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.14 [oN JocH, [0 [0 [n [0 [H [0 |cn, [0
1.15 [cF, focH, [0 [H o |0 [0 [0 |cn, [0
1.16 [N [ ctlH [H o g |n

10
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1. 17 CF; [H cilLH |H [H [H [H H H

1. 18 CN [H ciljH |H (H (H |H |CHy [H

1.19 CF; [H ClL{H [H [H [H |H |CH; [H

1.20  [CN |H H {H |H [H |H |H |H [C]

1.21 CF, [H H [H |H |H [H [H [H Cl

1.22 CN [H H H |H [H [H |H |CH, [Cl

1.23 CF; [H H H |H [H [H |H |CH, [Cl

[0071]  R¥EA K BHEI4L2: 0 T AL-G4mT LB S 3 I AVERE ) A TR 50 B0 Fl 7 i
e 3B F), AHL A AT I8 A P T il ot e BB ) (O 8 S 501 A R 3R TR PR 571 CSFAD D B il Rl fE
VAR T B R R A A Y. R, AR BRI
E, AR PR IR B AR T A A P BL S Bl b b T SZ IR T il i e B3R Bk
Bk ARRPRE— DML T — MR8 A AC I 59, A58 — P AR IR (R 8 A A2
BB LA B — iAol b ] 2 52 BG4 B R s . DLl i 4169 E ALy
X T BFHEED LS —Fp Aol bl Bz B il w i B Rl sk e A . A7 &9, Z4E
WA= T A S CL R 22 /b — il BT 52 1 C il it 4l B R B A A . 7E—A>
S 7T T AR R T — RS A AR X T AL S LA R TS BRI A A
Wy, P i 720 T P W2 O 5R, 2 H, = G, U, 2= sl 2L SR, 2 H, AL, =
RS, SO, I B AL X 2 C—Co IBEIR i U R, 2 H B C—Cs HEdE R, Ry Rea LA
M R, 25 BT RSB 2 SR A, C—Co Fidd, C—Co MMt C,—Cq Midk, C—Co HRIE, BX
T R R H 2 DA C—C, i 2 | C—Co FEm IR C—Cs Bt 31 H Ry B & o
[0072]  FE5—ASEHi Ty i, A R IE T B — AL E A aE T B S LA AR BT
P2 BRI A A, Jorp a2 T A, W2 05R, 2 H Bl R E R, 2 H X2 = 2R Bk
TEIE Ry A2 H R R R LLA R, 75 BT M B 2 SRy A, B L IR HL Ry &AL
[0073] XA G AT LAFRAEAS F A A6 RS IR 4a W) 1T A7 AR, B IE W LU RS R A (41 &
Vo T8 FH AT B 2 R00RE , (ELR W] LUK, B0 B 17K, 38 mT LA 3 g AR IR Bk =
BIRR YA NE I EE .
[0074]  ZAAWIEE G EE T 0. 1% 3] 99% Y, L H R E BT M 0. 1% 3] 95% i
222 T AL S UL B 5 B B vh AN 1% F1) 99. 9% By —Fh 1) 58 5l B3, 0 ) A Bh ALk
oA FE 42 B v A 0 3] 25% (¥ —FR 2 I IE
[0075] XL G R LU B 2 AR 528, iR £ M Manual on Development and
Use of FAO Specifications for Plant Protection Products (G TAEMFF 7= 511 FAO
PRV AT T BT, 56 5 i, 1999 FE 15501, IXLEALFRR 77 (DP)  RIVERY K (SPY K
VERITRL (SG)ZK AT 73 BRIRITRE (WG Rl PR 771 (WP VBIURE (GRD - (R BIEBRBE (4D W] s H ik 4
V) (SL)1H 2 1R -A IR COLD AR AARFR AR CULD AT LA 4a 4 (ECO W] 73 UK KR 4 4)
(DO FLW OK AL CEWD ALK (B0 WD VALl (MED (R (SOOI IR BB IY
11
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T (CS) LL Rl b BRI EC i St o AEARFTIE O T By e 58 0 0 il i SR AR B e T BT 4T S
HERIUL R A2 (D) 80 (1) SRt A = A R 1 .

[0076]  WPRrZB ALK 3R (DP) RIS AL 22 (T) 8 (T7) W—Fb 549 5 —Fh el 2 Fi il
PRARE ) (A r, FRARORG 1 vl A A b R SR R (kieselguhr),
HEE 4 T (diatomaceous earths) BEERE. ik BRES ANk B2 BE L « A1 2K < T T8 A A
Sl A HUATEHLE B A B TR R Z IR S AT B Rl 418 ARk il 45

[0077]  W¥E PR (SPO ] LA 2K (D 8 (1) B— Mk G5 —Mhelk 2 Mok
PEICATLER Crfig B 0 Ak R B BIORAE PR 6D B — sl 2 MK i MR LI 1k Cn 288D LA R AT AE:
T T PRy — o 8 22 Bl fE VR ) — Bl 2 B o BRI BT IR TGRS ) B AT VR A R ) 2% LAk
IR EUIE / AKES TR SR IR S VI BE A R o tnT LR SRR 41 & R Ak LTI i
TR R (SGD

[0078]  WIVEPERR ) (WP H] LB ¥ AL X (D 88 (1) B— MG 5 — Pl 2 piE 14
M BT B A — P B 22 B v 57 LA R Lk b, — Bh Bl 22 Bh 4 1R, DL AT AR e, — ek
Z PRI NR AR i 2 DR AR VAR T (R 20 B IR IS TR S T B R4k A o AT LA
WAL A VRO AL LLTE K AT 23 B 0k 571 (WGD o

[0079]  A] LAIXAETE AR ) (GRO <A (D) 8k (7)) M—Fbav 5 —Mei 2
Tk R 21 4 8 8 1) B A FRT VR 5 0 R T e, B B A 2 8 (D) 8l (17 ) —Fiik
E ) ELAE—Fiod B BV D Wolodt 2 LT A B CRTAn T A M Y ARG R
+ A+ (kieselguhr) JEEVE+ (diatomaceous earths) B TN, B T Bk 27 2
() —Fitb B4 (B AE I8 B TR A B0 W B B8 A BE (o an b VRERR 28 0 Ik IR
Eh B IR Eh IR R L IF HoAn SR BT, AT TR TS ) EVRURETE . 3R
Sh 5 By W S R A P ) B ) O8] g D T A 7 8 MR ) A s ) T TR R DA R
R 7 (B W3 LR ST 3R LI TRE RITRS B RIAE )3 o AR mT LAFERORE AL —Fh e 2
b LA S IR ) an LA TR SR R B BIGRD -

[0080] W] A BRI A (DO T] LIl I # b 2% 2 (1) 8k (17) [—Fib-&90% T /KB HL
TR Grn il E B £ TP R ORI A% o TR S ) AT DA, £ 3 T R R (43 2 P R A 1 s A e
O KRR R P B BT 12 D o

[0081] W] FLALKIHAEY) (EC) B/K AL FLIE (EW) W i b2 X (D 8 (1) 1—F
BV T P WL R (AR A5 — Pl sl 22 Bia@aig 1) . — el 2 b FLAL R 803 Prids ik
FIERFREPD R 2% o 75 EC HP S FH 15 18 A BV R ALFE O i (g an bt i sl e 26 2%
#1141 SOLVESS0100 . SOLVESS0150 £ SOLVESS0200 ;SOLVESSO #2311 i ) « B (1] i 34 & i 5%
PR BB LD I () 4 2 PR RS B T ) WN— e SE NPk g Ao I CF81) 2 N— P b i il
N— 2= JEntl i BE D i 107 R 1K) — PR S B (9 Co—Cy MR IR — W2 Wil M Ake. EC 7™
it ] EAZE A K SIS B A LAk, 7 A B 8 A0 e 1 DUEE Ao v/ 38 i 14 >4 T 46 W56 25 it FH 1)
L

[0082]  EW [ il 810 S ARAFAE A — Bl A4 Can B8 5 25308 N AN 2 VA, T8 mT DAAE i 2
I T 70°CHIE IR AL T B a4 BRAL T GEIE R B3 T-6 18 D 1464728 (1) 8k
(I7) WA, It HAR GG B U1 N 4 I A R sl v LA U A 5 — sl 2 B SFA (1)K
o, AP A LR o AE EW A A HH AR 0 RO 0 R B AR A0 UG (O 4D L 0 7 T 31 (491

12
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eI R B 2D S HAt AR 7K A HAT IR A 145 33 KT LV 7o

[0083]  FLy (MED W] LR 4G /K 55— Fh el 2 P R —Fh B 2 Bl SFA ISLIRWIR 5>
il %, LL B R M A — Pl 2R e K& 1) R AR B . A sX (D B (D7) 19—
Pl AW — T U A7 AE T /K s /SFA 23R o 18 ME R RE Ll BTl A+
EC B EW HH IR £ . ME T] LU ALy AR R B ALK 7R 3R (AR ZEMB A A4 &R n] LLIg it A% 5 20
TR ) FF AT L A 72 A — B i) S VR A A E R R M AT E A5 . ME i
TRREE N TK A, PR A PR FL IR B T R R 7K 0 R Lo

[0084]  BVFAAMRGEY (SOT LI EL2E (1) 80 (17) FAL &4 R4 43 U AN [ PR 50
ar (R A M B K M TF W o SC T LURTAT B M A A — sl 22 P 2 G 38 I 708 B A o K
BREREE A (D) 8E (1) BIREARL SR &, DL A2z & P I 4 PR s 77 i 7R 1441
AT CUASE— el 2 P 7], I HLaT DU RE B TF 5 DL BR[0T
#h, FTELEA A (D) B0 (1) B—Fb &9 B 306 AL & DL B i il A
P A S R AT

[o085] S ZEFIECH] A S 2A (1) 80 (17) WPk G F13E B 4R (B, (5T
Bi)o WAl (D 80 (1) B—Fi & W8 T 805 BT & B A i (9 WK 80e] 57K
TR IR, a0 IETA B o DUERAEAEAS IR (1) F 3 55 28 Hh A FH 4 69

[0086]  HEE B IF IR (CS) A] LI Ik LA il 4 BW HF 2R AL 7 sk 146, I T I R &
IR AL, ALAF IRAF I 17K 7 B, e AN i # A SR A A e B I A A L (D
B (17) AW CL R AR, A B AR B B3R 1238 -G 5emT LI I 7 1 46 58 RO
BCE I SR P T R4 o XL AT DR A2 (D 80 (1) M &S 28 0T
HEeMmTUH T, 1 (D 8 (1) MG mT LA EC IR T A= B 6 2%
G, USREHZ S P SN2 1 2 R

[0087]  iZAL-EW AT LALALHE —Fh B 22 Fhids ) LACCEE 204 0 ) A= 400 2 Pk e (o it 2
HEERT b R P R B B A s AEAL BRI SR T BB sAksEa (D) 80 (17) itk A
YIRS BT RS D o JXE N IR 6 2 T 5 T 751 CSFAD 356 TV (149 55 255 031, 491 dan st
W4 i B R ARA A I 9 Gt R G R SR R , DA R 3k e 5 At A= 4 1 i By 571 COnT 94 B R 04
A (D 80 (1) B EWRER G B3R Y .

