 1H), 2.93 (s, 3H),
1.33 (d, 3H).

R E A5t R A Ak
8.70 (s, 1H), 8.64 (s,
1H), 5.91 (d, 1H), 4.65
(# br s, 1H), 3.76 (m,
1H), 2.88 (s, 3H), 1.38
(d, 3H).

iE ES MH+
402

A26

E &0 3k 2B A AR
8.32 (s, 1H), 8.16 (d,
1H), 7.86 (d, 1H), 6.43
(d, 1H), 5.58 (d, 1H),

3.37 (m, 1H), 2.80 (s,

3H), 1.18 (d, 3H).
KB4 AE AT R R MR
8.32 (s, 1H), 8.17 (d,
1H), 7.86 (d, 1H), 6.18
(d, 1H), 5.91 (d, 1H),
3.39 (m, 1H), 2.72 (s,
3H), 1.18 (d, 3H).

it ES MH+
242

A27

E &6 4E abuk F AR
8.48 (s, 1H), 8.15 (d,
1H), 7.05 (d, 1H), 5.79
(d, 1H), 3.65 (m, 1H),
297 (s, 3H), 2.5(s,
3H), 1.4 (d, 3H).

K E 6 AE A B 3 AR
8.58 (s, 1H), 8.16 (d,

iE ES MH+
222

62
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3

B

58/104 1T

[0488]

bt

R L)

1H NMR ( B4k % b 4%
FREH ) 6

LC/MS

1H), 7.07 (d, 1H), 6.21
(d, 1H), 3.88 (m, 1H),

2.94 (s, 3H), 2.55(s,

3H), 1.45 (d, 3H).

A28

20 4k A pk MR
8.55 (s, 1H), 8.43 (dd,
1H), 7.25 (d, 1H), 5.55
(d, 1H), 5.04 (3% br s,
1H), 3.90 (s, 3H), 3.38
(d, 1H), 1.45 (d, 3H).
K E 6 A A B F MR
8.53 (s, 1H), 8.45 (dd,
1H), 7.24 (d, 1H),
5.87(d, 1H), 4.60 (#&
br s, 1H), 3.93 (s, 3H),
3.71 (m, 1H), 1.50 (d,
3H).

JE ES MH+
306

A29

8.46 (s, 1H), 8.38 (d,
1H), 7.18 (dd, 1H),
5.74 (d, 1H), 4.80 (d,
1H), 4.79 (s, 1H),
3.51-3.73 (m, 3H), 3.33
(m, 1H), 1.27 (t, 3H),
1.25 (t, 3H).

JE ES MH+
320

A30

E Z2 8 a AR
8.17 (d, 1H), 8.04 (d,
1H), 6.91 (d, 1H), 5.50
(d, 1H), 3.41 (m, 1H),
2.84 (s, 3H), 1.31 (d,
3H), 1.24 (s, 9H).
R0 AR A B AR
8.17 (d, 1H), 8.05 (d,
1H), 6.92 (d, 1H), 5.85

iE ES MH+
264
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3

B

59/104 7T

[0489]

Qe

1H NMR ( F&3E 5 sh 45
B, FT AL CDClL

TR EE ) B

LC/MS

(d, 1H), 3.63 (m, LH),
2.80 (s, 3H), 1.31 (d,
3H), 1.27 (s, 9H).

A3l

ER S GEISu 38 o F
8.54 (s, 1H), 8.37 (d,
1H), 7.17 (m, 1H),
575 (ddd, 1H), 5.70
(d, 1H), 5.44 (m, 1H),

5.43 (m, 1H), 5.01 (br

s, 1H), 3.89 (m, 1H),
2.89 (s, 3H).

@ S EISOEE - R
8.54 (s, 1H), 8.39 (m,
1H), 7.17 (m, 1H),
6.02 (m, 2H), 5.51 (m,
2H), 4.06 (m, 1H),
2.83 (s, 3H).

iE ES MH+
288

A32

F 40 AF 2 B T A AR
8.15 (s, 1H), 8.37 (d,
1H), 7.15 (dd, 1H),
5.75 (m, 1H), 5.70 (d,
1H), 5.23 (dd, 1H),
5.20 (dd, 1H), 4.90 (d,
1H), 3.54 (ddd, 1H),
2.96 (s, 3H), 2.55 (m,
1H), 2.53 (m, 1H).

R E G 4F 3 e 7 A 4K
8.15 (s, 1H), 8.37 (d,
1H), 7.15 (dd, 1H),
5.98 (m, 1H), 5.70 (d,
1H), 5.26 (dd, 1H),
5.18 (d, 1H), 4.79
(br.s, 1H), 3.65 (ddd,
1H), 2.91 (s, 3H), 2.69
(m, 1H), 2.55 (m, 1H).

iE ES MH+
302
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CN 105636439 A iﬁ. EH :F; 60/104 7T
[0490]
bt | 4 1H NMR ( B3k 5 5h48 | LC/MS
W, FRRAE CDCl
FRFL) 8
A33 8.48 (s, 1H), 8.42 (d, | i£ ES MH+
1H), 7.25 (d, 1H), 6.02 | 330
(m, 1H), 5.01 (br s,
1H), 3.93 (m, 1H),
3.10 (s, 3H).
A34 4t A6 4o4t2f A6
A35 o4t A6 44t 2 A6
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B

61/104 5T

[0491]

1H NMR ( FedE 5 #1348
W, FHNAEAE CDCL
FREE ) S

LC/MS

A36

8.54 (s, 1H), 8.45 (dd,
1H), 7.25 (d, 1H), 6.02
(m, 1H), 4.75 (3 br s,
1H), 3.89 (s, 3H), 3.75
(m, 1H), 3.68 (m, 1H).

IE ES MH+
278

A37

o4t A19

o4t %f A19

A38

Ho4t2 A9

de 4t A9

A39

8.44 (s, 1H), 8.40 (d,
1H), 7.22 (d, 1H), 5.77
(d, 1H), 4.86 (s, 1H),
4.85 (d, 1H), 3.99 (m,
2H), 3.03 (s, 3H).

iE ES MH+
360
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CN 105636439 A iﬁ, EH :I:S 62/104 BT

[0492]

o4 | 4 1H NMR ( % 3E % 4848 | LC/MS
B, FMALE CDClL
TRFH) S
(DMSO-d6): 8.57 (d,| i ES MH+
1H), 8.47 (s, 1H), 7.75 | 262

(s, 1H), 7.36 (d, 1H),
6.46 (d, 1H), 5.68 (d,
1H), 3.43 (q, 1H), 1.15
(d, 3H).

A40

A4l 8.46 (s, 1H), 8.38 (d, it ES MH+
1H), 7.19 (dd, 1H), 318

5.94 (m, 1H), 5.75 (d,
1H), 5.36 (dd, 1H),
5.26 (dd, 1H), 4.80 (d,
1H), 4.77 (s, 1H), 4.15

(m, 2H), 3.01 (s, 3H).

A42 F 8.50 (s, 1H), 8.37 (d, .E ES MH+

1H), 7.16 (d, 1H), 5.89 336

Y > (s, 1H), 4.90 (s, 1H),
N 4.37 (d, 1H), 3.57 (m,

1H), 3.49 (d, 6H), 3.04

OY .~ OH (s, 3H).

