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FRAPBERFTRES FER. MR, T BB ARBINERILS 1:1. 1228 1.3, FIdERF
FrEMTR DR '

2. WACKIESR 1| FERIEEIRFAE 2 H 8, B FROBIRFES FHR. kR, T
“REEARIERILA 11,

3. AIAURIER 2 PRS2 T2, 20 T PR VRIS 5 FIABRMAE /R KLY 121,

4y ATAURIESR 1~3 E—TURIZ R BTR ROEIR G RO 25 F B IR v, B AEZE T,
GHRFEEVRE ZES, BTRBRN, BEG, BERET USRS, S
.

S HAURIEESR 1~3 4E—TUAURI TSR ATIA OB VR SR O 26 P 570 ) & P T3y RV s T
LB A L R B 25 0 B T

6. —FHEEY), IEACRIER 13 £ —TUFIE R BT B R VR 45 25 FT A0 A 25 P
SRS o

7. —FEEY, AREARIER 1~3 £ — AR T R Bk R IR 4G B 25 T 2h A — Fh a2
% b B IR AR SRR

8. BAIESR 7 FTAMAEY, b OBREIFISES 7

9. AT 8 FHAMIHEY), &8 HHERFHEFIT 10~500mg HIFEPEA S .

10, BRI EK 9 FIIRE-&Y), SH HEIRSTHF T 50mg. 62.5mg. 62.6mg. 125mg & 250mg
BB S .
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FEWRF 45 A 25 FH £h R ILHI & T TE

1. BRI
A KR RE)-1-{4-[(3 47,5 - = FEHE A EEBEE)]-1-YRNE ) Z BEPH e YRR S48 057 0 25 FA b e 3

BETERARE, BTEHBEARGE.

2. BREA

O E PR R B RSE —ALRSETRE, RITERMREARBENE IRNE AR, SRR
SRR YR BREE R EZRE. ESMFHRINDRMEAEIRTHE (Cinepazide Maleate) HIT73LH
T, RRRNAD, ERM. HASREER ZNEAH. REWSRI0HHERH TR,

TRBREEVR R BN VEE Sanofi-Aventis AR FFR, 1974 FHE7EEE B, HEMSEERNESR. H
A% BT, 2002 FEEFE L. DRBERFRERGIRE. cAMP BS54 B T M KN ELET TR
#l, BHEERR: (D BEBEE CUANME TFRILMA, FnETRURHY, R, SR
ERANEMAEY K, ATTEMRMEEZE, RO, BmniE; ) ERRETNIFBRIEE (cAMP)
HYER, FEIREFE: (3) Il cAMP BEER —ERES, 1€ cAMP $E3IN: (1) BEIHRKFIHEITRE
#, RELETH DO/, PRRIBMAY, SEMER: O BdRERLENnHEE, g
iRgAGHE . RPREBEA T TIERNET: (1D RLERR: WshbkiEth, —d b ke, Pims
TR, Wik, WHMEREMBIMIEERE; (2 QIEHRF: JOR. L8FE, WHTHTOIE
£, NEAHRGYGAWT: Q) SMEAMERM: FESMKEREAR, MR MELKER, k%,

FHAE.
HEIRFREHUER D : (B)-1-{4-[3" 4,5 -ZPEE REBE)]-1-VREE) ZBEE0E, SHmT:
OCH;
H,CO
H /——\ 0]
O
@W 0

B BT A T T RER AR A, RO T, B0RRAE, RS AR R LT
BV  EK R, BHORTE.

3. RBAE
A% B H B RBAE)-1-{4-[(3°,47,5 - = HEERNEBE))-1-VRE )} Z Bk rg i Bl R FIS M 2y

F 35 B FLAh & D PR e A & T TR T A/l TR0 . B AN S B i B B B 24 R I IR
KT BB ERF BRI E N, BT T RENMETIE, ERTHE IR
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R R R S RGeS TR h B AR DR T NI A AR M, TR R IR A I R AR 2
W, T ZRENEAREERIHBERHOMEYE, Ko FRPERFSS FER. g%, T
TR EABSEREENY 1:05~15, BN 11, 12 R 13, BN 1 1, IR P RBRER S
(Cp2H3N;05-CH3SO5H) &

AR REIRFA AR B LR S ORI RN MEIRSTIE IR (. RS, MM, T M. BAE)
HREEE. M. BRI SKBHENRENEAD, BTRERN, B, Kb, BRI SRHNERE
H g 1:0.5~1:10. RATEEBIFAE-10~30 CIR B g ittt RIEHE 0.1~10h. N TREME, FaM
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AR B — BB SR AR IR S BT 1 24 FH 2R 7 R4 P TR /s TN Co i o R 41 R A B
IR A . REIRSTARR AR 02 BT I M R R B, R B AR MR AR, IR SR B
T, ATOAE MVRIRAR %, S A 4 M R SR IVE R PRIV B, S/ MRIREE, AR 3845 i ik
MR, FRIE, OEERREW, FARE, EHESAMER.