[0088]  YEIE T 73 BRI AN FLAL T LLAEBH &7 B B 1 P PE R s 2 1 2R A1) SFA.
[0089] & ¥ PH &+ ALY SAF GG TRE AL &4 (9 S fe 2k = F1 FEIRAL B« IR maeiipk
Fifz s

[0090] I IS 1Y SFA E3HE TG I 2 (A4 2k O I i JUir e SR g 17 356 (il , 2
B B ) S BEAL IR i 7 e Ak & i 2k (9, + e JE 2R R IR A .+ e SL ORI A L T R 2
itk P 3 DA R Al ) — e TSR = S TR 2 28 T T B R VR B ) IR IR 2 B R IR 2k (il
TR S8 Ik —3— R R AN « BRI 3R R £ (19 21 A B R IE —3— FRIR ) B FR IS (— Fh ok 2 Rl IR
B SR S N P4 (2 B S B R ) B TSR i (B2 02 B8 IR0 S N IR =4 81
HEERLRE 5 VU BEIR - [ I N 5 b AR X L8 7= Py m] L JE CA A IRD R SR B FI B I 2 A i
S TR IR £ B Ik SRR TR R BB £ .

[0091] ISR R [ 24 1Y SEA AL FEFSER . TN R $h R0 H & iR £h

[0092]  J& [ HEES ¥R ALK SFA CLFRFR bt () AN 4R L0t BRI ot BR A0 T e B VR

13
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WD 5 NRITEE (9] Ty e 22 P e s ) B85 o Ry (497 1= %y | -5y B2 T DD 1Y
a5 T A AR B ARE IR DT IR B CORE R I W R 5 T IR R S R A S 46 G 7 s kB
EEY EHUA CHEN AL e BEBEIL 5 588 Can Jq 17 R 2R £ Bl s le 8 ey Cn H
B LA LR BB

[0093] 3 4 K] BRI ELE SR K R A Clnt 22 K8 28 L 58 LAk ngs Ao i B30 AR R 4T 4 2 ) R
AR A= Cln gz A= s M R A

[0094] AR EPIE— D4R T — A H FE— A IR A K B i, o, %07
E0FE 1) 1237 P e — PR ) B KR B E R A R A G . Lk, Z 4 & it
W% 25t o i it P B RE A ¢ b

[0095] AR BHILERGE T —Ff HH TR R 78 & 107715, GLFE I IX Lo 1 B B A T
(1937 i e FH — PR D 7 i R S (A AR I A R BRI AL 54

[00961 3@ i I I T I A0 A EAT A, d A b R 0d ik A KT AR BB R AL b s
S5 WL, (R I ] DIASE FH LA 77 725 0 a0 ok OW T8 D il sz . nl 2, i1 Am]
ULAE AL YA A it FH 533 A2 PR 2 iy sl PR B P e A 2R 1 L

[0097] AR (D 80 (17) MfkA e 46490 Lt H 2D HED I —iF
Sy EHWASE Y ETEM R B X s

[0008]  TE—ANS 77 ZE b, AR B e —Fi b BRAE ) BT AT R J5 5, AR AR R B
AW —AMEIEHTR A/ SRR A KA R (e B B R b AR BT
W R — M A R A (D 80 (1) A EE A GBI EEM R . Lk
HhL, HE) BT B Fh T

[0099] AU “HAM EIEM L Fa 2 A R (W A58 30 23 W fh 7, e nl LU T 5
BV ETE UL SR R RL, U0 4 AN B 25 o Ry ), 3 FLURT LB R b LR L SR S
BRZE 2R DL ROR CHRO 22,

[0100] 3 P i o0 it FH B A B HE A B OUILZ A1) B AAE ARSI 2 AN, IF A
BFE LM BB (dressing) IR b LR R0 ) 5 10 o iZ AL BE AT LIAERD T3k
b 7% b 2 18] (AT A e i) sl ZE R bl R rp it FH BP0 7 b o 2R I8 m] DAEiZ AL 38 2 BT Bk
IR TIRE . EAE (D) 807 B AT UTE# S — s B RESR T 244
it FH 5 DAE 1240 & 4 bl B ) 1 B A

[0101]  AKRHHEW ] UAERRTs M G . 15240, SiZ A 50 TR EE
Wy HEAC I, W] DAAE P AT B S A (R AR AR R JE i o AR T g
T RN, AT LA R o

[0102]  fh22sX (1) WAk Wit 2T LAAE T 2 98 ] P A8 A4 JF B 1 0 338 0 1 o e A
JiiE R ETRTBCH B G s 3R A 200 A0 s N S0 AEDREY) . 241 U
S E i FH 5 v S AR H A ERL 8% it I TA) DA H FRE . T I BRIt FH I, RR 8 45 % B
3425 T AL A4 5 LA 0. 001 21 2000g/ha, F¢ 72 M 0. 001 2 400g/ha [ EE 3 H
T A7 Ab BRI, 120 ] 200 2 /RS 100kg FF5- 0. 0005 5 1508 2 [A],

[0103] R4 A K A AW LRI h a5 AEW IS 2R il K3 B
FEFED) TS (B AN e B RS /K A (AL R % R BERR, B a3 3 B 7
Pk Rk AR AR B 2 BB AR s SRMEY) (B 4E B T B S EOR D syl BHE ) (1

14
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WIHE T30 B2 S8 RN 1] I 25 VB8 BERRIE YY) mT ] S Bl 1 28D 5 ISR AE A (491 dn
A BB IO s £ 4ERE Y (91 Wk A8 T JRR R BRBR B JRRD s FH AR 2 A SR (491 s 7 A At
AR BTG T 55 (BIINgE e B E B B0 W N AL R D A L
BIRO s AR (9] An 5 AL | A BRI s oK /KRS R s R SR smndl s HIRE 08 R ACAE A s
WG IR s 88 s AR IR W) 5 55 B BOML B R A (A9 G AE T S JRE A il P B A 4 1)
WA o 1%TE RARRATAT R ] o
[0104] A B AT LA SRR Y A2, BRAREARVEYRE S A 71 A, 0 4, 38 ik [R5 i %
R W5 il AR 5L
[0105]  J 214 T fiff (1) 4 4 i A 355 0 4 ) 838 el L A 78 b 0 92 el e 3 R R e M
YEW. 5040, A% B AT DL TR A L 20 5 T 17 5% Bk 501 B 22 ol 248 1) g o ) (48 2 LS
GS—+ EPSPS—. PPO-. ACC . LA &z HPPD $IHIFD Wi 52 Mk FIAEM &5 G A . i &
T 7 2 O 20 IR T JE T DK s WGR ] (461 4, ALK D 1R Be 24 1k I PE D A 48 1 2 Clearfield®
HZEME R R0 . BT H G R 7 EB0E g TR 7w 7 78 2 PR B3 1 i 52
PERIVEY I S0 15 5 H B A5 T BB 1 oK R, I 2 K A #E RoundupReady® fil
LibertyLink® pibr 4 T2 n] BT W EVIHEA 0T HPPD 500 iR 52 P 19 77 242 L
(1], 4 A W00246387 o s Gl W ERE I 2 % T — M 2% IR FL FE I, B 3E — Db fiT A4
H 405 B AR U, >k B 2¢O 5 5 B I 8 A FL G (Shewanella colwelliana)) Bk H
T A CE HLAR U0, 774 B 5 iR sl SE LA U, ok B K22 RoK b2 KIS VE T B
JE&PEFEE (Chenchrus) B HE LS B R F)E RIS R 5 R 8 g B
(1) HPPD Fl55IH T () HPPD i) DNA 5471
[0106]  VEAIL N IR fif Ay 2 CL 4008 i 55 R TR 7 v I 4 7 B R v P S 2, 48] 2
Bt oK LR FoK D Bt A HUAFIERB R R D LLAGEH Bt B (iR 2 H 2 T i,
Bt KK S & NK® 1] Bt 176 £ K AT Gl IEE A1 A 7] (Syngenta Seeds)). 1% Bt &
TPl I8 A 2 AT B AN B B AR AR T B R R A S R R R AL A
TED ) S5 H AR 75451 7 EP-A-451878 . EP-A—374753.W093/07278.W095/34656.W003,/052073
DL K EP-A-427529 . AE&H — a2 Al R BAIPIHERRIE — Rk 2 ME R AR
LR ) 12 KnockOut® (F2K).Yield Gard® (K. NuCOTIN33B® (FH1h).
Bollgard® (#71£). NewLeaf® (54 ) NatureGard® Fl Protexcta® . A% 411 4 sk
TR DR PR S LR BT R R B HEE LSO . @, B e LR
ARIEF BRI Cry3 8 EHRe ) RN 5 H B
[0107] {4 id S B At Jhy G 58 8 o 5 M1 5 e B AT TR 1Y) g v 3R A5 9 EL 8 P i 19
H7 Coutput) PR G Ul adk (A7 ik 6 00 < 58 v 9078 R (i DA S I & ) IR L
[0108] AR EHIIMLA Y)W LUAE T —FhEEEER M 28, HohfF—38 ml e Bt A KTy
Rtk 4nfE W02009/109570 FE& I, A2 (D) LS BRI X di A o A2 ] DAAERE
Y KRR IRITE W o B A A ) SE 25 2 ek A (9 g s v 21280 Wi, 3%
A LA — AR A AR
[0109]  FEAKEHI 55—, AR LS s & LS —Fh e 2 fh R R
FAEVERRALEWA G XEAL G WA HE LS B R B 0 BRI 2 A A A
15
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AR IR A% B H R L 3% 2 ) B 0 FRT T 1 A S 4 o