A43 2694kt skF MR | IE ES MH+
8.50 (s, 1H), 8.37 (d, 292

1H), 7.16 (d, 1H), 5.89
(m, 1H), 5.03 (m, 1H),
3.91 (m, 1H), 3.82 (m,
1H), 3.51 (q, 1H), 2.96
(s, 3H), 2.36 (br m,
1H)

R E 0 4F A B AR
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[0493]

el | &M 1H NMR ( 2 4E 7% sh48 | LC/MS
B, FHE2E CDCL
FREL) S

8.55 (s, 1H), 8.37 (d,
1H), 7.18 (m, 1H),
5.89 (m, 1H), 5.46 (br
s, 1H), 3.96 (m, 1H),
3.76 (m, 1H), 3.51 (q,
1H), 2.96 (s, 3H), 2.36
(br m, 1H)

8.44 (s, 1H), 8.38 (d, | .E ES MH+
1H), 7.19 (dd, 1H), 316

5.82 (d, 1H), 4.92 (s,
1H), 4.79 (d, 1H), 4.32
(d, 2H), 3.03 (s, 3H),
2.54 (t, 1H)

Ad4

A4S 8.45 (s, 1H), 8.38 (d, | £ ES MH+
1H), 7.18 (d, 1H), 5.77 | 336

(d, 1H), 4.80 (s, 1H),
4.78 (d, 1H), 3.74 (q,
2H), 3.58 (t, 2H), 3.39
(s, 3H), 3.01 (s, 3H).

A46 8.62 (s, 1H), 8.42 (d,| £ ES MH+
1H), 7.20 (dd, 1H), | 288

592 (t, 1H), 4.98 (d,
1H), 3.68-3.77 (m,
2H), 3.21-3.29 (m,
1H), 2.14-2.22 (m,
1H), 2.02-2.13 (m,
1H), 1.89-2.02 (m,
1H), 1.36-1.49 (m,

1H).
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CN 105636439 A

3

B

64/104 T

[0494]

-4

1H NMR ( Fh3E 5 #h 45
B, FNAEE CDClL
TRFE) S

LC/MS

A47

o4t 2t Ad6

S04t 2 Ad6

A48

8.46 (s, 1H), 8.37 (d,
1H), 7.17 (d, 1H), 5.66
(d, 1H), 4.80 (d, 1H),
4.71 (s, 1H), 3.93 (dt,
1H), 2.96 (s, 3H), 1.27
(dd, 6H).

i ES MH+
320

A49

£ S LEIS g S F S
8.64 (s, 1H), 8.33 (s,
1H), 5.56 (t, 1H), 4.63
(d, 1H), 3.52 (m, 1H),

2.93 (s, 3H), 1.34 (d,

3H).

KB AE A gk F AR
8.64 (s, 1H), 8.35 (s,
1H), 591 (dd, 1H),
4.46 (d, 1H), 3.76 (m,
1H), 2.89 (s, 3H), 1.39
(d, 3H),

IE ES MH+
310
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CN 105636439 A

3

B

65/104 BT

[0495]

-4

1H NMR ( Fh3E 5 #h 45
B, FHAE CDCL
TR FE) 6

LC/MS

AS50

E 24 AF 5w A Ak
8.64 (s, 1H), 8.38 (s,
1H), 5.51 (dd, 1H),
4.68 (d, 1H), 3.89 (s,
3H), 3.72 (m, 1H),
1.45 (d, 3H).

R E A B A AR
8.62 (s, 1H), 8.40 (s,
1H), 5.83 (dd, 1H),
4.28 (d, 1H), 3.92 (s,
3H), 3.79 (m, 1H),
1.50 (d, 3H).

iIE ES MH+
326

AS1

&0 AF 2T F AR
8.48 (s, 1H), 8.15 (s,
1H), 5.56 (d, 1H), 4.98
(br s, 1H), 3.51 (dq.
1H), 2.92 (s, 3H), 2.40
(s, 3H), 1.33 (d, 3H).
R Eah A 5T B M 4R
8.47 (s, 1H), 8.17 (s,
1H), 5.91 (d, 1H), 4.83
(br s, 1H), 3.74 (£ &
% 1H), 2.88 (s, 3H),
2.40 (s, 3H), 1.39 (d,
3H).

iIE ES MH+
290

AS52

8.41 (s, 1H), 8.17 (s,
1H), 5.70 (s, 1H), 4.70
(s, 1H), 3.64 (m, 2H),
3.00 (s, 3H), 2.40 (s,
3H), 1.27 (t, 3H).

iE ES MH+
320
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CN 105636439 A iﬁ, EH :I:S 66/104 BT

[0496]

ety | 4H 1H NMR ( F& 4 5 #h48 | LC/MS
W, FMEE CDCL
FREFE) b

8.57 (s, 1H), 8.34 (s, it ES MH+
1H), 5.70 (d, 1H), 4.70 340

(s, 1H), 4.52 (d, 1H),
3.67 (m, 2H), 3.00 (s,
3H), 1.28 (t, 3H).

AS3

A54 8.55 (s, 1H), 8.39 (d, .E ES MH+
1H), 7.17 (d, 1H), 5.82 | 306

(s, 1H), 3.58 (br s,
3H), 3.39 (s, 3H), 2.98

(s, 3H).

A55 F B F 24 4F 2 sk B M 4R | EE ES MH+
8.63 (s, 1H), 8.54 (s, 370/372

| 1H), 5.83 (d, 1H), 4.30
S (br s, 1H), 3.93 (s,
3H), 3.80 (m, 1H),

O%( _—~OH 1.50 (d, 3H).

NI K244 4 5 B A A
8.65 (s, 1H), 8.52 (s,

1H), 5.51 (d, IH)ﬂ 4.70

(br s, 1H), 3.90 (s,

3H), 372 (m, 1H),

1.45 (d, 3H).

\
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CN 105636439 A

3

B

67/104 7T

[0497]

e

%.

1H NMR ( FedE 5 #1348
W, FHEE CDCL
FREE ) S

LC/MS

A56

F 2 3F 2t gk F MR
8.85 (s, 1H), 8.53 (s,
1H), 7.22 (br s, 1H),
5.60 (m, 1H), 4.84 (br
s, 1H), 3.53 (m, 1H),
2.92 (s, 3H), 2.23 (s,
3H), 1.33 (d, 3H).

RE AR 2 R SR A AR
8.85 (s, 1H), 8.52 (s,
1H), 7.22 (br s, 1H),
5.93 (m, 1H), 4.70 (br
s, 1H), 3.75 (m, 1H),
2.88 (s, 3H), 2.23 (s,
3H), 1.39 (d, 3H).

IE ES MH+
333

F 20 4R 2wk A 4R
8.95 (s, 1H), 8.53 (s,
1H), 7.48 (br s, LH),
5.60 (m, 1H), 4.86 (m,
1H), 3.52 (m, 1H),
292 (s, 3H), 1.33 (d,
3H), 1.33 (s, 9H).

R E o 4E 5 sk 3 MR
8.97 (s, 1H), 8.52 (s,
1H), 7.48 (br s, 1H),
5.94 (m, 1H), 4.71 (m,
1H), 3.75 (m, 1H),
2.88 (s, 3H), 1.39 (d,
3H), 1.33 (s, 9H).

JE ES MH+
375

72



CN 105636439 A

3

B

68/104 1l

[0498]

bt

1H NMR ( % 3E 5 #h 4%
EU:T] 3 ‘g‘ ﬂ’] ?%’E CDC13
FRFH) S

LC/MS

A58

F 20 dF 2 gk AR
8.50 (s, 1H), 8.20 (s,
1H), 5.50 (m, 1H),
5.02 (m, 1H), 3.89 (s,
3H), 3.68 (m, 1H),
2.41 (s, 3H), 1.44 (d,
3H).

