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L. 3 77 A FRBT LA )3 2 70 B AR 8 7R S 3 0
%, BHEOELTEREIMETRAGHEZ ST RTAGH LT

5 SMERRAF LG EA HPNMEHR NG F L THESZGE &
et R 4.

2. BA|ERK 1 6970k, B ATl Ip k) AY 2250 R R Bk &
8 R SR SR SR B PhAL T R AT. HE AT, RE I e, R AR IR,
FJh. BANSEFTAHRRK HRER., BEER. BE. T

10 fhkimfek 2,

3. BMANRR %k, L PR S s el R ik B (+)-5 7
ABAEE, ()-EFEAEHFEE, (2)-EFTEAEHEHH, (H)-=FF
ABHAEYR, (- FEAHRGRF(2)- 2k FEAHH .

4. BAZR 1T %, EPHALTHRREHRARBMHGOETAHKR

15 #0.1 mg £X2) 60 mg/X.

5. BANER 4695, L PATL-FoimEA m AR S EHh K
252 mg K% 30 mg/X.

6. BAZRKS 7%, EFHLTHEAGARTSHHEAKX
27 5mg 2K 15 mg/X.

20 7. BAER 1 89F %k, EPREEH MR SHWE TR,
REK LT

8. WS Ao TR ShAL I REIEAF O 7 ik, E o ik CAE MR T B
AR08 IT TG 60 B A T AT A L E ) % Tk E AR H F A 5-
HT; &4,

25 9. MA TR 8 67k, LPATE S @l EARI 0 H F A S e K
KF G EAGARFSHIRCNGSEF ETEZNE BHNEGHIX
AR VR

10. A K9 977k, L PHREEAH dGEARM WLl (+)-FF
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ABHEE, )-EFEABABRE, (£)-FFEAEHEHE, (H-£F
AEAEE, ()-=FFRAEAGRF(2)- 2L FLHA B,

11. BAIZK 108975 %, LTPAAeTEhaRlRH#=hgEh
K% 0.1mg £KXK#% 60 mg/X.

5 12. ALK 1 5%, RV THBAGRRMZHOTA
K% 2mg 2K 30 mg/X.

13. MAZK 1289754, EPHLTEAGRARBZHAHTH
K& 5mg 2K 15 mg/X.
14. BAVEK 8895k, E PR 5-HT; 32407 H4iekzh,

10 15. BAEK 8 ehF ik, EPAR S-HT; 32 H# A ik § 4532 3] 37,
WAAS K, HE R, BILLA]. F LR, HIE T, Foele
HFTARFMIR, FRRP T HF ETRIOE, bR
oM.

16. ALK 8697k, L ¥ ATE § Ol EHRIIPH F Fo/ 3 PTiE

15 5-HT; 3R AN Z R RAEIRL T

17. &9 R AR RREIFE ik, E ik OIEL T 52X HF
'8 7 R 8 B 08 T RIRG A 2F 6 SN Ak R 5 G B A R A
WEMREMGSF ETRZNE EReHRastd.

18. MAVZK 17 895 %, L FPAREBEF GBERMZHiLl(H)-&

20 FHABAEE, (-FFTEEAE. (2)-FFEEAEHA. (H)-—%
FEAGA G, ()-=FFAEGH GF(2)- =% FAHA i,

19. A ZR 17 697k, FF Pk @A o AR = o0 22 B0 SHE R
%5,
20. &F RTAGE R Tk, EFkOELTERIMLH

25 RTABF 64 B H0E 57 R A 2 F 0 SN AR R 5 4heh B A v B4R
HRCNHG R ETHEZHE, BEREGHREOLLH.

21. BA K20 697k, L PR AL QivArE. EES
REPRERF, FREEXGNEENRETRE, Akt &gl
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BAEHR, #5AP B WA AR B AT,

22. BA|ZK 21 975 %, PR RERAMAEREZEAR
B F 1255,

23. BAZK 21 ¢k, PR RERAZENRETHERS

5 AoRR B A s A S A ()-F FRAEA @ R()-ZF FAEA G
.

24. BAVEK 20 89 F ik, L PR EA S ARMTHL A (+)-F
PAGAEE, ()-FEFAGHEGY, (£)-FFTAEREA. (H)-=F
WAGA W, ()& FEABH BRI+ )& FEEHH .

10 25. A RAGAREIG RIS T ik, H Ak OESTE
XAEE T R TFRG 9 B 8067 TR A 2L E 4y SN H A S F 4he) B A
AR SR e S ETaa e . AR SR et

26. AF|EK 25 ¢k, B PR GA AR M8 (+)-&
WEAGA G, O)-FFAEAGE, (2)-KXFEHEHAEA, (+)-=F

15 WAEAER, ()-=FFTEAEA G PF(+)- K FAEA WA,

27. WS AT IR AR IR ik, %Oy ok QAL T E RIS
I R 6 B 08 RIRF A T 6 SN H 28 R 5 464 B A oy B A8
FHReMeGhF ETEZHE BEAGHR .

28. AR\ BK 27 497k, B P AT IR AR AL B R,

20 FREERKEER, LIk k HEEAEESAE FRFL B
¥, EENKT. TiERF MeEARBK. BELHREEAIE IR
JE. BIR. EHHPRE TGS AR Fe b AT 4 U,

29. AAEEK 2T 95k, EFHARES AN HFHLE(+)-F&
PABRAUR, (-5 FTARRGR, (£)-EFFTEEFEY, (H-=F

25 FPABAEHE, )-—FFTABAERI(£)-FFAHH G,

30. & RTAGEIR G F ok, EF kOIS T EEEZAE AR
W 4 B 06 7 IR A 2F 6 9 H 3 RO 5 Sl B A ol R AR 7 0 2K
TV B F LT RZ O & BB SN,
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31. ARAVZR30 855k, LPATRERANIRHER.

32. BAZK 3085 %, L PAEEA ANRM Wik H (+)-x
FTEBAGR, (-FFEAHRGE, (2)-FFEAEFEH, H-=F
PEBRA G, ()-=FFEAEHEIPf()-F FLEH b,

5 33. BT RTABIRAMS BT A RREG T ik, EFEOELTE
ARG ST RTIAG 69 B F 6 I7 RTAG A 8 9N e SR F sty /A
WIARB I REMNG G F LTS BEASHR LY.

34. BAIRK 3365k, L PR EA G RM WL (-
FABHA G, ()-EFEAHAGH, (2)-5XFLAEHEH, (H-=F

10 FEAEAEE, ()-=FFTEAEHGPf(£)-=% FLEA oA,

35. SR RMGHRR Tk, EH ik OEL T EEIAMLH
IR 69 B B4 I IR A LT 6 SPIE 2 K% 3 484 59 A b 9B A=
MR CAEF LTS % BRI,

36. RAVERRK 35 8975 3%, K P ATRM MR A T B R R,

15 37. MAIRK 35895k, RV AR EA & RM ik G (D)%
PEAGAGH, (-FFTERHAGE, (£)-FFLAEH R, (H)-=*%
FEARA G, (- FTAHHGHF()k FLEH GA.

38. ARG RE T RMBEF ik, BH EORELTERXM4E
7 RTRE7 0 B 476 o7 R TRET A 2T 64 SN K 2 K 5 st T A by 99 4X34

20 FHRECMGHFETHEZHE BEHNGHX LY.

39. BAIZK 38 697 ik, LV ATREA w BRI ik B (+)-F
FEEREW, )-FFEABHFEY, (2)-FFLEREH, (H)-—*
FEABR G, ()-=kFAHABAF(L)-k FLADHAH b,

40. ¥ (eliciting)i$F 1L BAR G 7 ik, % F ik QI TR B

25 EHFHKENINHRRAF LB G PRMEHRENGTEFE LT
B2k BRNShB 0.

41. BAZRK 40 897 &, K FATE B4 i RH Wik B (+H)-+
TEGAGH, (-5 TFTAEFGY, (2)FTEBHFEH. (+)-=%
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FRAEREH, (- FTEAEHRGP(+ )k FLEH B,

42. & H RIAGG BAFLBIAA KR ER e ok, EH ks
BT F R A6 B EL T R A LB INE e F
WA AR S RECNMN B F ETEZOE, ERNGHROE

5 4.

43. BAEZR 42 ¥97ik, FP AR A & R E it B (H)-&
FEBHAEY, ()-ZFTAEHRER, (2)-FFLEREH, (H)-=F
PEABARGY, (- FEBHHEAF(+)-2k FAGAH G,

44. & IT RTAGT L B A AR EREIR, BIHE FEAIE, BV A

10 AR, A 4 ALJA(fibromyalgia)fe 22 97 B 47648 09 18 M o 9% 89 7 3%,
%y th UIEL T E BIXARE 7T RIAG 64 & 06 57 ARG A K0 SNE
2B F L) B AN E AR CMA B F E TSN E, BAHE
B X e,

45. BAVZRK 44 897 %k, K AT R IR A K AR R, AW

15 BLEEAE IR I 57 4R A,

46. ARF|ZR 44 877k, H VAR BA AR Wit b (+)-&
PRAEA Y, ()-FFAEAEP, (2)-FFPEEHREH. (+)-=*%
FEAEHAEE, ()-—FFAEAGAF(*)-FFLHA B,

47. ERRTAGRRE T %, &7 kOIS T EBXEE TR

20 BrdY B G 97 RIRES A RLE W S AR RN F St B A A
A E LTS, BEHNGHROSH.

48. BAVZ K AT 95k, PR B sl Rt E Bk B ()%
PEBAGY, ()-xFAEAG, (2)-FFEEHRBH, (+H-=*
FEAEREH, ()-=FFEAEHFGAF(£)- L FEAHA WY,

25 49. T RATRGRRFAN T E R, EF LT EZZMELRH
RIAGT 6 F 06 77 RIRG A T 0 9K A% 3 5 404 0 A ol BF AR 34
RCMGHFLTRZOGE BEANEGHI LY.

50. MAEK 49 895k, VAR EA WARM S Dk B (H)-5
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FTABRAER, ()-EFAHHRGYR, (2)-FFEHEFHH, (+)-—%
FEABREHE, ()-=FFEABHGRf()-FFAEH @,

51. W& R R KR Tk, EFHiEOIELTEREAL TR

TRET 64 & 08 77 2T A 2L F 6 9K AR K 5 4t B A7 by AR T
5 REMHFETESZHE BHNEHROLHY.

52. BANZR 51 897 %k, EPArRGA GANAMZHik §(+)-+
VEEHA G, )-FFTEAEAER, (2)-EFFLAEHFEHE. (+H)-=*
FEABAGHE, ()-FFEEH G PF(t) - FAEH B,

53. ARG RBEN T, EFEORELTEZEML S IR

10 Brey B0E 77 RTAESA 2LEF 69 9K AL 3R 4 Lol B A o AR 40 3
A G F LT BERSHR 0.

54. BMARRK 53 89k, HPATA kb KRBk RiBMHE

KA R AE REMAMKE RS RE MIHEERBAR

Bk 2=,
15 55. AA)EK 54 095 %k, HPRTiR & 2R B MR & 2

56. BRAVEK 53 8975k, KL oPETE G i 8RS ik B ()&
FREBAGHHE, ()-FFEERGH., (£)-FFEAHHFEH, (+)-—%
FEABEAEHE, ()-FFEAHH G PF(2)-k FAGH b,

57. BAVEEK 20, 25. 27. 30. 33. 35. 38, 40. 42. 44, 47,

20 49, 513 53897k, Pk kL o464 T 7 s S AR SY,

58. BAVEK 57 695 ik, P TR P e 2 B IERALSM A B
VARAY 2 R G0 hdh, Pridthihit ) iR 5o E R E AR H) A,
5-HT B Al o dd A, MR Fodhie 2h. A T4 F AR ERN
¥, CNS X457, % BRI REHMN, G5, "BRG, Shdhd,

25 WAREH. WAEFE., KAAGARMNELD,

59. HAMASH, LEEBAGRXRHTH. REeMNBF LT
B2, BERGHROLEWFthF LT L IR H.

60. BA|&ZK 59 692 Mpcth, L PR A bRl =ik g
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(H)-EFEAERGR, )-ZFEAERGH, (2)-EFFEABHFEH. (+)-
SEPABABY, ()-=FFEEAGRR()- 25 FEEAH G,
61. MA) &K 60 92 MBS, VAR EA SR =Hit g
(H)-E=FAHA G, ()-FFEABH B, (+)-=% FLEA w8 Fo(-)-
5 ZEFABAR G,
62. BA)| &R 59 K9 MBS, AP EA AR THHEAKR
#70.1 mg £K% 60 mg.
63. A ZK 62 9 AEst, LT BAGARMBTHHTAKX
%92 mg £ K% 30 mg.
10 64. MA)ZR 63 9 MibH, AT EAERRMZHEEAKR
255 mg £XK% 15 mg.
65. RAEZK 596G AueY, LY RaemiEs T o
M. FBE. AM. EMiE. ZEARATLH.
66. BAEK 65 eheh b, FFPARGRAESmiETT o
15 fR. HERZKELH,
67. MA)EK 59 9HABEY, CROIEFH I HIEEHEAS
.
68. MANZK 67 95 M4, L PRI B IR A WAL
Kot PARAY 2 R wh thah, PTRR A B S-HT b A A= 405,
20 HERRFFeiHpdh. A TEST A RERG Y. CNS Xadl. ek
SHRBEFHF . B RBRE., SheHH. RREH. RALE K
AR Ao BB 2,
69. AF)EK 68 ehThH Mnbth, P ATE 7 Sheh HEIEHALEY
A 5-HT; #E A,
25 70. MA|ZK 69 6925 A B 64, K P AT 5-HT; & 457 A 4ek 2y,
71. BAZK 69 69 AEe, L PATE S-HT; RNk 43
g 3%, VAL, HIam. ©3eh), HFELH), K IR, Fo
TR F TR FMIR, FHRM DA e LT a4
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SER T/
72. A Z R 69 89 A, AP S-HT; HERMHGZAKE 0.5
mg £ K £ 500 mg.
73. A 2K T2 69 B A WAY, P S-HT: HRA G EA K4 1 mg
s E X% 350 mg.
74. A A B K 7369 B, P S-HT; 3R A6 A KL 2 mg
Z X #5250 mg.
75. RAAEH REAY, EOiBHAEEAMTHREMNNTLF
LG e H, BN SR S FeThF LT A% 6 KA.
10 76. AR B 75 69T A AN, HP AT IR A ik B RBRA T A
LrE4h. MBS E. TRERAL G SN Ao AR IR BR4E.
77. BAZL 75 9 REEY, BFRG AEGMERTEA
R,
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B S EEERRTHNG T E ot enyasy

% wiE st 1998 4 8 A 24 HIRE# U.S.I& 8 ¥ 60/097,665 5
F2 1998 4 9 F 2 B4 U.S.I6H ¥3F 60/099,306 5 a9 A 4 H T
BAEE, mEEs AAeXESE AP,

1. A4
AL EAER 3 O ERBITH R 7 k08 5 LRER
BRAph| F g8 b4, REZEA SR SIH A% Fo b SR AR

2. APHEF

HATEEE, %L N-1-[1-4-RFEA) AT A&)-3-F AT &)-NN-
P, A AERERRHA, LREUS FA
4746 680 &4 4,806,570 5 ¥ AT, A @I LT R ELRFOE
B, e S-Rekk % CRERRHEENRE S
Buckett %, Prog. Neuro-psychopharm. & Biol. Psychiat., 12:575-584,
(1988); King %, J. Clin. Pharm., 26:607-611(1989).

