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FLHRAYRES R IE (253, BRI v R AR AEAE T

) 25 2% I B SR Ak A AR FR RS ST, [0 3 s R 60m i 5 e 87 485 3R Jii 0 125 24 R 45
fim Aok FR RS OR BRSS9 5

Frik By RGP s/ R -

R-OH

FopRA AL HUAOOR I (2R 2

2 R AR ZE R 1 BT IR HR g 2 Y S DR R 1) o) 2% 7 v, HUARRAEAE T« BT IR By 2R AL & 9 Fn
#Eﬁﬁ]fﬁﬂbﬂ)\inw]%&% V=0 - 3mmo : ImL,

3R AR LR 1 BT ik R g 2 Y R ORI 1) 1) 2% 7 vk, FURFAEAE T« BT IR R B &5 2R S5 1
Iy B AL FE R AT H O R B A B N 25 RS 13 B P 2~ 3¢k, BUA HLZ ks H
IK AN AL AN B, 15 FH JCK SRR AN T bk i JE A HLZ , 108 s IS BEVRZEAT el 94
i, WA 5 YRR ) A TR JRAT JE T 20 B 2liAk , 45 21 B 2 Y B OR BR R AL S 1)

4 AR AR 2 SR 3 Bkt B A Ak R R R R IR 11 1) £ 5 v, FLRRAEAE T« Bl ek AT EE A ke
WA HE/ 88 B R AR EE N20~40: 1.
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— MR ERERER AT

BRARGE
[0001] A B Ja T4k 2 5 AR AR AT, BRI B — ol R T ik PP 2 B 1 ) 1 955795

EREA

[0002]  fx JL 42K, FF o 2 PR Ik — B PR A A S BUBRE R DR 3P B (4] R B AT AR 2 H
PEGLRL BB R AL 220 A RAL &9, 1R VF 2 RAR =W AE WS AL & W AN 25 W10 %
FHIS R o oy e 4K PRt 26 P R I 1Y) 2 225 VB0 4 () 2RI 5 — FR B ARRTRL T 25 A
BK, COLAFAE T e B2 A il R i ik PR 28 lF (Journal of the Chemical Society.Perkin
Transactions 1,1141-1144) ; (b) K8y 5K,C O ,-DMSO- ZBeAdk 2 s A= s HH i 22 P 35 240
¥ (Russian Journal of Organic Chemistry,50,1199-1200) .iX ey RAELE /IR TE, 77
% (@) FEERAT FRR Ik L AR A7 AR o 1y (B LR 5X2) , T B bk G400 R i 2 FR D R 0t
Tk AN ARG P2 2245 31, HJ73% (a) 77 2 R 2 g 210 s AR, BIRAEUT J&, e E g & 30
se—FhBUE ; 7715 (b) HAEAERI AL 0] @, 32 2208 R0k 0 ik (Pt P 1 =3) , T B
B Ak B HH it Ak R 5 ORI DU DA AN AN 8 %6 7= 845 8] 25 |, U7V (a) + (b) il £ B 22 P oA
SRS A0 F AL, B2 PR R, 7 2K

[0003]  [AIL, & Jie TR €8 v s 1A P Ao 22 FR 2 2R R (1) & O VR B — e B

RAAE
[0004] 7Y B I EA S 4 A — ol FEY it 5k Y 68 R L TR ) 1) 9% 7 V% 1 BT T R A e o, 7
LR JO T I3 ANIS NG AL TR AV 5 A PR 2R
[0005]  DAik P B3R H K, AR R LR 5K T5 % -
[0006] b FF i ok P 5 4 35 gk 1) 1) 75 92 » P P it 22 PP 2 SR Ik ) &5 A B 3 5
B -

0L .S

i
[0007] R h

1
[0008] AR B IE (5L, BRI AR

[0009]  fa) AR N R4 A W AN — H JE A, [R19AE S V26 0min 5 Js 8 465 oK Ji5 43 B8 A D
13 H it ik FH L ORI R AL B0 5

[0010]  Frikfy Kb &R RN :

[0011]  R-OH

[0012]  HARRAZRIE HUACR AL (Z 3t o R S SV n s s R AT .