AR REEIRFAS BT M2 A T S HEA SRS IR YA &Y, BT 5 —HREMys Loy
B MBAR/ER BRI RGO AEY, LGB IS ORAZ AT EEXMIET AL,

LERAGYHEYH EFHE)-1-{4-[3 4,5 - FEEREBE)]-1-WRE ) Z Bt Mg B VR4 3
10~500mg MG A 4y, BIANAT LA 10mg. 20mg. 40mg. 60mg. 62.5mg. 62.6mg. 80mg. 100mg. 120mg.
125mg. 125.2mg. 150mg. 156.5mg. 160mg. 180mg. 200mg. 250mg. 300mg. 350mg. 400mg. 450mg.
500mg, fLi% 60mg. 62.5mg. 62.6mg. 80mg. 100mg. 120mg~ 125mg. 125.2mg. 150mg. 156.5mg. 160mg.
180mg. 200mg. 250mg. 300mg.

FIT W B SMATIRY, IR AR, YRS RIRIE LB A B A P P OV SLVRERIB R K
s F T R A R R A VB BRI B R R R RV I BRI, IS v i A A s
W ESNRRIGADHIRABEES AN AN T EERENESNE. FLREE SRR BB,
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FREETL 0.5ml. 1ml, 2ml, 5mi. 10ml. 20ml. 50ml. 100ml. 200ml, 250ml. 500ml %, —R
ANF 100m! AEERR Bk FE A XA AR SR AR B KA . v F DB R RIe 2l Bl B I A8
B O TC B S T AR B R BRI A IR RO M E B R BC B SR Y, TR AR T AR B4 vk Wi
THREBRAGTEIESHE . A FREIR IR0 ) B Lt R TR B LR B v O TC B VR VR

FIF ORA 2R, TRRESIRERMEERR, SRR RN BRI, AU O REEGTE,
R R85 5 @& A RNE S R BT i B O REGRTE PR B 0 RO RSB A A E, 5F
BF. ETR. OB @A, 2804 %A BB, S8 BRASHERS. BRENRE
BRI R PR A T A O BB S TR P A E AR RRBESIK IR HOR AR SR, AT
R GERNRE « WRE URA) - SRRE. BRRENGERE. TRAREGYSEEN
R LA — e R A TR BURLIR I BRI AT 2 20 AT ROEL GEFROVBUNL) + TRV, YRR |
JGYEER.. SRR NERENS, ANRESGYSEEMRESSREG, LELTIEHR AR SRR
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£ ETEBRNERE. IRNREORESSIRFMABIZERYH. pH R EER. 58
Flv WA PR BhBF. ETH KAR AR ERRE.
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I ER A, B AR AT, KMEE 2R, W, B ESNKER.
EFAMBEERTORELM. BEE, S48, S RS, LREE, RERMREEE
WA pH BT OEHR RN, AR, WSRHIERE. RREMHKRNE; FHREERE
ERLAE 80, NBE. SUBEAS. REZKEMMS: FHAMREHNGELRRMN. TREREW. ST
B, FAHAMENCEED. ¥k, SR TR, XFES.

AR B AR DR SIS (05 (O 2 F B ZE U D BRIAUR, T LUIMAE B OIRZES . &7, AR, TNE
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FAEE. RIS, BRMNEETIEN. TREAN. THRRFESERN. RFPEENH. KRA
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R 1 BRI 2 5 T SRR RS 4% K VB L IR 4500Lx 4 FRE ML (10 K)

