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= 72 Hz, H), 728 (d, J
10.8 Hz, IH), 7.08 (d, J = 6.0
Hz, IH), 5.15 (s, 2H), 4.08 (s,

3H)
7.41-7.45 (m, 2H), 7.27 (d, J
= 10.4 Hz, IH), 7.06-7.10 (m,
3H), 5.10 (s, 2H), 4.08 (s,
3H)
741750 (m, 2H, 7.27 (d, J

= 9.2 Hz, IH), 7.06-7. 10 (m ,

3H), 5.10 (s, 2H), 4.08 (s,
3H)

7.27 (d, J= 9.6 Hz, IH), 7.08
(d, J= 6.4 Hz, 1H), 6.61 (d, J
= 2.0 Hz, 2H), 6.41 (s, 1H),
5.10 (s, 2H), 4.08 (s, 3H),
3.80 (s, 6H)

7.27 (d, J= 8.8 Hz, IH), 7.05
(d, J = 6.4 Hz, 1H), 6.61 (s,
2H), 6.42 (s, 1H), 5.10 (s,
2H), 4.06 (s, 3H), 3.80 (s,
6H)

4 18.0260

(41 8.0263)

461 .9758

(461 .9758)

472.9370 2

(436.0169)

481 .9657

(48 1.9663)

478.0474
(478.0474)

521.9969
(521.9969)
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7.60 (d, J= 8.4 Hz, 2H), 7.36
(d,J = 84 Hz, 1H), 7.22 (d, J
. =92 Hz, IH), 7.06 (d,J= 5350054
20 Cl wly ) FOBH 6.4Hz, IH),4.00~4.12(m,
5H), 3.62 (d, J = 20.0 Hz,
1H), 3.15 (d,J = 20.0 Hz,
1H), 1.65 (s, 3H)

(535.0244)

7.61 (d, J= 8.8 Hz, 2H), 7.37
(d, J= 88 Hz, 1H) ,7.23 (d, J
=8.8 Hz, 1H), 7.03 (d, J = 559.9803°¢

4
21 Br w0 )« 77~80 6.0 Hz 1H), 4.00~4.11(m,
R (578.9739)
5H), 3.62 (d, J= 16.0 Hz),
315 (d, J= 16.0 Hz), 1.65 (s,
3H)
o APCI-MS |, Positive, [M+Na] *; bEI-MS, 327.9805 = [518.0576 —(Anthracene)]—;

‘EI-MS, 559.9803 = [578.9739-F] *.

BELIRARNER K ARESBLEHINERXA M IRBREIHLLEWHHEZ
FE  CHEBEUATSR

(1) BERN FHER4-F2 F-5-FEERXCME=F IR IEERER L
1:11 3 EREBTHN 25% WRBEWEFET , THE. CB. CBRIRAR
REZTEZEREZLGT , R 45 Déh—20 Iat IBFABSF=WRAAKER S | T,
&, TR O HESHEETY.

(2) AARRN : REEF=WEKEHERERL 1: 21 3 B, BFXH CB
AR, TEREZGTRME 30~60 2% ,BER , BIAKR, I, k¥, T8 .5
EI AR =40 .

(3) MEALRN  FARXRFYBTE, PRIATWA , G5B = PhEFA
TRERE 1: 154 25 EERBREZEERREBET KRN 0580 M ,RRERF ,
REBEA 1moll SEACHBRESR , K%K, TR, IR, BEARAN , BERE(F
o

4 HKRRN :  FERRECFYERRREBLRZRERLER 10 2~1:
SEZEBINN-— RFE ABEAN P , F 70-110Cc RE 26 /MEY , REZRE A
KA B ZEER , BNEKE,. THR. d8  RHEZEK 2B , 52 EE

18
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RAZBE4YL &  BR™Y 4-1K-3-4- E2-F5- FEEXE)) FE5S =F HF
HE-1H- W, .

