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Lo - 25 -1 IR % L2, R EAE T 8 LU B ER BLI -3 2 v sk, 2 pa X
SRR B4 5% s | -4 R R AL S AR B4 - 1-FR s - - 1 -l IR &
KRR B B bR A- A -1, TR Erb (1 rh R AR 4 -9 25 - 1 -

F F ‘ F
Sy L N S
( g @, O
Br HO/B\OH OR

2 MRAURE R LATIR , A-F 25 - | B il & 120, HARREAE T : Bk i (1) PR
RS B AR 25 - 25 5 IR HBINBSH BE /R EE M :1:0.5~0.6.

SRR E R LFTIA , A-F 25 -1 B il & 120, HARREAE T : Bk i (2) D IRINER 1L
ST R AN ER = F BE OER 1L T BB IR = S A B 1 - ¥R -4-m R 5 ER = F I8 .7l
g = IE T R ER = S A BRI BE AR L M 1:1~1. 3,

A RPEBRNE R IFTIA , 4- 5 25 -1 -BE R il & L 20, HARIEAE T« Frak (1 (2) 20 SRR ik
SONEFIT ARG TR T 28 1R -4- AR 5 IR T 2R8I BE/REE N :1:1.05~1.3,
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—MA-FE-1-EERHIETZ

BR G
[0001] AR K Mhd-m AR -1 -BEA % T2

HEHA
[0002) 44525~ o FR BN A T B 15V 2 7 B I B, e B 4B 0t 2 i
MBS FRIT (L T DA 2 SR 4B 0L 1 51 SE S B R B 2 S B 254 Lo 1.
[0008] [ ALK A R EA LT

(00041 W02009126333HL A B 4 DA 13 A SR , T 2Bk b 5 AL, 1- —GUTTE, I
B S SR B G 2R P WA« BT, T B K9 B A R B 7 I
HESR AR, FLA A 29 .7%

[0005]  EP16768344R 3810 #4 DA s 58 5 00431 25 2, LAV JURY , 9 ELAE FHI T 457
ROERR L4, AR 5 o O 72 R R A S AR, A 30, 5%
[0006] 4% 1Tk , BUAT £ e B 2o A7 4 B Ko 6 i A 52 A5 2 5 A, S T-
TR AL

REHRE

[0007] AR Jh N A R B B Il U < FR M — P 2R - | BRI A 2, U B A T2
FER S A-TRER -1 -BE P 7 AE B SRR RS &5 51 R AL R A 2% AR AN 18 55 ) 7l

[0008] A BIHART S — Fhd-gm 25 -1 -BE R & 5% AR - B LU R AP 3R BLL -5
MR, 200 AR BIAF B - -4-F0 2% 1 IR -4- R L R R R4S B4R K- 1T s 4-
AR -1 -IRR 2K i S RLAF B B br W A-m AR -1 -8, T2 rh (1 vh (644 4-9 25 - 1 -0l

F

F F F
wm () 0= O &= OO 2
o
Br

HO™ oM :
[0010] ik iy (1) 25 B AR S RLAE AR IR 3R s S RLTE BE Dy « [R5 SO MR () Ay = 1~
3h.
(00111  Frikiy (1) B 3Rpq AU R - EE HIR KA EE/REE 7:1:0.5~0.6.
[00121  BriR (1) (2) A SRR A S B2 BT A0 o « IR = FP R VBN = 1B T IR L B R =
PIBE s AL A« IE T 2548 IRONAIE S M : —78°C 5 MR ) 2 : 0. 5~1h.
[0013] ik (2) b BN R AL S b 1 IR -4-RZE SR = F Bs W =1 T E5 iR =
SABSMERE A 1:1~1.3.
[0014]  Frikf () BB AL SN P 1 R4 25 5 1E T R BE/REE A 1:1.05~1.3,
[0015] Pk i) (3) 20 B AK AR e 2 A B kR « 3 280 &0 Ty « SR B L S AL A < Tl
TR PE N :10% ~30% 5 SOSIR EY  ZBI  SONI [A] 9 : 6~12h,