0X 10 R
2
BB TE B a8
O REREENR T 4% Tt 99.3% Tt 17.2%
FAREBREIRTHF (CypHaNsOs'CH3SOsH) T, 99.6% ) 29.1%
R EENR S (CpoHsN;052CH;SO;H) Tt 99.5% Tt 24.1%
IR (CyHaN;053CH;S0;H) Tt 99.4% Tt 20.1%
HBBRETRFTHF (CpHiN3Os CeHgOr) WMEE 99.5% mEa 26.5%
T ZRERFTYS
MEE 99.7% mAEE 24.3%
(C22H31N305' (CHQCOOH)z )
T ZBREIRST 4
Gl MEA 99.1% WMHEE 21.3%
(CyH3N305°2 (CH,COOH),)
BEABREIEFHE (CpHsN3Os CiHgOg) T 99.2% Tt 26.6%
BERBEIRFHF (CypHsN3Os-2C4HgOg) Tt 99.4% T 23.5%
BEABREIRTHF (CpH3N3Os3CsHeOg) T 99.5% T 22.8%

AR Y BEENR A IR L . MR T IR BV K P VAR M BRI A TREURST AR TR R Bh, 45

RIE 2.
R 2 ARYIMEETRSTEEFTI0Z 5 SRR TR TR IR Eh 20 K P (R VAR 1 LA
W K (25°C, mg/ml)

DR EEIR 75 485
HIETREEIRFTHE  (CopH3iN;05-CH3SOH) 1320
FREEREEIRST4Y (CyH3N;05-2CH;SO;H) 1250
HREMREIRFHF (CpH;N;053CH;SOsH) 1200
FIRBREEIRFTAE (CyoH3N;05CoHO7) 1150
T ZEREEIRFTAF (CpoHsN3Os (CH,COOH),) 1080
EHBREETRSTH: (CypHsiN3Os-C4HgOs) 550
BEABREIRFHR (CpHaN;052C4Hs06) 520
BERBREEIRFEF (CypHsN;053CHsO6) 500

AR BHEIRS A I PR 2L MREREL. T —REMIE N REFEERE 0 CHXMTHE S RE
FERTF4F DRI OB L8, SRRPEIRSHR N FERE . gL, T RANEARIERRE A%
REMT Bok#. 4RNE 3.
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#3  BEURFIEE 2 A S ER G DR A e IR 60 C A PRI (10 7)

o 0x 10 R
2N HE ek G
O RBRAE TR HF HER R 99.3% SREYViEN 94.2%
HRRIREEIR 4T (CpH3iN305 CH3SO3H) BB K 99.6% SRER 5 N 99.0%
FBRBREETR T4 (CyH3 N3052CH;SO3H) HERR 99.2% HERK 98.1%
FRREREEDR TS (CpH3N3O53CH;SO5H) AR R 99.4% HEmK 98.6%
MIEIREEIRF4F (CyoHs N3;05-CsHgOr) WMEERK 99.3% W EH AR 98.0%
T ZBREEIRFHE
(CoHuN:Os (CH,COOHD) MEAKHR 99.3% MEERK 97.4%
AR (CpH;N;05CyHsOp) HERR 99.5% BEbR 98.8%
BABREIRFHF (CH3N3;052C,HeOp) HEmR 99.6% HEWK | 99.1%
BEAREIRFHRE (CyHsN;053C4HsO4) R 99.3% SRER BN 98.7%

ERBEME)1-{4-[G" 4,5 -= BRI WEEBLE)]-1-TRE ) B IS IE MU EEIRF G BT (26 2, TaLe
B, MR, T MREAIEAR S IR DRBEBAM, B U FMRA:

(1) BRRIVEIRF A NRR A LR R I A A, BB PR, Wi
e ToRBMBEBARE.

(2) SHEEVRFFHF DoRIREAALL, HEIRSTE IR . MR, T MBS B Eh7E IR 60°C 4
HRBE SR, GRBYVEIRTFTAF 00 BIREE . MR, T 2R AE R R R R A T T ok e
#e

(3) GHEEMRFAF DRIBELKIKIFBARLL, BERFFAS AR ER, MIGRRE. T RS MBEL R AR
WAEIEHR 4500Lx &AF FIUE 5 R, HabtmiaeRmBE, ARTICERRmIGRNE RS,

(4) SEWRFFAF DoREREATLL, BEURF4G AR EE . MMEL AT IR 7E /KPR BRI BT 1 1,
RILATRRR R A MR, RIEEFHITA

(5) Wbt THRFTAF FIARREE . MV EL . EAREBN T “REMIEHE T, TERA, REE,
MR, WRE. RERE, BT,

4. BksEiidi st
PUT R Sl e X BRI 50, AR YR B A A — S P W o (ER LKA

AR LR EBAERE R T AT EiEsl. RETARY ERABEFERMERDBETARAHBREE. M
TS &R AR AT DU 255 BT A0SR, BEW . B,
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G 1 RS R B E (1D
EUREYRSFAS 10g (24mmol) , #FMARNFES, A S0ml ZHE, HALEMRE, REERIE M 2.9¢