SN e T AT e WA AR 2 BR 3 K A4 AT S % MERIDIA®4HE,
S Hi& A T4 5 BEREsE. Physician’s Desk Reference® 1494-1498(% 53
$&, 1999), 4) 4, 4% J7 S1M9K 7 B A7 v B34 57 AR AE U.S. & A 5,436,272
5 PR AT

BAT s AR R SRR, SFEEIGE AR TiE T A RA. B
dm, US.E#]4552828 5. 4,746,680 5. 4,806,570 5 4= 4,929,629
BN THAE R SN A B A i UG ST AP ARE R 7 &, L US. F A 4,871,774
£ F2 4,939,175 55 R A TR IR 9P K 4k B A o 106 I 2 R RAE F
Mg 65k, 1 PCT 2% 5 WO 95/20949. WO 95/21615. WO

10
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10

15

98/11884 #= WO 98/13033 A F HA WA LT A&, Hob, O#
JE T Z A W ARk S it ek, Blde, PCT A% WO 94/00047
F2 94/00114 45 2 FHAE B & A ol B8 84 (+)-Fo (-)-3F BRARIE F7 39 AR 32 Ao
AR BR IR T k.

O R 25, A A AaRAR AN B B i SO AT 2 89 At AR
W, FE T 2R KRR ETEARAERf LTS
A B,

N
cr . CHy “CHy
/ ¥ 7p y BA
C1/©§'N;\’/ c1/©§2®/
e X F L &P RAEA G

YERIE F T ARG A o B Fo =k WA B A i 2 ARIN L B A o 9
FAHGEFE LR E Ao 5-BEKG-HT;, oiF£)EZIHH A,
Stock, M.J., Int’l J. Obesity, 21(3& %) 1):S25-S29(1997). &, 7 5ME
IRIE A W B Fe © BT M AE ST IL A 238 R AR B T Bkt
FEAM, O3 S-BER(S-HT,. 5-HT,,. 5-HT,,. 5-HT,,. 5-HT,)
ZR. BEREFRTAR. SRERETHR FERTIK @B
(histaminergic). &-&BR(glutamate) X HhAr K H R E =W, B L.

B4 W LA %A altE R . 5 Wl4e, Physician’s Desk Reference®
1494-1498(% 53 px, 1999). 5 iR & B4 e LB Foie T R
B R, BIAF RBBIANKILAES A T I7 TR AT &Rt

11
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G A Y, BlheLIE(RREHR TSR MR, BRERAF, K

IR IE. BT ARRAR. BSR. RENSETHERR. HR

BA. BHAR. BE. REFL kAP Z LELZRNS

W Fo - he b R T8 7 Ao TR AR oo i K BV e 3l ke
5 5 A oy B A K 0 B4R R

3. APk
A KR Qs T b 77 Ao TRl ad dphl el Lohdh eLAEA T o940 2
B PR B R IR T ik, B RAEGHFHA, XHFGER

10 8 ZH) LAE(IL R B TR TS RN RER, B, KT ISR
JE. ek sA. B, RANEBAAER. HRER. BER
., BIE. KRBT RERAFAE. AAWFTEROELTETEX
AR08 I RAREr 69 %08 7 R TR A L F 09N E e Fo 5 S A o
RS, REMNHGHFLETEZNE ENEHIREsD.

15 AL R QI8 57 RTRG AL AT 77 ok, K77 kLM
BT E BEME T RTAG ) BEE T AT AL ETN S CRER
B ) Al Ao 5-HT, 54270,

AAE R R LA CL3E06 57 R A LAY B E e TR
IR A, AR eAY 42 0 B e AR I A ) L AE (AR By R T T A1 e

20 1K AR Fu 5 Ba b B A AR M A e AT B LT e
ER et e e, KA B R EAW T R iE L e B
R, BFEALTR B IR T)5-HT, #4757,

AR OLIEVEA AR % Ok, 5-RekRPETEEREERR
) ) & S TE A Fo R 5 Sk T AR W BRI 69 R IR, SN A e b

25 F U BA G ENRHE D OEERART) -5 FEABHREA. (-
FPEBAHEE, (£)-FFEEBAGH, HD-ZFFAEHHEHE. (-
ZETEBA A (L) F FTAEGAH WA,

12
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4. KWL

KL BAPR A B (B4 % Bk, 5-AREKPETEL
ME)ERIE ik Ae A, A KRR W LIRS 9T TR By a8 1L A )
AMEA R ERBRKEGERO T R, Er S TERIM

5 G T RIRGE 6 B 06 7 TR A RE 09 AY B2 e & IR H A,
&Lwdmﬁ%ﬁﬁ&w%ﬁﬁﬁ@mﬁﬁ#%%&ﬁmwﬁﬁﬁ
WA S LT g BAEhfasd.

dofe HoAE 8 KiE CRITIPH AP E AL EBRIOREEH RR
LB MR Y o F A BT R K T A KA IR IEAR. :\_3;3:‘)’%' A 42 7T,

10 ﬁ&ﬁ&ﬁ%&ﬁ%&%@mwxﬁﬁﬂﬁiw A, HARE
FF, ARE R ACRIE. R AR, AR, &k7€% TH IR
MR, Rk, B, AT kR XA

KB — A3 7 B QA58 T AT $hAL ) AL AT 89 7 ik,
Wk I AT & REARE T A 09 & H06 T AT A A E
15 0 % O EARIITHE Al o 5-HT, A, ik % SRERBIFFH S
(R RBRT)TA D, B e, ShE Ak g R el B AR,
BEY, FEMGBEFETESOE BENSHlasy. 3K

G % O AR EIP) F) A ShIE A Fe b R b eh W A Wl AR R

Hit 5-HT, A A 4hek 2y, A6 S-HT, M6 £l @iE(2R

20 By F)#35 8] 3(KYTRIL®). F &AL K(REGLAN®). & JT 3] 37
(ZOFRAN®). 4&3Lsbd], FE %A, Jelnd)ix, eyt
WRMAR, EERB T HfethZ L TRZHE, aehiEM .

B B Bk LF P, BEIAEEB 4, . FT M)
BT SR ERIIPH A, EEFAES RO ERLET FF, BAX
25 FERRLT % O R TR H) A Fo S-HT, #4057 7 &
ﬁﬁ%”’A%ﬁf ELAE8 7T TR ShAR ) REFEAT 8 7 ik,
Wk QIS T E B XAE ST AT 6 B A6 57 IR A R E G 5h
/ﬁlifiﬁt’fb""%éﬁﬁﬁfmaﬂﬁﬁ‘l’?% REMAGHZ ETRZH,

13



99812466. 4 o P E5/490

10

15

20

25

BHEMB O, EREHRTRHRET ET, ERIARELT
SNl Ak Fo o F Lt B A AR T, REMNNHF ETHEZHE,
TN e B e

AEPE AN TG EOIEE T RGBT ik, &
EOIELTE R XML RTAG6EHE T RTRG A L E I A
Fo kG ohth BA AR ZH, RENHGHFETEZGE EA
LM 5. R LIS B IR T)IPARE (Bl 2 AR IE), 7E
EAREFREAHOIEFTATER ARG EENTETRBFEES
RAE P AR/ B R R IR), ARG AR Rt R, MAh B
Ve[S AT Ao G IR BB A, dufr Ak 0 RiE 2 E AR E PR
(ADD)” . “HHEER R IEE NI REFHEF(ADDH) o “iE
BN REVERATE R R EFBAD/HD) VAL CATE A4 T
WAL — B SRR A ke i AN RS W Fe R T, F 4
M, £ B4R FFA 1997(DSM-IVIMFediid &5 B Fo 403t F At
%3, EBEMARFFL, (1981)(DSM-IIT™).

B ERFT RHREFT ERET ARG EE N REFEFGT
Bk, EF RO TERIAES R EL LT RTAG A LE
W H A Fo R F S B A AR T, REMNHBEFETELH
. EASMROSY. EEFRAGEENRETREET, SNH
7 X, 05 heh B AT o B ARG T A A S i) B AR ARG R, B
FARBEA -5 FEABAGARG-ZFFEEHAH &,

% LA R B —AMEIETY kR G T AR I ARIE R ik, K
ik QAT BIXARE T R TR 69 B H S 57 RFAEF A 2L E A INA
HFo K F e B G ARM T, RN GFLETEZNE &K
F MR 0. wERAERGRE EHRBGIAE SHRE
ARG ER, LRKOIEILRART)E LT, ASH
Ry Bh, 2%, FiRiRE, &ALk, ENER. #IHFEK
Bt, EAELREMARGHELTL, FEAERLCHEZRA

14
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BTk R, RA, AR B T 8 E BT A

R E R A F36 7 KOG IT X TREG RE 3 e XJE IS 7
k, EHEOELTEEIAEAIAMGHELEE T ARG AKE
W ohIN A Ao sh ey B A AR S . e F LTSN

5 . OEANSMR ALY, el E R RE LT R E G e
HACHEIE” BV IRE, %%ﬁi,%%ﬁm%%ﬁ NG fAAE
BEgE, HErAE3E ik E, FIA KA T A E TR LB R4
ALY,

AEBRE BA Ty R OIE6 T RI ah fe sk Jady 7 ik, %

10 iR QLA T B XA T R TR 64 B G ST TR A 2L E SN
BT AN B AR EERM TS, ReNBFETELNE &
Fl MR . R fekmOIEAL R B T)E SR, R
B RA g, Clek k., BEEMESESIE. FRFE. 5,
EEAKT. TERA. MERKB. LFELIKLESIE, INEE,

15 FIR. EFAAL T S A A dh A B R, TR ARRIRAES LT
BEiES, GHEMRRBRTHLE BBV i g, fEka, K3
BREEAL, MRt E Ao kMG AL AL FIRFE, £F AR
Sk, EENKT AT ERAGERGRR. mENERAHRE 8
5 IR o ek gm” FIEMBIAG — AR AL A R ARA

20 %8y 72K,

AL R H N A%%ﬁ%@%zﬁiﬁ%bﬁTiﬁﬁﬁﬁ%ﬁ
R Tk, W EOIEL T E BIXAE ST AT 0 EE G ST AT
B F 9%‘2%1'5/@’5&?6#%&‘7 A AR T, et T
Bre R, BENEhRCEN.

25 A E R %Aimf%@%,ﬁ&%wﬁk%ﬂ%ﬁﬁ&%%
Gk, EAE OIS T EBEML T AR B EE ST R A L
%%%%mﬁ%?%%&ﬁ@%ﬁﬁf%\ﬂbm%%%iW%i
. AR OSY.
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AERENANFEHT R OIEE T IR RBER G T %, %
ik QLG T H B IXAR G T TG 0 B T AT A R F M SN e
RAF LG HA HRANM S, RENGHF ETRZHE, ERN
SR OEY. WwERERGAE “DRERA" CIEXTHHREAE
5 B Ao W B Fe | R AR, KiE “HRMERA” FIrGRERLERM
BT AEZ AL, F A 42 DSM-IV™ Fz DSM-IIT™,
W% 3 F LI R LT B R EST XTREF TF B Fo/ AR
N
REFRFHAFEHFT EOIEETIATAGRE T RIBH T %, Z
10 ik QIS T E B IARE T RTAG 40 BH 6 7 R A L E A INA
RRKF UG TR EPRM ., REMNWHFETESHE &
FEMER L. BETRBOIENH Cil) Xt BE T A, #)
o8t RE A Ao/ RAE S, AR A,
ARPETAEHT ROIEFFIFLBRG Tk, EHHEHE
15 BT RATIR I B % ST R AL E A SN AR R 4h 0 Ay B X
S, e FE TR EREmRasy.
BiZRAGT ROIEGRLT EF, Eolk, BRERXELLTI
H ARG L B AR M. RENHF L TR E,
ERSMB 0. EERATEF, BRLTINHERFF LY
20 HAWPANRM . RN BFETEZG L ERsHRas
.
8% A OAEN) H — AL T 3 A5 BB 6 ik,
Tk QLIEMMA TR B H T AL EFNINHRI AT
B AW RM T, RN BFETEZGE EHNESHRE
25 ShFRET. KLZE IR, HERERL T RE T Fo/RINFH AR
HF e HA PR TH, REMNHBGFLTRZHE EHE
MR O, RARLBELE T RE T o/ RINH ARG ot BA &
AR S, REMUBFETREZHE BERHEHRCEN.
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W% EAFTEOENH —AFEHEHFRRG 5 ETRA X
HRER bk, EF R OELTEEZXMLHF RGN EHL4E
55 R TIRG A T 9N A B 2R S8y T A s R AR E M, BT
BTSN E BHNSHROEY.