(5) RBREMAARN - FRIRFYBT-ERH., EF. OELE. 12-=
S22, ZHRIEEEEF K ERRECEAN=ZRICBR=FLERERL 1
1-1 : 6, -78C-ZERTHAMER , EBRN 1-36 Iet , REEFAKKSD |, 5
BLOKEAZERKR. EHh. 122"H2Kk., 2B, 2AB. X, BE., 8§35
OB ZEEER ,KEENME, TR, 38 , ZHEBEF  BSEH PE~Y 5@- 9K-1-
FEsS; g FE-1H-mw3BE)2-H§4-8FX8H ;

(6) BILERN N BREFYRT-EFK. 12282k . 2RI NS
KR EMAREKBRSE, =2, S8LH. SLHIBEBREPH , BR KK 3~30
S8 CAENMAFTFERLFSFEE BRRKRM 536 Met , RBEBEEAKS
Bt K A-ERRE., BRI ZCBRZCEZER , kKEENE. TR. IR  RKdEA
Hl ,BIEHNABEXA TREEREEENS-FREERERMWENLED.

NRBEWXNBXB FIRLEY  EFEEHITUTTER

(1) FREFVEBACRN B PEFY 5@ xR-1- FE S5 =F RE-1H-Ht®
S-HE)2-E4AXBERRAAFRESERRE . =2k, 89, SLMH i
MEWRELCTNBCHFERIBICANERT , AW, 2. —EFx. NN-Z RE
FEtR, —_FEIM, X, B, FESLZENBZF , BRRN 1~24 /Nt |, 5
FRRERENLTY 4-x1K-3-4- E2- 8502 PEFREE)XE)1-FE 5=
| RE-1H-tm

2 BEtRE BMRAEXFEREXRBMEREKEZE. FEIFAENES
ARl ERRR 124 M, BREBNNZCE., FERIZRAE , 2R ZEZRW ,
KEBNE , TR, 38 RHEZCERZE A SIHRKEREE ;

(3) BHRREN - HEBINFRENENMNTYERREXFREEXAERN
ERAT  U-ZEFKR. 12-“8 2K, BRI EERWHABEN  EEBERN 16 X,
mBHE. =2k, S8LH. SLPIBRBENFN SRk, BRI IR
CEEER , k% WMBETR IRK  ER F7EBINEMXEBEX B IR
REEREZMHNS-ZFEEXRERURELEY .,

FYNI>BRARITURAELERNGE BRHRE. CE. AE. 2B 2.
CRRFEE., AAB., X, BX, —BX EF. —E8K%E FHEHEESY) , AN
XARGBES»BENSEE,
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HEh HOoRENMLEYNEMOKREZTENR 4 TR, B, EAXNE
x4 h5H HTHERILB 1sopropazal BIEM .

F Br

~CF3
ci T

N" ~cH,
O CH3

0—<

CHj

Isopropazal  HY &5 3

K4 REEMNAER

3 8 (g ai/ hm?) 58 (g ai/ hm?)
tevFs teavMF=S

9.375 375 150 9.375 375 150
1 0 70 75 8 10 30 35
2 55 80 98 9 5 10 10
3 80 85 85 10 5 10 25
5 20 20 45 12 15 60 65
6 10 25 65 13 5 20 25
7 95 100 100 Isopropazal 55 98 100

AEBENERRRR MNKRPALUEL , BRER 1,2, 3,7, 12 FHE 9375
ghm 2, 375 g/hm2fl 150 gmm 2 ET , NEMERSHDHE R  HF32BRERN
79375 ghm2F|ETF ,MFEIRKXE T 5% , FHEETSTREEERAETER
MWeEfy  BEXRIE 5 N NIEF REETN B Isopropazal

HE 75 =
HE Bl 1

(1) ME RN

4-F2-85 FEERE)4, +=ZF13- T-HHNAERK :

250 mL = AEMEAMA 13g4-F-2-F-5- FEEXRXZE ,60mL FEE 135
=R ZBZEM2mL REBSH N 25% WHREWN FEBRR. ARZERR K
Blasmin . REERE , FRNYEAESEHBAKKP , #IE , K%, T&,
BAGE 186 g ,FmF 97.2% omp. 122123 C;: 'HNMR (400 MHz, CDCA ), O-
3.96 (s, 3H, OCH,), 6.73 (s, 1H ,=CH-), 7.27 (d, 1H, J= 10.8 Hz, Ph-3-H), 7.50 (d,