3



CN 106478376 A w Bg B 2/6 T

[0016]  FIrah ¥y (3) 2 BRAK i e B P 4 -1 A -1 - W R S5 ) BEZRLE N2 1:2~2.5,

(00171 FrIk Y (3) BRSP4 55— LBl R S i A AL R R EE Ny 2 10 2~5

[0018] AT AT a AL « AR K W L AN PR 2 19 10 1 - 0N SRR =8 e N AR 21 H
PRI DA-TREE -1, U EETTI60 % o 1% T 2 2R JEURMEE B 5545, vh Al A S it 225 AR R
PR 285 T DB S 0 BRI AT LAAAL , B8 5k it 2 I b B R AR SR A S AME kAR Ty
%, R 5 AT -

BARER

[0019]  sZJEHIL

[0020]  A. 1-JR-4-FRZEMH %

[0021]  7E500mLE TR, A 19 Z5 (20.0g,0.137mol) APYEALHK (120.0mL) , 5 HNER
% (10.9g,0.068mol) , [FI9i S B 2h o 2 B 58 BB , ek I e 40, VR4 YRR N FR % (80 . OmL) HR G
P BT A B AT HE A, 8 AR 1R -4-9m %5 28. 0g, WL ZE H90.9% .

[0022]  B. 4-FZE-1-BNFERI Hil#

[0023]  7E500mL = )R H , K1 - -4-F %5 (28.0g,0.124mo 1) ¥ T o 7K VY & K Feg
(200.0mL) , IINFHER = F A ES (24.6g,0.131mol) , IR 2 -78°C , N iE T &4 (9. 2¢g,
0.143mol) , T-78°C B0 .5h &, K & F & , IS F K P R KR , 119 pHE
SRR, % ¢85 (200. 0mL X 3) $2 8, A A AU, MR ShoK Bedss , oK BRER 841158 , sk
JEZE BRGNSt - IE T Ge4T 2, g, BRAR4-aZ5 -1 - ER [ 4421 . 0g , Y #4890 % .
[0024]  'H NMR (CDCls) :2.0 (s,2H) ,7.31(d,1H) ,7.58 (d, 1H) ,7.55 (m, 2H) ,8.08 (m, 2H) .
[0025]  C. 4-%ZE-1-FE1 %

[0026]  7E500mLE CIHE A, IIANA-FRZ5-1-HlER (21.0g,0. 111mol) 15 % S A B /K ¥ W
(#'KOH 13.0g,0.232mo1) F130% i A EIE W (7 H202 16.9g,0.498mol) , & I [ ¥i8h . ;2
NE5EEE, Tk $e 2%, JKAH FH AMER R I pHZ |, FH R 2.1 (150 . 0mL X 2) $2 5, A IF A HLAH,
LT £ R K B3 S T KB RN T 0%, D8R 28 SR VA R, 14 - 25 -1 BRI AR 12, 9g , I E N
72.1%

[0027]  'H NMR(CDCl3) :5.35 (s,1H) ,6.63 (d,1H) ,6.88(d,1H) ,7.58 (t,1H) ,7.61 (t,1H),
8.09(d,1H) ,8.22(d,1H) .

[0028]  sZjfaf|2

[0029]  A. 1-JR-4-FZEMHHl %

[0030]  7E500mLEs 1A, I 1-925 (20.0g,0.137mol) FIPYEALHR (120.0mL) , 5 0%
% (10.9g,0.068mol) , [HI3i e B 2h o [ B 58 B2, ek s e 4, R A VAR N R B (80 . OmL) HHfIGIR
P BT A RO AT HE A4, 8 AR 1 R -4-9m %528 2, WL ZE 91 .5 %