[0013] i ik FH i 2k Y 5L O B I 1) 1) &% 7 V5 IR My SR & 1) A — H L g A\ &=
Nty V= 0 - Smmo 1 1mlL o ARE — FF I MV APF) Ao 22 P8 5, B2 T s N 42 i) — F 2 KA
TN, AT HBE 2 S B, [F ik B4 IR

[0014] iy i FF fng 2ok FH R DR B Tk 1) o) 6 7 2% < BT IR S R 485 o Ji5 1) o S 4l A i #E 9 T &
PR . W A5 B B 45 R JE 45 B D B2~ 3R A HLIE » IR S T K L AN S AL B i e %

3
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LT KB IRA TR0 i 5 B ALZ , 108 s BT A3 98 34T DR IR 48 , W 4 )5 14 5% AR 0 A
FERAE E T 70 B 2lifh , 43 380 FF s 22 FR R R L kSR 59

[0015] iy 3 P 3k Y 3k 20 o ik 11 1) 4% 05 ¥ « BT Ak P J2 M e e 35 R A il i/ 2. 1R 2. T
RFAEL H20~40:1,

[0016]  HIUAFAMLL , AR BHHIA 28R A2

[0017]  FEAH 1 — Fo B A ok P R DR R I 1) 1) % 7 925, 1% B BT VR B R T B0, BB A Bl i
R AT 1) 2% 15 2] FR i 22 R R ORI s A R BH R U 1 B 1) 4% Y P IR ) ) 7 R AR
151 IR BNAT-72% 5 10 HLAS 75 B8 PR A7), it 4 1] £ 0ok A2 R B2 508 9 o, AN 75 22 55 4h
A5 V7], PR ORI 22 FR RS R BRI 1) i 45 SR i 1 — P i 7 v

[0018]  Jhy 7 {RAIE A i BH HR it 2k R 5 i L Tk 1) ) 2% 7 AR VA B R B I DL R
HEAT KNSRI FC R0 , e B8 T AR I HEAR T & -

[0019] 1.3 ZAXEs 55X

[0020]  INOVA 600MHz A% fEFLHRMIERAL (TMSPAR) » 36 [F TL B 22 R AR E AR A 7 5

[0021]  —HIJEIZHRDMSO, F R ik G TR A A ;

[0022]  Fp2R&, B RIBAAFIARR A 7 ;

[0023] 3 2 EMTRERCHR , 5 Bl eE L 1) .

[0024] 2. e NigkAEILAL

[0025]  DAZKM; (0.3mmol) FADMSO (1mL) g e SEJEA , e HL 1 S SEH B e S [) A B2 5 71
FHER R PR R AT 5, Wit 5 8285 O R 250 =R A e, e R R 1. iR 1T LR
B, 2Ky T DMSOH B 3 6 0m i npe £ o V5 7GR B 1 S5 0 S B2 2% A T (RN, N- — R R FR iz (DMF)
N, N- ZF 3L Z ki (DMA) < 1,4- — % N3 (1,4-dioxane)  PYEW:ME (THF) . — 4 Z %% (DCE)
U AGAKR (CCL,) To/K £ B (EOH) fE 25 8255 G o B R 10T A0, IV 71 5 S B 7= e 2
AN, [R5 12 AN TG B2 55 AT 771, DMSOBR 2 S B4 tH 2 s ¥ 7] o

[0026] 145 J2 . [R] 26 X6 7= 26 () 5

Fg B/E (C) B (min) | ¥ (1ml) P (%)
[0027] 1 Reflux (EIW) | 15 / 11
180 15 / /
3 reflux (E[¥#) | 30 / 30
4 reflux (EIH) | 60 / 62
5 reflux () | 90 / 59
6 reflux (EIF) | 60 DMF 6
[0026] 7 reflux (B | 60 DMA /
8 reflux (EH) | 60 1,4-dioxane | /
9 reflux ([EH) | 60 THF /
10 reflux () | 60 DCE /
11 reflux (EIH) | 60 CCl, /
12 reflux (EJR) | 60 EtOH /

(00291 R AL G (1 S B2 2% AF » il 26 17 AN [ BRURCGRR ) PP PP R S I, 9 DL St 91«
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B [=115¢ BR
(00301 Fft Pl 1A SR FHIAS T Y A 5% 73 2 140 A 24 By e e D YRt 2 Y 8 I e 2 BT 45 2 2574
Ry 45 ), He i 2- PR R L R B 28 ) 5 3 - 0k £ ) R i

BRI

[0031] Szt f5il 1 - — b B i Ik P SR SR S T ) 1) 4% 7«

[0032]  fr) SmL IR JEEKEIE H IR0 . Smmo1 1 ImL DMSO , AN BVt 2 82 60min ; 5 )3 &5 o) i
18 FH .18 £, TR 50m1 AEE 3R, BUA HLE , MU AE F 1 SR/ AN AL BN IS e v » 15 G /K B
BN TR G A HUZ , 138 s BT A S8 VAT W R IR 45 , IR 40 i I Bk AR W T Ao Rk B A )2
BT CF T < 20 FR 2L B AR AR LG D402 1) 43 25 4lifh , 15 21 FF i 5 AR R L R AT AR P La s 72 3R
62% .