[0110]  FEAKR B S — D T5 i, AR H & s &Y m] LS —Rral 2 FraL i
BAEYEmAIEH MG WA G . XSV aREMEE IR 5 R 2R K
Wi\ 257 L EAE AT/ AR o 45 2, 35X 8 A S ) A 35 R AR ) B B RS
Hi K2R 3 3 A 5 (brassinosteroid) JR 8 3 i V& R 40 i 7 R 22 SR AR & W IR
(strigolactones) /KR LM 1— FIEEIR A4 « LRI S L B sk AT A IX 2otk APt A
1 B A ED R oA s A F AR, B0, TN AGBR BRI CROF5 W 17 15 PR T HZ 8D, LA ST A
BRkAS CEoHEWE iR | DL A2t o

[o111] AUk BRI 2eqb G4 m] LI ok 1 1) 7 V2K 4% o

[o112] %1

[0113]

[o114]  fb225K (D) 80 (1) MfbEWmT LR (TTDD) Wik &4 et A e i {4k 2
X AD ARG R T6l e, o, Z 72 k3 s JF H RS /2 C1-06 fidk. C1-C6 btk
FR L BRI C1-C6 HEdk CARY I BUR SZ2 AR KD, 62K e N I8 7 — i 46~ IF B
PIEAE— RS A A N AT o ME BT R, AW REAE RS A AL RIE A 418 &
WD) « B K PSR (DI B BRSNS TRD IR 2 48 FH kAT B 2

[o115] 422 (1) FIALE4 & v RS IR, 9 R 2R BE R R A ) (methyl succinate
chloride) B Al AT i A S ) 3 BN 53 L0 ) 7 V)45

[0116] 7% 2
[0117]
W &, W .
O R o,
~ ~
S RS
R w . R W
2 SN
4 l (i}
Ry RO X R2
X

[o118]  AL2E3 (Ta) MIAL G AT AR In £ 1 s DU S0 MR VA5 o FEDKAELE 26 F T

e o) P e S R I SR A B B E AL AR AL 22 5K (D) B0 (1) itk &4 L

H, Ry J& C1-C6 Fidk. C1-06 ket « ek s U C1-C6 Kedk (2 fRIM N BUR %2 fr 3

D) Tl AERRHE AT T ARR A o 55— EAUT A2 A — PR (W =90 & 18D, £E—Fl

R Cn =S PRI A (Ta) 19ER, B S E A K AR, RV RAEN -20C 2
16
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+100°C IR LIEM 20°C & 80°C, M & 4E 50°C F k4TI .

[0119] 5% 3
[0120]
W R, w ]
R O 7
R4 Re R
R w R 5 w
a" N > ’,f N
| (1a) I 0
R R2 RY S R2

/
N

Ry
R&N~ Cl
R Ré R W
~ IN
S
R9 R2 (fb}
X

[0121] 4L (D) 8k (1) AP LANE2EX (Ta) 4L -E 48 AL S Nl ik 7 —
FIABIESR, 5140, DCC (N, N’ = Z IR Bk — 8 W) EDC (1- £k —3-[3- g It - N ]
B W E R £h) Bl BOP-C1 (= (2— 41, —3- WM eIk ) SALED 7E4E R, 48—l (5 i
MERE . = ZHeA- ( &) e s — RN CEOFAE T, 3 BAT e —Fh ez 1L
FNUFRFE R T = M7 AE N AT — B AT AR B R il 4% o

[0122]  FEEATZ, 42EX (D) 80 (7)) BB UL 2ER (Ib) itk &2 ik
SN i 2% o AL SN RT LAZERRR I 45 AR (BT AnEREE « — Z % 4- ( &3k ) iibhe s —
SR I CREATAE R LB Rl 2 ¥ Cln PO E00eI) o, ml AT I 7E — P AR AL A7 AE
AT . ERNSRAEM —120CE +130°C, fLi A —100°C £ 100°C TR N TN . 14
R & %N ] LLIE— DA R G (B — P AL, 1L O L8, UL —FhoK 357,
Mo ik — P BRI IR LRV 8D kAT .

[0123]  fL225K (Ib) MIALEW T LIMLZE (Ta) BIALETE—FIEH Cn — & FHD .,
TEARVE S5 AF T 40 an F P A e — S0 B e A HE R ) & o I RNVARIEH 2 TE —20C &
+100°C IR FEALIE M 0°C 2 50°C, B M AR FRESIR N AT

[0124] 7% 4

[0125]
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Ry
R H
Ny’ 0

W
Ry
R o)
e ¥ NH
R Rs
7 SN s R Ré W
| - 7 lN i
R9 S R2 S aa}
X

[0126] 4h22K (Ta) HIALE W] LLE AL FAL 20 (T1T) WAL &0 il A8 — R 5] (o i
PUERmE A —Fik 2z (IV) IR AT B4, 0 BE FH ML IR I AL PR ) 4 o 12 AL IE B
FEAEM —20°C £ +120°C  FEARLEMM 20°C 2 120°C IV E FEHITHY .

[0127] %5
[0128]
W
W R’; - R?’ o
R O
N SRy ™~ Ry
Rs R R{ Re
R W W
-l lN » 7 lN
(le) 0)
RO \ Rr2 R9 \ R2
LG X

[0120]  Ak2sX (1) & (1) BEW GLrh, X R D7 8E, AR5 58 Co—Cy FRGE AT A4, vk
Wy CHfk I TR BRER Y 25D W] DU I 7RI S AL 7]/ AR R4 GRS 248 (0O 259D
FAAE T IF HAE— Pl () 0, BRI PO A AEBANE T, ik 22 X (Te) k&) (G, LG 22—
AN R AL, o 0 e ER s R TP B R D 5 AR Z-X R AR LR Z 2R
B I H X2 Wt TR (D 80 (1) RSP vl BIRD 1R NR il 28 o 148 2
AT AEAT DAASCERSOBRR SN T AT o T8 J5 WVt DAy A AR PR3 208 2 AR N B P R DA 52 75 2
(Stilled JpAEZE (Suzuki) BG4 T H, 2 WA A LG R 4 5 Dk g P A
(Strategic Applications of Named Reactions in Organic Synthesis) ;JE/R7 « $72%
% (Kurti, Laszlo) ; R} « & 47 (Czako, Barbara) ;4@ . USA. (2005), H 4t : 5% A
IREEAR M A, AR R, B 8 M . p. 448 R AESEMAAD LA & p. 438 CRAFHEIEAD LA S|
e =BT

[0130] 746

[0131]
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W
W R’; R R? o
R R{ Rs W R1 R{ R W
o lN > 7 lM
{lc) )
RY N R2 RY X R2
LG X