[0031]  B. 4-FZE-1-BNERI i+

[0032]  AE500mL =113 H, K1 -¥R-4-9 25 (28.2g,0.125mol) ¥ T o /K VU & 1k g
(200.0mL) , AMABIER =1E T B8 (37.5g,0.163mol) , FFIRE-78°C, M niE T 248 (10.4g,
0.163mo1) , T-78°CJx .0.5h 7, YK 2 = I , I SAL B KV WA KOROSE , T i pHE
SRR, FH 2 ¢85 (200, 0mL X 3) $2 8, A A AU, MR £ ShoK Bedss , oK BRER AN 1158 , s
JEZEBRIE N, it - IE T Ge4T ¢, il , BRA4-aZ5 -1 -ER P 44 21 . 3¢, W #4989 .5 % .
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[0033]  'H NMR (CDCls) :2.0 (s,2H) ,7.31(d,1H) ,7.58 (d, 1H) ,7.55 (m, 2H) ,8.08 (m, 2H) .
[0034]  C. 4-FZE-1-BEM il &

[0035]  FE500mL . LR, IIANA-FRZE-1-HL (21.3g,0.112mo1) 25 % S AL HF K 7AW
(#'KOH 15.7g,0.280mo1) F130 % it A E iAW (7 H202 19.1g,0.560mol) , = I [ Ni6h 2
RE5EEE, TS 2%, KA T IMER R IRpH A 1 )5, I 4 B2 2016 (150 0mL X 2) 325U, & 3 A AL
FH VAT AT ShoK Besk , oK IR B AN T8 , J0E 28 BR VA 7, 434 -9 25 - L B[ 4413 2g, i o
72.6%.

[0036]  'H NMR(CDCl3) :5.35 (s,1H) ,6.63(d,1H) ,6.88(d,1H) ,7.58 (t,1H) ,7.61 (t,1H),
8.09(d,1H) ,8.22(d,1H) .

[0037]  =Zjfaf|3

[0038] A, 1-JR-4-FRZEH &

[0039]  ZE500mLEE 1R, AN 1925 (20.0g,0. 137mol) AP &AL AR (120.0mL) ,3iE N
% (10.9g,0.075mol) , [l S N1 . 5ho S N SEHE , Y8 HE IR 46 » < 4 v 78N B (80 OmL) R
16 % B I BB A, e A3 1 IR -4 2526 . 2g, I 2 N85.0% »

[0040]  B. 4-FZE-1-BNERI 4

[0041]  #E500mL = IEH , K1 - -4-F %5 (26.2g,0.116mo 1) ¥& T Fo 7K VY & Ik Ve
(200.0mL) , IOANFNEE =HES (12.1g,0.116mol) , [RIRF-78°C, NIk T 4 (7.8g,
0.122mol) , T-78°C R M. 1hJi , Yk 5 2 = L, I VAN AL 32 /K VA TR K BE 5 19 pH A 53R
Bt , H 2R 2 Bis (200 0mL X 3) $REL, & FF AN AT Eh KBk, oK BRER AN T4, I e
ZABRVEN, 5E FIEC BedT 3, Ak, BR134-9 5 - 1 - PR B 1419 . 6, U £ 488.5% .

[0042]  'H NMR (CDCls) :2.0 (s,2H) ,7.31(d,1H) ,7.58 (d, 1H) ,7.55 (m, 2H) ,8.08 (m, 2H) .
[0043]  C. 4-FRZ5-1-BEH &

[0044]  7E500mLE [EH , TN AA-FRZE-1-HlZ (19.6g,0.103mol) 25 % S A HKIE
(F7KOH 12.1g,0.216mol) FI30 % it FAL A AW (F7H20210.5g,0.309mo 1) , IR N Th o [
e, Gl /KA L IMER IR pHZR LS, 4R 20186 (150 OmL X 2) & HL, & A HLAH,
LT £ R K B3, TR KB RN T 45, 98K 28 SR A ), 14 - A5 -1 -BE[E AR 12, 0g, U EE N
72.1%.

[0045]  'H NMR(CDCls) :5.35 (s,1H) ,6.63 (d,1H) ,6.88(d,1H) ,7.58 (t,1H) ,7.61 (t,1H),
8.09(d,1H) ,8.22(d,1H) .