5 AEPHE T —ANFEhFEOIEET RAGL A AR ER, &
PR AR, BRI AR, H IR A AW LR IE(RE
AR R) IR R R F ik, ik OIELS T E R XARE T R
TR 6 B 208 77 RTAG A LT 04 SN IH A 3 5 b e 5 A7 b 8A AR F
W, REMHBFLETEZOE BEReHR e,

10 % T BT R A G T AT AT R AR, K ARERE
IR A1 MR 57 4G 7 k.

AERE TN TG EOIEEFRRAGEEG T %k, EH &
QIEL T FBXARE 57 RTAG 6 B 06 97 T A 2E 89 5L IR 383K
o sheh BA WM. REMNOBHFETHEZGE EHe

15 M 3%, 059,
AERE -+ ATy OIS T RAFREFTILN T %, &
ik QAE T E B XAG T RGBT RIABT A = 6 ShiE
HBKFHHEAEPRMB Y. RN FLETE2OE &

F MR ey,
20 AL H T A T R OAEE T RISk A XA kIR eI 7

%, U OB TERIALTAMGOELET ARG ALE
W SN AR R Sty B A W AR T . M AF TN
H. BEMNEMR LY.
do e A R 6 RAE SRAME BT ARR . EWMEEAE
25 BT . CHREFE A RART AL CALEART THRL
A AAFHELAER. F I 4 DSM-IV™ F= DSM-IIT™, % 5 ik
Bt A £ MR AR, RiE SRR SR FIRK
£ T HEEME L SRR % 8RR A H .

17
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AERETANTHFTEOEEHFIRGLENF &, EH %
QI T ERXAE K XA 0 B8 7 TR A R E 0 9N 23K
K st BA RS T, RENBHFETRESE EHE
Ha e, SNHRRAF LG BA GBI TRANA TET

5 KAE % B R R K E(SUD ). Ak E R G0k H
BH R mFhMR BB AR,

dofe dE A e RiE G RAG R EE” B, RHRE
ik 2 E K O B R RO REEHE R, FEERAOFAEE,
ETH—FREFHATREIAL, REOCEERART)REFHE

10 YRR, AT e R k. B EMIK., SERAHSF/ERAEE
i dnih, 5IEMBAYEFEH EGIAESE,

W% Sk E QAE R IET ik A6 TS R R K e
k. R EARFTEOIENF IR T R, EFRFHMIL S0 S
HEFARFR DT 13 FeHILE,

15 RAE R+ A ATy R OAEE INH AE B F Lhey A W B
R FH, RECNMAGBFETHEZHE BN aOEHGEA
AM AR, X RESf AR AR R T LRk e 7 k.
Blhe, RKEAFAEELZ TR, #EFI=, F. ETF. M. LhF
FiE). M Wlde, HRFIA), BERETLH. KEAHE
20 WHRAET TR, HENZLLH.

AR S 1 3% Fo K 5 SL4G T Al BRAXGH 40 LA (1R R B B T)(+)-
FPHAEAEE, ()-EFTEAEHGH, (2)-FFPAEHEEH. (H)-=
FHRABRAEY, ()-=FFEEA GA(+)-=FFLEH G,

By A g R 69 6 3 SRl 0 AL, ke B UAE A B KGE <R

25 U BSOS ETERAS EEETH, KT XY 90%H A
I RFMR(EE), AR T KLY 5% E ZHRFMER(EE),
H EARB KT K 99%8) BT E T ARFMIK(EE). Hlhe, HFHH)-
> PEAGHEPLAREREF()-XFARHEE, ket AHK

18
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# CBRREREA ERAEGMWEH Y TRL 10%(EE), #Hit) T
K& 5%(EF), HEMRLS FTRLY 1%(E )b,
AAVIHE & SN K A fo o 5 S A v AR RS E 89 25 3 BT 4
ZH . BEMN IO EHIER T ARREG F k. R M-S WFR
5 B e AORE “HFETRZOE R RGF ETE
ZHEFEG RABRRA B LG L, AR OIEERARTE
BR, BULER. AMRER. AEER. BAERFeRRER. AR OIEUERART)
REW B, AR, BB BANE, QIR EMRT)PEE. TE.
RER, BB, RTWER., BIRER. HBER. §LE. ABER £
10 LEREE. $LBR. FERER., FIAEBR. BoBR. xWERER. LB
BR, FABELER. DORBR. HMER. SRB. XTER. AARLAKTE,
KMER., KB, APBR. B, TARER. LALBR. 28R, FARER.
FEPGEL, BRARER. B FSUMEREER. ARV iLER N SLER. B
R An BB, BLERAF AR A R,
15 EAZRAOEFE—NT kT, BRGRRSZHSenNeBsdt
THZHE BA SR OESMitE —Fr R Z A ey I EMAL
S Y, PPEA AR WA R ) — A 5 Shey B EEEA
SR A — AP BAEATIE AR E (Bl de TR, 2 AR FERR) R BHE
o9 RELLH, FAN, RKAXBPRLGH A ESHFHETEL
20 B b2 RIS R Ao/ E ) —AF 7 94 B R IEMALS .
RE4B B T ARK B 69 75 ik A LA 60 7 SP 0 B3R R AL A L3
(2R B FEF)E A T P ARAY 22 A %( “CNS” Y 354, #lde(12 R B TR
T): S-HT(Bl4w 5-HT, #= 5-HT, ) S M Aok A, @& 5-2 68
FARBAPF) A ( “SSRIs” ). 1ERZG A4, A TEAH0mR0Y
25 W OAERAAT R Fokb A 2. REERY., RGN BEEHET
%, CNS *&M#lde &3k €o. % EBRTEREIN. BH. RKBRK
3. Sl B B (Fide B BTN o fe B K IK FEALERIR B A)), R FE
%, RAE. RWARAGFRIES.

1

A

A
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YE | F CNS # 45 F 34 36 ({2 R B IR T)SSRIs. R fF =%
k¥ RS, ZRERIARG., R RL, REED, B-KFL
MERIERMN. 5-HT,, THRERMNF 5-HT, 2R H. 48T CNS
HEZZHFRGWOEERART)ZFEGE, LEBT. EF.

5 R ER, TR, £Afbdik,

AR 5-F G TR F F A I FARAYZE ZAABIR 5-RE
Jie i 2t 3 E AV B AR AT R D B TR A FE A b AL
SSRIs # 4] eLAE(42 1 By P T) B Bk -& 2 (CELEXA®). #.HIT
(PROZAC®). #ARBA(LUVOX®). #% & iT(PAXIL®). 4 ik

10 (ZOLOFT®). 44 #(EFFEXOR®)# € 47144 b 5 464 LR F A 4K,
FRRM T A SFETHEZAOE. BN ash.

B TALR T R BEMO T R AT RNEeH ais(2
REET)E Goodman #2 Gilman, The Pharmacological Basis of
Therapeutics, 362-373(% 9 B McGraw-Hill, 1996) % f§i£ &4 Ap 244

15 . B FEHF AL LG EN IR BHRT)FE L, S
£, AEE. AT b, FAEF SARAR. WEBF, B
Ee, ALBE. ABE., G F, FEEF, RELS,
i, AVEHE RUEFE, $HEEF. £HE FLEF =
g EATE B B E M ARH E e AKFAK. e L

20 Bk, BENEeH. . ke TR ESY T — T
AL,

Mok, RHACEH LA 8-F-1-F A -6-F K 4H-s- = 5 [4,3-
a|[LAJEF =R 45, AR EE XANAX®HE., XANAX®E A T
) BRI (5 2 AP B B S 69 DSM-TIT™ 487 BoAs £ 64 52 R R 42 % 7

25 18] 4% fE B JE 42 IR, Physician’s Desk Reference® 2516-2521(% 53 J&,
1999).

A—REhami, ANFH LA T-R2-(FAEHL)-5-KK-3H-14-
¥R EF 4R HEE, B &% LIBRIUM®4E 4 . LIBRIUM®

20
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BRATHEANERESZY R A EMERIER, SHIBHT R E
K. RATEM AR IE. Physician’s Desk Reference® 1369-1370(% 53
K&, 1999).
FAEE, HAFHL A 5-Q-FFA)-13-=8-7-FA-2H-1 4-
5 R RERE-2-B, VAF % KLONOPIN®454E . KLONOPIN®# 4
JA T A A 580 254 IR T8 57 A8 S BT R AR AAE (/1 KA B AT,
B R FIUE T BmMAAE. /e DSM-IV™ ¥ 2 sU#h AR AE,
KLONOPIN®&E A T 76 77 B A LA ) % B B E.
Physician’s Desk Reference® 2688-2691(% 53 #&, 1999).
10 FEE 473, HALFEHLA T-8-23-24A-22-—#K5-K
A-IH-14-FF ZREF3-HRBR 47, UA &% TRANXENE®4
4. TRANXENE®#E A T4 B8 E R AL F R TR BMEAN FI14F
HERBN ST R TR M A A A RS RAR, B T &M T A
JEIR 69 L% fE. Physician’s Desk Reference® 475-476(% 53 #&, 1999).
15 WHk, EAFE LN T-8-1,3-Z8-1-FA-5-FK2H-1 4-F 5
ZREFED2-F, VAT &L VALIUM®4EE. VALIUM®E A T84 &
JESE R 25 B8 % AR BB =K. Physician’s Desk Reference® 2735-
2736(% 53 #&, 1999).
E e, HAFEEH LA 8-F-6-F A-4H-s- =" F[4,3- o ][1,4]
20 R R EE, AFwE PROSOM™444E, PROSOM™iE A T4%
B la) 4= R A AR TN BEIR B AR, SRR IR B Ao/ - BIR B &
BR. Physician’s Desk Reference® 473-475(5% 53 #&, 1999).
ALBER, EAEHLH 8-F-56-=5-5-F A-6-BA-4H-sk
FH[1,5-a](1,4) K H =R EE-3-RBRLE, VLR &L ROMAZICON®H
25 2. ROMAZICON®#&E A T3R5 =R & F R TER T L ENAHE
RORCE VS Rl Iy g G N T W e (R 40 )N
B, EPORARF_REZILZEBABERR THW A8 77 6hid4e,
HAT#HEMAFF_REELMNEL S, Physician’s Desk Reference®
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2701-2704(% 53 #&, 1999).

AEFEEBE, EMNFHFLH T-2-1-2-(= TAERKE)THA]-5-(4F
AEA)13-ZA2H-14-FF R EF2- S, AHRL
DALMANE®45# . DALMANE®Z A T34 57 45 48 /2 T3 A BE IR [ X,

5 E R A 17 B o/ R T RIR BRGY R ARG AR BRES . Physician’s Desk
Reference® 2520(% 52 B8, 1998).

Fidi, RAFEEHG LA T-5-5-AREFEA)-1,3-4-3-B K -2H-
14-¥H KL F2-80, JAA&HSL ATIVAN®4E. ATIVAN®E A T
FER) RS SR R A A) 45 MR R R R S A AR AR A k8 S

10 Physician’s Desk Reference® 3267-3272(% 53 ¥, 1999).
wkiAek A B 3, EACRH LA 8-R-6-(2-AFA)-1-F AAHK
o FE(1,5-a)(1LA)FH —REE LN, LB &% VERSED 4 £,
VERSED®i& A T K aT 4845/ EIE/MAE EFo 2 & BB, Physician's Desk
Reference® 2720-2726(% 53 W&, 1999).

15 By &, BALFES LA 7-5-1,3-=A-3-F K -5-F K 0H-1,4-K
HRAEIER, AESLL SERAXC4 4, SERAXCHE A Ti4 £

JE R AL 16 & MR B SRR, Physician's Desk Reference® 3383-
3384(% 53 M, 1999).
Bk, EACFES LA T-B-5-(AR-A-F )1 3-28-1-Q2.2,2-=
20 ALH)H-1 A-FKF R -0-5000, A7 5% DORALOAH A,
DORAL®E i T8 77 4 AR TN BRIR B M, S %729 {7 B Ao/ 3, -
BT BREY KR, Physician’s Desk Reference® 2958(% 52 #&, 1998).
L g, EAFEGLH T-F-13-TA-3- 24 1-F AR A
QH-14-3 3 — R £ 5-2-89, AR &% RESTORIL®4%4. RESTORIL®
25 R TR RGNS ST, Physician’s Desk Reference® 2075-2078(%
53 #&, 1999).
Zok s, RALEA LA 8- 2 -6-(AR AR K)-1-F A-4H-s- = 5t
[43-a ][l 4K F =R L%, HAH&HE HALCION®44E . HALCION®
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& A T xR NG ST, Physician’s Desk Reference® 2490-2493(%
53 #&, 1999).