NE R | RS
8.47 (s, 1H), 8.23 (s,
1H), 5.81 (m, 1H),
4.59 (m, 1H), 3.93 (s,
3H), 3.76 (quintet,
1H), 2.41 (s, 3H), 1.48
(d, 3H)o

iE ES MH+
306

A59

8.28 (m, 2H), 7.10 (dd,
1H), 5.72 (d, 1H), 5.00
d, 1H), 4.71(s, 1H),
3.66 (m, 2H), 2.99 (s,
3H), 1.91(t, 3H),
1.27(t, 3H).

it ES MH+
302

A60

T 0 AE AT B R A ke
8.36 (d, 1H), 8.30 (d,
1H), 7.09 (dd, 1H),
5.59 (m, 1H), 5.12 (d,
1H), 3.51 (m, 1H),
2.93 (s, 3H), 1.92 (t,

3H), 1.33 (d, 3H).

RZ o AR AT e A AR
8.36 (d, 1H), 8.30 (d,
1H), 7.09 (dd, 1H),
5.92 (m, 1H), 4.98 (d,
1H), 3.74 (m, 1H),
2.89 (s, 3H), 1.92 (t,

JE ES MH+
272
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CN 105636439 A

3

B

69/104 1T

[0499]

1H NMR ( FedE 5 #1348
W, FHEE CDCL
T RFH ) S

LC/MS

3H), 1.40 (d, 3H).

A61

8.21 (d, 1H), 8.06 (m,
1H), 7.07 (dd, 1H),
571 (s, 1H), 5.19 (s,
1H), 4.70(s, 1H), 3.65
(m, 2H), 2.98 (s, 3H),
1.70(d, 3H), 1.63(d,
3H), 1.27(t, 3H).

iE ES MH+
298

A62

E B0 JExb e F AR
8.51 (s, 1H), 8.50 (s,
1H), 6.93 (m, I'H}_,
5.71 (d, 1H), 5.60 (m,
1H), 5.42 (d, 1H), 4.91
(m, 1H), 3.53 (m, 1H),
2.93 (s, 3H), 1.33 (d,
3H).

KRB AR5 B AR
8.51 (s, 1H), 8.50 (s,
1H), 6.93 (m, 1H),
5.94 (m, 1H), 5.71 (d,
1H), 5.42 (d, 1H), 4.76
(m, 1H), 3.76 (m, 1H),
2.88 (s, 3H), 1.39 (d,
3H).

1IE ES MH+
302

Ab63

E 204 3E Ak AR
8.15 (d, 1H), 8.11 (m,
1H), 7.01 (dd, 1H),
5.54 (d, 1H), 3.46 (m,
1H), 2.88 (s, 3H), 1.66
(d, 3H), 1.60 (d, 3H),
1.28 (d, 3H).

KB 4k 2wk F AR
8.15 (d, 1H), 8.11 (m,
1H), 7.01 (dd, 1H),

iE ES MH+
268
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CN 105636439 A

3

B

70/104 7T

[0500]

e

%.

1H NMR ( FedE 5 #1348
W, FHEE CDCL
FREE ) S

LC/MS

5.88 (d, 1H), 3.68 (m,
1H), 2.83 (s, 3H), 1.66
(d, 3H), 1.60 (d, 3H),
1.34 (d, 3H).

A64

E Z oy dE bk R A AR
8.47 (s, 1H), 8.42 (d,
1H), 7.25 (m, 1H),
5.57 (d, 1H), 3.73 (m,
1H), 1.47 (d, 3H).

R E o 4 A e AR
8.44 (s, 1H), 8.35 (d,
1H), 7.27 (m, 1H),
5.94 (d, 1H), 3.86 (m,
1H), 1.48 (d, 3H).

iE ES MH+
278

Ab65

EF 6 R AT B A AR
8.58 (s, 1H), 8.46 (s,
1H), 5.63 (br. s., 1H),
4,77 (d, 1H), 4.12 (m,
1H), 3.54 (qd, 1H),
2.94 (s, 3H), 1.46 (s,
9H) 1.35 (d, 3H).

& FAEI o P o F S
8.58 (s, 1H), 8.46 (s,
1H), 5.95 (dd, 1H),
5.60 (t, 1H), 4.60 (d,
1H), 3.78 (t, 1H), 2.90
(s, 3H), 1.46 (s, 9H)
1.35 (d, 3H).

fa & ES
MH+
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CN 105636439 A

3

B

71/104 7T

[0501]

-4

1H NMR ( Fh3E 5 #h 45
B, FHAE CDCL
TR FE) 6

LC/MS

A66

F 244 4k A w4
8.65 (d, 1H), 8.26 (dd,
1H), 8.02 (t, 1H), 5.87
(br.s, 1H), 5.53 (d,
1H), 5.20 (br.s, 1H),
3.89 (s, 3H), 3.70 (m,
1H), 1.48 (s, 9H), 1.45
(d, 3H).

R Ak ok F AR
8.67 (d, 1H), 8.24 (dd,
1H), 8.00 (t, 1H), 5.87
(br.s, 1H), 5.85 (d,
1H), 4.75 (br.s, 1H),
3.92 (s, 3H), 3.78 (m,
1H), 1.50 (d, 3H), 1.48
(s, 9H).

iIE ES MH+
323

A67

F oAk 2t B AR
8.62 (d, 1H), 8.25 (d,
1H), 7.96 (dd, 1H),
5.84 (br.s, 1H), 5.59 (t,
1H), 5.11 (d, 1H), 3.51
(ddd, 1H), 2.92 (s,
3H), 1.48 (s, 9H), 1.34
(d, 3H).

R E G Ak 2 B R AR
8.62 (d, 1H), 8.25 (d,
1H); 7.96 (dd, 1H),
594 (dd, 1H), 5.84
(br.s, 1H), 4.96 (d,
1H), 3.75 (m, 1H),
2.88 (s, 3H), 1.48 (s,
9H), 1.38 (d, 3H).

iE ES MH+
307
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CN 105636439 A

3

B

72/104 7T

[0502]

1H NMR ( FedE 5 #1348
W, FHNAEAE CDCL
FREE) S

LC/MS

A68

8.44 (d, 1H), 7.98 (s,
1H), 7.26 (dd, 1H),
5.81 (m, 1H), 5.12 (d,
1H), 4.13 (m, 1H),
3.18 (d, 3H), 2.65-2.36
(m, 2H).

KB4 AE SRk A AR
8.46 (d, 1H), 8.29 (s,
1H), 7.28 (dd, 1H),
5.72 (m, 1H), 5.40 (t,
1H), 4.00 (m, 1H),
3.18 (d, 3H), 2.65-2.36
(m, 2H).

IE ES MH+
344

A69

1

8.58 (s, 1H), 8.24 (s,
1H), 6.20 (brs, 1H),
5.71 (s, 1H), 4.79 (brs,
1H), 4.69 (s, 1H), 3.68
(m, 2H), 2.99 (s, 3H),
1.48 (s, 9H), 1.28 (t,
3H).

iE ES MH+
371
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CN 105636439 A iﬁ, EH :I:S 73/104 7T

[0503]
Wit | 44 1H NMR ( %3k 5 #h48 | LC/MS
% ’ E‘J’I’J J"%E CDCl;
TR Eh ) 6

EE 4 E ek B4R | £ ES MH+
8.59 (s, 1H), 8.34 (s, 357

1H), 6.15 (s, 1H), 5.53
(d, 1H), 3.90 (s, 3H),
3.72 (m, 1H), 1.49 (s,
9H), 1.46 (d, 3H).

R EG 4 A AR
8.59 (s, 1H), 8.34 (s,
1H), 6.15 (s, 1H), 5.85
(d, 1H), 3.93 (s, 3H),
3.79 (m, 1H), 1.49 (s,
9H), 1.46 (d, 3H).

