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HERZOEE, #IRALHIMFGAA (20pg/ke, %844 0. 5ml/keg)
% ET1 (0. 3ug/ke, L3HAMA 0.5nl/kg) . H 30 ot R, #
W2 (AUC) FTH@RH A BHFR R EiE. HTHIXBWRAGRER
M, WL ST 6936 AUC 534 R sh e AUC SE4TT .

BRHT RO R B (BT, #KA, LA, BURA) L3 KX RHLE
H, LTHBEASRTFELRARLE.

M HRBEERGFE. RAPREARLEF X mE. —ki#l, SXGHH

Y R E RS 0. 5-50mg/keg 4, M B SME #2940, 1-10mg/kg A E.
 EERRELCKERFR T, THENDHLA S A SRS BIEA,
HiehH, GERAH. BE BER Sk B Bk Bk RF.
SLE XA, eMNEBFTAFTXHE. THEAYLEZSKIAH]e ) FREEN.
A, GEMN. BHBEN. ADATN. MEHN. HEH. SN, 4
#. BH. BHEN. FEAHNf/RLAMNERZEREB R (£LH Sucker ¥
A: Pharmazeutische Technologie , Thieme—Verlag, Stuttgart, 1991) .
stk RN B BB X P ER R4 0.1-90% (F8) .

ERR KM

gkl 1

2-WERHRE (sulfanyl) -6, T-—&-5H-3R X M4

¥ 16, 4g mEdr (119 £ER) $ 42.3g S-TEFANRA TR L (152
EER) ARHAERSEME 100 EAKTE 4.9¢ (4 TER) 2-8-35F %
Fat, B4 1 e, EES TR KEETHEL6 . AXRER
BARER, REAWRN AR LE#ESBRAY (Bh/ LML 8:2), %
% 0. 93g B &854rMAL 59,

EHA] 2

2- P RS -6, T-— 8- 5H-3F X SIS

A O0CT, ¥ 0.85g (5.1 EER) 2-FEALRE6, T-—A-5H-2R R =M%
vt 49 20 £ TR R R EE 9. 9g( 16. 1 £ R bskisg 547413 (oxone)

12



- RN -~y - -~ - .

A 70 BAAS M SBABER T B e HARATRAE, 647 DH HREAE
2-3. BmERE, EERTARHERAW2 I, REALBRLERR, Lk
B LT RA PRI AT b k. BAMA AW (0.93g) AEE—PibH
A,

£ 3

2-(6, T-— & SH-3F R =g 2-K-R) 3-FRE-3, -—¥ X-Am¥
5 .

AZOCTF, #0.1g NaH (3.3 EER, 80%, fnikiht) £10E5DF ¢
GG RIFR PR EMRA DMF P55 0.6g (1.6 £ER) 2-2E-3-FHELE-3, 3-—
FE-ABFE. A0 4G, $RSHE5120FL (2.1 EE8R) 2-FES
BER-6, T-— S8 SH-3RR—3h3PEetde 10 £ DIF R %24, ATRTHE
A, WRAOWBEAKRT, B_URER= Kk FRASE THRA, BEHT
Wik, AZTHREEN. AR EEESBEHEHELY (0.54g) , Ain
FT4%3 8% 243mg FrE e 4.

MS (API) : 503 (M+Na) °

3645 4

2-(6, T-— 8 -SH-FR R =M 2- X §)-3-FRL-3,3-—%4-57%
(I-136)

A4 60mg % L4e(10% ) 89T, EREEARERT, REEM0.23g
2-(6, T-—&-5H-ZF K= Eoe2-L 8)-3-FAL-3, 3-—%X-m®F
RIS EFLKRTE/TR2:1 PRk, SnEAG 24 bRy, EE. %
BReY, HARAH (1TTng) R b, L& REFTFR 23
ik 95mg #9478 = 4.

1H-NMR ( d:~DMSO, 200MHz) : 8.3 (s, 1H), 7.2-7.4 (m, 10H); 6.15
(s, 1H); 3.3(s, 3H); 2.8(m, 4H); 2.1 (m, 2H).