RABERATFRibems, BRER. BRI RFEHEE
RE| VA _EACA M G AEAT —FP G495 B T 5 S0k Ak Ao S 5 Sk & A vl A
R =W, FRENHBEETREZOE, BAGHRCeHES,
T o6 57 IR B 4 th 69 B AR,

1R 5 A R 2 B ek B 5 6 AR S A ShIK Ak
Fok, vty BA RS T, Fee ey LT e d EH
LM B, 0B R4 08 9T RIS 0 kR B (12 7R By T 1 B A (H1]
JadpAR), B, AR E LA I T A SRR e PR I 0 AR R A

AL B PRI 5 S oAb R 2 A0 SN H AR B LR
AR T, ARG ETHESOE. BRSO Y
8 7 sk Fo LA FMEAY R 2h 4B S1IH AR B 5 46 B A i BRI
E¥. FoeA R L TRSHE BASHRESHmEH B
¥, FAEA R BN TG A ARL C AR FHRFH
AR EN T ERREGERRNEE, TEHNAFALTHIBR
TR A e, Aot Fo R AR A A3 IRALR . AR BRER
W . BARAEARE A ZRERMRY, ACMETHES
TR ki k. EebEfo T RRIEY, PRSI
R T ALK R F kAo tn et P, KB4, Goodman #2 Gilman, The
Pharmacological Basis of Therapeutics, 404 (% 9 #& McGraw-Hill,
1996).

3 ) SRR A RS Y BIE(RR AR TRASR. 2k
A, R, BRI, AASHE. A0 A% fEE
ob, HikeEeb, FECF. FORPREL &, vDlER. L3 RAT
ok AV ER. B e, B8 HEERARM T DA LT Ao
TG F LTS L. BRSY. 6., AR EAS
M — e e B se b
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A%k AFFEH10-3-= P ARARL)2-FE% A
7 5 % THORAZINE®44 . THORAZINE®H #):& 7 T 42 4| 444 5 49
& k% 3. Physician’s Desk Reference® 3101-3104(% 53 J&, 1999).

BRA) ik vR R AR ER 2 (besylate salt), FACE A% % 10-[2(1-F &-2-
ke k) LA )-2-F A - BAR AL )-E%, A RSt SERENTIL®4#HE.
SERENTIL®iE A T 36 f74hAv o 5Lk, & A8 7 9474 P AR
fii AT AR P Aok AV AR BALEE S IR, Physician’s Desk Reference®
764-766(% 53 &, 1999).

H55%, ERAFES LA 4-3-Q-FHER-10-R)RA- 1% T
BL, JA 7 5% TRILAFON®444. TRILAFON®E A T4z H45A47 A8
N5 o B FIH BRAP B E LS FovRek, Physician’s Desk Reference®
2886-2888(% 53 K&, 1999).

= fdik, EAFES LA 10-[3-(4-F A 1A K)-AK]-2-(Z=R
¥ ) 10H-%%%, %% STELAZINE®4 £ . STELAZINE®iE A
T M AR R AR LA T2 W08 77 i AU AR AT R U
Physician’s Desk Reference® 3092-3094(% 53 3&, 1999).

kool FACES LA NN-=FHE-9-[3-(4-F K-1-7k% )L
AAPEE- -8B, JAH &% NAVANE®4 £, NAVANE®EA T
¥4 MY sk, Physician’s Desk Reference® 2396-2399(% 53 #&, 1999).

A5F, e oh 8-F-11-(4-F -1k )5S H- =5
[be][l, 4] =R %%, A& &L CLOZARIL®44#. CLOZARIL®E AT
e SAR AT B8 RALT L B8 B & SR a0 AR AT 2 S
%, Physician’s Desk Reference® 2004-2009(% 53 &, 1999).

FoROREE, HALES LA A-[4-CFRFER)-4-B AR E-4-AT
AL, AT 5% HALDOL®4E4 . HALDOL®E A Tia4] & Rt K¢
Wi A RIE T (Bl de, BARMEAAY 2 RN B )N B4
Physician’s Desk Reference® 2190-2192(% 53 F&, 1999).

Hy T, RACES L A 2-R-11-4-F A-1-9%RK) = K5 [b/][1-4]

24



99812466. 4 oM P E16/49m

fRALE, AB &L LOXITANE®4E, LOXITANE®E A T4
A IHIEIR. Physician’s Desk Reference® 3224-3225(% 53 #&, 1999).

Bl R, FACFL A 3-THE-6,7-ZA-2-F 5Bk R F )

Wik 4(5H)-BA L BR 3, B &% MOBAN®4#. MOBAN®iE A T
5 FIAFAY JA 89 SEIR.  Physician’s Desk Reference® 978-979(% 53 #&.,
1999).

I3 FA, HACF AL 1-[1-[4,4-0(4-RF )T A4k A]-
1,3-=5-2H-3 5Fekek-2-80, B s % ORAP®44#. ORAP®EJA T
W ATAFEE T ARBERLLGEABETHRAEFNEHFFF

10 4#3% (phonic tics). Physician’s Desk Reference® 1054-1056(% 53 &,
1999).

Sk AV ER, HACFEG B A 3-[2-[4-(6-F-1,2- 3K FFeRek-3-0)-1-
Tk ] L HK-6,7,8,9-m9 £ -2- F A -AH-R (1 2-a] R -4-B0, AR
5= % RISPERDAL®444 . RISPERDAL®:E A F 42 4|45 4b J% 44 24K,

15 Physician’s Desk Reference® 1432-1436(% 53 #&, 1999).

Wog e ERh, HAFEH LN SH-Z K [bf] = K% F-5-F #i-
10,11-=&-N-FA&-— B 3, A &% NORPRAMIN®44 4,
NORPRAMIN®:i& Bl Fo& 57 #p Af 5. Physician’s Desk Reference® 1332-
1334(% 53 J&, 1999).

20 1& 7 5 AR SR AL G- ih BLAF 5] & Z IR R RAFAY jR LSt 416
0, ShHRFRF G B B RRH W, NG FETES
W ERNEY R YRS ST R 0 KR OLAE (R R A R T
B (B dadp AR). BB, AT AL Bk () e thAb 5 BLoE)
) do 42 S RG 3 64 AR LR J5.

25 AER AN IEE AL S-HT,, 2R RAN Fo/3 B - B LA F Ak
WAV EA-0 I A S K F Lhe) BA AR =M. e HhsLE
TR ®R, BRSHROSMAE RESMG S E. REBERL
B 7 ik Ao 2Be-H AR A 4G 5-HT, , AR A A B - B LI F e R A
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QIEALRERT): FEER, WAY 100135, 3ok, wIR%& R,
(S)-UH-301. "{A&R, EREER, #HRER, £ US.FH 5552429
FPAFEX 1S, HAIAEEAALPT;, CMNHLHEER
R = W fo SLAKFMAR, FoeAledsh 3 E T3S0 3. BRS04,
R

Fr&s 7R, RAFSLH 1-(1-FELE)REI2-Q-AH K
FA-2-78, G US.$4) 3466325 F44iE, Hidads| ALs5 kA
L.

WAY 100135, FHACHEH 4 A N-(B T HA)-3-[4-2-F &AL K L)k
%-1-A-2- KA ABEA, & US. +4) 4,988 814 5#i&, Hidits) A
AR R, AR, Cliffe %, J. Med Chem. 36:1509-1510(1993).

BRI, HAFHLH 8-[4-(4-AFA)4- AR T A-1-24-1,3,8-
= RAHR[4,5]1%-4-8R), & US. &4 3,155,669 54 3,155,670 5 #i&,
ML 3] A8 AL, AN, Middlmiss 3, Neurosci. and
Biobehav. Rev., 16:75-82(1992).

lekig R, HAFEH LA 4-Q- A3 F R A RLFHEML)- 4,
W US. 43,471,515 F#ik, L@E5ALSRALF. AL,
Dreshfield %, Neurochem. Res., 21(5):557-562(1996).

(S)-UH-301, HALZEH L A (S)-5-A-8-FA2-—FEHHL-12,34-
wWEALR), HEFRZFo ML F R H S8, AR 4, Hillyer
%, J. Med Chem. 33:1541-44(1990)#= Moreau %, Brain Res. Bull.,
29:901-04(1992).

RAER, EAFES L A-(RTEARL)2-24L3-Q- 578 A-K
FHR)AK), ABLE LEVATOL®4EE. LEVATOL®E A Fi67%
EE Y EBBk& k. Physician's Desk Reference® 2908-2910(% 53
B, 1999).

LRERERE, AMFHLH -FRARLI(1-REL)2-A
BishEi#h, MR oa% INDERAL®4E. INDERAL®E A T4l &5k

26
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JE. Physician’s Desk Reference® 3307-3309(% 53 #&, 1999).
BAbis R, RACEHLH 8-B-RTAEL2-ZAREHL)-Z4
FHeEwl, B US.+4) 3,960,891 F#iE, HiBid3| A4 AP,
1 A5 5-HT, , & ARFEARF L0A-04 51K A 3% 5 shth & A7 o B AX,
5 WY, ATt LTS B SYROESWEEGS ST
RIAGT 8 Fgm QIR B IE Ty AR, IRIBWS HEIT A KA. KEFE
. Sk, RkR. FEAREIR. RRKEIFRIEFE bl o fE.
AE43 78 I7 U TR B 6 4% 2k R T ST A A5 J5 47 AR .,
1£ R 5 B - B LA F eI 4B S A% Bk 5 Hh e B A o 9
10 R ZH, REMNHBF ETEZHE BENESHRCtMitidd
R 6 Bk LAE(E R B TSR E G AR, 4551696 -F L
B E R RN LR R B L T)SC)-BIRE R, A& R G R%E
AERASOIEEAEEFF R EFTEREZAELGHAS
15 BINH BT L BAH GHERM T, RENMGHF TR
&, ERENREOEMG T RA el AEs. MR
Sheh 35 PR IE AL A M 0 F A QL IE(RB R TR £, THEIRE, £%,
HEFIT, CMGHRBERARBZ W LARFHEK, Foeileyshz
LB L. BN H. abh.
20 RETF, FAFHLH 2-FH-4-(4-F &-1-9%5)-10H-"E55F
[2,3-b][1,5]1FF—F 4%, AA%S% ZYPREXA®4EE. ZYPREXA®
A T AFA 520 52K, Physician’s Desk Reference® 1641-1645(%
53 #&, 1999).
TRIRAESRE, HAFEH LN 8-[4-[4-Q-"FFA)-1%E AT
25 H)-8-F 2 ¥B-[4.5)%-7,9-—FA— s 3, A H %% BUSPAR®4HE.
BUSPAR®E A Tix 4] B R E SN N E MR E K. Physician’s Desk
Reference® 823-825(% 53 #&, 1999).
prhmd, RAFELH 1-TR-KFTL)AR-Q-BEATE
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A)-TARAR LB E, AH%E ATARAX®4 2. ATARAX®#E A
T RIS IR E G o GAFAVAT ZHR IR A X Bk B AR P AR NG
REIE R ERIRS FAEH B 2. Physician’s Desk Reference®

2367-2368(% 53 A&, 1999).

5 EAE%E FmFE, REFIT. RAF. @A, THER
B, #vh. Wl FOSMELEE, SNE SIS e B A i A
WA, REANHGFEETIESHE, BRSO WETB 5
RIRGG 0 sm LE(LRBRT)EE, AR, ShEfEzEARET
[ AT,

10 SRk ae Fe K F SO B A AR E . e A E ETES
i, BRSO E —FR S A LR RIS Y
GIRT A 6 406 "T ARE A e Fe A A8y, — & R4 51Lik .
ARt 40 A0 T 4] 36 AR S L W SN 2k 3k 4h e 05 AR oy B AR
#., RECNHBHFLETESHE ENEIRCEEWE L TEY

15 ¥ & —Ff & 285

FoT s 4 A0 ¥ P73 7R

i Hrod £ #% 1 5 i WAY 100135
FRE Zmk g Rk %
ek A% S(-)-"3 ki R
FAH T 2 FE%R R(+)-¥3| & 7R
ZAP R R FRA) Rk S A | A R
Mo 32 05 BEA- 70 4% (S)-UH-301

W 75 i BATY R AR &R

gl e oy 5 75% &R

G H R Z RIS B R R
AT LRk, He 5 M8 A

oa- 3L g i AR, TIRE
FsRibd AP R AT
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o B %20/490
i oy AR BE A Ho Ak
FH BT R $78:0
* P HE °, v3| &R 7%k, Ao
Ry & 4 HERIT.
L3 m it Sk A BR

10

15

20

4.1 9 A7 ol WA ARG T 6 Bk,

BT KA — B ARAR oot ik, G HEINH R EA &G
B, ZFEEHRGRF X FTEER G, 564, US4
4,806,570 5, Hidd 5| AL EE K F; J Med Chem., 2540(1993)(F
FERBLAL A B RAHAX); Butler, D, J. Org Chem., 36:1308(1971)(3%
W AALAE DMSO W), Tetrahedron Lett., 155-58(1980) (42 3 * #4414k
e B AE); Tetrahedron Lett., 857(1997)(OH £ & £.40); #= Jeffery, J. E.
%, J. Chem. Soc. Perkin. Trans 1,2583(1996). & 5364 1 344 T
&I iE Ae AT b B AR T ik,

So PR AL B 8 R 4T XA 0 ARAE, SMH A A e, &
PEABGA Rk PT AR GRRBMELIHNE. £k 2. 35
8 T M T 6940 L &AL S e itk Ty k. AR R RS A e R
R, ABH & B A A E )R e RS it AR, AT ik
PORCRNEE o e X/ P e E i R0 E| B SN e N A ) P
A A4, J. Jacques, A. Collet #= S. H. Wilen, “s8tiR, sMH &4 Fo
P4 (Wiley-Interscience, 4129, 1981); S. H. Wilen, A. Collet #= J.
Jacques, Tetrahedron. 2725(1977); E. L. Eliel #At-&-4 64 R4 5
(McGraw-Hill, NY, 1962); #= S. H. Wilen 34X F k33545 %
268(E. L. Eliel 4 %%, Notre Dame X 5 & }&#£, Notre Dame, IN, 1972).