[0132]  fk22sX (1) 8k (17) BILA AL, X /& CCR, Hor, R 2 C-C it AlBi# =4t
SR REGEED T DU I 7RG Y AT/ AR R 4 GEH & B A B B A Qi pb S 4 )4 5
AR CO) 255D AFAE FAEF BAE— R MU (B i1, — NI AR SAATFAE TR, ik 24
(Ic) W& b, LG 2 — N Y iy 511, o, 49 fn gy 32 B = R 26D 54025 5K
HCCR FIRTAZ M) B IR N e il 2% o 12 N A2 A AN 38 A7 T8 5 AR N 2 9T R0 ) T Sk A R R Y.
(Sonogashira coupling) £ R, WAL A HL-E R v 42 S N 1w N B2 7R 7« 7
25 % (Kurti, Laszlo) s E &} « ® 47 (Czako, Barbara) ;453 . USA. (2005), R4t 52 B
ME IR 2 A R AR R, S5 26 L p. 424 (B Sk ABEO LLR SIS 2% S0k,
[0133]  4k2%X (1) 8k (I7) WA AL, X & cCD W LUE b 248 (1) sk (17) itk
HH) LA, X A2 CCSiR,, oA, R A& C1-C6 HEdh) 1 NIm it 5 — Pl (9, B R B sk —
PR AR (9 W e AG D AT S SR il 45 o
[0134]  fb2Ask (1) 30 (1) BEEY G, W 2FD nf UL 2E (D 8 (7)) Witk &4
(e, WD i AR AREE R IR (o4, 55 4k ARl s AR AL 8 AL PR H 4
[0135] 58]
[0136]  LLR ) HPLC-MS W5 T irik 4k 54
[0137]  5VEA -
[0138]  7E3k HIRFHT (Waters) [ ZQ Ui CRRAH DUAR TS0 i 3 6%, 12503 fid
A BT R B 1B B T, B <3, 00kV, HEFL :30. 00V, ZEHLAS 2. 00V, Y5k
& :100°C, MR :250°C, HEFL AU E 501/ Hr, L FIML SRR & :400L/Hr 5 )i
HYEH :100Da 2 900Da) LA K — 446 (Agilent) 1100LC GEFIME LS IR INHAVE
FEZ UL A HEFIR 2% o 4 :Phenomenex Gemini C18,3 1 m, 30X 3mm, ¥/ :60°C;DAD
WAKFEE (nm) 210 F) 500, EEFIFEEE A= 7K +0. 05% FER, B= ZBE / FEE(4:1, viv) +0. 04%
I sBEE :0minS%B ;2-2. 8minl100%B ;2. 9-3min5%. Wi (ml/min) 1.7
[0139] 57k B:
[0140]  7Ek HIRFHT (Waters) [ ZQ U CRAH PUAR TGO B id R 61, &5 id
A IR M BB BN T, B4 3. 00kV, HEFL :30. 00V, ZEELEE 2. 00V, Y5
& :100°C, MR :250°C, #EFL AR 501/ Hr, L FML S AR & :400L/Hr 55
HYEH :100Da 22 900Da) PL A — A2 446 (Agilent) 1100LC GAEFIME AT — IR  MHAE
FE DL S RE AR IS . 4% :Phenomenex Gemini C18,3 1 m, 30X 3mm, i :60°C;DAD
We K TG (nm):210 F) 500, BFIEERE A= /K +5% FEE +0. 05% 1L, B= 2 +0. 05% S ;4
FE :0min0%B ;2-2. 8min100%B ;2. 9-3min0%. ¥ifE (ml/min) 1.7
[0141]  J57%C:
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[0142]  7E2Rk HIRFE T (Waters) 1 ZQ BT A CHAH YRR B0 130 1 3d 3061, Z BT A
B & A HL BT S I8 R P - IE 1 850 3 1, BN <3, 00k, HEFLIEH 30V 22 60V, ZXHUAS -
2. 00V, JEIRZ :150°C, ZLW LR 350 C, HESL AR & 50L/Hr, Zo AL AR & -
400L/Hr ; JFUE G [H :100Da %2 900Da) LA —A K BIKF i (Waters)[#) Acquity UPLC :-JC
R IMAEARE S DL R PRI o S FRIRAS, TR, INFAVE AL % DL R AR [ )
K, & :Waters UPLC HSS T3,1.81m, 30X 2. lmm, ¥ :60°C ;DAD W7 [ (nm) :210
2 500, YEHIBEEE A= 7K +5% FE +0. 05% FIE, B= £ +0. 05% FIIE sB6 & :0min10%B, 90%A ;
1. 2-1. 5min100%B ;¥ & (ml/min) 0. 85

[0143] /37D :

[0144] 7k BIRFF T (Waters) [ SQD BTl A3 CHRAH DU B B 430 b ad o6, 25X
B & HL I8 R ME - 1IE & F B8, BN 3. 00kV, HEFLIE ] :30V 22 60V, AEEL 4 -
2. 00V, JEIR B :150°C, £ FIMLIR A :250°C, #EfL /KW & OL/Hr, £\ FIL S K & -
650L/Hr ; it & 75 [l :100Da &2 900Da) LA A —~k Bk (Waters) [ Acquity UPLC : —
TCIR S INAEREE DU AR PRSI AR . SRS, —ouR, IivViE A = DL R AR
HKG I 28 . #F :Phenomenex Gemini C18, 3 1 m, 30X 2mm, 75 J& :60°C ;DAD J Ky [ (nm) :
210 3| 500, ¥ 71 86 B (A= /K +5% FF EE +0. 05% 1 /5, B= & JiF +0. 05% B9 /% ; Bf 5 - Bh 5
Omin0%B, 100%A ;1. 2-1. 5min100%B ;% f& (ml/min) 0. 85

[0145] 77¥£ E:

[o146]  FH T75%2 C BRI A4, B T OGSO Rk BIRFE (Waters () SDQ Bif¥ (5
ELL NS

[0147]  JjiLF

[0148]  7E3k HIRF (Waters)I¥) (SDQ 8K ZQ FrAH DY AR FREASO A3 b s 6, & i
ICBC & A FBE SR R < 1E B 7 8008 7, B 41 :3. 00kV, HEFL :30-60V, ZKEL A :2. 00V,
PR :150°C, R FIEE :350°C, HEFL AR 0L/ Hr, K¥ ML AR :650L/Hr ;
JEEH] :100Da &2 900Da) LA & —~k HIKR I (Waters) [¥] Acquity UPLC : —JGE Ak
EREE UL AR PSRN o WWHISES, 0, INPVE RS DL AR B AR 25
¥t :Waters UPLC HSS T3,1.8um,30X2. Imm, ¥5/EF :60°C ;DAD P K:3GH (nm) :210 3 500,
WHIBERE (A= 7K +5% FEL +0. 05% R, B= ZfiF +0. 05% FIE BEEE BHA :0min0%B, 100%A ;
1. 2-1. 5min100%B ;¥ & (ml/min) 0. 85

[0149] BN ML T UL N 4E'E :s= I shs= TElE ;d= —F % ;dd= X FEIE ;dt= X
W = W sttt = I = VI EWE m= Z I Me= L jEt= 43 ;Pr=THZ ;Bu=
THE M. op. = F A RT= W R ISR 5 IMHH] = 23 FH 5 gl an, I & 1K - D .

[0150]  FR[E] =W A5 Ak

[0151]  SEfF] T :6- 24 J& —5— FI4SE — MERE —3- JIF IRl 2%

[0152]

Zn(CN)2 NH,

H N

N
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[0153]  ZEZVSAA N, 7] 5 IR —3— FF4ESE - mEng —2- % (3. 00g, 14. 8mmo1) #E N, N- — F3k
% (55mL) FR R N INNBUALEE (TT) (2. 78g, 23, 6mmo 1) LA K Y ( =ZKEHE ) 48 (0)
(2.06g, 1. 7Tmmo1)o ¥ [ NIRG WAL 100°C Tk 4ho Kz R NVIRGYIH OB L BRFRE
I HAH Gk b S S A IR LRI VB DA S Bk ek o 70 BS 5 AH o A WA R BRI T4 0 HLIK
o TRARYIE I RE AR R AL R : LR LB / R CHE 1:5), £33 6- & Fk -5 F
SR - ke -3- B (1. 2g,54% 7 %), 'H NMR (400MHz, CDC1,) : 7. 99 (s, 1H), 6. 99 (s, 1H), 3. 8
8 (s, 3H) ppm. "*C NMR (100MHz, CDC1,) : 152. 83, 144. 58, 141. 27, 118. 32, 115. 52, 97. 66, 55. 6
5. LC-MS (J57% B) :RTO. 69, 150 (M+H")

[0154] T [ AL A W) I8 i[RI 1R 77 32 FH R L Ry B30 B 0 BH () D 2 2 BE NP e i) 45
[0155]  6- 2%k —5—( =9 AL ) mbre —3- JIF AT R I FH T A42 I M B

[0156]  SEfF] 1T :4-[ (5— Tk —2- MEREdE ) 240k 1-4- % - T IR AEME AL

[0157]
Cl O
o Yl
0
NH, ~ O NH

/
= O © Z
g > |
NS
CN CN

[0158]  Hf 6- Za Ak —3— HUAEMLRE CRT R IR, 0. 4708, 1. 0 DV AA T VU ZME (10mL) 1,
SRIGARGE NN N, N= Z B2 (0. Bml, 1. 0 248 DL AL —4- 5 —4— % — T Bk (0. 54nmL,
L1 ED . BZIB S 12he (5 1IZ RN, I HBZES BT SR Sl 5K 2 853 B 43
B HKIZEF B G L1 (20O ZHL A& HMANUREMmIRE: B a2 k4.
T e bR (3 R Okt — LR SRR VR R 4L 125k A, A3 3 4-[ (5— Uk —2- kg
) JE]A4-F - TIRTFERE AL (71%). M. p.=161°C -164°C. 'H NMR (400MHz, DMSO-d6)
68.78(s, 1H), 8. 20 (m, 2H), 3. 58 (s, 3H), 2. 74 (¢, 2H), 2. 61 (t, 2H) ppm. LC-MS (7 ¥ B)
RT1. 19, 234 (M+H")

[0159]  FIHIMIK K A B B AL -S4l ik [RIFE A 5 v e Mk i s 3 BT i P P S o 5
MHEE Tl 25