AR (25mmol) /50ml ZBF, WMFEHEEHE 1h, RS RBIBAGITE, BEIKA G FRIRERT
5. SIS ooml ZEEF, BEMARER, FEGSEFEBAANE, SEIRASEERK

9.5g, WEK: 77.2%.
'H-NMR(600MHz,DMSO0)5: 1.94[m,4H], 1.98[brs,1H], 2.57[m,4H], 2.75[s,3H], 3.01[m,4H], 3.19[s,2H],

3.42[m,4H], 3.69(s,9H], 6.23{s,2H], 6.94[d,1H], 7.47[d,1H]
IR(KBrjem™: 3442,2951,2868,2585,1657,1448,1425,1271,1232,1035,765,557,531

TEEHT (CpuH3N305sCH3;SO3H) : C, 53.70%; H, 6.94%; N, 8.17%; S, 6.23%(Hif: C, 53.79%; H, 6.87%;

N, 8.18%; S, 6.24%)

S 2 R EEEREIRSTAR RS (2)
BUREIR 4% 10g (24mmol) , IMARMNHEH, A S0ml ZEE, WHEEE, REEHRH TN 5.8¢

FIFAER (50mmol) /80ml ZF%, WiMsEHE/E 40CEE 1h, RERHRMBAGNTR, BEXRSCTRHRE
TRFFAFHL . KRS DOAZ) 100m! ZEE, SEEMAZER, FRESEEEERINTR, BAANS S

A 11.1g, WE: 76.0%.
'H-NMR(600MHzDMSO0)3: 1.92[m,4H], 1.96[brs,2H], 2.55[m,4H],2.78[s,6H], 3.04[m,4H], 3.22[s,2H],

3.43[m,4H], 3.71[s,9H], 6.24[s,2H], 6.95[d,1H], 7.48[d,1H]
IR(KBrjem™: 3440,2940,2877,2583,1653,1453,1421,1276,1224,1037,772,552,535

TCESHT (CpHyN3052CH;SO3H) : C: 47.21%, H: 6.48%, N: 6.82%, S: 10.49% (Hif: C, 47.28%;

H, 6.45%; N, 6.89%; S, 10.52%)

el 3 AR EEIR RIS R (3)
HEUEEWR 4% 10g (24mmol) , BARNIEF, REMA 50ml ZEE, PHHEERE, SNEEHHETHM

8.7¢ FEARS (75mmol) /120ml Z.BE, JINSEEL/EAER 1h, FE 1h, REHRMEAGENTR, BRI
8 AR R A R . B MAE 120ml ZBEP, BEHMAZEER, fEESEEEB TS,
BEAGBLREHE 12.52. WE: 73.9%.

'H-NMR(600MHz,DMSO0)8: 1.99[m,4H], 2.05[brs,3H], 2.64[m,4H], 2.82[s,9H], 3.08[m,4H], 3.26[s,2H],
3.48[m,4H], 3.76[s,9H], 6.27[s,2H], 7.03[d,1H], 7.57[d,1H]

IR(KBr)em™: 3435,2946,2875,2581,1651,1458,1427,1274,1229,1042,775,557,528

TLEMT (CypHsN3Os3CH3SOsH) : C, 42.48%; H, 6.22%; N, 5.93%; S, 13.61% (FEit: C,42.54%;H,

6.14%; N, 5.95%; S, 13.63%)

10
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SEHEG) 4 HOgRREEIR TR EIE (D
EUEEDR4% 10g (24mmol) , |ARMHET, KREMA S0ml Z8E, BPBEMAE, REEHAE TR

4.8g MIAR (25mmol) /40ml ZB¥, WMssHEHE 1h, RNEKREBARNTGE, B RHEOMSREDR
FR A BRRIAE soml ZEd, RMAZER, BRANNE, FEMEGSEEENR 978 ik
#E: 66.4%.