wTER G, XTEAER G =L FEAEHAH G R,
WA AN XFHFHREBEHLAN, HTHRELEELTLLEL 50
B o I BAE- Mg JE st etk . EEWHS RN LR RERT)E

29
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FURB LR, BERR. AR CIGITAY. HRATIER A%
BRI - IX A Ao P AR A 69 4 sk BR ST B AR 69 AR P 2, MEE Sh 893t
AR SR B A e, AP ABA AP L TEAEFRY
RO MR, St R RE ek, M E XA
5 DAY A 7] 6 I A oy B 2R B A ol B 69 48 T A 0 R Ao St Sh R
i@ i) ke &y Jeffery, J. E. 5, J. Chem. Soc. Perkin. Trans |1,
2583(1996)3F M6 77 ik, AR % AR A RSN 2 Fo b 3 4 B A b
AR . HEEmINE & FREA b 0L T &k L IE ek
T W (CCBC)ZL R AT Al a4, R MG 5 Bl 4o (12 R B T)F
10 B B, 4nF AR L4 4 F 5 R E A k.
ABARINH A& TG4 HPE 5 — MLk 5 % 84618 CCBC
5X i-BuMX SR, AP XABrRIAMEH L. Mg, Zn.
Cr #o Mn. ZALEHR B LA -BuMgBr. ZR L F % 54, LG
WL R, HAH QIS TRBFHEG TR, £OIERAKS
15 HEROGT BP, ZFP ARG HMAAZTAER G, K% HA
BRi% § BH, THF. BF, THF. La(O-i-Pr),. Zr(O-i-Pr),. Ti(O-i-Pr),Cl,.
SnCl, = MgBr, - OEt,. ®ALELI 5 ATEA) BH, THF. A AT £3E4]
5 R RAET k.
WA TR LRI F M, B H K T A B o 8 ek ik,
20 AT/ ARF & Rt F B Q46 R AR T)E 6 BARIER. o
RALR B LB, RBIEF) &R QLIEULRE TR T) LB/ K Ao i BE/K.
o R AR R R ARER, HBIER RGN LR UE/TH. EAT L4 6
Fo 7 RwF FAREA 6o
HAEE I =& PABHA B e ik F = 64512 CCBC 5
25 X -BuMX A& B 5, AP XABrIEMi#E Li. Mg, Zn.
Cr 4= Mn, ZALGWLE LA i-BuMgBr. ABEETHRLEHT,
RBBERJLE . AT R34 9 P BFEL 5 k0 88,
BRI LR RO F W, S5 =5 FTADH o o 2k
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10
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., AFHARFHENE LT HBOIEERERT)ELR. KitE
F % IEU{L R BT LA/ F B Fe LA/ F B, 200 F 364 11
o 12 P RFXTABA GG

4.2 HRAS MM &

AL 0 IR IR 0 Btk SR M S ) P 64 TR AR 4 6 TR I8 IF
FHHBIE ST ERRERG B ERAL B EREREL.
FAT AL R BB L, KE, REPRAEERS
fmEf, ATFEIMHRENFE, AFSBEARAR RS H TrFE
GROES ST

AATBRIAAR #6495 5 T4 20 T 06 77 RTAFr 2 2udb i 49 & 5%
4938 W H R B, SPIE AR SRR 5 s e E AR o A AR 69 R A
TAHHRKL 01 mg XY 60mg, FAHFRERERMNZRAA
BFEEOSFHHNITLT. BERANEREAERKRY 2mg 2R
30 mg, EMHBAFERKEY 5mg 2K 15 mg.

3B K P IR E 69 Ao JE Physician’s Desk Reference®(% 53 &,
1999) W He H 64 F T, AABBEAAR 4 5 THE LRI AT
Lh 64 T A7 ol R A R M A B - 2h 64 3 SR B B S AL B e E K
XM FRHE,

B4, AREEF e AR R R 6 B & Fe T4 R 69 B4R 5-HT, 3%
RAME, AABEAAR GRS H THAL S-HT, HAMNWETHER
HTHE., AT R Ao ik 69 R ey S-HT, #4057 &4 XA
F—fEAH K 05mg 2K 500 mg, ik K4 1 mg XK 350
mg, B EFMREH KL 2 mg £ KL 250 mg.

BB ERBELEME, BALAMNEIMAAS TN T, %
ﬁﬁﬁ%%%%$i%%&ﬁ%%ﬁu&ﬁ%ﬂg%%,J%,k
%2 mg 2K% 8 mg BA KRB ZHAEL KL 15mg £RE) 60
mg # 5-HT, ## A, FHeRLE, EhERFHEXMNE. F
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10
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WERBEmME, RHEFHERLTS FHEFRRLTEHERKY Smg
2R 30mg CEANBAGARMZHOMNE, ARSI LTE
B FETARLEY, HFHRBARAARRG S THEZE,

VAL AR A6 71 F 69 FHo KB HAE A 8 RGBT AR |

“FB AR Fo © BHRRMBHLN” Fras. S5 —-XFHI)
WA B F e B A AR S SR AR, XEREF SO
54T 90 iH % A B g X AR AR, AR e RILFIRA &)
VER 69— FINH AR A R L BA BRHZH. HINHRrD
A W B AT K 64 B4R A s (R R B P T BN fess o0 R 238w, &
Hooghitik, ey E(FHR), EiweHRESEE, o,
T AR, V. BMIRF RS IR BILKK. B
MEAE, RRBFHAR. BOFEE. A X% X s, THREE.
EAEEG. FEEE LAFX PREE EE B AZF
. A/ R, B R K FeAr 2. AL 4=, Physician’s Desk
Reference®1494-1498(% 53 rr, 1999).

MARA B ok, AR B AT B R 04 4 Bh 4525 AR 4% 2 ) B
8. ELAREHER TN, Flde, 3 CRIBRBIFH A 5-HT, 3
RAFBAEA —FBE RIS T4 T, REELELH.

HedhAE AARATIE e L 2 R TRAES & 5677 LB A 2
FZe B RS . Plde, GRS TR, HEWF 4, F. FT. .
AW, WiE). EMEWI4e, #Hk WA, EXFE TR, Rk
BB RZOIETIR. BEFAEIE. o LRI, LTRATIES
RIRG By AL ) AL FEAF 4G B AR 0 AR A A FEERE L., A TE
FIRAE TR I RART)ER LA, BAERA. FFA
Fo AR, HERMAHEREAFR. RAF/RARGHX, €4k
QA EE TR PAA THARIAROLEELRE R EERH
FENEF b, AR AT B 692 F LA,

R B EABA PR R ARE WA, SMNER TR
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B AR ) —BAF R AT 1A RAZFE XN ERASFE, Flde, =R
A A A AR S, KRR 24 D EHERBEER R
401lmgERY 60mgHERNE. BANERREIERKRY 2mg £
K#30mg, FHRBEAFRKY Smg 2K 15mg. &5 A8
5 W) B e A R S F) AR B B R T 284,
ALZBEECHAR CIEEREETAFN. AEA. BERA. &=
Fl. SHFL REA. AR BN REBHNCGEEF). HA. BHA.
AL BA. RFER, BEA. RER. &#i%&iilﬁ%m,
HE—AEhFEF, AZXRHAEGHFFR LS CRER
10 B E)F), Al dm 91K AR RS S eh &jﬁxﬁvﬁﬂk?ﬁa‘F«ﬁ\ REAIHH
FETIGHE, BANEMR O, FolrikH sheh T BB HALS
M, Blde SHT, B4 Al RSP 3% 300 3 shad A7 ¢ B0 Kk = 40
(H)-EFABHER, ()-FFTAHAEYA, (£)-EFAEHAGH, (+)-
A BHF Y, ()-—FFEAEHAGEF(2)-Z K FROHH & .
15 2 A 4B Fo M R e A AATBHEARAR Sty 8 F L TH 24
BARFAE LI E 0976 77 RS
Je L FRAE R P, &%* M RRAR AR, EHASRBESA
B S REFORAY. REBEXOHAHXmE, HMWES
RAFFE 2HBX. ERHEORANBGESN T, EAFANY
20 BN TR R4S AR BAR, Fldefe O BRORARH R (F] 4=, RAEMN. BR5
Fo B A ))me;\ﬂﬁcéﬁ' WP, BARAK, Hib, A BEE. FRAL
FRER. EERNSE, REBARM RS, B BAHEE. BEA.
%ﬁﬂ\m&ﬂ\ﬁéﬁ%m%ﬁb%M%wﬁ@%Wﬁﬁ FILF,
fi A B A&, Flde, EEHSRECIEHRF. REMNH
25 F, PR B R o R AR i AR 1R AR A 5.
HFEMHTLY, AAFRRENKRERAF 6 o REZH T
JEAXFRHE S AR B B AR A BAR, e R BK, BiTAR RS IEKRE
Kekapre /Al e K.
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FRvh B3] ey L@ H AR sh, B ARS A ARE I VLT A4 — A%
BARAR It RN T R IHEREEL Y, Hlhof US A
3,845,770 5. 3,916,899 5. 3,536,809 %. 3,598,123 5% 4,008,719
5. 5,674,533 5. 5,059,595 %, 5,591,767 5. 5,120,548 5. 5,073,543
5 5. 5,639,476 5. 5,354,556 #= 5,733,566 & PR eg AR F %, X
BNFBAL ) A AR AP, ASeRtRA TS E &
CHRSMAR. B, TEWE. SER%. $EOR. k.
BE AR, AR B, CATE L85 TAL 89 Yol 3R A2 K e B AR X,
AE A5 4% 7] 1X e ) A R AR R IR A RAT BV A —FP 2R § FPTE MR
10 5. BeUE I T BFARA IR — A ARA R S4n b iE & oG 42 F) 0] 5
CLAE AR B R B B R KA Raeh—RIER. KAWHE
HOFEETTORLHHE—BEHNA, Plie(leRBHRT)ETT#
R R AL IRE . BRA A (gelcaps)Fe s F .
TR ERBER G R FR A —ANER A, REARTZEM
15 B IR RN AT LT B 6 ST k. AR 6948 BB AR A
EFE7 Py MELRRBAMIEN EREGRARAR Y 5D
IR RE R R EIR., R R R E s DI RGMNE
M Q)R VRS A 3B E R, B oh, AR B A
R A TR rRA AR R R B 094, Hlde M ik K-F, BRI
20 Beas Boh SRR o9 K &,
K % Bz B R AT Ay R — ZF 44 Sy AR
ERROETAER, LR SBEALCHEGEHAELKY
B I X 8] 24404 S AR R G KT, O LA B M E AR R 6 AT 1 K,
FIr ik 25 4y b ST A AR 2h M AR Ao AR A i 0 B ed ik B T RAI A
25 Bk, it S AE W ARG RIE R R B, AU RBR
F)pH., BE. B K. RECHEERFMFINEY.
AEPETTORAHO G RABSNRBEATELHAR
W, Vi EEARMEZTHOEABRNRABES LG FERRSVRE
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. RER. AR, RAUEBIRFN, R, RARRIERR
WHEGREN, REOMIA, o @ARKRILA, XHEGHD 4
BIBIAEATH F 5 &, RAN T iR ERRS 5 4H
—FP RS AL F RS BARESE RO TR, — e WiEd
R 5 R BARSIH KK BRBARRE FEY L Fo S FHR
G FFEHRE, eRLE, fe W R RIS H K 6.

Bldw, BTIERE —F RSB RS B AR, RBHE
B, @A E B PR RS Y A ) de (12 R B PR T ) 464
F. EER. AN A/ R A @ ERF KA SRS, AW
BN TG KBl detr R X BAF B TERRS, RSB H & EH A AL
it 2 3E B AU LA W MR AR N R e AR S 8 R
SRR, LB H AR KA.

A KR 7 sh s AR A A S-hFo M| B, J2 B A 81 4] 7 W,
FAERAERF A, A RAl4e, Physician’s Desk Reference®1494(% 53
MR, 1999). A, RMEFRRGHAK, EFEHABRF X FHA
W B A AT e Aot R, BAXAFRE T — BT R B RS E a4
fE, B, 04GR T RLR S ML SRR Y F
LB (de RA 0 E) P R R A, ke AR R AR, RiE “L
4B SRIBALN T, WRAWE AALTR U EEA
S v T fif ik 5,

AL R RIABLAM T LA KA R K 4ot B 1
USP(XXI)Y/NF(XVD) ¥ 3 i 69 G 7, HiBE3)AEEE AP, L
HABBE M — I 2R, BFE L TERN P ETEZH
THESR LA AE RN, RAEXABHNR L FER L. Ha
Y. TRBRIRACH T Fo Rl S BR4E,

KK B I OLIEARERRS O ARG AESHFAE, BH
RELBARNE — A S B e . Hlde, 7225 R AP K (de 5%)
A g 30 BRI e B A AR AR e ) ) AR — B R 1) 0 e A TR R S
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TN T R T 22, B RAHlde, Jens T. Carstensen, 254045 T
R Y5 £k, % 2R, Marcel Dekker, NY, NY, 1995, % 379-80 .
Fxlk, Kkt Bk, KFHAGERTLARKGE
L, BAEFAMNGHE, WL, R BF. Edfels A ELER
5 1% B K4 BB AL

1% A RAk RAFARKDY 0 A FoARK 5 SARIE E 0 b, HE%%
B S ARZ AR REESHFFE ., AHIAB G INE R A4
0 A oy B A = 6 25 R 28-S e MR AR S LKA, BB TRITE
W& LR A/ RICF R AL KA/ 3R B A A8 S AR,

10 7 ) B Fo T T K 25 R AL MR S S 8 KM . LK,
PRk ) Esmd AT R KBS A B b Rk sk, HE08
SEETHHAMNEN. ETHOEYEF OEERHRT)AEHE
WE R, BHE. REENEEE. GE 6 forT SR Z (strip
packs).