[0046]  sZjita 4

[0047] A, 1-JR-4-FZEMI il &

[0048]  ZE500mLEE 1R, AN 1925 (20.0g,0. 137mol) FIPU &AL AR (120.0mL) , 5 N
% (10.9g,0.068mol) , [HI3i e B 2h o [z B 58 52, ek s e 4, iR A VAR N R B (80 . OmL) HHfIGIR
i B A BT R [T 4, 94T 1 IR -4-F 2827 9, U 90.5% .

[0049]  B. 4-FZ5-1-BHERA 4%

[0050]  7E500mL = I , K1 - -4-F 25 (27.9g,0.124mo 1) ¥& T Fo 7K VY & K VRg
(200.0mL) , INABNEL = A BE (25.6g,0.136mol) , PFEL 2 -78°C, i ik T 24 (9.5¢,
0.149mol) , T-78°C B0 .5h &, K & I, NN A S A B A P W R KRR 5 T 19 pH A
SRIRYE , FH 2 <R (200. 0mL X 3) $2 5L, & I-AAUAE, v A EhoK B , oK BR IR AT , ek
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JEZEBRVE R, R I IEC b d T 2%, #hi, BR 134 25 -1 - BR [l 421 . 1g, U H89. 7% .
[0051]  'H NMR (CDCl3) :2.0 (s, 2H) ,7.31(d,1H) ,7.58 (d,1H) ,7.55 (m,2H) ,8.08 (m, 2H) «
[0052]  C. 4-FZE-1-BER il &

[0053]  7E500mLE: [JEH , TN AA-FRZE-1-HlFZ (21.1g,0.111mo1) 20 % S AL HKIE
(7KOH 13.1g,0.233mol) FI30% i A M AEIE R (F7H202 18.9g,0.556mol) , % i M 8h .
B 5E e, F 2 Mkd 44, KA AT IMER R pH S LS, FH 2 8 B (150. OmL X 2) $2HL, & 3 A AL
FH, P AN A ER K BRI, TooK TR B BN 05, Dok R 2% B v ), 194 25 - LB [ 44 13 3g, W N
74.0% .

[0054]  'H NMR (CDCl3) :5.35 (s, 1H) ,6.63 (d, 1H) ,6.88(d, 1H) ,7.58 (t,1H) ,7.61 (t,1H) ,
8.09(d,1H) ,8.22(d,1H) .

[0055]  sZjfafi)5

[0056] A, 1-JR-4-FRZEH il &

[0057]  #E500mL 5 TR, AN -5 25 (20.0g,0.137mol) FIPUEALER (120.0mL) , 5% N
% (10.9g,0.068mol) , [A137i [ B 2h o Ji 82 56 5 , Yok R iR 4 , 4 MR\ B B (80, OmL) H IGH
B A R R [ 4, e AR 1 IR —4- 92528, 1g, U R91.2% .

[0058]  B. 4—FR.25-1-WlERT Hl4

[0059]  AE500mL=T1JF$ , K1 -JR-4-9 %% (28.1g,0.125mo1) ¥ T Jo /K VY & 1k I
(200.0mL) , AN HIES = 1E T B (35.9g,0.156mol) , P&IR &= -78°C, 1L T 242 (10. 4g,
0.162mo1) , T-78°C Jx N.0.5h 7, YK 2 = I , I SAL B 7K VB WA KOROSE , T i pHE
SRER T, 8 2B (200 0mL X 3) H&HL, & FEAAUAH , RT & Eh KBRS , TRKBRER AN T4,
R ZEBRVE R, R I IECOBEdT 2%, g, BR 13 4-5 25 -1 - Bl BR [l 421 . 3, UK 890, 0%
[0060]  'H NMR (CDCl3) :2.0 (s, 2H) ,7.31(d,1H) ,7.58 (d,1H) ,7.55 (m,2H) ,8.08 (m,2H) «
[0061]  C. 4-FZ&- 1R &

[0062]  ZE500mLE R, TN ANA-FZ5-1-BlF2 (21.3g,0.112mo1) .20 % A &AL AN/K VA TR
(#NaOH 9.43g,0.236mo1) F130 % it AL ZIE I (FH202 11.5g,0.337mol) , % il X M. 10h.
R 5EEE, 2 kR 4% , /K B IMER BE RpHZE 15, FH 2. B8 2,188 (150 . 0mL X 2) 3B, & 3 H AL
FH P AN ER K BRI, TooK TR B BN 05, Dok R 2 B VA ), 194 - 25 - LB [ 4 13 0g, W N
71.5% .