E B4 s w AR | E ES MH+
8.52 (s, 1H), 8.27 (s, |341

1H), 6.28 (s, 1H), 5.56
(d, 1H), 4.98 (brs, 1H),
3.51 (m, 1H), 2.91 (s,
3H), 1.47 (s, 9H), 1.32
(d, 3H),

K B0 3E 2R F AR
8.52 (s, 1H), 8.27 (s,
1H), 6.28 (s, 1H), 5.91
(d, 1H), 4.80 (brs, 1H),
3.73 (m, 1H), 2.87 (s,
3H), 1.47 (s, 9H), 1.37
(d, 3H). |
F B8 dE st F MR | JE ES MH+
8.37 (s, 1H), 8.30 (d,|326
1H), 7.11 (dd, 1H),
5.59 (d, 1H), 5.51 (brs,
1H), 3.53 (m, 1H),
2.93 (s, 3H), 1.33 (@,

Y 3H).
Va P& SLE SO B

8.37 (s, 1H), 8.30 (d,

AT70

AT71

AT2
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CN 105636439 A

3

B

74/104 7T

[0504]

e

%.

1H NMR ( FedE 5 #1348
W, FHEE CDCL
T RFH ) S

LC/MS

1H), 7.11 (dd, 1H),
5.93 (d, 1H), 5.51 (brs,
1H), 3.73 (m, 1H),
2.89 (s, 3H), 1.40 (d,
3H).

A73

E 26 4k sh ek A A
8.57 (s, 1H), 8.46 (d,
1H), 7.26 (m, 1H),
5.58 (d, 1H), 5.03 (brs,
1H), 3.92 (s, 3H), 3.74
(m, 1H), 1.47 (d, 3H).

KB Ak 2t B AR
8.55 (s, 1H), 8.47 (d,
1H), 7.26 (m, 1H),
5.89 (d, 1H), 5.03 (brs,
1H), 3.95 (s, 3H), 3.81
(m, 1H), 1.51 (d, 3H).

iE ES MH+
342

A74

R SLEIS e B R
8.49 (m, 1H), 8.36 (d,
1H), 7.88 (dd, 1H),
5.60 (d, 1H), 4.94
(br.s, 1H), 3.53 (ddd,
1H), 2.93 (s, 3H), 1.34
(d, 3H).

K24 dE 2wl Fe A AR
8.49 (m, 1H), 8.36 (d,
1H), 7.88 (dd, 1H),
596 (d, 1H), 4.78
(br.s, 1H), 3.77 (pent,
1H), 2.89 (s, 3H), 1.40
(d, 3H).

JE ES MH+
276
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CN 105636439 A

3

B

75/104 7T

[0505]

ety

2

1H NMR ( FrdE 5% #h 48
W, FMRLE CDCL
o EE ) S

LC/MS

AT75

8.49-8.61 (m, 1H), 8.45
(d, 1H), 7.21-7.28 (m,
1H), 5.86-5.94 (m,
1H), 4.88-4.93 (m,
1H), 4.78-4.86 (m,
1H), 3.86-4.08 (m,
3H), 3.29-3.42 (m,
1H).,

iE ES MH+
290

A76

E B IS AR
8.50 (s, 1H), 8.36-8.44
(m, 1H), 7.21 (d, 1H),
5.60-5.67 (m, 1H),
4.92-498 (m, 1H),
4.58-4.92 (m, 2H),
3.67-3.79 (m, 1H),
3.32-3.39 (m, 3H),
1.34-1.41 (m, 3H).

RE e B R M A
8.50 (s, 1H), 8.36-8.44
(m, 1H), 7.21 (d, 1H),
597  (dd, 1H),
4.92-498 (m, 1H),

4.58-492 (m, 2H),

3.94-4.06 (m, 1H),
3.40-3.52 (m, 3H)
1.41-1.47 (m, 3H).

iE ES MH+
306

AT77

8.54 (s, 1H) 8.38 (d,
1H) 7.12-7.19 (m, 1H)
5.81 (s, 1H) 4.96 (d,
1H) 3.58 (s, 3H) 3.40
(s, 3H) 2.99 (s, 3H).

iE ES MH+
306
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CN 105636439 A

3

B

76/104 7T

[0506]

it

1H NMR ( & 4E 5 9h 48
W, FRRAE CDCl
FREN) D

LC/MS

A78

S gt AT

bt AT7

AT79

F 0 4 A B A AR
8.48 (s, 1H), 8.25 (s,
1H), 6.80 (d, 1H), 5.61
(dd, 1H), 3.76 (s, 3H),
3.61 (dq, 1H), 2.39 (s,
3H), 1.27 (d, 3H).

K E o 2E 2B A A
8.49 (s, 1H), 8.33 (s,
1H), 6.56 (d, 1H), 5.92
(t, 1H), 3.77 (s, 3H),
3.70 (quin, 1H), 2.39
(s, 3H), 1.30 (d, 3H).

iE ES MH+
306

A80

B Lk P R
8.53 (m, 1H), 8.39 (d,
1H), 7.93 (dd, 1H),
555 (d, 1H), 5.00
(br.s, 1H), 3.90 (s,
3H), 3.72 (ddd, 1H),
1.45 (d, 3H).

& SRS o R
8.56 (m, 1H), 8.37 (d,
1H), 7.93 (dd, 1H),
5.87 (d, 1H), 4.56
(br.s, 1H), 3.93 (s,
3H), 3.80 (pent, 1H),
1.50 (d, 3H).

iE ES MH+
292
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CN 105636439 A

3

B

77/104 7T

[0507]

e

1H NMR ( Fr3E 5 5458
FRFE ) D

LC/MS

A81

8.49 (d, 1H), 8.28 (d,
1H), 7.89 (dd, 1H),
5.73 (d, 1H), 5.00 (d,
1H), 4.79 (d, 1H), 3.02
(s, 3H), 2.74 (d, 1H).

it ES MH+
278

AS82

8.47 (s, 1H), 8.40 (d,
1H), 7.18 (d, 1H), 5.74
(s, 1H), 4.85 (brs, 1H),
4.71 (s, 1H), 3.67 (m,
2H), 3.00 (s, 3H), 1.28
(t, 3H).

IE ES MH+
356

A83

8.50 (d, 1H), 8.30 (d,
1H), 7.89 (dd, 1H),
5.74 (d, 1H), 4.80 (d,
1H), 4.71 (s, 1H), 3.68
(m, 2H), 3.00 (s, 3H),
1.28 (t, 3H).

JE ES MH+
306

A84

= & 04 3k 2t Bk AR
8.35 (s, 1H), 8.32 (d,
1H), 7.11 (d, 1H), 6.60
(t, 1H), 5.59 (d, 1H),
5.10 (br. s., 1H), 3.51
(dq, 1H), 2.92 (s, 3H),
1.33 (d, 3H).

KE 0 AE 2k FM AR

it ES MH+
258
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CN 105636439 A

3

B

78/104 7T

[0508]

it

1H NMR ( & 4E 5 9h 48
W, FRRAE CDCl
FREN) D

LC/MS

8.34 (s, 1H), 8.32 (d,
1H), 7.11 (d, 1H), 6.60
(t, 1H), 5.93 (d, 1H),
4.96 (br. s., 1H), 3.74
(RE%, 1H), 2.88 (s,
3H), 1.39 (d, 3H).

A85

E &6 JEab ek F AR
8.53 (d, 1H), 8.35 (d,
1H), 7.16 (dd, 1H),
559 (t, 1H), 4.97 (d,
1H), 353 (dg, 1H),
2.93 (s, 3H), 1.34 (d,
3H).

F 20 4k 5w AR
8.53 (d, 1H), 8.36 (d,
1H), 7.16 (dd, 1H),
5.94 (dd, 1H), 4.83 (d,
1H), 3.75 (t, 1H), 2.89
(s, 3H), 1.39 (d, 3H).

iE ES MH+
292

A86

ER S LR S P RS
8.31 (s, 1H), 7.12 (s,
1H), 6.57 (t, 1H), 5.59
(t, 1H), 4.61 (d, 1H),
3.53 (dq, 1H), 2.92 (s,
3H), 1.33 (d, 3H).