'H-NMR(600MHz,DMS0)5: 2.02[m,4H], 2.05[m,1H], 2.62[m,4H], 2.65[m,4H], 3.09[m,4H], 3.29[s,2H],
3.52[m,4H], 3.78[s,9H], 6.33[s,2H], 7.05[d, 1H], 7.56[d,1H], 11.33[brs,3H]

IR(KBr)em™: 3434,2938,2867,2561,1775,1705,1648,1440,1422,1274,1222,1032,762,555,528

TEEAMF (CypH3N3;05CeHsO7) ¢ C, 55.11%; H, 6.50%; N, 6.87% (Ei8: C, 55.17%; H, 6.45%; N, 6.89%)

EHEf) 5 M RREETR TR R H & (2)
BUREIRFF4E 10g (24mmol) , BARMHET, AFMA Soml 28, HEHEERE, RIEEHFTRM

9.6g M4 (50mmol) /60ml Z.B¥, WINFEHEEEHE 1h, REHRNMBAERITE, B2 EMGIREIR
FEES . RIS 70m] ZEE, BMAEER, ERCEITE, FRHCCGEAHERR 123, |

: 64.1%.
'H-NMR(600MHz,DMSO)3: 1.99[m,4H], 2.06[m,2H], 2.63[m,8H], 2.68[m,4H], 3.12[m,4H], 3.28[s,2H],
3.53[m,4H], 3.78[s,9H], 6.35[s,2H], 7.06[d,1H], 7.58[d,1H], 11.38[brs,6H]
IR(KBr)em™: 3433,2921,2867,2562,1774,1693,1640,1438,1427,1264,1224,1033,764,551,521

TEESMHT (CpH3N3052CHz07) « C, 50.87%; H, 5.97%; N, 5.23% (i C, 50.93%; H, 5.91%; N, 5.24%)

g 6 M AETRFTR I HlIE (3)
BUEEDRSF4F 10g (24mmol) , BARMIES, REMA 0ml ZEE, HWIEERE, REERH N

14.4g Hi#ER (75mmol) /80ml Z.BE, WMSEHEEMARIG 1h, BE 1h, REHRMERHNR, B2

HEMBBERFEE . A MAZ soml ZET, FMAEEME, WRALHNTE, BRHAGHEK
MK 14.5g, WE: 60.9%.

'H-NMR(600MHz,DMSO0)8: 2.02[m,4H], 2.09[m,3H], 2.63[m,12H], 2.67[m,4H], 3.14[m,4H], 3.32[s,2H],
3.54[m,4H], 3.77[s,9H], 6.34[s,2H], 7.06[d,1H], 7.54[d,1H], 11.42[brs,9H]

IR(KBr)em™: 3438,2931,2857,2557,1765,1691,1634,1430,1422,1264,1215,1027,751,540,525

TEE DT (CpHsN3Os3CeH;04): C, 48.29%; H, 5.63%; N, 4.23% (it C, 48.34%; H, 5.58%; N, 4.23%)

S 7 T RREEIRFAE A (1)
EUEEDRFFAF 10g (24mmol) , BARMMF, RIEMA 50ml Z8, SLPEMEE, REEHETRM

11



200610110549. 1 oM P /17|

29g TR (25mmol) /30ml ZB%, WMEEEFHE 1h, REHRMEAGHITG, BRXA6T —RER
Fepf . KRR 60ml ZEES, BHMAZER, HEELSEEEBANNTG BIMEALE S
K 6.8g, WE: 53.0%.

'H-NMR(600MHz,DMS0)3: 2.03[m,4H], 2.56[s,4H], 2.68[m,4H], 3.13[m,4H], 3.31[s,2H], 3.50[m,4H],
3.77[s,9H], 6.30[s,2H], 7.03[d,1H], 7.64[d,1H], 11.42[brs;2H]

IR(KBrjem™: 3434,2935,2866,2576,1782,1705,1643,1444,1423,1273,1219,1031,769,556,532

TLEMT (CyH3N;05 (CH,COOH),) : C: 58.28%, H: 7.02%, N: 7.83% (Hif: C,58.31%; H, 6.96%;

N, 7.85%)

LB 8 T _MeERFT R IR (2)
BUREURSTAS 10g (24mmol) , BARMNFIEF, REMA 5oml Z8F, WPEMER, RIGERHE TN

58g TZER (49mmol) /40ml Z.BE, WiNEHEEHE 1h, REBRMBAERS, BRXA6T ZRBER
FASEL . BRAIMAZS 8oml ZEF, BEEMAEER, FEASEEEEANNR, BIMEesS

K 8.2g, WNE: 52.4%.
TH-NMR(600MHz,DMSO)5: 2.05[m,4H], 2.57[s,8H], 2.66[m,4H], 3.11[m,4H], 3.32[s,2H], 3.52[m,4H],
3.78[s,9H], 6.33[s,2H], 7.05[d,1H], 7.56[d,1H], 11.45[brs,4H]
IR(KBrjem™: 3447,2928,2861,2566,1786,1700,1634,1458,1432,1264,1231,1038,764,552,538