B4k S
==

H

a1

20
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IH, J= 6.4 Hz, Ph-6-H)s

(2) AR R

5)-(4- B-2-m-5 FEEFEE)5Q)- ZHFBFEMMBAPIER :

F10mL ZOKBAMA2g1- - F2-F-5 FEERE )444 =813
TZ=E ,20mL ZBM 1mL FEBSH N 80% WKEH , ABZE 110C KRR Ih,
R BEMANTEH SFREMEIAKDP , FIE , k3%, TR A SREEEMK 29,
= 100% o mp. 194-198 C; 'HNMR (400 MHzZ ,CDC1,), (:3.94 (s, 3H, OCH ;),

690 (s, IH, 2yr-H), 722 (d, H, J= 10.0 Hz, Ph-3-H), 741 (d, IH, J= 6.0 Hz

Ph-6-ff)

(3) BFEL RN

s -Ho2-H5 FEERE)N RESs —R PE-IH-WWHNE K :

F10m =ZOKMMHPIMA 2g365)-4 H2-F-5- FEEXE)sQ)- = FRFEM
W 2omL FEM omL B _-_FB. ABREZEERRN6h. RNEXRGE , REK
AimiL SEMHAR omL % , kK%, ETARBETHR IR, BEHEBEX,
MALBZEEL S , B THGEMK 19 , L 91% . mp1 155 —116°C; 'H
{3.94 (s, 3H, OCH;), 4.04 (s, 3H, Pyr-CH,), 7.02 (d, 1H,

NMR (400 MHz, CDC1 j),
J= 3.0 Hz, ?yr-H), 7.17 (d, IH, J= 88 Hz, Ph-3 -H), 755 (d, IH, J= 58 Hz, Ph-6 -H)o.

4) HARM

4-8-3-4- F2-Fm5 FEEEE) - FEsS —HF FE-IH-HEWHNER

£ 250 mL S OEMEHBMA 3-4- B2 A5 PEEEXE) FEs = AL
AH- MW 159 N-FRIFEHBLR 209 MINN-=— FE BEERR 125 mL, FHBE 80
CRE 2h , FREBEAKS 30mL ZEZEERAE. @ HAEGHNE |, 15mL
KERE EKBRETR I  REZCKRZCE S HOBEGK. CBEES & ,
BETHBSME 1409 L 83% . mp72 —~725C. 'HNMR (400 MHz, CDC1 ,),
5 :391 (s, 3H ,0CHy), 407 (s, 3H, Pyr-CH,), 7.03 (d, IH, J= 6.4 Hz, Ph-6-H), 7.26
(d, 1H,J= 9.2 Hz, Ph-3 -H),

(5) i RERMN

2-H 54 H-1- FE> —HF RE 1 H-Hmw3 E)4- FXHMER :

FEsomL = AKMPMA 062 g4-FH-3-4- E2-\m5- FEEXE)) FE 5
SEEE MM, 10mL CH,Cl, , Fk-AEAMBE 8 CRET , MRMH&
RHEMAo1mLBBr , ¥ s98E BETK-REA , BRAAZER. MA
KK, ZEHBRER , kK% , EHEILER 78 , TR TR ,EXEH o5 ¢
He B, R 84% '

21
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KUMWBEZEATUNET 2-R-50-E-1- FES-=ZF FE- - BRI E)4\AX
B, HEeRR , KX 9%,

(6) Bt R R

3-5-4- BEEFHEE)4B2HEXE)4- BR1-PE S =G FE-[H-HW @)
WaE K

£ 10mL EOREHRMA 80 mg 5-4- R/ FES5-=F RE-1H-Tt W -3-
H)2-H-4-2 X (019 mmol) . 41mg BB (0294 mmol) ., 2mL AR , BR K
NMlo% ,RAREMA 445 mg(0.294 mmol) XX &EF R , ER 19 ho MK KK M
AKX B, R ZEER , kKEENE EHENE HRERETER A6 S&
RREHZEB ZE  BSIHN 700mgEE HIBESEECEE , KE :68% ,
m.p.94.8—97.1 C,