E 20 4E 2 e R A AR
8.31 (s, 1H), 7.12 (s,
1H), 6.57 (t, 1H), 5.94
(dd, 1H), 4.45 (d, 1H),
3.75 (& £%, 1H),
2.88 (s, 3H), 1.39 (d,
3H).

iE ES MH+
292
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CN 105636439 A

3

B

79/104 7T

[0509]

-4

1H NMR ( F&4E 5 9138
B, FNRAE CDCL
PR ) b

LC/MS

A87

F 24 AF 5w A AR
8.45-8.61 (m, 1H),
8.23-844 (m, 1H),
7.07-7.22 (m, 1H),
5.64-5.62 (m, 1H),
4.97-4.99 (m, 1H), 4.42
(dd, 1H), 3.92 (dd,
1H), 3.67-3.84 (m,
1H), 2.15-2.33 (m,
1H), 1.34-1.46 ppm
(m, 3H).

KB A AT B R A AR
8.45-8.61 (m, 1H),
8.23-8.44 (m, 1H),
7.07-7.22 (m, 1H),
5.85-6.03 (m, 1H), 4.74

(d, 1H), 4.57 (dd, 1H),

4.02 (quin, 1H),

2.15-2.33 (m, 1H),
1.34-1.46 ppm (m,
3H).

iE ES MH+
300

A88

F B0 JE it ak F M AR
8.55 (s, 1H), 8.39 (d,
1H), 7.16 (d, 1H), 5.94
(d, 1H), 3.92 (m, 1H),
3.62 (m, 1H), 3.19 (m,
1H), 1.39 (d, 3H), 1.18
(t, 3H).

R By AF A e A AR
8.55 (s, 1H), 8.39 (d,
1H), 7.16 (d, 1H), 5.57
(d, 1H), 3.62(m, 2H),
3.19 (m, 1H), 1.35 (d,
3H), 1.20 (t, 3H).

it ES MH+
290
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[0510]

e

1H NMR ( &3k 5 sh 48
Bﬂ ’ ‘E‘ P;"J ?%.ﬁ‘ CDCI3
HREA ) S

LC/MS

A89

2 &t 3 AR
8.19 (m, 2H), 7.09 (d,
1H), 5.59 (d, 1H), 3.50
(m, 1H), 3.13 (s, 3H),
2.92 (s, 3H), 1.52 (s,
6H), 1.33 (d, 3H).

R0 AE A RS AR
8.19 (m, 2H), 7.09 (d,1
H, 5.93 (d, 1H),3.73
(m, 1H), 3.13 (s, 3H),
2.88(s, 3H), 1.52 (s,
6H), 1.40 (d, 3H).

JE ES MH+
280

A90

2209 3k 2w AR
8.54 (m, 1H), 8.39 (d,
1H), 7.26 (dd, 1H),
5.53 (dd, 1H), 5.03 (d,
1H), 3.90 (s, 3H), 3.71
ddd, 1H), 1.45 (d,
3H).

K E Ak 2wk F AR
8.52 (m, 1H), 8.42 (d,
1H), 7.24 (dd, 1H),
5.85 (dd, 1H), 4.59 (d,
1H), 3.93 (s, 3H), 3.79
(ZE'%, 1H), 1.49 (d,
3H).

i ES MH+
308

A91

E &0 AT m F AR
8.50 (s, 1H), 8.38 (d,
1H), 7.19 (dd, 1H),
5.86 (br s, 1H), 5.68
(m, 1H), 4.98 (d, 1H),

3.74 (m, 1H), 1.36 (d,

3H).
KB G 4F 2 Bk A AR
8.46 (s, 1H), 8.36 (d,

iIE ES MH+
278
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[0511]

e

%.

1H NMR ( FedE 5 #1348
W, FHEE CDCL
FREE ) S

LC/MS

1H) , 7.12 (dd, 1H),
5.99 (d, 1H), 5.71 (br
s, 1H), 4.88 (d, 1H),
4.04 (A &%, 1H) ,
1.39 (d, 3H),

A92

FE 0y Jh A m A AR
8.28 (d, 1H), 8.10 (d,
1H), 6.96 (dd, 1H),
5.55 (t, 1H), 5.07 (d,
1H), 3.49 (ddd, 1H),
2.91 (s, 3H), 1.32 (d,
3H),

R E G AE S AR
8.27 (d, 1H), 8.11 (d,
1H), 6.96 (dd, 1H),
5.89 (dd, 1H), 4.94 (d,
1H), 3.72 (m, 1H),
2.87 (s, 3H), 1.37 (d,
3H),

iE ES MH+
242

A93

E WA R MR
8.36 (m, 2H), 7.18 (m,
1H), 5.52 (d, 1H), 4.47
(brs, 1H), 3.90 (s, 3H),
3.70 (m, 1H), 1.92 (4,
3H), 1.48 (d, 3H).

KRB BRFAR
8.36 (m, 2H), 7.18 (m,
1H), 5.83 (d, 1H), 5.21
(brs, 1H), 3.93 (s, 3H),
3,77 (m, 1H), 1.92 (t,
3H), 1.49 (d, 3H).

1E ES MH+
288
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[0512]

1H NMR ( FedE 5 #1348
W, FMEE CDCL
FREE) S

LC/MS

A94

E 26 4k A mk R AR
8.59 (s, 1H), 8.45 (d,
1H), 7.28 (dd, 1H),
5.97 (d, 1H), 5.39 (d,
1H), 5.03 (brs, 1H),
4.42 (m, 1H), 4.12 (m,
1H), 4.00 (m, 1H),
3.63 (m, 1H).

R E G A 5k A AR
8.59 (s, 1H), 8.45 (d,
1H), 7.28 (dd, 1H),
6.17 (d, 1H), 5.39 (d,
1H), 5.24 (brs, 1H),
4.41 (m, 1H), 4.39 (m,
1H), 4.26 (m, 1H),

3.88 (m, 1H),

IE ES MH+
290

A95

8.55 (s, 1H), 8.39 (d,
1H), 7.17 (d, 1H), 6.07
(d, 1H), 5.0(br.s, 1H),

3.72 (m, 1H), 3.42 (m,

3H), 1.22 (t, 3H).

iE ES MH+
276

A96

8.57 (s, 1H), 8.40 (d,
1H), 7.17 (d, 1H), 6.90
(s, 1H), 4.62 (s, 1H),
3.87 (m, 1H), 3.64 (m,
1H), 2.99 (s, 3H), 2.07
(s, 3H), 1.27 (t, 3H).

iE ES MH+
348
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[0513]
ad | 4EH 1H NMR ( F2 4k 5 #M 48 | LC/MS
B, FNREE CDClL
R ) S
A97 iE ES MH+
482
A98 £ ES MH+
496/498
A99 iE ES MH+
494
A100 i ES MH+
404
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[0514]

e

1H NMR ( &3k 5 sh 48
Bﬂ ’ ‘E‘ jf][] F%.ﬁ‘ CDCI3
HREA) D

LC/MS

Al01

JE ES MH+
396

A102

8.49 (s, 1H), 8.27 (d,
1H), 7.55 (d, 2H),
7.33-7.41 (m, 3H), 7.14
(dd, 1H), 7.10 (s, 1H),
4.70 (s, 1H), 3.92 (dq,
1H), 3.68 (dgq, 1H),
3.39 (s, 3H), 3.00 (s,
3H), 1.30 (t, 3H).

iIE ES MH+
522

A103

8.55 (s, 1H), 8.42 (d,
1H), 7.53 (d, 2H),
7.31-7.41 (m, 3H), 7.21
(dd, 1H), 7.11 (s, 1H),
4.51 (s, 1H), 3.91 (dq,
1H), 3.66 (dq, 1H),
3.46 (s, 3H), 2.92 (s,
3H), 1.30 (t, 3H).