%364 5

- R4 FERE-S-F AR

#26g 2,4 —f5-FRERGTHERAHE0C, 528.5 EH4 T84
Bk (30%, AF8F) BA, AL OCTHRHE 1 Ioh, REATETHEE 2
. BESBEBRSEERTOEMN, WAEMEKP, A CRER B

13
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APAERBA LT R 138 RESHFIH R A TR &858,
AT 11, 4g 654040,

L3k 6

2-(4-FRE-5- PR g -2-X ) -3-FHAL-3, 3-—%&-%H& (I-5)

EO0CTF, A0.23g 84t (7.6 TR, 80%, £asbd)) 6920 5 DWF
e RFR P, B0, 76(2. 5 EE R IEMADMF P8 2-28-3-FHAL-3, 3-
—¥E-RE. B30 245, HRAM50.6g (3.8 EBR) 2-§-4-FEE
~-5-F R R 10 £ DF #33ns, RELEERTHAEDIR REEL
CFHH8 Mo, HRAMisEkAL, AN HClAY £ pHl, A-TEER
Z3k. F INKOH $3&jfa, HM INHC1 #sibked kgAY EpHl, EHM R
FEC R A e LT, MBS ATREIEN. HRENES
(0. 8g) HATRIK EH#LE, T4 HL 0. 19 AE .

1H-NMR (CDC1;, 200MHz) : 8.0 (s, 1H); 7.5-7.6 (m, 2H) ; 7.2-7.4
(m, 81); 6.3(s, 1H); 3.9(m, 1H); 3.9(s, 3H); 2.0 (s, 3H);
1.1 (m, 6H).

MS (API): 423 (M+H) *

S3647) 7

2- PRS- PRS- PRy

¥ 14.8g (93 ERR) 2-F4-FHRES5-FRAE L 100 T LHGER
5 7.2¢ (102 EER) BRTEMAS, @i hhEFL5% 4 o
BESBBER, BMEKRTHFACRER ShPiafasm bR 3%
KiE, FFGALS (13.4g) LEH—V RS, ARBFRE.

FHd 8

2-F R B R -4- P RRA-5-F E g

A OCTF, 4% 13.3g (78.1 £ER) 2-FAREA-FEL-5-F LG ey
80 £ PR RS 62. 4g (101 EER) ol S4PHF M A A M SEAH
BERPHERRS (40 £, BFpHAEN 2-3. T ke, ATETH
o2 0, LT, REMLRUEER, FHVALARMA LT
Witaeds. HEAGEAW (14.7¢) AR bHEH 2 b, REEATE,
M 3KAT 13. bg SEaH7H =4,

14



L34 9

2-(4-FRAS-FRER2-LR)-3-FHL-3, 3-—%XE-A% (1-47)

A 0CTF, ¥ 0.27g BALss (9 £BR, 80%, Hadibd) 45 20 £ DMF
&SR, Fml.0g (2.5 EBR) EMEDF 76 2-2E-3F8E-3, 3-
R E-AR BH 30545 RS E 0.79g (3.9 EER) 2-FARBE
-4-PEE-S-F RS 10 EH DFF 69X %RA, REATRTIE #H
A kKL, BN HClAY £ pHl, A& FR=2 A IN KOH 5
B, A 2N HCL sk edKAA Y £ pHl, EHALRER. Hdsikife
SRR TR DB ATRLEN. BRenRsd (1.28) 510%
H_CRRAIFEERTHE 3 I, BERR R BKTTR B5
0. 6g FHALSH.

1H-MMR (CDCL;, 200 MHz) : 8.0 (s, 1H); 7.2-7.45 (m, 10H) ; 6.2
(s, 1H); 47(d, 1H); 4.55(d, 1H); 3.85(s, 3H); 2.1 (s, 3H).

MS (API) : 471 (M+H) ~
%A 10

2- (4~ PRE-5-F g 2-KA §)-3-K-3, 3-—¥XX-A% (I-29)

FEAE R 80mg K E42.(10% ) AT, AAFAEAFERT, BEASA 440ng
(0.94 £BR) 2-(4-FRES-FREER-2-RR)-3-FEE-3,3——¥%4-5
B 20 A LRLENGER, SN 3 X B, RERSY, HELW
(430mg) #ATHIE E1%-0-&, T4 & H 9mg FrEoiiH = 4.

1H-NMR ( d-DMSO, 200MHz) : 8.0 (s, 1H), 7.6 (m, 2H); 7.0-7.5
(m, 8H); 5.6 (s, 1H); 3.8(s, 3H); 1.9(s, 3H).