[0033]1 ] 4% 75 ] (¥ FF B 5k PP R R AT (La) AOAZEIEAR ('H O NMRAI'®C NMR) 46 1 %
529 'H NMR (600MHz,CDC1,) 67.35-7.33 (dd,J=8.7,7.3Hz,2H) ,7.05-7.03 (tt,J=7.3,
1.1Hz,1H) ,7.01-6.99 (dd,J=8.7,1.1Hz,2H) ,5.18 (s, 2H) ,2.29 (s, 3H) °C NMR (151MHz,
CDC1,) 8157.06,129.49,121.78,115.98,72.38,14.62.

[0034] szt 512 : — b B i Ik P S SR L ) 1) 4% v

[0035] i) 5mbL [ JEE o8 I A B B 2K 50 . Smmo 1 A0 1mL DMSO , N 51 97 [z W 60min 5 [ 3
S5 5 AH FH 2R . B50m1 A3 UK, BUA HLZE , Ik AE FH E SRR BRSBTS e ¢, B
TR BRER N TR 5 G B HLZ 38 s T A3 AT Dk e ok 4, ¥R 4 J5 1R 5k A W -4 e
IAE EHT CF g « 2.8 R ARG D940 1) F B Aifh , 15 30 A 5 H R DR S BEAT AR ) 1b s 7~
#69% .

[0036] ] 4% 45 1] (¥ FF B 5k P 6 AT (1b) AOAZREIEHR (CH NVRAI'®C NMR) 46 1 %
529 'H NMR (600MHz,CDC1,) 67.13-7.12(d,J=8.2Hz,2H) ,6.89-6.88 (d,J=8.6Hz,2H) ,
5.15(s,1H) ,2.32 (s, 3H) ,2.27 (s, 3H) .'°C NMR (151MHz,CDC1,) 6154.82,131.21,129.95,
116.01,72.65,20.55,14.55.

[0037] i8] - — o B i Ik P SR S S T ) 1) 2% 57«

[0038] ] Sl [ JE& 3t HH ISt 4 - R FE 2K 30 . 3mmo 1 AN ImL DMSO, #8197t 2 J¥.60min ; J
I8 R JE A8 F T8 £ BE50m] AL 3K, BUA ALE » VA8 FH SR K ML RISV TR T 5%, T
FTE K BRBR AN TR0 G G BB HLZ 38 s T A3 B8 T Dk e ok 4 » ¥R 4 J5 R0 Bk R ) 14
FERE AT JENT CHEE : 2R R AR R 30 1) 43 B 4lifh , 45 21 PR I F B 2R R BT AE W L e
FERT2% 6

[00391 ] 4% 75 3] (¥ FF B 5k P 6 AT (Le) AOAZREIEAR (CH NVRAI'®C NMR) 46 1 %%
#529:'H NMR (600MHz ,CDC1,) 87.58-7.56 (td,J=7.0,1.8Hz,4H) ,7.46-7.43 (t,J=7.THz,
2H) ,7.35-7.32(m,1H) ,7.07-7.05(d,J=8.7Hz,2H) ,5.22 (s,2H) ,2.31 (s, 3H) ."°C NMR
(151MHz,CDC1,) 8156.51,140.70,134.90,128.74,128.19,126.83,116.22,72.46,14.63.

[0040] szt f5i]4 - — b B i Ik P SR S L b ) 1) 4% 7«

[0041] [ 5L [ JES B3 HH N 2- ¥2 3£ 250 . 3mmo 1 A ImL DMSO , Ik (1] 97 iz 8 60min ; [ W &5
W58 18 2 Tg50m I ZEHL3 UK, BUA ML, AUk A8 F B SR K RN G Al 05, B3 R G
IKBRER AN 10 S A HLE 398 s B 8B AT 080 IR 48 , W46 I3 1 T R ) T340 P AR
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FEZHT CH S : 28R LR AFALE N30 1) 4> B4k, 13 21 F B 38 R S 2R BT A 1 d 5 7 R
70% .

[0042] ] 4% 75 3] (¥ B 5 PP L R AT (1) AOAZREIEAR CHONMRAI'®C NMR) 46 1 %
529 'H NMR (600MHz,CDC1,) 67.81-7.79 (dd,J=8.6,2.4Hz,2H) ,7.78-7.76 (dd,J=8.3,
1.1Hz,1H) ,7.49-7.46 (ddd,J=8.2,6.8,1.3Hz,1H) ,7.40-7.37 (ddd,J=8.1,6.8,1.2Hz,
1H) ,7.25-7.25(d,J=2.5Hz,1H) ,7.22-7.21 (dd,J=8.9,2.5Hz,1H) ,5.29 (s, 2H) ,2.32 (s,
3H) ."°C NMR (151MHz,CDC1,) §154.95,134.25,129.60,129.41,127.66,126.98,126.47,
124.08,119.12,109.03,72.44,14.76.