JE ES MH+
522

Al104

FE &4 4k A ek AR
8.50 (s, 1H), 8.40 (d,
1H), 7.28-7.13 (m,
6H), 5.13 (d, 1H), 3.89
(s, 3H), 3.77-3.71 (m,
2ZH), 3.53 (d, 1H), 3.16
(br. s., 1H), 1.45 (d,
3H)

R E 0 4E A R AR
8.57 (s, 1H), 8.40 (d,
1H), 7.28-7.13 (m,

381

89



CN 105636439 A

3

B

85/104 1l

[0515]

(e

%.

1H NMR ( FedE 5 4148
W, FHREE CDCL
FREH ) O

LC/MS

6H), 5.52 (d, 1H), 3.94
(s, 3H), 3.90-3.73 (m,
2H), 3.57 (d, 1H), 3.30
(# br. s., 1H), 1.53 (d,
3H).

Al105

F 204 JF 2t aR FA AR
8.53 (s, 1H), 8.46 (s,
1H), 5.59 (t, 1H), 4.97
(t, 1H), 4.57 (s, 2ZH),
3.52 (m, 1H), 3.45 (s,
3H), 2.92 (d, 3H), 1.33
(dd, 3H).

REE AE AT B F A 4K
8.53 (s, 1H), 8.47 (s,
1H), 5.94 (dd, 1H),
4.82 (t, 1H), 4.57 (s,
2H), 3.75 (m, 1H),

3.45 (s, 3H), 2.88 (d,

3H), 1.39 (dd, 3H).

iE ES MH+
320

A106

E B0 4F 5t Bk A AR
8.30-8.56 (m, 2H),
7.27-7.32 (m, 1H),
6.80-7.23 (m, 1H),
5.59-5.75 (m, 1H),
4.80-4.97 (m, 1H),
3.83-4.10 (m, 1H),
1.40-1.53 (m, 3H).

KB JE B F AR
8.30-8.56 (m, 2H),
7.27-7.32 (m, 1H),
6.80-7.23 (m, 1H),
5.87-6.09 (m, 1H),
4.69-4.80 (m, 1H),
4.10-4.35 (m, 1H),
1.53-1.60 (m, 3H).

1E ES MH+
312
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3

B

86/104 1l

[0516]

-4

1H NMR ( Fh3E 5 #h 45
B, FHAE CDCL
TR FE) 6

LC/MS

A107

F 204 1 2w A A AR
8.53 (s, 1H), 8.29-8.44
(m, 1H), 7.07-7.23 (m,
1H), 5.73-5.89 (m,
1H), 5.62 (t, 1H),
5.17-5.36 (m, 2H), 4.92
(d, 1H), 4.15-4.33 (m,
1H), 3.51-3.77 (m,
2H), 1.24-1.34 (m,
3H).

KRBt AR 2 e A A
8.53 (s, 1H), 8.29-8.44
(m, 1H), 7.07-7.23 (m,
1H), 5.94 (dd, 1H),
5.73-5.89 (m, 1H),
5.17-5.36 (m, 2H), 4.80
(d, 1H), 4.15-4.33 (m,
1H), 3.89 (quin, 1H),
3.51-3.77 (m, 1H), 1.36
(d, 3H)o

iIE ES MH+
302

A108

2 dEr B AR
8.52 (s, 1H), 8.51 (s,
1H), 5.58 (t, 1H), 4.96
(br t, 1H), 4.69 (s,
2H), 3.69 (m, 2H),
3.60 (m, 2H), 3.52 (dgq,
1H), 3.40 (d, 3H), 2.92
(d, 3H), 1.33 (dd, 3H).
K E Ak 2tk R AR

8.52 (s, 1H), 8.51 (s,

1H), 5.93 (dd, 1H),
4.81 (dd, 1H), 4.69 (s,
2H), 3.75 (m, 1H),
3.69 (m, 2H), 3.60 (m,
2H), 3.40 (d, 3H), 2.88
(d, 3H), 1.38 (dd, 3H).

it ES MH+
364
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CN 105636439 A

3

B

87/104 1T

[0517]

1H NMR ( FedE 5 #1348
W, FHEE CDCL
FREE ) S

LC/MS

A109

8.27 (d, 1H), 8.13 (s,
1H), 7.04 (d, 1H), 5.75
(s, 1H), 4.62 (s, 1H),
3.58 (m, 2H), 3.02 (s,
3H), 2.85 (s, 3H), 1.42
(s, 6H), 1.15 (t, 3H).

IE ES MH+
310

Al10

EF 0 4E A uk F AR
8.53 (s, 1H), 8.35-8.38
(m, 1H), 7.12-7.18 (m,
1H), 5.59-5.65 (m,
1H), 4.96 (br. s., 1H),
3.54-3.63 (m, 2H),
3.02-3.17 (m, 1H),
1.45-1.77 (im, 2H), 1.32
(d, 2H), 0.90-1.02 (m,

3 H) o

R E G AE 2t B R AR
8.53 (s, 1H), 8.35-8.38
(m, 1H), 7.12-7.18 (m,
1H), 5.94 (d, 1H), 4.84
(br. s., 1H), 3.85-3.95
(m, 1H), 3.02-3.17 (m,
1H), 1.45-1.77 (m,
2H), 138 (d, 1H),
0.90-1.02 (m, 3H).

iE ES MH+
304
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[0518]

-4

1H NMR ( F&4E 5 9138
B, FNRAE CDCL
PR ) b

LC/MS

Alll

F 244 4k A B A AR
8.50 (s, 1H), 8.42 (d,
1H), 7.17-7.25 (m,
1H), 5.66-5.71 (m,
1H), 4.92 (br. s., 1H),
4.16-4.38 (m, 1H), 3.79
(qd, LH), 3.53-3.74 (m,
1H), 1.38 (d, 3H).

R E 4 AE 2T B AR
8.48 (s, 1H), 8.42 (d,
1H), 7.17-7.25 (m,
1H), 6.00 (d, 1H), 4.80
(br. s., 1H), 4.16-4.38
(m, 1H), 3.99-4.08 (m,
1H), 3.53-3.74 (m,
1H), 1.41-1.47 (m,
3H).

iE ES MH+
344

Al12

F o 4k 2 B F A 4k
8.47 (s, 1H), 8.36-8.43
(m, 1H), 7.20 (d, 1H),
5.79-6.15 (m, 1H),
5.61-5.69 (m, 1H), 4.92
(br. s., TH), 3.95-4.07
(m, 1H), 3.67-3.78 (m,
1H), 3.38-3.56 (m,
1H), 1.36 (d, 3H).

R E o AF 2 B A AR
8.47 (s, 1H), 8.36-8.43
(m, 1H), 7.20 (d, 1H),

5.79-6.15 (m, 2H),

4.69-4.82 (m, 1H),
3.95-4.07 (m, 1H),
3.78-3.94 (m, 1H),
3.38-3.56 (m, 1H),
1.39-1.44 (m, 3H).

it ES MH+
326
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89/104 1l

[0519]

1H NMR ( FedE 5 #1348
W, FHEE CDCL
FREE ) S

LC/MS

All3

ER LLEIS e P E F-
8.44-8.59 (m, 1H),
8.31-8.42 (m, 1H), 7.16
(d, 1H), 5.94 (d, 1H),
4.83 (br. s., 1H),
3.83-3.96 (m, 1H),
3.17-3.33 (m, 1H), 3.02
(dd, 1H), 1.83-2.13 (i,
1H), 1.38 (d, 3H),
0.87-1.05 (m, 6H)-

R E G AE 3t B F AR
8.44-8.59 (m, 1H),
8.31-8.42 (m, 1H), 7.16
(d, 1H), 5.61 (s, 1H),
4.87-5.00 (m, 1H),
3.52-3.69 (m, 1H),
3.33-3.47 (m, 1H), 2.90
(dd, 1H), 1.83-2.13 (i,
1H), 1.31 (d, 3H),
0.87-1.05 (m, 6H).