[o160]  4-[(3— &% —5- Wl —2- nikmedt ) & 14— % - TR FAEME A3

[o161]  4-[(3- R —5— S —2- MEREZE ) 2 1-4- 4 - TR NS A5

[0162]  4-[(5- ¥R —3- F4EZE —2- Mbme ) 22 1-4- 4 - T IR &M A6

[0163]  4-[(5- FJE —3- AL —2-nmibmeddt ) & 14— 4 - TR 2EMR A7

[0164]  4-[(5- R —3— S —2- MEREZE ) 2 1-4- 4 - TR 215 A8

[0165]  4-[(5— (& —4, 6— AL —2- mbme kL ) 2 1-4- 4 - TR F AR A9

[o166]  4-[(3— &l -5~ FIE —2- mbmedk ) & 1-4- % - TR FAEME AL0

[0167]  4-[(3,5- &l —2- mtmedk ) 22 J-4- % - TR P AEME ALl

[0168]  4- 41 -4-[(3,5,6- =& —2- MEmedt ) 2L ] TSRS AL2
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[0169]  4-[ (5— FJ& —2- mEme JL ) &I 1-4- % - T 1R LKL BE A22, 3 o [7] % 1 77 v A
4= A - TIRCERRS PR -4- & -4 5 - TGS
[0170]  4- 4% —4-[[5-[1, 2,2, 2- DU —1-( =9 3L ) &35 J-2-mbmedt ] 2% ] TR
M5 A24
[0171]  4-[(5- JRAR —6- FIARZE -2 mbmedi ) 22 1-4- 4 - T 2L 1R A26
[0172]  4-[(5- FEEMLEIE —2- mbme 2L ) ZJE 1-4- 4 - TR P 2EHE A29
[0173]  4-[(5— F4RZE —2- mibme g% ) &2 14— 4 - TR FF 1R A30
[0174]  4-[(5- & 4~ L5 —2- Mbme ) 2008 1-4- 4 - TR MR A31
[0175]  4-[(5- &Mk —2- mbme it ) 2 1-4- 4 - TR A& Mg A33
[o176]  4-[(5— &% —6— FZE —2—- mibme st ) 22 1-4- 4 - TR MK A35
[0177]  4-[ (5— &(HE —2- ket ) &3t 1-2, 2- R —4- 5 - T B WS B1, 708 1] ok
FULL S DMF P AR R A (R R 2 5, VR RONSAAE FH B 2, 2 — = PR pR g
SEg
[0178]  6-[(4- A4 —4- 4 - THEEE ) &L ] nibne —3- R 2L RE A37
[0179]  4-[(5- ¥R —4- L5k —2- Mbme 2 ) 2028 1-4- 4 - T IR &8 A38
[0180]  4-[[5- & JE —3-( = FE ) —2- kw1 &2 1-4- 4 - TR F2ERE A42
[o181]  4-[[56- ¥R —-3-( = m F2E ) —2- mime L ] 2 14— 4 - T IR T ARG A44
[0182]  4-[[3- %l -5 ( s F2E ) —2- mbwe &L ] 22 14— 5 - T IR A5 A46
[0183]  4-[(5— (& —3- FZE —2- mbmedE ) 2028 1-4- 48 - TR A E A48
[0184]  4-[(5— R —6- S —2- MEREE ) 23k 1-4- % - TR P ILAR A49
[0185]  4-[(5— A& —2- mbme 2 ) 25 J-4- 4 — TR P 2EEME ABS
[o186]  4-[ (5— FIMEAMEIE —2— mbmedt ) &0 1-4- 4 - T B2 2L 1R A56
[0187]  4-[(5— &l —4— H4 2k —2- MEmedE ) 202k 1-4- 40 - TR A E A57
[o188]  4-[(5— %l —6— HI4IE —2- MEmERE ) 202k 1-4- 40 - TR AL 1R ASS
[0189]  4-[ (5— AR —4— FIARIE —2- mbmedt ) &(JE 1-4- 4 - T 2L lR A59
[o190]  4-4 —4-[[5-(1, 1,2, 2, 2- AR LFE ) 2 nibme 2 1 &0 1 T e F 205 A60, 1
NEIEMEMER 5-(1, 1, 2, 2, 2- FLEACZIE ) nikig -2- f% (54 X)
[0191]  4-[(5— FIMEZE —2- nikmedE ) &2 14— 4 - T IR PR A76
[0192] S8 111 :4-[ (5- FIE —2- mbmedt ) &I 1-4-5F - TR A2
[0193]
0

NH, fil SH
. O o 0O O NH
.

l

x = |

Il
N I

[0194] ¥ 6- 2 3L —3— BUAEMLrE TR, 1. 0g, 8. 40mmol) ¥ fi# T VU e (20mL) 7,
22
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ARG NN BE IR B I (1. 04g, 10. 5mmo 1), iR & W AE 100°C FHiHE 12he 5 1Ri% R M,
I R 2085 T8 B B B R ML M e % . B XA WLE AR L8 Dk T8 I Pl (15
Rl - L8 CWE (5/95) PEMER AL AZR AR, AT 43 3] 4-[ (5- 5l Zk —2- MEie 2 ) 24
e 1-4- % - TR A2 (0. 325g, 18%). M. p.=220°C -221°C , 'H NMR (400MHz, DMSO—-d6) & 12. 1
8(bs, 1H), 11. 04 (s, 1H), 8. 78 (s, 1H), 8. 21 (m, 2H), 2. 69 (t, 2H), 2. 52 (m, 2H) ppm. LC-MS (Jy
1% B) :RT1. 00, 218 (M-H")

[0195]  "RIHIMIR H 3R A B4 EY)2 8 i R 5 vEH 41

[o196]  4-[(5- ¥R —3— & —2- MEresE ) 22 1-4-4 - TR A13

[0197]  4-[(5- FZE -4, 6- L —2—-nipme st ) &3 J4-% - TR Al4

[o198]  4-[(5— & —3— HAEE —2-mbmedt ) & J4- 4 - TR AL

[0199]  4-4 —4-[[6-( =G A ) —2- ek ] 23 ] TR AL9

[0200]  4-[(5- R —6- FFZE —2-mibmedt ) &2 1-4- 5 - TR A21

[0201]  4-[(5- ¥R —3— A& —2- mbme st ) 23 1-4- 40 - TR A43

[0202]  4-[[5- R -3-( =G A3 ) —2- e ] 23 1-4-4 - TR A45

[0203]  4-[[3- % 5 ( =G A3 ) —2-mbmedE ] 23 1-4- 4 - TR A47

[0204] S TV :4-[ (3— &% —5- Wl —2- nikmedt ) & ] 4-5- T M4

[0205]

o
; MBS
HO o Nh
2 A Nn
LiOH AN
CN :
& o
S

|
[0206] 7EIRBEIRAE FBESEALEE (0. 058g, 1. 0 M@ AR 4-[ (3- F I -5 i —2— nipmg
i) A ] - T RIS (S 1,A3,0. 5008, 1. 0 248D 7E VUSRS (15mL) 57K (5mL))
TR GV o Bz R NV IRA WAL ST Bt 3ho bk R R 2 SN e A VAR RS FF
HH 4T CEEEG . 12/KAHIE S I Eh B /KIS QR4 1) IR IE HH £1R S BEZE B IR
A I A NUZEMIREE b8 e B8 ik 4a, 75200 & B IAL &9 A4 (23.4%),
M. p. =215°C -218°C , 'H NMR (400MHz, DMSO-d6) 8 12. 22 (bs, 1H), 10. 98 (s, 1H), 8. 96 (s, 1H),
8. 77 (s, 1H), 2. 72(t, 2H), 2. 55 (m, 2H) ppm, LC-MS (J57% A) :RT1. 08, 344 (M-H")
[0207]  FIHR B R A B B ALA Y28 i [RIFE B 7 v 4 1
[0208]  4-4H —4-[(3,5,6— =& —2- mkmeHt ) &I ] TR Al6
[0209]  4-[(3,5- & —2- mimedt ) 23 1-4- 4 - TR A7
[0210]  4-[(3- ] —5— S —2- MEREE ) 2k 1-4- 4 - TR A18
[0211]  4-4-4-[[5-[1,2,2, 2- PY3R —1-( =9 FF5E) L3 ]-2-mbmedt ] 298 ] TR A25
[0212]  4-[(5- yR —6- F4UIE —2- mbmE 2t ) 238 1-4- %0 - TR A27

23



CN 103796996 A OB B 19/35 T

[0213]  4-[ (5 FEEMLLESE —2- MEme KL ) 2058 14— 4 - TR A28

[0214]  4-[(5— @l —4— L% —2- MERE s ) 23 1-4- %0 - TR A32

[0215]  4-[(5— (5 —6- FIZE —2- MEmedE ) 2038 1-4- 4 - TR A36

[0216]  4-[(5— &k —2—- mbme 2 ) 20k 1-2, 2- 3k —4- 4 - T B2

[0217]  4-[ (5- IR —4- L& FE —2- mEmedt ) &L 1-4- 5 - T A39

[0218]  4-[ (5- ] —6— & —2- mEmEdt ) &I 1-4- 4 - TR A50

[0219]  4-[(5- %l —4- A& —2- ke ) &3 1-4- 4 - TR A6l

[0220]  4-[(5— %l —6- A4 —2-mbme 2t ) 23 1-4- 4 - TR A62

[0221]  4-[(5-JR —4— FH4EE —2-mbme % ) 23 1-4- 40 - TR A63

[0222]  4-% —4-[[5-(1, 1,2, 2, 2~ AR LEE ) —2- mipmedt ] & 3L ] TR A64
[0223]  SEH] V 4= 4R —4-[[6- ( =5 2L ) —2- mbme 2 | 20 ] TR RS A20
[0224]

HC(OMe)s ,MecOH Z
N~ > I
| X
. SOCh
CFs

CF,

[0225] 44 4- % —4-[[6-( =g A Z&)—2-mbmg 3 ] 2058 1 T B (SE 9 11, A19,50mg,
0. 19mmo1) L% J5L FF R — FF 5 (60. Tmg, 3 245 W T FFEE (4mL) 1, FF30% I o ik — 54
(68. Img, 3 2. KHiZ S VAR SR FIEHE She B 2% & 412k 324 ] Dowex1 X 8OH
AbFE, WIS 3 4- 48 —4-[[6- ( = 3L ) —2- mkme ik ] &k 1 TR FFEME A20( 36mg, 69%) .
'"H NMR (400MHz, CDC1,) : 2. 77 (s, 4H), 3. 73 (s, 3H), 7. 91 (dd, 1H), 8. 33(d, 1H), 8. 54 (s, 1H), 8
.59 (s, 1H) .