15 X E, AZROERECSTHERS G BAREAF MG F
Bk, EF ik O FAKBARK BB TAEER RS 5 BRI F (#
do, SUAB)RA, R PARMHSEARSA K, EAEk—Fakk
MEAR S FE T O EAARRAEREBRE A, @idig B A0 24,
MeAK 5 /K A8 ik o UK FF L ST TR BF AR L FEAK & PR & 09 T R,

20 EEATHRNEEMFHNRGBENCEALRATRT)ERE
B, BEEEEE. XRECHED. IR, RAFES RG] e T35
1ahk. RBRA. ER. LEHRERE. mAARETER. RKRER. 4
HEFC AT D (Blde, TILFHE, LB HE. BTG SE
A5, BRF R EETN). BUHREIE, PTEAHE, TR

25 B BRATRELEEZ W40, 2208 5. 2906 5. 2910 %), L4
HeFFCAIRAY.

Podh ¢F 4 & 6 i€ T ey 75 X L6 ¥ ke tE A AVICEL-PH-101.
AVICEL-PH-103. AVICEL RC-581 #= AVICEL-PH-105(A FMC 28],
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American Viscose Division, Avicel Sales, Marcus Hook, PA, U.S.A #F
KR A AT. B TEBR 691 B9 8- R 4E S AVICEL RC-581 4
BB A R ERBT AL EETHORSY. £ T RKIAKAKS
W T 1) S R Am ) eL3E AVICEL-PH-103™ Fe iz 4 1500 LM.

5 FE LT R T 2 St Fo M R 63 T 69 A 6 £4) 0.4
2R B IR T)E By, BEASB de, MERHR), BAHHLE H
Reag#£. REE S5 E. HEBEE 2. LA &H W
BREAC o Ao ARG R, AR R R e b A AR
R —AAKE 50%E K %(E )W G A AEmeg T E A,

10 PR R TR R T AR K 4R G- ASRAE & R TR IRFL o 4 09 |
A, ARSI K %0 = A T ALY A RRE R AL KR RO A R
B AR RS MANA F B R E, Bk, BR
B K VLR AER % BUE B R B RS Z 0 AR R i R T
T RAE TS g A . RFIF R A Fe b XM E, T

15 BT BAE, TR BBEAAR G FTH5HFW. —&
AR 05%E KLY 15%(E )0 B A, REAKLY 1%E 5%(EE)
QR RER), RS R T H AEEA.

RE4% T T T AR IR 2 A 4Bt o 7 B0 64 44 B3 EL 3B (12 R By PR
FVRAG, SRBR. BEAS. MM GE. RBRH%EM. RUHEWL

20 X ICE, polacrilin 47. LEERIEMM. HAERIARERL. LEH
., MBI, Eevizs., ait, LeeEise £
CH L gEE. IRRENRED,

REds B T T AR KRR 2 R 4840 Ao A AL GG I8 7 ) eLE (12 R By TR
TYRREERAS. MASERSE. & i, &5 dh, Hib, LEE. H&

25 R, RO, Hed B, MR, T RARBMN. Bk
B AACH R (Fldefodih, AT, & B3R, AR, AL,
E KA Bk, FRASERAE. WBACES. AAE B, ARSI
AW, 7 MYRE A €, Hlde Syloid A£AL(AEROSIL 200, HE
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R4 B4 W. R. Grace 23] #]4-, MD). 6~ 5% #) % B A 4,882 (H Plano
#) Degussa 28] #1&, FLFEMM). CAB-O-SIL(# %k L #49 Cabot
B 4K R R AR ). REANEREY. AR ARNEE A,
— AT TRY1%EDHERALEHNE,

A F A AR Z AL RN BRBESHE KLY 01mg £X
29 60 mg KM ZHREMNH G F L THEZ L BMESHRO&H.
Blhote— B H, BEMNIIEMN A KLY 01 mg 2R 60mg Fh
. P R A, AERMSIERN R OE ZFFHFFeieT—
F, #lde K% 10 mg. K% 20 mg. K29 30 mg M 28 R F 4hdh
T A5 W B AR T 4 (Re R SUHE RV TR A 1), ARt adg ) A,

B BT bt —F TXRZY, sSAALRMABBEARAR
w5 JL& 2 % Bit LAE M A o 7 ik B )AL A R R B AR AT
B et oL T %3,

W
J "3’
&
%

F A 1-2 $ R SNE % Fo X5 Sh 64 B A vl BE 69 H) &

LA 3-8 BRI IH At Fo b LT R 09 F A A o 8 (DMS)4Y
%) &, fEIX I A 69—/ 364 B, 4% Chirobiotic V 4 #745(10
Hm, 4.6 mm x 25 mm), ¥A20mM ZER4&/IPA(65:354E A iksh48, R
£ DMS #gstsiRgh B, UV 4R 825 F 2] 222 nm #95% K.

FHA) 9-12 Fg R I A2 Fo X 5 45 X b) =& F A H A oy B
(DDMS) 9 #] &. 21X 2L e b — /> 52364 P, 42 F ULTRON
ES-OVM £ #745(150 mm x 4.6 mm), vA 0.01 M KH,PO,/MeOH(70:30)
Y A A sh A8, M & DDMS #9 s meik g . 3 UV 420 24% F %) 200 nm
ok K.

T34 13-14 $BE R F AL PRI 4543 Folk 69 F ik Ao fe A IX
B 77 i B o FE Felk,

RJE, A 15 iR @A RE RS M E o BRF .
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5.1.5: 54 1: B4 i oh A
1-(4-R/EKL)R T H A6 AR,
AEERT, AR T, T 1 DEHEA, & NaH(17.6 g 60%,
A I E = PR BA(150 mL) ¥ & &% & P Ao A RARF A
5 (30.3 g)fr 13- =32 A (22.3 mL, 44.5 ¢). BB RAMIRIES I 1
DR, SRR AN SF R BE(10 ml) ABRA T F 49 NaH. A9 A K(150 mL).
AT AT S (MTBE)(2x200 mL)R A R4, A K(3x200
mL). #HARFEEESIFHRIGE, HBLZ MgSO, TR, AL 2k
FER, FERLT W B UAL, F3] A %% & RIS (22
10 g, 56%), bp 110-120°C/1.0 mmHg. # =4 % 'HNMR ¥ Z.

1-[1-4-FE )R T A )-3- P AT Aoy 4%
F T AL LW (2 M, 108 mL)£ T8k P 645 % (Aldrich) /& 45 vA
MRERA N LB, FERAMETFRAS0mL)Y, KB EHE
15 W RE(22 g). WA IRAM M E 105C R E 17 1. FEB 5 Rb
%A EEIR, FieAE] NaBH, £FABE450 mL)F ey RKM P, A
HRT, WREREM I 6 Iay, AHEEBIFRE., FEAD
A K350 mL)#E:, EJA LELLES(3x200 mL)F#RER. 7K (100 mL)%k
HAIFHRIBUR, FHEMeSO,), Bk4, 1335 242 g =4(83%).
20
79 A5 o 9 5 B AR SR,
B 1-[1-@-FFR )R T A 3-FAT ARG S R(21.6 g m A E]| P
BR(27 mL)Fe ¥ BER 5 (46 mL)P. H R LIRS ek £ 85-95C18
DB AE EE R, AN 30% NaOH A 2RS4 280 (pH>11).
25 R R4 (3x200 mL)FRBLHE-FF S BUR B K Aw K 2% 50 R 4,
%3 15g =4

% 7 W B HCI
F 5 A v B8 35 B AR(2.25 g)iA T MTBE20 mL) ¥ ¥ %K i A
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2| 20mL A TEBE T IMHCL F. R RASMITH 30 547, HE
HRKERR, TRE, 52 1.73g H-H% HNMR B E.

%5 A oy B 64 3 5

5 B 123 g sPE R EA H AT LB TEGBSmL) P, FEAE
XN 21.7 g L-=F I8 % B2 (“L-DBTA”) & L8 LB (85 mL) ¥ ¢
., R R ERAFAHETIR, KEGEREGLGT
BikiT T A4 85%). REKFEAREF T 220mL ZRPHFAEAT
Aol 30 Hhb. MEBAK, 1F2]>95%6 st skt &, A F A EE(450

10 mL) Pt —F 458, 1335 11.3 g £A>99 3% sthid 869 H()-BH
# 8 L-DBTA(K & 76%). it ] 46ofe NaHCO, Kisk & 22 3 15 2 %
B B B AR, @id4e B A B3 69 R4, B HCUELO & 32
B, 13E|(-)-BA §e) HCL &, HCl #8ae B [« ]=3.15(c=0.9,
H,0), 'H NMR "*C(CD,0D), #= M'=279. Ji NaOH 4 #2345 Fi&,

15 IREH ' E M (H)- T & B 5F R G 40 Bl A L3R 69 AR4E, A D-DBTA
232, 135] B A>99 3% skt F69(+)-B A W 8-D-DBTA #. £ 'H
Fa 3C NMR # 2 & A # B s ik M'=279, {22 HPLC #=F 4 HPLC
¥ EIZ M.

20
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5.2.53840 2. k8 C KM E W6 A o eR

BETHRELEET, LTRELTEAGH B FTLELR =
FPHEBHA G P AR GINE e fo bt BA WY, 5
RN EFRTERED P

(@Q’/Y CH,O/HCOOH . QQA’/
N N
C R TRy ci PN

éﬁi? g)}gﬁhsds& (R)- 3 ()~ A v 94

DDMS: R;=R;=H
DMS: R, =H; Ry = CH3

AR
5.3.%%4) 3. kO BH PG EFTRAEA G
B(-)-H A #8125 g2 T RO mL)F A=A R =%

EAER( “DEAD” )(0.8¢g 1.1 % &). £50CT, ¥R L RESHm#6
10 JBE, AN 0.8 gDEAD. £ 50CT, R Bk F b6 I,

AHWEEZRHALELZTREATR, ¥EAMEET 45ml LA 45

mL 48f» NH,Cl K& . ERAT, HFR LRSI DE. fe

F_RL R 3 2RI RS VAR X LB, JmA NaHCO, KiE & A

FRE R ZAE. AR TGRS0 mLRBAE R G &, AR
15 B, GREUERAATRR, LR, RS M. Bk AR BT E(SI0)( T

B LEE/TEA 99:1)4#F%) 043 g 4. %4 'H F= BC NMR #%, M'=266,

Foak B[ o ]=-10.6, ¢=3.3, (CHCL,). B4 & At i 3 me R o g

TH AR Jm B (-)- T M R — A K A AR

20 5 W 05 A iy oA 3 Bk 3 AR A,
EOCT, B(-)-xFAHA 078 g LE L E(S mL) ¥ 4
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BHCOP AN HCUZBE(I M, S mL). ¥R RAMILIF 1 D EH 4

FMCER KR, RETREWK, 135 068g v & Bk, 2 'Hf 1C

NMR(DMSO-do)#rZ =4, 34 HPLC M Z>99%k L 4. [ o ]=-5
° (c=0.5, H,0). AR T k4 &Fots TN 2R Fo o 6 33 B Ak,

5.4, 5345 4. (R/S)-& F 3 %A o 9
Bl &sh il ek T ARH BHR(RS)-DMS)# % —AF ik B FERK

22 P HF @M AT
DIBAL e
CN
CCBC
/@Q/N\ BF-OEt Ey/@%/\r
CH;
CU/THF

o HBuMg w e,

(R/S)-DMS

10 AR 2

1-(4-8FE ) 1- R T A TR H &

WA, H=FT A48 4L (DIBAL-H)(87 mL,1 M 4£ THF
% 87.0 mmol)AmA 3] e £-20°C T # 1-(4'-%3&;&)%TF(CCBC; 10
g, 52.1 mmo)#a& P, £ O0CT, HARNRSMILH 4-5 DB

15 RBAANE] 10%A 4 BRK 5% F BLUA 200 mL MTBE ##. £E R

e A 3-4 1B, A MTBE(1x50 mL)#e & 7K & 4 MgSO, F
R AR BLIREE, 155 9 g(89%)H i 6 A LARAR 69 8L, 'H NMR
(CDCL,) 8 9.52 (s, 1H), 7.35-7.06 (m, 4H), 2.77-2.68 (m, 2H), 2.43-2.32
(m, 2H), 2.06-1.89 (m, 2H). *C NMR 8 198.9, 139.4, 132.9, 128.9, 127.8,
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57.1,28.3, 15.8.

1-(4-AFX2E)-1-50 T & N-F X F & (carbamine) #7 4) &-

AERT, ¥ 1-4-2F5)-1- 30 TAFEG g, 154 mmol)Fe F A4
#(12 mL, 40%7K %% wiw, 154 mmol) &9 A 3 18-40 I af.
MTBE(2x50 mLZRIBR R a4, FEHHELE K,CO, TR+
W4, 135 2.5 g(78%)H it 69 v LARA# . '"H NMR (CDCI,) d 7.65
(m, 1H), 7.33-7.11 (m, 4H), 3.34 (s, 3H), 2.69-2.44 (m, 2H), 2.44-2.34 (m,
2H), 2.09-1.84 (m, 2H); *C NMR 3 168.0, 144.0, 131.8, 128.4, 127 4,
50.6, 47.6, 30.6, 15.8.