JCESHT (CyH3N3052 (CH,COOH),) @ C, 55.09%; H, 6.67%; N, 6.42% (Ei: C, 55.12%; H, 6.63%;

N, 6.43%)

Sl 9 T _ROHNRFAFIBIE (3)
BUEEWRFTAF 10g (24mmol) , BARNIEF, REMA 50ml ZBF, HHEMHE, RETEHHT RN

8.7g TZHER (74mmol) /50ml Z&F, Wiinscte/Em#AEM 1h, #E 1h, REWKRNMKRAGFTE BRE

AT ZIREVRFRE R RIS 100ml ZEEH, SEHENAEER, fFEESEEERAIE,

BEBHBLERIERR 0.7g, W& 52.5%.
'"H-NMR(600MHz,DMSO0)35: 2.04[m,4H], 2.59[s,12H], 2.68[m,4H], 3.14 [m,4H], 3.33[s,2H], 3.54[m,4H],

3.78[s,9H], 6.33[s,2H], 7.06[d,1H], 7.59[d,1H], 11.45[brs,6H]
IR(KBr)em™: 3424,2924,2854,2561,1774,1717,1640,1441,1427,1273,1214,1035,772,565,535

TEEAMT (CpH;N3053 (CH,COOH),) : C, 52.88%; H, 6.44%; N, 5.43% (Hig: C, 52.91%; H, 6.40%;

N, 5.44%)

12



200610110549. 1 oM B FEi/1Tm

LM 10 BARREIRFTR R BIE (1D

BUEEDRST4S 10g (24mmol) , BARNMH, MBI 50ml ZBE, WHIBME, RIGERE TR
3.8g EAEE (25mmol) /50ml ZBEVAMK, WNSEEFEMARM 1h, BE 1h, REERTRASHTR, 5
FRAAEARERFIER . BHAMAZ 8om! ZEEH, BIMHMEER, HEELEEERD LR
R, [REIHGLRMHK 8.7g, WE: 64.0%.

'H-NMR(600MHz,DMS0)3: 2.03[m,4H], 2.08[brs,2H], 2.67[m,4H], 3.12[m,4H], 3.32[s,2H], 3.51[m,4H],

3.82[s,9H], 4.65[s,4H], 6.37[s,2H], 7.13[d,1H], 7.65[d,1H], 11.48[brs,2H]
IR(KBr)em™: 3350,2973,2875,2563,1731,1650,1425,1308,1259,1135,1073,684

FEEAHT (CyuHaN3OsCHeOg) : C: 54.92%, H: 6.61%, N: 7.36% (Fif: C: 55.02%, H: 6.57%, N:

7.40%)

SEHf 1 WA NEE (2)
BUEEDRSSHE 10g (24mmol) , BARME, REMA Soml ZEE, HHBRE, REERET RN

7.6g A (50mmol) /S0ml ZEEWNI, WINZEEEEMMER 1h, %E 1h, REHRNBEA G, &
BRSO EAREIRFASHE R . B R IAE 100ml Z B, BEAEE, & EIEARE R HIH

W, BEBALEERAK 114g, WE: 66.3%.
'"H-NMR(600MHzDMSO0)3: 2.04[m,4H], 2.10[brs,4H], 2.69[m,4H], 3.13[m,4H], 3.33[s,2H], 3.53[m,4H],

3.79[s,9H], 4.63[s,8H], 6.35[s,2H], 7.05[d, 1H], 7.58[d,1H], 11.42[brs,4H]
IR(KBr)em™: 3342,2968,2871,2567,1734,1655,1422,1307,1251,1132,1078,687
TEE AT (CpHayN305-2CsHgO0s) : C, 50.17%; H, 6.08%; N, 5.85% (HE15:: C, 50.21%; H, 6.04%; N, 5.86%)

SCif) 12 WA BREEIR AR & (3)
BUEEDRSTHF 10g (24mmol) , BARNT, REMA 50ml ZBE, BWAEMAGE, AEEHE RN

11.4g {AE (75mmol) /100ml ZBHER, WM/ mAER 2h, #E 1h, REHRNEAETE, B
FRE AL RERF . 4%*ﬁn”p.ﬁu)\£u 120ml ZFEEH, SEREMABER, FEELE GRS M
i, BEIRASREMNER 132g, WE: 63.5%. |