[0226]  SEfF) VI :4-[ (5- FHE —2- Mbme et ) 2 1-4- 4 - TIRFAEENG A23

[0227]

(COC):
CN CN
[0228] ¥ 4- FEIE —4- 5 - T B (AT R W, 2. 097g, 10. mmol, 1. 2 8D #E T & H
Bt SR JE NN ELBL L (2. 13g, 1. 4mL, 16. 8mmol, 2. 0 24 &) DL A —i N, N- L FEZ.
L RAE Z W T ke 1h 3F HAR S IR 1he BRI Hal i LS5, Brk Ry fd
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T 30m1 1 PU SRR o, HEAEVR -S4 i AR DU SRR (30mL) LA AL AERE (1. 99g, 2. 03mL,
25. 2mmol, 3. 0 &) 6- ZIEALE —3- 15 TR, 1. 00g, 8. 39mmol, 1. 0 &), K%
BRI 4ho (Z1EZ RN, IF HEZIE A CTR QB Sk 2 M4y BE. sy B HUKE B &
B LG (2x) 220 A IHMANEEMBRE: F Tt e s hik g . @ik PR ki
R CEE - LR W (3/1) VMR AT R W), NITAF BIREE 4-[ (5— 55 —2- MEmedE)
T 1-4- 48 - T ERIE A23 (2.49g,96%). LC-MS (J77% A) :RT1. 58, 310 M-H"), 308 M-H") »
[0220]  SEAF) VIT :4- 48 —4-[[6- ( =& L) —2- mbme 2L ] 228 ] TR 2ENE (b &4 A34)
[0230]

ZT

[0231] [ 2% I (3mL) Y59 P& i I A IEAR B — 50 (3 24 &, 2. 29mmo 1, 0. 169mL), 5min
Ja» FRZETE P I 4= 41 —4-[[6-( =/ 2L ) —2- nieme 28 ] &2 ] T IR AL9CII T frids i) 2%
1), 201mg, 0. 766mmo 1)+ ¥fiZ% X MR G WIEEIR F S 15 1% R MY, 3 B A
LR LR R PR S BN I PR W 2 1) 7 B o 43 B K JE 3 B 418 Sl (20 ZE B 55
A HLZE K (x2) UL #h KB, TER RS b T e LS ik ga . A K B2 kR g
Iy B, LA RN A o il g R 0T HAR G K LR bt (20mLDPEVS o Rz R4 B Sl it
T LR LTE AR 5 S Qe UTuE FR5 I 3R 15 10 [ A4 98, TS 217572 4- 4 —4-[[6-( =
SR ) 2 nikmEdE ] &I ] THE A34 (32%). 'H NMR (400MHz, CDC1.) 8. 7 (s, 1H), 8. 31 (m, 1
H), 8. 22 (bs, 1H), 7. 90 (m, 1H), 7. 35 (m, 5H), 5. 15 (s, 2H), 2. 78 (m, 4H) ppm.

[0232] R A LS A5, A52, A53. A54. AT3.AT4.AT8, AT9. A0 UL &% A81 J&if it [A]
FE B 7 72 FH ARG I [ e ol 25 114

[0233] S VITT : A2 4- 4 —4-[ (5 LMadk —2- mbme s ) 228 1 TIRIEE (b &4 A40)
[0234]

2 l
n-Bu  n-Bu o
L l
H n-Bu—Sh Mf}
O H
A, ) I
- f = IN
PhsP, Pd N
Br
.

[0235]  [a] A-[ (56— R AR —2- mbwe 35 ) 2 3 1-4- % - T B F & B8 (7] 7§ W 19, 0. 25g,
0. 871mmo1) 7F A 25 (10mL) HH F R N INNAE - = 2R FE 5 (0. 101g,0. 087 1mmol ) PA K, =T &
25



CN 103796996 A OB B 21/35 1T

( LI&2E ) ke (0. 33g,0. 30mL, 1. 04mmo1) e ¥ K NIR-E W) RIIE A 285, I 0. 05eq
R =R BE R LA & 0. 6eq I =T ZE M8kt . fEES L BRE R4 77 I B R R CIEH
Wi Ctaken up)o FFiZZHEAH CRESER PO R A Pk ds . 1l P sz 2
Bt - LR G (3/ 1) BEMCRAENAZTR AR, WA R 4- 4 —4-[ (5- LHRFE —2- MEIESE ) 24
5] TR PR LA A40) (0. 20g, 15%). 'H NMR (400MHz, CDC1,) 8. 26 (s, 1H), 8. 19 (sh,
1H), 8. 15 (m, 2H), 7. 76 (m, 1H), 6. 65 (m, 1H), 5. 34 (d, 1H), 5. 30 (d, 1H), 3. 72 (s, 3H) , 2. 75 (m,
AH) ppm.,

[0236] S5 IX :4-[ (5— LBedd —2- nikme 2 ) &2 1-4- 4 - TR 55 MR A4l

[0237]  DER | :4- % —4-[[5- (2 =WIEREREAE ZbRIE ) -2 nibme A | &% 1 1 L A 2L MR
[0238]

2 1
MO A T l
= MQ
L /Y
a | c P~ lN
N
Br
>Si

[0230] i) 4-[(5— AR —2—- ML mg 55 ) 20 A& 1-4- % - T B2 W 245 M8 (A 9 08 19, 0. 25g,
0. 871mmol) 7E VY LML M I M M N = ( = 2R &) — &L (I1) (61. 7536mg,
0. 087mmo1 ) WAk W4 (I) (16.6mg,0.087mmol )\ = Z fi% (889mg, 1. 23mL, 8. 70mmo1) LA K
ZRFE = I HE A HE (130mg, 0. 19mL, 1. 30mmol ). KfiZ% [ N IRAWILE 65°C ik . 121k
R, I HI RS BAE LR ClE 5K Z 57 B 738 K2 3 HH SR £ (2x) ZEHL.
HEIFFRIANUZTEMBR S E It sk gs . Bk PR Gl M Okt - SR G B
(3/DVERE SR ZFR A, MR 4- 48 -4-[ [5- (2- = IR O Fe 3t ) —2- ntkme 3 ]
S ] T PEEE (26mg, 10% P73, 'H NMR (400MHz, CDC1,) 8. 39 (s, 1H), 8. 14 (m, 2H), 7. 74
(d, 1H), 3. 72 (s, 3H), 2. 74 (m, 4H) , 0. 24 (s, 9H) ppm.

[0240]  ZDIR 2 4-[ (5— LHLSE —2- ket ) &3t 1-4- & - TR NS A4l
[0241]

O | 0 '
*”MO HMO
Z N 2 sy (@]
I I
>Si i
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[0242]  [n] 4- 48 —4-[[6- (2- = EERELTAE CpIE ) —2-mibme 58 ] &2 ] T 1% R 2415 (26mg,
0. 085mmo 1) 7 A (KIS N — IR P I N R B (5. 90mg, 0. 042mmo1) - HRH X R WTR &
WITEZIR N HFE 2he 51 RE RN, 3 B AL LR LR 57K 2 M43 B 43 B HKZ IF
HH R B (2x) 8L & MANZ MBS B e 228 b ks, i1 21
4-[ (5 L3k —2- mkmEdt ) S0 1-4- 4 - TR FFZLNE A41 (12mg, 60% =), 'H NMR (400
MHz, CDC1,) 8. 39 (d, 1H), 8. 16 (m, 2H), 7. 77 (d, 1H), 3. 72 (s, 3H), 2. 74 (m, 4H) ppm.

[0243]  S2f] X :5-(1, 1, 2,2, 2- LA L) nibme —2- i

[0244]
NH, 2 4
F F ey
F%—'{'—*f -+ ~ [N -
TR A
i;: F . 7 B @A

[0245]  |f] 2- G FE AL IE (25. 0g, 263mmol) £F 7K (250m1) DL Kz FF LKL T FE Bk (25m1) 7R
SIS D, A 2k MmN 4 FR £ R i (80g, 38m1, 315mmol ) VB R A &N (64. 6g, 26m1,
315mmol). Bk FR &l (26. 5g, 315. 6mmo1) LA & PU T & it FR &L i (“TBAHS ™) (0. 11 24 &,
9.92g,28.9mmo1 Do M 1% NIRAWIAEM BRI N HiPE 16h, i 38 IZIRA Y I K pE i A
I IR AR UKo A IR B HUAHAH 283 K SRR KR CIND DL R #h /K k¥, £E
IRREN T k4. K ik R Wi s 5k (LR L8 / MOk 4lif, M #5 2
5-(1,1,2,2,2- TLdR L HE) MERE —2- i, P24 7%, 'HNMR (400MHz, CDC1,) 8. 23 (d, 1H), 7. 6
1(d, 1H), 6. 72 (m, 1H), 5. 04 (sh, 2H, NH,) ppm. FZ IR =5 3,5- — (1, 1, 2, 2, 2— FLIFAL
LFE) MEmE —2- fi%.

[0246]  SEfF) XT :4- 48 —4-[[5- (1H- PURME -5- 3% ) —2- mbme JE ] 2008 ] TR S5 M5 A65
[0247]

0
H 0 NsNa w
-
N —_—— Z O
g NY\)LO/ |
™ | O X ©
z | A
N—N

[0248] ¥ 4-[ (65— & —2- mkmed ) =& 1-4- 4 - TR IEAE A10. 200g,0. 857mmo1 ).
BEALEN (0. 169g,0. 09mL, 2. 57mmo 1) LLf = Z R &4k 4% (0. 187g,0. 17m1, 1. 33mmo1) IR
AIAE 1- B3 —2— g B (10mL) HHAE 150°C FHikE 4h.

[0240]  HHIZIREWAET TR AR RE . H BB QAN BRI 5, BIERH SR &
BRI IR o Bz A NUARA G, FE IR AN b TR IF T IR G . X R RWRIE T L L
Rt gE, M3 4- 48 —4-[[6- (1H- PUZMe —5- F% ) —2- nibme 55 ] 2028 ] T 1R AP 2516 A65
(0. 06g, 25% =), M. p. :246°C —248°C, LC-MS (J5¥: F) :RT0. 53, 277 (M+H") ,
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[0250] S XTT :4-[ (5 flE —2— Mbmedk ) 20k 1-4- % - TR T ZEM5 A66
[0251]

HM Ho—/_/ HM

7

SOCk X
\f
M

[0252]  [W) ] —1- B (3mL) ¥ 0 AR BE — 5K (2. 73mmol, 0. 200mL, 3eq). 5min J&, ]
M 4-1 (6— J Ik —2- mEmedt ) 202 1-4- % - T A2 Clnai prik )45 17, 200mg,
0.912mmo 1) H % NIRGWEEIR PO 1% MY, I BB WAE LR L1
K285 B 8 HKE I B 288 288 (2x)Z B K& IF 1A HLE PR R S 40 1 A
PR FFEM R S 8, RS FE LS TPk 4 o X7 R Se IR TR vkl FH44 s v
] A 8 ok PR R IR Ot — SR SBRVEN Rk 4idh, 73 21 4-[ (5— JEE —2- mbmedt )
AHE 1-4- 50 - TR T ZEME A66 (10%) LU 6-[ (4- T4 —4- 50 - TBEE ) 22t ]
MELRE —3- FRER T JEME A6T (9%).