KXKUBZETUBEEX I HPILED 1—13,

S ie Bl 2 -

(1) ARERENLRN

4-8H-3-4- F2-A52 FEFREE)XE)1-FESS=ZFFE-1HHRH
e,

£ 25 mL B OEMAMA 170 mg 5-(4- B/ FE5 =& FE_IH-M w3
H)2-F-4-F X (0497 mmol) , 190 mg M T EBEH (+1.597 mmol) . 2mL AER , [
RILSHEMA 48mg2-REFREE(0.500 mmol), P EBMILH ERRKRAE 8h,
REBANEPME AR L ZRZEER , 2% HBETR S HERXSE
T G B 164 mg , WE : 94% ,

KEBFETUBEILLEY 4-8-3-4-8-2-552- PEFREE)XE)1-F
E5=m FE-1H-Mtw,

(2) BBt R R

BARXFEBBENE K

£ 250 mL = A&+ , DA 30mL Kk , 6.7 gh BB @O7 mmol), 90 mL
2B, MgBERM AFHEM20mL EELEX FHE Q24 g, 194 mmol) B 2B A
K. ERBRN 3G MELEZE  CBRZEERINTHKE , K% , 2% , &K
BMETR O JE , EEBSIN23g A EK , WE :82% ,m.p.57—59 C,

KLWAHZER UER

KRB K TEKRE , WE :98%.,

NEEEXFRE L A E8#& , WX 97% , m.p.52—-55C,

NEXFRERE , A E&E , WE :87% , m.p.92—95C,

22
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(3) BB RN

4-5-3-4- §-2- F-5-(3-2- BEE)s- FREAZHSRERS E)RFE)X
BE)1-BES-=ZF FE-1H- MW (14 BEMK :

£25 mL & OBEMAPIMA 150 mg 4-8-3-(4- E-2-8-5-2- FEFREER )X
H)y BRE 5 =& FE-1H-M®(0.39 mmol) , 165 mg 4B & F& FEF5(1.19 mmol)
2mL —E R  EREMNMAAIENIXERMN  RN=ZX  BBEHFN , =8
R , K%E REBRETR 38 , BR , BB (Vowes  Vess = 1 :10)
Brm,160mg TBKRME , R : 78%,
KEAETMUBEE 3 FLEW 15 21,

SKHEf 3: BREE M N

RALERTMAMBREEMHLCENED  RRITFNE L AEH 01% HE 80
WEE BRAKBR HEFNILLEYAR. EEK BY . HEB—HWEHK (2-3
HE ), AEYBESNHTEFSLE  BURE 600 Lm?2  ABEFETFTEXLET ,
AEERBEREHTERER. WEKLEBEIRZBEXNR., LEBF 10 XS HkZEH
NER, BUAESLEYXNFENRESEME , 100 AEFRE , 0 ATLH.
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AN E R F

1. — M- TREEXERURLEY HETET - ZXLEWERUT
Lo FEHER !

X

F
cn% cFs
o N~Ncp,
“—r

Hf X "EHERET ;

_ & § T
R%%QQHR®E}<3£ﬁ(ItO:

,RIAE, BHENUWE, 9%, c. mEE, C AR E ;

RZAMB, MFNUNE., 9%, CckE8E. C, mRRKE ;

nfo. 182,
2. ERAMER AN —Ts- FREEFXFEMBEX{LEY HBEET :
FANELE AR . & fAdc REEE BFEE AR CIRKELE A= R
RE,

3. ERAER 1 RN —Ms- FREERERBEXALESYNFRZEE  H
BIEET HSBUTSR .

(1) MERN - FRH MNE2-R5 FEERXRZWME=RCH ZBEXKER
1 11 .3 EREBTH N BN FENFELET , TFE. CB. ZBRIRR
BMBAEZTEZEOREZHET KRN 45 D8 —20 /0  BFAES=WE A KBRS , I
B, k&, TR O HBHEETY ;