'H-NMR(600MHz,DMSO0)3: 2.02[m,4H], 2.06[brs,6H], 2.68[m,4H], 3.10[m,4H], 3.28[s,2H], 3.52[m,4H],
3.77[s,9H], 4.58[s,12H], 6.31(s,2H], 7.02[d,1H], 7.57[d,1H], 11.45[brs,6H]

IR(KBr)em™: 3346,2065,2877,2566,1735,1658,1424,1301,1255,1132,1071,687

TLE T (CyH3N3053C4HOg) : C, 47.01%; H, 5.74%; N, 4.83% (it C, 47.06%; H, 5.69%; N, 4.84%)

13
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LU F St B I O BE AR 75 4 B35 O 25 18 et G FEAR - P B 2, 1B, T — RS A7 P 2,

W H LSRR —12,

SEHf] 13 FEIRTY R 24 F Hh i SV ey i 25

1. &J7:
71
ERSTRMF 2 A & 62.6g ( AEDRFFAETH)
S 45¢g
S K 5000ml
Kil& 1000 3%
AF2
FEVRFAF AT I 25 H £ 62.5g (LLEIRSTHG)
A 45g
HESHK 5000ml
L& 1000 3%
A5 3
RS RIS W2 H 2R 125g (CAEEIRST4ET)
= 45g
S K 5000ml
el & 1000 3%
7 4
 HIRFIR RO ZE A 250g (BAEEDRSFASH)
Kb 45¢
S K 5000ml
L& 1000 3%
Ly
, HEARREIRFTHF  (CpH3N305°CH3SO3HD 62.5g~250g ( LAREWRFHFID
i 45g
K 5000ml
& 1000 %
2\ %U%Iz:

(D) BAEFHZHERAARR. NREEFETHE. RE. R

(2) A FRREUERL RS RL s
(3) EUEALGINIEERE 80%MIEAT FI/K, BiPREME:; AR E 0.05%HI4H FRIEMR, $EFE 15min,

(4) FREBPINNETRF B, B,
(5) B pH E, WEERTFIEK NayHPO, i pH 1H;

14
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wooW P EI3/17TI

(6) FMnEHHKELE, EF;

(7) 25285t 0.22um MIRAFLIBIERE IR, AWK,

(8) FRLAKR;

(9) e T =T,

(10) 100°CHIAAEIKE 30min;
(11) R, ATk

(12) gfhek, BEAE.

RG] 14 BEWRSERE 2 FI RS I Al 2

1, &5

A1
IR FT M A 62.6g (LIEEURFFHE )
VSy 3 R 200g
wESRAK 2000ml
L& 1000 3%

75 2
FEURFHFH0FT 25 FH 3 62.5g (WLEETRFFHFTH)
HEREE 200g
YEST R K 2000m]
FE & 1000 3%

753
HEIRSFTAF BT R £k 125g (LLEEWRST4FT)
ATeEt 100g
B AKX 2000ml
i & 1000 %

7 4
BEIRSR BTRIZ H 2 250g (LEEURFF4F)
e 100g
A K 3000ml
il % 1000 32

75
FRIRIEIRST4F (CpoH3N;O5 CH;SO5H) 62.5g~250g (LLEEIRFTHFIT)
e 100g
K 2000ml
L& 1000 3%

2, #l&TE:

(D) BEFFAENE. REXCBARSE, NEREFHTHE. BE. RRE,
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oW B 14/17T

(2) b T5 FREUE RN 4R 5
¥ FEsEE INECIRE 80%IEST FHK, BEHVERE: B IMAERE 0.05%M4H FiEM R, #iHE: 15min,

i‘ifﬁg' Hﬁéﬁ:

(4) BB IMANEIRSR B2 A, SR,

(5) PREWIK pH 18, HERATK NayHPO, i pH 1H;
(6) MEHHKELE, &5
(7) ZjiRid 0.22um KIEFLIERRGEYE, RERHE;
(8) ity

(9) AW TRMMF, FIRE;

(10) BREMEFRTINH, RHATBREFETIEGRT: 40CHUK 4 i, 30~0CREBEEZTH: 18 /)

i, 0~30CHE TR 2 /Mat, 30°CHEEBTE 2 at;

(12) g, BRAE,

K] 15 FETRTT 45 25 H Eh AL B S i)