[0063]  'H NMR (CDCl3) :5.35 (s, 1H) ,6.63 (d, 1H) ,6.88(d,1H) ,7.58(t,1H) ,7.61 (t,1H) ,
8.09(d,1H) ,8.22(d,1H) .

[0064]  =sCjita 6

[0065] A, 1-JR-4-FRZE il &

[0066]  £E500mLE L1, N 1-5 25 (20.0g,0. 137mol) FTPY S ALA% (120.0mL) , AN
% (13.1g,0.082mol) , I VL1 . Bho J I 58 5, 980 e 48 , e e i (I N AR B (80 OmL) HH (K
J5 5 B R HD BT H A, Bl AR 1 R4 2524 62, YL ZEN80.0% .

[0067]  B. 4-gZ-1-HIERH &

[0068]  FE500mL = JEH , K1 - -4-F 25 (24.6g,0.109mo 1) ¥& T Fo 7K VY & 1K VRg
(200.0mL) , IHABNER =HES (12.5g,0.120mol) , IR E-78°C, W iNiE T &4 (7.7g,
0.120mol) , T-78°CJx B 1hJF , YK 5 2 % i , I VAN G A B K VA W K RORE 5 8 79 pH 22 i
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M1, H 2R 2B (200 0mL X 3) $EL, A FF AN AT Eh KBk, TooKBRER AN T4, )i e
FRPRTEF , R FHIE CUGE ST 28, i, BP9 4- 3 25 - 1 B0 ER A 4218 . 4, WL FE NB88. 6% .

[0069]  'H NMR (CDCls) :2.0 (s,2H) ,7.31(d,1H) ,7.58 (d, 1H) ,7.55 (m, 2H) ,8.08 (m, 2H) .
[0070]  C. 4-FRZ5-1-BEH &

[0071]  ZE500mL & U, NN A-F 25 -1 -H2 (18.4g,0.097mol) 25 % A AL B 7K 75 M
(% NaOH 8.2g,0.204mo1) F130 % it AL EIE M (FH202 6.6g,0.194mol) , FIH M 12h,
RLSEEE, TSR, /KA A IMER R RpH A 1 Ji5 , FH 2. B2 2L T8 (150 0mL X 2) 32 HL, & 3 H AL
FH VAT £ SR Be sk , oK IR B AN T8 , 98 E 28 BR VA R, 434 -9 25 - L B[ K 11, 0g, Yt
70% o

[0072]  'H NMR(CDCls) :5.35 (s,1H) ,6.63 (d,1H) ,6.88(d,1H) ,7.58 (t,1H) ,7.61 (t,1H),
8.09(d,1H) ,8.22(d,1H) .

[0073]  sZjiEf|7

[0074]  A. 1-JR-4-FZEH T %

[0075]  7E500mLE TR, A 1925 (20.0g,0.137mol) AIPYEALHK (120.0mL) , i 0¥
7 (10.9g,0.068mol) , [FI9i S B 2h o 2 B 58 BB, ek I e 4, VR4 V(RN R B (80 . OmL) HR G
i B A BT R [T 4, b PEAS 1 IR -4- 32827 9, U 90.5% .