[0253] 4-[(5—- & JL —2-mbmg ) & FE 1-4- 4 - T 8 T 3 B8 A66 ;LC-MS (7 ¥ F)
RTO. 89, 276 (M+H") .

[0254]  6-[(4- T4 —4- 50 - TEREE ) 23 ] nbne —3- 2R T 2585 A67 ;LC-MSUT V4 F)
RTO1. 10, 351 (M+H") »

[0255]  Sfd] XTTT :4-[ (5— 2k —2— MEWE 5L ) - A% — 2 1-4- 40 - TR I 2EME A68
[0256]

9 |
< 0
e S o
\E > /I
™
1l
N il
N

[0257] [ 4-[(5— & & —2- mtwe 28 ) =& J-4- 4 - T IR A2 (Wi iy By i 1 & 19, 200mg,
0. 857mmol, 1 &) 7E LJF (5mL) A1 RV A I ABIAS b (10 24, 8. 57mmol, 0. 534mL) L
MEAH (1 295,0.857Tmmol,0. 037mL) . W% ViR GYESE S . kH, mA
1 Y& AR (34, 3mg) LR = M B A IR SR =0 P HidE 1he 1F 10X RV,
I HRZS A SR SR S K2 )y B B H/KE I B H SR 1 (2x0 Z . #H-5TF
A WUZFEEREE E8e, I HAR S E LS TRk e . i 45 i ] i i s (v L 3 O

Bt — LR CERVEIRAEAL, IF ARG T 1R QI H I B AT S d- AT it . UK /K
28
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G, Bzt W AR g I HAS 3 4-[ (5 F 0k 2- e i ) - FR - & 145 - T
% A FE RS A6S (45%). 'H NMR (400MHz, CDC1,) 8. 69 (s, 1H), 7. 90 (m, 2H), 3. 71 (s, 3H), 3. 52 (s
, 3H), 2. 92 (m, 2H), 2. 71 (m, 2H) ppm.

[0258] SR EZK A FIALEH A69 S 18 i [FIFE ) 77 v2 F AR I (R e A4 57 ol 2% 1

[0259]  SEf5] XTIV :4-[[5- ( —H L ) —2— MERE 5 1 20k 14— 40 - T BRI AEME AT7

[0260]

F
Fs S{"' F

|
o/\/

| H 2
“ O o y N\W/,\\v/uxcr/
4 0/ |
| F suN D
O Ane N Q ;
F

[0261]  #f 4-[ (5— FEESE —2- Akmeds ) & FE 14— 4 - TR 3L A76(0. 09g, 0. 381mmo] ,
128D 75 R (6mL) H [ I VAR I 480 9] (50 TR %) (947 76 F 7E 80°C e 4. 41k
B, I HR AT LR L 05 Bk 2 1073 Bre or B K 20T HH 48R LBE (2x) 25
& IFRIAMURAEMER B 158, JF HLARJG E TS TRk R IS B (o] 4 el PR (2 182
(FO HBREEI T bt - MR SBRBElik 4k, Nmif3 2] 4-[[6-( “H A ) —2- nbigdk ] =
FE 145 - TERFPIELES ATT (52%). LC-MS (5¥E ) :RTO. 71, 259 (M+H") .

[0262]  SEAB XV & AT 36 A= 40 —4-[[5-(2- Wy 3k ) —2- niewg 5 J 205k ] T RR S AT1 LUK
4- 5 —4-[[5— (2— MEmy 3k ) —2- MEWE Sk | 24k ] TR A72

B 2

Q
S 57

Br — _—

[0264]  EFRIEE HAEN 4-[ (56— JRAC —2- mikme gk ) &3 1-4- 5 - TEIRFEE (TR
B ANAESEAF) TT Bk (1), AR GE AR AT 3 I 5— IR] 2- 20 JEMERE :200mg, 0. 696mmol, 1
A1) 2- BEMYSEAINER (3 248, 2. 09mmo 1, 3 &) — (= - BT B 48 (0) (22mg,
0. 043mmo1,0. 06 4 &) HERE (179mg, 1. 28mmo1, 1. 8 ¥ &) IR T £ - — F ik (5m1 )/
AKC2ml) Ao AER N R NIR S WIAE 130°C RN 20 b iRz, 3 HOBHZE R
1E LR LR S K 2 743 B 70 B HUKZ I HH 1R & B8 (20OFEL . KA H A NEAE
RS T, JF HAR S AR B TPk o 4 BT As B 1 il o Bl (v BR 3R bt - &
MR LB Pe R4k, MR 3 4- 5 —4-[[5-(2- WEMy JL ) —2— b me S ] 28 - TR 2L lS
AT1 (8%)s %)o LC-MS (J5¥Z F) :RTO. 85, 291 (M+H) »

[0265] F51Z/K)Z2 RS RI B2 pH1-2, 3 HH 4R 488 (2x) ZE. K&IFRAVE
TEmIREL E188, IF HAR SR L8 k4 o Rz bR H LR Sl VEG:, ik g B, i
1330 4- 4 —4-[[5- (2 WEmy 3L ) —2- mikme 55 ] 258 ] TR A72 (31% /%), %) . LCMS Uy

29

[0263]
O | O
o N)‘\/\“,OH
S 4 Dyon mYSYC
O s” B ®) O
H % o N “ N
o OH | |
~ IN X + N
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V= F) :RTO. 74, 277 M+H") »
[0266] S 5] XVI : A1 Zk 4-[[5-(5— FF 2§ —1,2,4- Mg — m —3- 3L ) -2- it we 3L ] &
3 14— - TRES A75

[0267]  PER 1 :4-[[5-[(2)-N - FeE WIRIL J-2- mbwe st | 2k 1-4- 4 - T 1R 2L
[0268]

0 | Q |
o)
HMO HM
P 5 NH20H p O
s - U
N
Il " "NH,
N OH

[0269] 7F 80 °C T, [ % M8 & &N (1. 81g,21. 4mmol,5 24 &) LL % #h B #2 % (1. 50g,
21. 4mmo1, 5 M EDE/K (12mL) F R R A 4-[ 65— F3E —2- ket ) =& ]4-%8 - T
B2 A2 (1.00g,4. 29mmol, 1 243 7F FEE (120mL) PV . (EEA FIRYE AT, B
INFAE 80°C It . HiZ A WAE L/ 2B (50mL) 57K (50mL) 2 [A) 43 B . 2325 /K 2 3T B
H L8 LR (3X50mD) 2B -5 FF A VEEMER S LT, I HARF B2 k4, M
M43 760mg FIFH 4 o 1 PRod o 1852 R B TR B LA S — U ke (0 22 10% 11 R EEHOBE
W 4iAL 2 BT, B Z L =W B AE isolute b, MR R 4-[[5-[(2) -N' - F23E FBKEE 12— 1k
eS| 2k 14— % - TR F2EHE (0. 46g, 1. 73mmol, 40% ;= 34).

[0270]  WRR 2 :4-[[5-[(2) N - ZBLFREE ]-2- ntbmet ] 28 J-4- 5 - TR T 2LMg
[0271]

o) | o
HNJ\/\H’O c|>
SN
N7 © O
l Acz0) N7
" : t
N
NZ NH,
OH N" "NH,
\er
@]

[0272] i 4-[[5-[(2)-N — F& 5 AR 4 J-2- nigmie 265 ] U8 )4 4R — TR A 6 S
FE5 38 1 P UL B IR 3R 43 119, 0. 15g, 0. 56mmol, 1 24 &) F — & 7 ¢ (30mL) [ & V% 7+
A LFREF (1. 98ml,20. 3mmol, 36 24 &), 7 I FIRGT L 1. H4 IR G Y BL#: 5 K, 135
4-[[5-0(2)-N - ZBEFBKIE 1-2- mbnedt ] &5 1-4- 4 - T RR FAEE, M H A F RS
AL T T — PR,

[0273]  JLUR 3 :4-[[5- (5~ FIE ~1, 2, 4= W M -3~ ) —2- MWk ] 3 -4~ S - TR
TIZERE AT5

[0274]
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0
—
N | TBAF NZ O
[ - \l
N7 “NH
| 2 r\{”' N

=€
;;

[0275]  FEZEWE T, W 4-[[5-[(D)-N - CBELF BRI J-2-mbme ] &2 1-4-H - TIRH
FEME (FE D IR 2 h3R13 11, 0. 18g,0. 58mmol, 1 24 &) 7E VU WM (20mL) H [ %5 19 A
£E THF (0. 053g,0. 058mL, 0. 058mmo1, 0. 1 &) i Y T 3L AL 5 (1. Omol/L). ¥R &
YA ZIR T 4he FHZR R LR LB S/KZ A0 Bre 47 BSH/KIZ T B H 418 L
(3X50mDAERL . A5 HMANEEMRE: L5, 3 HARFAR T IRYE . ikt
PRI (18 AR FE LR GlR DL RCBR Tt ik g, mife 2] 4-[[5- (65— 2L -1, 2, 4- 1§
M =3 L) -2 nibmEdE ] O 1-4- 4 - T EE FPIEEE A5 (0. 0628, 37% 7 E) . LC-MS (OF
¥ ) :RT0. 72, 291 (M+H") o

[0276] S XVIT 24— 48 —4-[[5-(3— mibmedE ) —2- nibme g 1 22 1 TR 2Ll A2

[0277]

SnBus
O
Qsz/i;]\\ I 5
(@)
e NH =N
¢
&
[
Br

[0278]  FERQME/INE ¥ 4-[ (65— WA —2- ke 58 ) & 14— 4 — T IR 2E M8 (] 7 W )
B ANAESEAG) TT o BT REAR 167, RS af b mT A5 1) 65— YR 2- 2 JENERE :200mg, 0. 697mmoll il
B AR T PR, FEE NN 3— ks =T 8¢ (0. 836mmol, 0. 290mL) BA K& PY ( =R
S ) A (0) (0. 069mmo 1) EHE A ZF LZIRA WL Smin, I HAE 150°C FEZ/ME
TERSCBERE ST T AN 10mine S HIZE K, IR RV CIEWRE, R C5t (2xOPERIF 2%
Ko Far=4yim it PR gk (RF- W&, LR OBE / M Ebe :0/100->100/0) 4hifk, M £33
4= 5 —4-[[5- (3 mbme 55 ) —2—- nibme 55 ] 205 ] T A 351 (54 A82) (0. 051g, 26% ;™
K)o LC-MS (J7¥: F) :RT0. 50, 286 (M+1) .