1. 475

Ly

52

75 3

275 4

IR BT RO Z 2k 125.2g CLAEEDRFFHFIT)
FAL 2250g

S K 250000ml

eI 1000 3

VRS KBTI 24 FH & 250g (LLREWRFTHFI)
A 2250g

HESTHAK 250000mi

A% 1000 #

HEIRFRR BT A 62.5g (LAEETRF4E:)
b 2250g

S HK 250000ml

pasiik S 1000 ¥

BEIRFRFRIF 2 & 62.65 (BUEEWRFEAE)
A 2250g

SR 250000ml

L% 1000 3

16
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BF 5
IR EIRFHE (CpH3N;05CH3SOsHD 62.5g~250g ( LVEENRSFHER)
AL 2250g
S K 250000ml
& 1000 ¥
2, HIBEITE:

(1) BEBARSRE, UBRESHIEE. RE. BRAE,
(2) A TTAREURRL ISR 5

(3) BUEALBMAEHE 80%MTES FK, BEHWEM: MAEKBE 0.05%M4 FFEMR, HHF 15min,
(4) FAEBPINEIRSTRERSIOZ LR, BEHEM,

(5) JUVAWH) pH {8, WLER /K NaHPO, ¥ pH 1H;

(6) A MEHRAKESE, EH:

(7> ZRBIE 0.220m MMTLIERIEIE, H0BROIE,

(8) PRk %

(9) W29 T-HvBOm

(10> 115 THEXHE 30min;

(1D R, T

(12) &R, BFEANE.

Szl 16 VRS RE 2 P L5 A 4 B IR bl

1. &7
A1
FEDRST A4S BT RO 24 F & 125g (LEEURSTHELD)
HEYE 25000g
S AHK 250000m]
& 1000 #i
75 2
BRI IFT R & 250g (BUEEIRFFAFT)
HEE 25000g
HEH K 250000ml
Fehl% 1000 ¥

17
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&7 3
FEENR SR BT 2 F 2 62.5g (CAEIRFTHET)
HERE 25000g
HEH K 250000m!
A& 1000 #E
75 4
FEURSTHF B 2 A 25 62.6g (LAEEIRFFHFI)
HEE 25000g '
A K 250000m!
% 1000 #§
75 s
FRERAETR 4% (CyH31N305-CH;SOsH) 62.5g~250g (ARERRFHFT)
A% E 25000g
SRR 250000ml
)& 1000 #&
2. H&ILE:
(1) BERFAEBA. UBRELSHTEE. BE. BRAE
(2) #Ahb A FREURBLFI SR
(3) BUEEEMBECR B SO%MVES /K, BEHEVAR: MAREE 0.05%M4 FHE MR, #H 15min,

(4 FERPIMANEIRFRF LA, MR,
(5) WFWH pH 18, LEI K Na,HPO, ¥ pH 18
(6) IMEHAKELE, A
(7) ZHREAST 0.22pm ITRTLIBIENGUE, HEEAK:
(8) PRk

(9) W25 T MO+
(10> 115°CHJEKE 30min;
an Wik, T

(12) Jmet, BEANE.

S 17 EENRFERE 2 5 I

1. &7
751

BRSO HT RO Z5 A
MEBARE

62.5g (LAEEIRTTHFH)
50g
35g

18
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2%HPMC%Z.RE W BE
TERRIR e 3g
L% 1000 A
72
EWRFTRHHIFNZER 125g (DABEEIRFTHE)
MR HER 50g
W 125g
2%HPMC% Z.BZ ¥ BE
WEAR R 3g
A& 1000 A
753
VRS FT 25 FH & 62.6g (DUEEIRFF4FHH)
MR ER 50g
i yis 35g
2%HPMC%Z. BE¥K BEE
i AR R EE 3g
Hhb) % 1000 A
B4
RSS2 £ 250g CLLEEIRFFRR
MBAHER 50g
EH 100g
29%HPMC%Z. B EE
RE TR 3g
LH% 1000
&5 5
FITRRREERFTAS (CyH3N;05-CH;SO3H) 62.5g~250g (LVEEIRFF4ETT)
MEBAER 50g
WX 125g
2%HPMC%Z. BE EE
B RemR 3g
& 1000 5
2. %U%Iz

(1) FURFI4RL 2 SRR 80 B I &

(2) HIRIEREE: W 2%HPMC Ik Eh 30~95%2 F ZEEHI Ak 5~ 10%H% %, B1E;

(3) BUERIAEANES), IMARBERERBISAM, 20 HER, 50~70CT4;
(4) BRTIEE, 18 BEER, MAEREREREY;

(5) b & ENE;
(6) I, BENURIIAE;
(7) LR, SERAE.
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