1-(4-2F)-N-FRE2-2-FTEAAL) IR T AT RegH &

B2 E 0CH 1-4-FFR)-1- R TAN-FRAF LAO0.5 g 2.4
mmol) & 7 7& F A BF,-OEt,(0.34 g, 2.4 mmol). ¥R HtH 1
B RGEAZE-78C. EZBET, MANEALFTEEQ5mL, 2 M
FETEF, Smmol) AT iRAM, HHAE-T78C TIH 2 IHHRE
BAEZEERARF IR HR LM A seFe NaHCO, &% (10 mL)F4A
F A MTBE(15 mL)##. £ MgSO, FIRANE, #4E, F2=#IE
M ik S AL (R LBR LBS P 69 1%NEL, %eil), 135) 380 mg @ égvh L
FAE . "HNMR (CDCL)d 7.35-7.19 (m, 4H), 2.65-2.74 (m, 1H),
2.57 (s, 3H), 2.20-2.56 (m, 5H), 1.60-2.00 (m, 3H), 1.20-1.00 (m, 2H),
0.95-0.90 (m, 6H), 0.67-0.60 (m, 1H). C NMR 8 144.7,131.3,129.1,
127.4,65.5,51.7,41.4,37.4,33.7,32.3,25.4,24.0,22.0, 16 .3.
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99812466. 4

10

15

5.5. 5384 5.(R/S)-% ¥ A &4 w95 -HCL
&SNl e FAEA o o B8R B ((RS)-DMS-HCl)# 7 ik 277

/ﬁ-ilﬁdﬁi 3 :P N

i-BuMgBr NaBH,
CN
L i3 NMgBr MeOH
c Cl
CCBC
——
NH; N
ct Ci H “CHO
(R/S)-DDMS
1) BH;-THF
N
2) HCIMTBE e,
. 1
wSDMs-HCL ¢
FFE 3

3 FRAAR 3, 5 9 3K (150 mL)#= CCBC(50.0 g, 261 mmol)4& F (45

mL) P 695 BN R R T R4 THF P 4952 (392 mL, 1M 4

THF ¥, 392 mmol) ¥ . & R 49 %o 48 A %) A 3008 E X5 105-110

CHRBGAEIZBETE TER2-4 1. KREFE RS LMy £ 0
CHAFEQRISmLYER., £0CTF, FT15454A, GRERZEEY
¥ 5-deAe N NaBH,(11 g, 339 mmol). #4415 2486, H R REH

A% £ IN HCI RZ& (365 mL) ¥ . A48 H buts A5 A48 E A5 105
C, HARBEZILHETER. REGRLRESN T NTER(24 g, 522

mmol), REHFHIm#k £ Ei%(92-96C) 6-8 1 b, ZEH R RAY
ABABANMIREIRE 108C. REFRSMAIZE 10CH A
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BH; THF(653 mL, 1.0 M, 653 mmol). 4 a8 R4 m#k £ =769
CHIS hat. RBHRESMAIESC, B FE05SmL)EH, H&E
REVRAS 547, BRERAMAMABNIRELS 116C, H#K
JEARZ 420 £ 25°C. )G &1 iIRAW ¥ lm N /£ MTBE ¥ #9 3 8:(373 g, 18

5 wt%#) HCI, 1840 mmol), #F2| & & X K4, K E =R 1 Dt RE
i, 75 62.3 g(79.0%)%(R/S)-DMS-HCI. NMR (CDCL,): 'H(d),
0.85-1.1 (m, 6H), 1.24-1.5 (b, 2H), 1.65-2.14 (b, 4H), 2.2-2.5 (b, 4H), 2.5-
2.7 (m, 2H), 3.4-3.6 (b, 1H), 7.3-7.5 (m, 4H), 9.0-9.5 (b, 2H). C(d): 15.5,
21.4,23.5,24.7,31.4,32.4,33.2,35.9,49.1,64.2, 128.5, 129.4, 133.0,

10 141.6.

5.6.5: 34 6. (R)-% ¥ & %7 w95 -HCL
)& (R)-% F A5 A wh 8] 3 8% 3 (R)-DMS-HCD# 7 i B = iR
A2 4 MR 4T

15
EtOAc/&1R(1.0/0.4) Q%A(
- 3 N
N (R)-Fa kB ot N |
“ W - (R)-As HRBR 3
(R/SyDMS (R)-DMS (R)-MA
1) EtOA/E R
2) NaOH/HCIMTBE c H’N\
- HCL
(R)-DMS- HCI
WAL 4

(R)-DMS &) (R)-4 HkBR 3 85 7 A%,

¥ (R/S)-% F A EA 8 HCI(R/S)-DMS-HCI)(60 g)m A\ %] 8 T
20 B&(300 mL) ¥ ¥ A M REMA I E 0C, RE G R LIRAY P Im
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A NaOH K% (1.5 N, 300 mL), &KEH LIt 30 04r. 5 BAM
A8, K150 mL)%&k, FFR%. RJEERSE A BAT T AA(R)-F
MeE2(30.3 g),  LERLBS (&3 510 mL)F= k(204 mL). R &,
R ek ERNA 1 DB, ZEAEE 20-23C. iR A A K

5 H, 132 36.4 g(43.8%) %9 (R)-+ T A B4 & 8 -(R)- s HLER H((R)-
DMS-(R)-MA; 95.5%5% #etkit &),

(R)-DMS-(R)-MA %% &
3 (R)-DMS-(R)-MA(30 g, 0.072 mmol). & ZE5(230 mL)Fe &I
10 (230 mL)# %At mik R EA 1 DA, A E20-23CE, S hiE
ST, 155 29.6 g(98%)4(R)-DMS-(R)-MA(99.9% 4 g thid &),

(R)-DMS # HCI 3¢9 7 5%,
F¥(R)-DMS-(R)-MA(50 g, 0.12 mol). NaOH(100 mL; 3.0 N)F= ¥
15 ¥(500 mL)# %A HH 30 547, K200 mL)BEAA AR, KYE
E2XK%4300ml, FAINZEZER. REQREGYTEIEMA
HCUMTBE(100 mL, 14%, 0.34 mol)VA % A (R)-DMS-HCIL. #t3 30 &
v JE, FFOoRM iR S E A RGBSR MTBE 24 K BF%,
#3%) 34.5 g(95.5%)#(R)-DMS-HCI(99.9%5F BeARkit &5 99.9%4L 5 4L
20 3% NMR). NMR (CDCL): 'H(d ), 0.85-1.1 (m, 6H), 1.24-1.5 (b, 2H),
1.65-2.14 (b, 4H), 2.2-2.5 (b, 4H), 2.5-2.7 (m, 2H), 3.4-3.6 (b, 1H), 7.3~
7.5 (m, 4H), 9.0-9.5 (b, 2H). 3C(8): 15.5,21.4,23.5,24.7,31.4,32 4,
33.2,35.9,49.1,64.2,128.5,129.4, 133.0, 141.6.

25
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5.7.%364) 7. (S)-% F & &% 8 .-HCL
H&-(S)-% FAE A o o £ 88 & ((S)-DMS-HCD)# 7 & 7 £ 742
5 FHFmPhidhe T

(@2/\'/ EtOAc/&4%(1.0/0.4) @8/\!/
(S)-Fa bk

N S

c S

(S bem
(R/S)-DMS (5)-DMS: (5} MA
1) EtOAUR L Q%/
2) NaOH/HCYMTBE ct H,N\
- HCl
(8)-DMS: HCl
5 WAL S
(S)-DMS #) (S)-45 Bt.Bk 369 T &%,

¥ RAAZ S, W (R/S)-DMS-HCI)(5.0 g). NaOH(1.5 N, 20 mL)#= Z
B LB (S0 mL) ¢ RS- it 30 44, A MAR A K (20 mL)#eik 5
Rim, 1535 FAGA R 542 g 96%).
10 PP AEA G HEM1.1 g 4.1 mmol)5(S)-AHER(0.62 g,
4.1 mmol). ZERZE(11 mL)F & t(4.4 mL)/\ﬂ‘ A R RE
ek B SR 30 475430 £ 20-23°C. B A RE IR, 12076
g #9(S)-3 P A 5 A oy 51 (S)- A Bk B 2 ((S)-DMS-(S)-MA)(96% 5T B kit
).
15
($)-DMS-(S)-MA 15 &
¥ (S)-+ FABA &9 -(S)-MHERE(0.76 g). T E LE(S5 mL)#e
XS mL)8RE WAk 2 Wk 1 DB, A E 20-23CE, HFiEW
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I T, 75 0.72 g(95%)%9(S)-DMS-(S)-MA(99.9% 5T e thit &),

M (S)-DMS-(R)-MA #Hi& P =i (S)-DMS & (S)-smHhER 3

#(S)-DMS-(R)-MA /£ LB LB - IR F 89 5k (67% 5T skt 4
#&)F A\ NaOH(3 N, 400 mL) ¥ & &AM i+ 30 547, Kk
HEAPARF KRG, B AR SH(130 g, 0.49 mol Fo 67% medkit
F) P AN(S)-ABRER(28.5 g, 0.49 mol). ZBE L5 (1400 mL)Fo A 47(580
mL)., RSB ERDR 1 DEFRBERANEETR., FERY
KRBT IR, 133 147 g(86%K T (S)-FH 1K) #(S)-DMS-(S)-
MA(99.9%5F B thit ).

(S)-DMS #5 HCI 3 857 A%,

- AE(S)-F FAE AR A (S)-AHEL 2.(20 g, 0.048 mol) A E]
NaOH(60 ml, 3.0 N)f= F 3200 mL) #9244 7. HinsH it 30 o
A9 86 AAK(100 mL)ZeAAHAE, K4 EKL 100 mL, HAHE
iR, REGREYNFERMAL MTBE ¥ ¢ 3840 mL, 14%, 0.13
mol) AT AL(S)-DMS-HCL. #t4F 30 2475, I KM 8 54 4 %,
# R A MTBE 2% R BT, 133 14 g(96.7%)%3(S)-
DMS-(L)-MA(99.9%5¢ B ARit &; 99.9%At 5 44). NMR (CDCL,): 'H(d ),
0.84-1.1 (m, 6H), 1.25-1.5 (b, 2H), 1.65-2.15 (b, 4H), 2.2-2.5 (b, 4H), 2.5-
2.7 (m, 2H), 3.4-3.6 (b, 1H), 7.3-7.5 (m, 4H), 9.0-9.5 (b, 2H). BC(d):
15.5,21.4,23.5,24.7,31.4,32.4,33.2,35.9,49.1, 64.2, 128.5, 129 4,
133.0, 141.6.
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58.%#4) 8 kO _EPEAEHAHPL X TEAGH b
EETHRFEMT, LWTARE = PR EHHF o 7 AR 4
BNl Fe R F U P EABAGE., BHFEN—NEHETE

A6 F.
/@%/\'/ 2) HCOOH R (QQK\(
T
N 3) BH3-THF c H,N\
(R)- 3 (5)-DDMS: (D)-TA (R)- %.(5)-DMS
5

AR 6
5.9, 4] 9.(R/S)-=-3 F 1 B4 iy 9
BRAERRT PIHiF @R LT

10
i-BuMgBr
CN
LiE S )
C cl NMghr
CCBC
NaBH,
MCOH NHz
C
(R/S)-DDMS
WAL T

MPBRAZ T, & 1 L Z 3 BRMEA T I N84 F T R 4(200 mL,
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2.0 M £ LB W )Fe P E(159 mL) ¥ £ R GRS M B ATk X K35

8 LB, WRAHA3r £ 20C )5, A T (45 mL) ¥ 4 CCBC(50.0
g), FH AR RADEIR 24 . REFERREMAHEOC
FE L P mANFEGB0mL), MELZIE MmN NaBH,(11g). REEK
£ 0-10C TR ARG RAMHEI 15 54F. KB, BEBLOCT, #
B LR 548 i N B HCl K& (365 mL, 2N) ¥, F1EREE S 54
THERGRESDERETR., SBHAVAE, B FEQ00mL)k%E
AT, H-E-F 69 A B A K (200 mL) Bk ik 4, 135 (R/S)-DDMS(55
g, 85%). NMR (CDCL,): '"H(d ), 0.6-0.8 (i, 1H), 0.8-1.0 (m, 6H), 1.1-1.3
(m, 1H), 1.6-2.6 (m, 7H), 3.0-3.3 (m, 1H), 7.0-7.6 (m, 4H). >C(d): 154,
21.5,24.3,24.7,31.5,31.9,41.1,50.73, 56.3, 127.7, 129, 131.6, 144.2.

5.10. 52384 10.(R/S)-—* T A B A &9 -(D)-A LB #

& Ae e — & F A G4 o 8(D)-8 B B ((R/S)-DDMS-(D)-
TA)RL Tk B R AR 8 F. Bigds B v £ 4069 7 ik 5T %) &3
709 =3 VIR A v B (L)-8 B B B ((R/S)-DDMS-(L)-TA).

i-BuMgBr NaBH,

CN

F* NMgBr M<OH

CCBC
(D)-3(L)-¥ % 8
A i3
NH,
Cl

(D) H(L)-HBRE

(R/S)-DDMS (R/S)-DDMS: (D)-TA &,
(R/S)-DDMS- (L)-TA

AL 8
I BIRAES, FINH AR e — R TR EH A & (15.3 g)F= FF(160 mL)

50



99812466. 4 oM P E42/491

#iRA M k£ 70-80°C H 4212 mAFEK(20 mL)F= AEI(10 mL) T #)
(D)-BAEO.1 ). HAERGREH IR0 94, LBRAMBEK
Fo B BA. WA RRSMARETR, FHRRY, REKLTE.
B ARG IR AR MTBE(20 mLx2) %4 @ K5 T 1%, A 2|(R/S)-

5 DDMS- (D)-TA(22.5 g, 98%). NMR (DMSO): 'H( ), 0.6-0.92 (m, 6H),
0.92-1.1 (m, 1H), 1.1-1.3 (m, 1H), 1.5-1.8 (m, 2H), 1.8-2.1 (m, 1H), 2.1-
2.4 (m, 3H), 2.4-2.6 (m, 1H), 3.4-3.6 (m, 1H), 3.9-4.2 (s, 2H), 6.4-7.2 (b,
6H, OH, COOH #= NH,), 7.3-7.6 (m, 4H). "C(2):15.5,2.1,23.3,23.7,
31.5,31.8,37.7,39.7, 54.5,72.1, 128, 129.7, 131.3, 142.2, 174.6.