[0043] szt f51]5 : — b B i Ik P S S L T ) 1) 4% v

[0044] ) SmLIE e HH N4 -F2 2L - 2- F L 2K H 50 . Smmo 1 AT mL DMSO, Jin#A [l 348 J B2
60min; N 45 5 18 2R . ER50m 1 ZE B3V, BUA HLJZ , #6 k f A SRR AT AL B i
T T TS K BB AN Tl i S H A MU, 108 5 B 7S I8 v 3E 477980 T VR 40 I 40 i 1) %
RV FHRE AT ENT Ch B : O L BRARFRLL 20 1) 7 B alifh , 15 21 F B 5L Y O
BR T AED) e s FR3R65% o

[0045] ] 4% 75 3] (¥ B 5k PP 6 R R T A (L) AOAZEIEAR (H O NMRAI'PC NMR) 46 1 %%
#529:'H NMR (600MHz,CDC1,) 810.15 (s, 1H) ,7.79-7.78 (d,J=8.5Hz, 11) ,6.92-6.90 (dd, J
=8.6,2.5Hz,1H) ,6.82-6.81(d,J=1.6Hz,1H) ,5.22(s,2H) ,2.68 (s,3H) ,2.29 (s, 3H) ."°C
NMR (151MHz,CDC1,) 8191.23,161.07,143.23,134.52,128.58,118.63,113.06,72.19,
19.90,14.69.

[0046] Szt f51]6 - — b FF s Ik S S S o ) 1) 2% 7«

[0047]  Ji5) S [ JEE B3 N 3 - $2 L 28 FR B0 . 3mmo 1 AN 1mL. DMSO , ik [1] 97 Sz J%.60min 5 J2
I8 R JE A8 F T8 £ BE50m1 AL 3 VK, BUA ALIE » VA8 FH SR K ML RISV TR e 5%, T
FATE /K BRBR BN T i JE A HLZ S 108 5 BT A5 B3k AT 9 TR iR 4 » ¥R 4 I ) i X 0 716
FERFE JZHT Cf Ik : 1R LR AR FALE 20 1) 43 B 4lifh , 15 3 FF AR 5 R L SR JE AT AR 1 £
FEE62% o

[0048] ] 4% 75 3] (¥ FF B ok PP 6 R AT 4 (1) AOAZREIEAR CH NMRAI'®C NMR) 46 1 %
#529:'H NMR (600MHz,CDC1,) 810.01 (s, 1H) ,7.55-7.53 (dt,J=7.5,1.3Hz,11) ,7.51-7.48
(t,J=7.8Hz,1H) ,7.48-7.47(dd,J=2.7,1.4Hz,1H) ,7.26-7.25 (ddd,J=8.1,2.6,1.2Hz,
1H) ,5.23 (s, 2H) ,2.28 (s, 3H) .'°C NMR (151MHz,CDC1,) 6191.90,157.57,137.76,130.17,
124.18,122.91,114.83,72.51,14.59.

(00491 Szt 5|7 - — o B i Ik P SR S T ) 1) 4% 7

[0050]  [a) 5mLIGE JER B P INA2-5 -4-FR R R HEEO0. 3mmol A 1mL DMSO, hn#A [a] i sz B2
60min; N 45 5 18 2R . ER50m 1 ZE B3V, BUE HLJZ , f k f A SRR B RT S AL B i
T T TS K BB AN Tl i S H A WL, 108 5 B 75 I8 V30477980 R VR 40 I 40 i 1) %
RV FHRE A ENT Ch B : O L BRARFALL 20 1) 73 B 2lifh , 15 21 F B 5L Y O
BT A g3 P2 RAT%

[00511 ] 4575 31 fty FP I 66 PP R SR TRRATT 2R (L) AOAZ A SEHR CHNMRAN'C NMR) A6 50
4:'H NMR (600MHz,CDC1,) 810.37-10.37 (d,J=0.8Hz,1H) ,7.94-7.92(d, J=8.7Hz, 11) ,
7.02-7.02(d,J=2.4Hz,1H) ,6.97-6.95 (ddd,J=8.7,2.4,0.9Hz,1H) ,5.22 (s,2H) ,2.29
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(s,3H) ."°C NMR (151MHz,CDCL,) 8188.58,162.04,139.53,130.94,126.65,117.09,114.96,
72.72,14.70.
[0052] st 51l 1 - 7B 1 it 22 P 6 AT A ) La- L g ) S R 3% 4 55 X B4

@/0\/8\ /@xovsx /@rovsx
Ph

1a 1b 1c
[0053] ‘ . OHC: :
1d 1e 1f

cl ;@/ovs -
OHC
1g
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