IE ES MH+
318

All4

T Z Gk AR
8.36-8.49 (m, 2H), 7.25
(d, 1H), 5.69 (d, 1H),
4.32-4.47 (m, 1H),
4.16-4.28 (m, 1H),

3.66-3.84 (m, 1H),

1.40-1.50 (m, 3H).

KRBy E 5wk F AR
8.36-8.49 (m, 2H), 7.25
(d, 1H), 6.02 (d, 1H),
4.56-4.70 (m, 1H),
3.89-4.03 (m, 1H),
3.66-3.84 (m, 1H),
1.40-1.50 (m, 3H).

iE ES MH+
301
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[0520]

-4

1H NMR ( Fh3E 5 #h 45
B, FHAE CDCL
TR FE) 6

LC/MS

All5

E 2o dF 5wk A 4K
8.48-8.60 (m, 1H),
8.29-8.44 (m, 1H),
7.06-7.21 (m, 1H),
5.51-5.65 (m, 1H), 4.82
(br. s., TH), 3.48-3.57
(m, 1H), 2.48-2.58 (m,
1H), 1.33-1.41 (m,
3H), 0.59-1.06 (m,
4H).

KB 4E 5 F A A
8.48-8.60 (m, 1H),
829-8.44 (m, 1H),
7.06-7.21 (m, 1H), 5.89
(d, 1H), 4.88-4.99 (m,
1H), 3.76-3.88 (m,
1H), 2.36-2.47 (m,
1H), 1.42-1.50 (m,
3H), 0.59-1.06 (m,
4H),

iIE ES MH+
302

Alle6

2o 4F 2F ek 3 AR
8.59 (s, 1H), 8.49 (d,
1H), 7.32 (d, 1H), 6.05
(s, 1H), 4.84 (brs, 1H),
4.18 (m, 1H), 3.98 (m,
1H), 391 (m, 1H),
2.68 (m, 1H), 2.13 (m,
1H).

KB 4E A B 3 A AR
8.59 (s, 1H), 8.46 (d,
1H), 7.32 (d, 1H), 6.15
(d, 1H), 5.39 (brs, 1H),
4.23 (m, 1H), 3.98 (m,
1H), 3.91 (m, 1H),
2.80 (m, 1H), 2.35 (m,
1H).

it ES MH+
290
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[0521]  sE#19:1,1, 3= H S JE-N-F - T —2-JI% ) il 4%, anet X 28 AB4 L ATT FIATS (Hh
THHE = PIAS AR T ] £ T HPLCYS HH 43 25 1 o ikt S A AR AT 7 RITATS ) ) S48 ) 5 B BT A8 FH S

"SNH
[0522] ‘ O
A° O\
[0523]  HTAL, 1, 3-=F EEE-N-FF -TH-2-F R r CGP IR
B \NH
[0524] HYO\ !/k("’\
OO P

[0525] R R i (40 % A&V (105mL, 210mmo 1) i 2—3R -1, 1, 3-=H S -1 ke (Rl 7 T
(K1) (7g,32.85mmo 1) (IR -G AH SR R 73 JF EURG X B8 30 73 £ Sl P h A 130 C TR
I Th SRR B ORI S RLTR A WD 4 I R IR I S W AL R 2R A B T HEHR AR K - AR A
R AR AR EDCM— S B H: , I8 I 28, DA HUHL =W izl = A et — B alifb i fl T
R

[0526]  SE45]20 : 25 —4—(1—F—1-FF B2 3L ) ML IE Y il 2%, 2B X S AR A6 3 S A9 9 5 ik
JITAsE FH )

[0527]

[0528]  HTApi2-S—4-(1-9—1-F -2 B mbme i 7% 7GR IR L)

GH E

s N K

[0530]  Rp2-(2-G—4-Mkwe L) N —-2-8% (AT A1 ) (180mg , 1. Ommo 1) ¥ fif T-DCMH 3 H A%
ERRTREMAHEOCEBR MR &R (2.5 F,5. 2mmo 1 ) , XFEF 1SR E
ANHBIES C ARG » SO VPG 1% N it 22 =3, 3 HLAR 5 P10 5 B PE 2 55 4 H s in 22 0K
(100m1 ) FINaHCOs T M H TR A0 (— 5y s ) , B R iZ IS pH— B> 7. 2930min J5 , %
ZIRA ) FHDCM(30mL ) FI7K (20mL) #iE , I HLEE R 2 - b O A AL 2 55 K K A %
—DHDCM(2x 20mL) ZEHL, 2R Ja g A AL ZE B & 5% ﬁH7J<<15mL>/5‘a/T,%Mgsoﬁksﬁ,ﬁiﬁ
I HAE PRI AL - 26 tH— P s KR WA o FLAE AR AT A3 BB S B 5
RS UL A BB 720 K = A G i — B Ak i 4

[0531]  LC-MS:(IEES MH+174).,

[0532]  S2ff21:4-(1,1,2,2,2-FLH L3 ) ML e —2- 1 1] 4% , G % SR AYAT2 L AT 31 SE 46
(1) BB 3 I
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[0534] ﬂ%?’a\ﬁiél—( 1,1,2,2,2- L H) g -2- i i i GBI L)

—_— e F

[0536] 1_1_§§{lﬂizxﬁi4 (= ) ML e —2- i (R T-EP 2228366+ ) # A (E) -5~
AR -3-(1,1,2,2, 2- AR E) -4 IE R T E L Z 5T (Martins )58 A,
ARKTVOCES 131, 55187194 5U) A Nt A Bh oA il £ o %A AT AR T — ZR P AH G g
[E A4 () B i o

[0537]  sf51|22: 2- G —4-[ S0 (o) B 2 It g 1 il 4%, et ik 28 8 A90 L A9 1 I 52451 1) 5 ik
FiAdE I o

[0539]  HIT- & pl2—S—4-[ &80 28 Tk g i F e R BR 1)

F FOR

e = t <
[0540] IKQ\‘ R cKQQ

[0541] g 2-G—4-( 5 &) mtre (AI W) (0.950g,5. 81mmol ) & ¥ TCC14(3.3ml)
SR EER N, 3, 5—=4—1,3,5-=M8-2,4,6— =i (675mg, 0. 545 ) Al 4% FE o ok 2 it 4 P
FRER (T0mg 0. 0524 8 ) I FLAGF IR A 4 T 2516 0°C FF4230min o RN 53 A1 ) 2 B s
A REE (7T0mg,0.054 8 ) I HAZIR A Wt — P i AL 78 22 180 C KF 42 20min . R ES N
T3 A R R e R e A R R B (T0mg , 0. 054 &) H HR IR Gt -— 2P /E180°C H i b
R 20min o KR AW iE ke 0 gk, JEd FIDCMBES: , S8 5 AT B3l , Fl R e I 0-7%
LR GRS R B I 4 B 91 IR 280K, DL 2 R B i ) (T00mg , 61 % 7 28 )
[0542]  'H NMR:8.58(dd,1H),7.57(d,1H),7.45(dd, 1H).