[0279] KRB A K45 Y A83, A84 LK A85 J2 i ixk [FI A 1) 77 y2: A% FH AH R 1) 48 B3 ol 4%
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%
[0280]  Z& A Ab22C (D) &Y, Hd R R R DA R, 2 H, 3 H A W4
[0281]

AN <

-
>

[0282]
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oA HHE: LCMS, Mp
°C & '"H NMR
LCM RT
4% | X | Rl | R2| R3 | R8 | RY S (min | %%
x| )
Al |eN|H |8 |83 lem 58] A | 119 ] B4,
’ ‘ (M+H")
A2 |cN|H B "5l B | 100 (1\?1?1"')
, 360
A3 LjoN| H | H oo B | oA | 127 (B
A4 rlen|l Bl H | B H | A | 108 (éf;)
A5 ¢l | B | H | H |cHs| H | A | 130 &ﬁ}}
319
A6 Br [MeO| H | H [CHy| H | A | 126 | qrine
264
A7 | CN|MeO| H | H |CH| H | B | Lis |
323
AS Br | Cl | H | H |CH| H | B | 13 | 5
A9 |oN| H |co | H |cgslcm| B | 141 (I\fff_r)
| 268
A0 | CN | C | H | H |CH|H| B | 15|
All cala |l s | g lcal 58] A | 129 (1\/21-7PSI+)
Al12 calal|lal s el 5] A | 15 (ki—lljl‘”)
307
A3 | Bl C | H | H | 85| H]| B | L5 | M)
305

[0283]
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(M-H"
243
Al4 | CN | H |CH H |CH | B | 124 (hg?
(M-H")
250
Al5 | ON [MeO| H H | H | B | 09 (Wéﬁj
(M-H"
Al | C | a | ¢ H e | A | 134 27
] (M-H")
261
A7 | clc | H HoOH | A | L2 o
307
Al8 | ¢l | Br | H H | H | A | LI13  (MH)
HNMR (400
MHz, DMSO-d6): 2.52 (t,
3H), 2.68 (t, 3H), 8.15 (dd,
A9 | Ck; ) H | H Hot Ho i 805 (d. 1H), 8.69 (s,
1H), 10.98 (s, 1H), 12.17
(brs, 1H)
TH NMR (400 MHz,
CDCly): 2.77 (s, 4H), 3.73
A20 |CFR | H | H CH; | H | (s 3H),7.91 (dd, 1H), 8.33
(d, 1H), 8.54 (s, 1H), 8.59
(s, 1H)
"H NMR (400
MHz, DMSO-d6):2.47-
2.50 (m, SH), 2.61 (t, 2H),
A2l | Br | H |G H o H | o @ 1H), 7.92 (d, 18),
10.63 (s, 1H), 12.11 (brs,
1H)
LCM | RT
4% | X | Rl | R2Z R3 | R§ | R9 S (min | %3
Tk D
248
N
A2 |CN| H | H Ak H | A | 131 (%“g}
(M-H")
310
A22 |coN| H | H x| H | A | 158 (b’%?
(M-H")
A4 | C3F| H | H Ch, | H | F | 158 | 377

[0284]
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7 (VTH)
car 363
A25 Sl H | H | H | H|H| F | 08 | MH)
0C N 319
A26 Br | H |G- | H [CH: H | F | 087 Jioo
oC 305
A27 Br | H |y | H | H | H| F | 0% | h
SCH 241
A2 H|u | B | H || F 59
8 X 059 | i
SCH 255
H | B | H|cyl H :
A29 X CH, Fooom | o
A30 %f H | H | H|cH| H Mp °C 140°C
LCM | RT
oo | X | R1 | R2 | R3 | RS | R9 S (min |
I ik )
A | a | ol el g lcwlore| Fo|ooss ¥
’ " (M+H")
273
AR | |8 |y | 8|8 loee| F | om (Mz“;lf”')
(M-H+)
CHj 251
A3 |Go)| H | H | H |CH | H | F |06l | it
AM |cr | B | H | B 3(1:; g | F | 100 | 3
: \ﬁ I B G VRt
A% | CN | H |CcHy| H |cHs| H | F | om0 | 248
-* 3 ™ | ey
A3 |CN| H |CH,| H | H | H Mp °C 191°C
H NMR (400 MHz,
o CDCly): 8.90 (s, 1H), 8.28
A37 ﬁf H | H | H |[CH H (m, 2H), 3.93 (s, 3H),
3 3.73(s, 3H), 2.74 (m, 4H)
ppm
LCM | RT
4% | X Rl | R2| R3 | R8 | R9 S (min | %3#
FE | )
333
.
A38 Br | H | H | H |CH, OEt| D | 081 (I"?f )
(M-H"

[0285]
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317
A% | B H | H | H | H | O B |13 Jh
e 235
a0 |7 H  H H CH H| B | 127 B
| 233
A4l |HCCO H | H | H (CHy| H | B | 131 ol
302
A2 |CN | CR | H | H |CH, H | B | 124 (Ng;l;‘),
(M+-H"
305
ocC (M+H"),
a6 | B H | H H | B QB |1 IR
HY)
357
A | Br | CR | H | H CH | H| B |13 B
341
A5 | Br |CR | H | H H H| B |13 4.
311
Ads |CF| Cl | H | H Ch H | B | 142  th.
| 297
AT | CR | Cl | H | H | H | H| B | 130
248
(M+H+),
A | ON|CH3| H | H CHm| H | B | e GE0D
H+)
323
A9 | Br | H | H | H |CH; ¢l | B | 159 (I\ZI;I*)
(M-H")
309
ASO | Br  H | H H H C| B | 145 0.
- 3034)
- CH, (M+H
ASt | CR\ H | H | H cgpl ® | D | oss i)
CH, H)
. 321
CH;
AS2 |CF, | H | H | H |CH, H | D | 079 (M;;;?’
oc
}{3 (ﬁﬂF}i+)
(CH, 317
A53 | CF, | H | H | H H| B | 173
} )C( (M+H")
H)C

[0286]
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H,

CH, 345

A& | CR H | H | H || H | D | 0s2 B

754

: (M+H"),

ASS |NO; H | H | H | H | H | B |12 G500

H)

50, 287

ASs O H | H | H CH| H | F | 0ss

oc 273

AT Cl | H | H | H O CH| QS F et (dT

oc 173

Ass Cl | H D H CH| H O OF |08 TR

oc 319

ASS | Br | H | H | H |CH|DC F |01 JU

CF, 327

A6 | o H | H | H |CH| H | F |07 (2l

ocC 259

Al | Cl H | H | H | H| QO F | 0 (I

oc 259

a2 | c H | QT H | H|H | F | 0 8

oc 303

A B B H L H O H | QT F | ees (I

CF3 313

A6 oo H | H | H | H | H | F |06 o

e 277

AGs |- H | H | H O H | F | 083 g

%

A66 |CN | H | H | H BulH | F | oso 276

u . (M+H"

co) 351

A7 o H | H O H | Bu| H | F | 110 (%

"H NMR (400 MHz,

CDCly): 8.69 (s, 1H), 7.90

A8 | CN | H | H |CHy | CHy| H | (m,2H),3.71 (s, 3H), 3.52

(s, 3H), 2.92 (m, 2H), 2.71

(m, 2H).

'H NMR (400 MHz,

CDCly): 8.71 (s, 1H), 7.92

CH, (m, 1H),7.78 (m, 1H),4.05

A6 | CN L H L H e CHs L H e IHY, 3.70 (s, 3H), 2.85

(m, 2H), 2.2.72 (m, 2H),

2.38(t, 3H).
#44% | X RI | R2| R} | RS | RO ‘"‘EM RT | &#

[0287]
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#Fik | (min
o)
. 220
AT0 CN H iPr F 0.80 (M+H"
Ey 291
AT1 2- H | CH; F 085 \ieHY)
Py
Ry
277
AT2 2- H | H F 074 | HY
%
, 319
AT3 | CFs H | Bu F 102 i
, ZRIX, 331
A74 | CF3 Ho| Ty F 103 | oY
5-¥
g.
124 291
VR
A75 A H | CH; F 072 | few)
3-
Xk
C(O) 237
A76 » H | CH; F 058 | \iHY
CHF 259
ATT , H | CH, F 078 | (\eerry
CH; 301
A78 | CF3 H | con F 0.89 | ey
(CH 337
A79 | CF3 H )gf F 094 | ey
| CH, 359
A80 | CF3 H cgc F 100 | U
, CH( 317
A81 | CF3 H |CHj) F 0.99 | T
, 286
A82 -3- H | CH; F 0.50 | \roE
F-3
2-nk 275
ABZ H | CH; F 080 | oy

[0288]
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; 300
A84 wheg | H H H |CH; | H F 0.64 (M+H")

2-
FRIT
A85 ez | H H H |CH;| H F 0.83
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