(2) ARRN FREFTVWEKEHRERL1: 21 . 32X, BRXH W
BRR, FERZHETRMN 30-60 7484 ,BE  BAKP, 3&., k%, T8 A&
BRI~ ;

(3) EMARN : FHAKRFYAR TR, FERIRWMY K ERK=- FERI@ F
BRI 1 1.5-1:25 AEREBRREET , RN 05-80 At , RNE
RE,RBEBEA 1 molL SEWHBEESER , K%k, TR, J& , BEBHN , 53
REAALTY ;

4 NRERN FERARBECFYEXRTHBLRZEERLERN 1: 21
SEZBE NN-— FE FBBEAENF , F70-110C R 2—-6 M, R 5L )
AKX HAZBEZEZER  BHNEKE., TR, 3R HRHEHZHKZE A6 B3 E

\
/
B
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hAZBEL S BEREY MERS-(NE2 85 FEEEE)-FHE5 =5
PE - H-U ST

(5) BBE{RY  FERFUBRTF-ESE. S, HELH. 12- =
2R, ZRANE%WP  SHEECRNZRCMR=ELERERL 1
1—1:6 ,-78CEEBTHAMER , ZEBRMN 1—36 Mot , RMNEE AKKAF
»%, KHA-ZEFRE, 84,12 -"8Z2K. ZB. AR, £, BF, 5%
®ZBZEER ,KAENE. TR, SE  BHEN  SHE FE>Y 504 BR
M-BESZF HFE-1H-HR3-EH)2-F§4- 855 ;

(6) BILRE : B PEFYWARATF-EFR, 12-28H 2K, ZRA NS
B EMABRE. SZKR. SE8LY. SLPSIRBRESH BRRN 3—
3004  ABMAL FERARNE FEE  BERRM 5—36 D8, R KE A K
OBl O BA-ERR. ZRAZBZEER  kKAENE. TR, 38 %
HAEN , BIRR 5-F REBREMMENEY  Ex s FEHBRN ¢

F X

Q &/CF
cl $ \N 3
N~ “CHa

of
“—r

\
/
B

X AREERET
R %g‘Q(RI)n;

Hep R'A P, AXNUNE. . E. FEE. ZHFE ;

nAOo, 1% 2,

4. ERANERIFREN—M5-FREEFEMBRLELEYHNFNRLEE  H
BIEET HEE#HTTINSR-

(1) FRERECRN : B RE~Y 56- 5K-1-PE 5 =ZF FE-1H- it
W3E)2-F-INAAEABRERREFRETECEHRBRA . = 2R, S81LH. 1M
EHBESARELCTBACHAIBACHAERAT AW, 2B. —EFH. N,N-=
FEPARER, —REIM, X, B, FEHRZENAN K BRRN 1—24 )
/N, B FREREALTY MR 304 E2-8502 FEFREE)XE)1-F
Es =g FE-1H-t ¥ ;

2) BUERN BMREXFBRELBEREKEZE, FEIFTRENES
BRlR , ERERN 124 M BREBTNZCE,. FEIFRAE , B IEZR
KEBIE TR, 38 RHRUEZEBZE  SIRNRKEFEE ;

25
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(3) BAKRN  FEINFREFECFYSRARE PRELRERN
AT U-EFR. 12282, ZRANERBHIEN EERM 1-6 X
BEBE. SZR. SELY. SLURABRANTIHN  —EFRE. ZCRRAZR
ZEEER , k% HRETRE B O ERX O EIESIFR s-EREEEE
wEEY , Hib2 o FERERRN:

F X

CF
CI——é §—<\ \NI 3
N~ “CH3

o
\\R

Hf X NEHERE T,

F
R%WE%<}2

R%3

Hep  R2H : B, BFANULWE. &, 8. FEE,
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