10
5.11. %#4] 11.(R)-—* T A A & 9-(D)-B 68 &
MK IR A ol O B A

IS At —k FAEF ERHERS BR)-ZF T AR G

~~~~~

15 4o T

(D)-HT8 /@Q/\(
NH
. f, # #1/H,0/MeOH c 2

- (D)- BB E
(R)-DDMS (D)-TA

(R/S)-DDMS
%8
et et Y
& #/H,0 NH,
a
.(D)-BEEE
(R)-DDMS- (D)-TA
HAE OA

BRRAAZ 9A, BRS)-=HK TABHA WH(203 g). ABER/K/ T EE
(350 mL, 1:0.13:0.7, viviv), Fe(D)-78 % B(12.1 g)#) a4 /m A 2| 500
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mL =3 BREA Y. FRE RS ZER 30 S IFRERH
£ 45C. /5 A(R)-DDMS-(D)-TA(10 mg,; 99.6%3F Bethid )i K
FRAM &I 40-45C THH 30 54F. REHREMAHEE
BIHEAE 1 e, R ILIE A AR RIRM I IR IR A 484 R ER/ K

5 Pk BT, %3] 10.3 g(33%)%9(R)-DDMS-(D)-TA(90%* BAR it ).

I(R/S)-=4F A5 % o -(D)-BLREH S
IINE At =k FARA G IH(D)-BERES BR)-=HFAS

10 ESiE e T

# #1/H,0/MeOH

NH;

NH a
-(D)-H % Bk

(D) BB
(R/5)-DDMS *(D)-TA (R)-DDMS* (D)-TA

cl

i#A2 9B
BB AAZ OB, W(R/S)-—k FAEA w8 (D)-TA(5.0 g)f£ AEA(S0
mL). 7K(6.7 mL)#= F B£(3.3 mL) ¥ 69 RAM =% 30 4. AKEHR
15 Sty B ERFITE AR XK, FEREY, RBEWLAAL
8 BB Sk TR, /3 58)(R)-DDMS-(D)-TA(1.4 g, 28%; 92%% Bk

ii—zi-)ﬁ

(R)-DDMS #)(D)-B BB %695 &

20 3 (R)-DDMS-(D)-TAQ25 g 92%3T BethiL &) Fo T /K L B3
(300mL:65 mL:30mL)# R4 =i 1 8. REWREMAEHEE
B, 1FF| Rk, FHrLTEIF TR F2|(R)-DDMS(D)-TA(18 g,
71.3%; 99.7%3F Beikit &5 99.91%4 5 45 B ). NMR (DMSO-dy): 'H(d),
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10
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0.7-0.9 (m, 6H), 0.9-1.05 (t, 1H), 1.1-1.24 (b, 1H), 1.5-1.8 (b, 2H), 1.8-
2.02 (b, 1H),2.1-2.4 (3, 3H), 2.4-2.6 (b, 1H), 3.5 (m, 1H), 4.0 (s, 2H),
7.1-7.6 (m, 4H, B# 6H % & NH,. OH,#= COOH). C(d):154,21.5,
22.0,22.2,32.0,32.2,38.4,49.0,54.0, 72.8, 128.8, 130.0, 132.0, 143.0,
175.5.

5.12. 5% #4] 12.(5)-=k A G B9 (L)-B BB
M H A =k PRABEH BB HBEBH B (S)-—F FTEDHAF b
(L)-78 7 B2 2 ((S)-DDMS-(L)-TA)¥ 75 ik 7 £ AA2 10 W 3t mfgid
4o F:
E(Hz

(D)-BER
NH, % 8/H,0/MeOH c
cl - (L)-BLERE

(R/S)-DDMS (R)-DDMS: (L)-TA

&

&H®/H,0 NH,
C-EBRE
(S-DDMS" (L)-TA

#4210

(S)-DDMS # (L)-78 % 8 3 6 7% B,

B(RS) =, F A B4 90205 g). A ER/AK/FEZ(350 mL,
1:0.13:0.7, v:viv)Fe(L)-iB B B (12.2 g)/mA E] 500 mL =31 B JRJEHR
V. FRe Wi £ ENR 30 4P R B AHE 45C. KB RA(S)-
DDMS-(L)-TA(10 mg F= 99.7 % g Ahid &)1k K5 %A 46 &b £ 40-
45°C THEHF 30 247, HRSHbd 2B HH 1D, TEAR
8RR, FFERESH A RAGREKRET TR A2 108
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2(33.4%)#9(S)-DDMS-(L)-TA(89. 7%t etk it £).

M(R)-DDMS-(D)-TA #) % 4] &(S)-DDMS (L)-& 5 B 3

¥ DDMS /8 % BR 3 {2 R BR/7K/F B3 #9 25 3% ((R)-DDMS-(D)-TA
89 ) S48 VA R & R R e T B, 4 55 A4 ) NaOH K& (3N, 150 mL)
PR LER CER A, FA AL A K(100 mL) &I RS, 53 =
F PG A ol B 5 B (45 g, 0.18 mol A= 36%5T Bkt & #9(S)-F 4
). i B B e N(L)-7B G B2(53.6 g, 0.35 mol). #EA(600 mL). 7K(80
mL)#F= ¥ 85(40 mL). ¥R ZEA 1 DR B AH £ TR,
WS A R E KR, FFENIRIBYE, KRB AR A RER/ K BuikF R,
135 26.7 g(56%% T (S)-=% F A & A o7 87)89(S)-DDMS-(L)-TA(96%
3§ AT ).

(S)-DDMS-(L)-TA #5% %

3 (S)-DDMS-(L)-TA(26.7 g)4& LTI/ (475 mL; 1:0.2, viv) ¥ 4R
el N REARETR, LEARGERYF TR F
%] 17.4 g(65%)#9(S)-DDMS-(L)-TA(99.9%} kit & 99.94%4 52 4%
). NMR (DMSO-d,): 'H( ), 0.7-0.9 (m, 6H), 0.9-1.05 (m, 1H), 1.1-1.3
(b, 1H), 1.52-1.8 (b, 2H), 1.84-2.05 (b, 1H), 2.15-2.4 (b, 3H), 2.4-2.6 (b,
1H), 3.65-3.58 (m, 1H), 4.0 (s, 2H), 6.7-7.3 (b, 6H % & NH,. OH, #»
COOH), 7.1-7.6 (m, 4H). BC(d):15.4,21.5,22.0,222,32.0,32.2,38.4,
49.0, 54.0,72.8, 128.8, 130.0, 132.0, 143.0, 175.5.

5.13. EA 13 Ak e Rz

%36 25 TR A VA 0 A W B 69 SN H AR IR A, 6 69 3T BRAK,
05 A i B 69 K = 0 A E AT SRR e AR ST R . SLERRCR, 46
FAFo ik, RS H TR LR EZNE)ERELR F oI EH
BE 404 % CR(DA 5-B EMG-HT) ERBAE R RN £ £ E58
B 41 AF R 49 A48 2 4% 7 6 4 X (profile).
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1% 1 & Kula %, Life Sciences 34(26):2567-2575, 1984 %=
Baldessarini %, Life Sciences 39:1765-1777, 1986 2897 %, MK
RERAR (A T4 4] DA EHEIB)Fo i B (2T SHT A= NE)# &4 K fi
W) & P AR SH-AA R B 6 & R AR, R 8RR B AR
5 FAE, MEARWRIHEHEIBIRE FF TOFE 1035 ek
A A BRI 34 n M &3 0.32 M EE Rk B H (strokes) 14
FOIRE, 1900 xg TALL B0 10 o040, A Rey Lk mwr”
SE R, BRI —FRBETIER, BEARERESR LA
TANRAR0S mL ¢ EFEH LM AL PR P SO nMEEA . 3
10 FHARIT Y TH-2 e o 2 XA S W (Bl dm, LR A7 o B ST BRAK, SN A%
WAoiE T ARAEN). REAT, WAL FAHET 15 04, eiRETET
vk b HERE A, @it e N CH-BE B S A B ERSRE 01 b
M. #£ 37°C F, JA *H-DA(26 Ci/mmol)$& F iX%& 10 42-4F 5 A *H-SHT(X
#5 20 Ci/mmol)#» *H-NE(X £ 20 Ci/mmol )i F iR & 20 4-4F. #4+%
15 Je 0945 S ST AR 209 T4, 2R RR 22X E &6, it
iR Ak EHOE PR RO A 3 mL A 20 mM TRIS 4+ % (pH 7.0)
W kAR e Sk R AR, B R BT R e
ALK G A 0 3 mL IARE AR 69 5 0 ik k. ARG AE 3.5 ml #9
Polyfluor ¥, X6 K% 50%ZL AT, iR s *H-a0 4 & it 4.
20 ZEWEOCTHEXMAFTHE, o) DA[GRB-12909, 10 &
M]. SHT-[FEAZ 10 nM]. 3 NEBH M8 10 1 MBI &) A
R ) E 5 T HEAT R A R RIE R 5 TR 4 L5354 2-3%
% CPM.
AR AR 64 SH-AA B 6 F 60 SLEAR R U (e S 4e Y
25 DA, S5-HT ## NE &3 B35 4) 7] )4 6 33 ple kAo 510K 5% iR 64 FL T 2
X e 7 ik S P e TR AR AL S 6948 AR. ZIEEA TR EAR
B AR A M (Flhe, % CAREHRIIH A de Mg fo AT e B W
B X34 = M1 A S-HT, 3R e Aa st 2 A F= 2L R
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ERRFUERLRNASY SN, RPLTRAZLE
=1 E(mg/kg)®) Frik shey FHR RSN ARK, Lo fRe G, K
#2 50% % KB ¥ 5L T 6 BIL T FIRAA A LDs,. *FseAR Ao shiE 284K LD,
{69 e B AR 40 St Aa xt Ak el £,

5.14. %44 14 S5 ERHE
R B KSR 6 dE BN &R A 5-2 &R (S-HT)HER
{i&. ANEMAE TR LBENEBRPALEF R 8 KR AGHTLLLRE B -
ZARM E SN AR o R F L B A GI((2)-. (H)-Fo(-)-BA @),
10 WHEEA (%)~ (+)-Fo(-)-desMe). fo = F FHEGA (£ )-. (+)-
Fo(-) didesMe)#) & AE Aok, VA 10um (— X F) T 46 R X AL 540,
4o BRI FN B 256 09250% 89 3], W THE—F 2L 10 NRE 49K
JE(— KB 3Tz AL B3 ATK, AR A F S £ (full
competition curves), KJE B KA T R I KL= 5 A
15 FE1Cs, (3 H] 50%4F 545 6B & 69K ).

#46-1C, 18
&4 (nM)
#¥m% | NEHER | S-HT S-HT ik
" IR (NE/5-HT)
(£)-F % 8 2,650 350 2,800 1,200
(+)-5 A7 i 9 4,010 110 2,100 650
(-)-% A o 7 3,020 2,500 4,900 1,500
(£ )-desMe 1,170 10 21 19
(+)-desMe - 4 44 12
(-)-desMe 654 870 9,200 180
(*)-didesMe - 16 63/14 39/26
(+)-didesMe - 13 140 8.9
(-)-didesMe - 6.2 4300 12
T ¥ o0 0.31 - - -
GBR 1909 - - - 5.6/2.6
Fyy - - 145/32 -
EA Ty - 3.6/0.9 - -
FEA1E - - 129 -
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99812466. 4 o P ZE48/49W

EANIT B -GS R 5% R, B HEERAL
B FE A T Hes, A9, 5 NE fo 5-HT 8BBAL 549 46 A7
A on b 45 S ARBAN R F .
VL EHAE, Eae A B EHES 13 PR A, BRGH)-FFA
5 5 A5 B Fo(+)-& VA A w90 A NE #8580 fe S-HT B89 32 /137
FA, A2REFEERG L LA T AR EE,

5.15. e 150 o ek Al
12 B VAT 4, RE5) & T SLaE ey 64 Ap wy BR A 7~ e it

10 AR ISR 7 A

FRA SmgRE | 10mghii®E | 20 mg Ix
S H A Fe B G 5.0 10.0 20.0
T A i B AR5
L E 90.0 90.0 90.0
Tk f A I A 100.3 97.8 82.8
RIEH PR E 7.0 7.0 7.0
BB RE BR 4R 0.2 0.2 0.2

P b A Ao Jo 5 SR G 0 A il BR KR R 0 05 4 R ) o 4 U )
b, AERETOYMMA AR RS F ik, RREGVEAIEE
Kooy A e iRz & . A JL4#)4=, Remington’s Pharmaceutical

15 Sciences, % 16 3 18 }R, H—ANdLF|ALEEF AP, @EHE

MAMEZFRBHNELCTHAE, HFBRLR BRERERDA
EAMAFHRE., GBI L BT E Y, AR AR
) A

1R VLT RS, GR4H) & F A dh B AR = 4 60 R A N

20
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99812466. 4 BoOW A 49/497
o SmgheE | 10mghE | 20mgRE
NI A% o K Sh A 5.0 10.0 20.0
7 A o B A =
RO 90.0 90.0 90.0
TR &% AL AL 8 100.3 97.8 82.8
45 7.0 7.0 7.0
7P R BR4E 0.2 0.2 0.2
BT & F 4G 05 T SN A de 5 St B A o SR M 0% 4
ARSI 56 AR BRI D6 REM. fh L TR REWH

10

RS BRAESA. RERARGH KRE

SN RO &3

AE 4% ) &€ HLAE9Y K AL

VA LRG3 69 A KB AT R

R ¥&E 3,

K EBATOE A B E@EL VLT ARA
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