[0076]  B. 4-3Z5-1-HHERMY il

[0077]  ZE500mL =, B 1-11-4-5 25 (27.9¢,0.124mo 1) ¥& T 7 7k VU & Wk igg
(200.0mL) , IONFNER = A B8 (26.8g,0.142mol) , B0 2 -78°C , N 1E T 4% (9.5¢g,
0.149mol) , T-78°C R ML0.5h i, K5 28 Z il , NNV FN S A B K I VAR KRR 5 i 17 pH AR
SRIRYE , FH 2 <R (200. 0mL X 3) $2 5L, & I-AALAH, Mo EhoK B , oK BR IR T4 , ek
JEZEBRVE R, R IR C bt T 2%, #hik, BR 14— 25 -1 - BR Al 4421 . 2, Y % 490, 2% .
[0078]  'H NMR (CDCls) :2.0 (s,2H) ,7.31(d,1H) ,7.58(d, 1H) ,7.55 (m,2H) ,8.08 (m, 2H) .
[0079]  C. 4-FZ5-1-BEH &

[0080]  7E500mLE IE A, IIANA-FRZE-1-HER (21.2g,0.112mol) 15 % S AL BN /K VA W
(F%NaOH 9.4g,0.235mol) F130 % 1AM AT (FrH202 15.2g,0.447mol) , iR KM 11he %
NSEYE, H 2 kS 2%, KA IMER IR A pHZ L5 , FH L BR .15 (150. 0mL X 2) $2EL, A I A L
FH VAT f SR BE sk , oK BRBR AN T8, 9 R 28 BV R, 134 -9m 25 - L B[ 4413 2g, it
73.0% o

[0081]  'H NMR(CDCls) :5.35 (s,1H) ,6.63 (d,1H) ,6.88(d,1H) ,7.58 (t,1H) ,7.61 (t,1H),
8.09(d,1H) ,8.22(d,1H) .

[0082]  =Zjfaf8

[0083]  A. 1-¥R-4-FZEMH %

[0084]  7E500mLEs 1A, I 1-9R25 (20.0g,0.137mol) FIPYEALHR (120.0mL) , 5 I07R
% (10.9g,0.068mol) , [H13i e B 2h o [ N 58 52, ek s e 4, R A VAR N R B (80 . OmL) HH IR
i B A B AT HH [T 44, D4R 1 IR -4-F 2827 8¢, U H90.4% .

[0085]  B. 4-9ZE-1-HUERHY il 4

[0086]  FE500mL =R , B 1-¥R-4-F 25 (27.8g,0.124mo1) ¥& T Fo /K Y & Wk I
(200.0mL) , INOABNEG = 5 A BE (24.4g,0.130mo1) , P¥EL 2 -78°C, i Nk T A4 (8.7¢,
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0.136mol) , T-78°C R M. 1hJi , Yk 52 2 = L, I VAT S B KV TR K BE 5 9 pH A 58
MR, FH 218 20 B5 (200 0mL X 3) $& L, & AN , A6 $h KBk , T K BR BN T4, Jal &
FRPRTE , TR FHIE CUGE ST 28, i, BP9 4- 3 25— 1 B0 ER[E 4220 . 9g , W FE N8B . 5% o

[0087]  'H NMR (CDCls) :2.0 (s,2H) ,7.31(d,1H) ,7.58(d, 1H) ,7.55 (m,2H) ,8.08 (m,2H) .
[0088]  C. 4-FZ5-1-BEH il &

[0089]  YE500mLE JE A, I ANA-F 25 -1 -2 (20.9g,0.110mo1) 20 % S AL BN7K VA T
(#NaOH 8.8g,0.220mol) F130 % 1AM AT (FrH202 11.2g,0.330mol) , E iR KM 11he %
RLSERE, FHZTRFE R, /KA A IMER R RpHA 1 Ji5 , FH 2. B2 2. T8 (150 0mL X 2) 2L, & 3 H AL
FH S VAT f ShoKBe sk , oK BRBR AN T8, 98 s 28 BV R, 434 -9 25— L B[ K 12 9g, e o
72.3% .

[0090]  'H NMR (CDCls) :5.35 (s, 1H) ,6.63 (d,1H) ,6.88(d,1H) ,7.58 (t,1H) ,7.61 (t,1H) ,
8.09(d,1H) ,8.22(d,1H) .