Fa64 11

() —2-(4-FRAS-FEPRT-2-X8)-3-FEE-3, 3-—% X-5% (I-2)

A O0CT, &3.3g &4ts (110 EER, 80%, Lnikid) 440 £ DMF
69853 P, WA 10g (36. 7 EER) XMA 40 £5- DMF 65 (S)2-24-3-
PEA-3, - ¥ E-HM. HH 60 2406, HRSWE 9.6g (47.7 EER)
2-¥ BBt —4-F AA-5-FRAERE 20 £ DNF 9% R, REAEERT
AR FrSmEfekkE, ANHLBAYEpHl, A=—Z&8FR=2k M IN
KOH 3JustAn, FA 2N HCL HakbkedKAaH % £ pHl, EHMATRER, ¥

15



L S T T T B

HEFORAERRA L TR, D AFREEN. e (17.1g) £=
L P HEET R, TR bk B (12, 1g) SHATREER 63851,
T4 8B 11, 4g BrE = 5.

1H-NMR (CDCl;, 270 MHz) : 8.0 (s, 1H); 7.2-7.45 (m, 10H); 6.1
(s, 1H); 3.85(s, 3H); 3.3(s, 3H); 2.0(s, 3H).

&5 134T (456)

MS (ESI) : 394 (M+H) '

By L3R 3640 RARGG T k414 T 714089,

%hH] 12

3-THRE2-(4-FEE-S-FRPr-2-28)-3,3-—¥ 1A% (I-4)

1H-MMR(CDCL,, 200 MHz): 8.0(s,1H); 7.1-7.5 (m, 10H); 6.2 (s, 1H);
3.9(s, 3H); 3.5(m, 2H); 2.0(s, 3H); 1.1(t, 3H).

MS (API) : 409 (M+H)* :

3649 13
-[2-G 4 —FPEE-FXR)LEA]2-U-FERES-FE-—wrz2-4
§)-3, 3-—FE-A%

1H-NMR (CDCl,, 200MHz) : 8.0 (s, 1H); 7.1-7.4 (m, 10H) ; 6.6-6.8
(m, 31); 6.3 (s, 1H); 3.9(s, 3H); 3.8 (m, 7TH); 3.53.65 (m, 1H);
2.72.9(m, 2H); 20( s, 3H); L.1(t, 3H).

MS (ESI) : 555 (M+H) °

L3H] 14

3-[2-(3, 4 —FREA-F ) -TALE]-2- (- F A OH—F42-£§)-3,3-—
¥£-%% (1-150)

IH-NVR(CDCL,, 200MHz): 8.2 (s, 1H); 7.9 (s, 1H); 7.1-7.4 (m, 10H);
6.6-6.8(m, 3H); 6. X s, 1H) 3. A s, 3H); 3. 8(m, TH); 3. 5-3. 65(m, 1H);2. 7-2.9
(m, 2H); 2.0(s, 3H); 1.1(t, 3H).

MS (ESI) : 555 (M+H) *

%3649 15 |

3,3-R-(4- A% 1) FRAE2--FRE-S-FA-HR2- L R)-a®
(1-61)

16
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1H-NMR (CDCl,, 400MHz): 8.0 (s, 1H) ; 7.4-7.5 (m, 2H) ; 7.25-7.35
(m, 2H); 6.9-7.0 (m, 4H); 6.05(s, 1H); 3.9(s, 3H); 3.3 (s,
3H); 2.05 (s, 3H).

MS (API) : 431 (M+H)

%34 16

3 G 4=FA-FRL) -2- (4 TRES-TEFR2-24)-3,3-=
*A-A% (1-149)

1H-NMR (CDCls, 200 MHz) : 8.0 (s, 1H) ;7.1-7.5 (m, 10H) ;6.2(s,
1H):4.6 (d, 1H); 4.4(d, 1H); 3.85(s, 3H); 2.2 (s, 6H); 2.0
(s, 3H).

MS (API) : 498 (M+H)

B I8 F X &4 1 rRlegiesd.
Fkb 17
Mg LR £ 4R80, BT T RLA e ik s A3,
¥ T A
£2 SHRESHERE (K1)
R ET,[nM]
1-2 0.6
I-4 1.8
I-5 3
1-29 175
1-47 8.7
I-61 3.1
1-136 22
1-149 5
I-150 2200
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