[0543]  Sf|23 : 2- G4 (1 -FF 48 2~ 1~ FF 2~ 2, 8 ) MLb e 1) 1) 4%, St o 2 R AB O 1 S 451 )
A RIS T .
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[0544]

(05451 T Re2— S —4-[ &L (980 FP 2k Db e (R e G R 1)

HO )

[0546]

[0547]  Hg2-(2-F—4-WLug H) PN -2-BE (R I ) (2. 4g, 14mmo1 ) T-THF (120mL ) A & it
(1.8mL,28mmol) F VR & W FHEA (0. 71g,28mmo 1 ) /b FR B 1Z TR S WAL =15 T 4 16h
It HAR 5 Rz e ROV A Wit Rt K (500mL) H , 3 B H 4R S BEAEHL A FE A HLE LR
B AN T 9T B AT (il OB B I & I R &R g th 2 et = (2.31g,
89% ")

[0548] LC-MS:(IEES MH+186),

[0549] 52424 :N-[6-G-4- (=5 L) -3 e 3 1-2, 2— — B B - PR e e 1) il 4%, st o
FERIASTI S AGI & RS 5 PTG o

[0851]  HIF A RlN-[ 65 —4—( =9 2% ) -3t me 5 1 -2, 2- — FR 3L - I i i FE e G 3R 1)

[0552]

[0553]  RE5—iR-2-—4- (=3 2 )uLue (r] R HY ) (75mg, 0. 288mmol) .2, 2- - F B ATk
[%(32mg,0.317mmo1) XantPhos Pd G3FRA#ALF(13mg,0.014mmol) K2C03(79mg,0.57mmo])
T1,4-085E (0. 5mL) FFAYIR G L0 °C TR INFA0 . Shit HARJGAE110°C R Ind&2h . dl i S 4l

HPLCZHAL 1315 =¥ (14mg , 15% )
[0554]  LC-MS:(IEES MH+281),

[0855] SR 51|25 : N—U T -6 -5 —4— (= FR0 FF 2k ) ML e -3 FF LR 10 1146, et X SR 7R A6 5 1
SEAI A T A o
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o NH

cl
[0857]  HIT A BN—RU T FE 65 —4— (=90 48 ) Mg —3-FF B e O R e B 3R 1)

[0559] 65 —4—( =F P )M -3-F M (T 51, 2= WY [ {4 (Tetrahedron) , 2004,
60(51),5511869-118747)(3.87g,17.2mmol ) T-DCM(8mL) (R FitHE 4 Wk B s IR T L fiie
(3.61mL,34.3mmol) , B J5 ¥ INDIPEA(3.59mL,20. 6mmol) o ¥ i% s MR S AHE0C, 2 5
IS MHATU(4 .84g,20.6mmol ) o« B iZ e NAEOC N4 +HE 10min, fE JGAE 18 M FE30min AR )G
W12 N FH 7KK o 7K 2 FIDCMZE B, FF H A5 FF (0 HIAH 15 (Mg S04) FF iR 4 KA1 7
AT OIS (3 1RO bt /EtOAc i) , B fa B 45 dn (Et20/ e ) 3 i = ) (3. 44¢,
12.3mmol,71% =2,

[0560]  LC-MS:(I1FES MH+281).

[0561] 451|126« 2— 5 —5— (FH AU B FE L ) —4— (= g FR 2k ) Wbk g 1) 1) 8 21 4 S L A 105 1) S A6
() A 3 Y

[0562]

[0563]

[0564]

[0565]  FEN2" TG » R 65 —4— (=7 H 4 ) L -3 FF IR AP I (] R TR ) (1. 00g) ¥A i T
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FEKTHF (12mL) 3 HoWG 2% S Nve E1 £2-60°C , SR J5 48 10min#s IHLiATHA (163mg ) o 45 1% S B
7E-60°C N itFE25min, 3 HAR 5 AW AINHICT (K1) (5mL) FF48 f5 FHE tOAc (60mL) #E4T b FE .
TE Ak ek PRI HAR S 728 e tH— PR, Rz R vV A T-MeOH(BmL) 1, 72 H1 220°C , 28
J& 435843 M s IiNaBHa (53mg ) F HAG 1% S BLAE0°C T 40t o 2R J 4 1% e Bk 4, FIE t0Ac
(10mL ) &b FF H 10 % 745 BR Bt 5% 3 SR8 i FH LR SR oK Be i, IF H s 4908 A L2 T8
(Na2S04) 28 K VA5 H BT A BRI 7240 o

[0566] 'H NMR:(400MHz,5if5)68.78(s,1H),7.56(s,1H),4.93(s,2H),1.91 (#%br s,
1H) .

[0567]  HT A p2-5 -5 (B ) —4- (=& F ) eme 27 CPER2)

[0569] A [6-F—4-( =5 L) -3-MLng K& ] 1% (655mg ) Vi ik T Jo 7K THE (2mL) H1, 7EN2 R
PHESC, IR G4 Imins JNKOtBu(1.65M T THFH ) (2.07mL) o SR JG ¥ iMe 1 (2361L) o« #51%
R FE 353 B, SR FE s HE t0Ac (10mL ) AR AN EE K K M) 3 HoAG 7K JZ F 73 4R Et0Ac (2x
20mL) FEH KA A HLZE T8 (NaoS0a) , i PR FF 28 Kk, LAA BRI (At , B gk AT (13
F 5 e 10-30 %6 EOACT M o 5 A0 25 P MO ) 30 o 28 A LA &5 HE 2 3R B Ayl 1) 7 4) (332mg
48% ) o

[0570]  'H NMR:(400MHz , %31/ )88.70(s,1H),7.56(s,1H),4.63(s,2H),3.48(s,3H).
[0571]  LC-MS: (1EES MH+226)

[0572]  SEfs|27 % BAE A

[0573]  sfl27a . o 1 BB BLVE T

[0574] 4 Z2 P A P i) P~ 5 PR AE 2P O bR L3 AR % (FE24°C/16 CH R/
T s 14/ SRR 65 %6 1B ) FE 2 38 50 A N i 32— R 2 e (HHT R » F— Rk HEmE 55 4
VRGP 3 EEAE ) 5 12 K MRS B3V R U ) b 9 1k s o AE TR/ 7K (5.0 2 50 ) ¥4 ¥ H IR L il
i RV A 0.5 % ki 20 CRAE S M 7K 1L B PR EE B2 H IR B , CAS RN 9005-64-5) o 44
JE AT IR L R A 2 s A T AR IR (24°C/16°C, R/ s 1A /NI RE 5 65 % 18
) AR I B A HBERIR K 13 R JG  AFIEAT RS (5= Y e &R 35 0= XF
HEEIE) ARRTR2H .

[0575]  3R2. H 1wl it H
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[0577]
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[0578]
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[0579]
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[0581]1  sSE27b: H 1 ol V& 1t

(05821 4 2 Al Il b [ b8 B AE P (R b v 3 AR R (FE24°C/16 C AR/
T 5 LA/ G 5 65 96 8 15 ) b AL 32 J 5k TR s R Al /AR, Al — oK PR 25 94
M Y03 LR ) 5 12K PR T 55 P IR B o 0 VE 1 7 AE TR /7K (50 2 50 ) 8 ¥ A TE 1l i 5
VB A0.5% kI 20 CREA LI IR /K L AURE B 55 FHEPR R , CAS RN9005-64-5) o SR Ja fi
XL A AE 2 35T T AEIRZE (24°C/16°C, AR/ R s LA /IR RE 65 %12 )
AT HAFEH BRI o 13K, R REAT VPG (5 =X 58 PR 155 0 =X 1)
BAIE) RS TRIP.

[0583] 3. Hi P o i H]

S

L H R

o

SN
wON

LS

o
&

W
B
£
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[0585]
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[0586]
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5 5
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L=
n
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A108 1000

[0589]  ABUTH= [ Jff ; AMARE = &ﬁﬁsmm KA R ALOMY = ﬁﬁ%iﬁEmm @
H L ZBAMX = E & 2R,
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