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(b) INFAFHE E35~100C S 0. 5~ 36/ 5
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2. MY E SR BT ) il 4% 7 v, HARAEAE T DR () TR FE VT SRR i #hik 5
A 2 VG YT Eh R R B IR B DE T T FR R R £

3. MR HE BRI ELR Bk 1 i) £ T7 75 , HRREAE T 2D 3R (2) Frid i R RE BE K, Bl
BLE R, BOUK SR A HE FIH S FTR S .
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R % A EE N N- T FF L FR e . FR S A
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7 RRYEBORE SR BT (1) 1l 25 7732, AR AE T« D 3R () BTk % 500 % 05 YT 43 11 BE
IREEA0.2~10: 1,0 N1 ~5:1,
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—MHFIET EIT R B A

BRAR G
[0001] A W Je = 25 A BRI, p ) 90 Je— R bR o 28l 46 H 27 06 T — R T
o

BREAK

[0002]  H¥'F4YT (paroxetine) ,4k2F 44 (3S,4S) —4- -G IRFL) -3-[[ (3,4 F 4 3E) IR
] FR ] WRIE , 2 F 2 CioH20FNOs , 73 F 5 329, 36, H s Rt -

[0003]

[0004] 192 VYT 7 i 24 N FEOREF (JEDL A Seroxat™/Paxilt™ » 1991EAERE BT, 19964 7F
d [ FT, TR ITHIARAE , & SR 7 (B A B R ) AR AE 858, /E FEL TCAs B, T H.3zg JiH
I 7RG TR 47, 7R AT T SRR B AG o 28 e A B e E YR T « BRIIRARE B2 THE K
AR TE T ZE PR ORI AR AR I B A AT AR Al i A BN I A BRI, TR B
VYT B HAH IR Bl 00 it HAT T e 58 F s S s R

[0005] 7 &MA 2 Pa YT Bt Rk FE e, BRATT R IRAE RS 4,47 R ZEIA B TT R
(BRI 24 e v iy 44 R 2= JRE) A 2 P TT AR = il R b i R B i —, 5 N R -

A0 O~
[0007]  iZ % AEMA B U YT B P A E AT R, — 780, 05-0. 10% A 47, I HHLAE
G 2 P ME DL 22 5 s A5 RS AR 36 v, FRAT 75 2 FHAZE 2% R I A 70 ot 0T e it P e 2% AT
MO Jore &, XA T 2 B K E I 44 SUhn it i, 11 B BT i pn e it R B8 A2 B9 7T BE
B TR IZ RS EAR0.5% , B AR e 22 , 75 BB &M 2 0k 2 e il 4%
A B4 B AR AE L AR U ZEA R0 . 1% o FH LT L, I B3R 78 B bR v 5 =
AR AR S DAL 90 i & S 2 B ) g vl i B se bR e
[0008]  FATER | KT 4,4 - FEMA ZVUTT —IRWI A SRR BR T AERR N2 i
HUS SR N 2R RFI 25 M 45 B41 , RAESCHRCHIRALITY, 2003, 15 (7) :600-604 1 $& E]— 420 T
2% B HOE 1 SCHF R T — P sy B AR B 08T 0 Ak R AR BT 4,4 -
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FFJER % POy T B R R i vk WA AN R B T PR AE AR 3D A B ST
TN T, B R IX B JR R BE A RO A L AEAZ SO R R B T AR RSN, KA R IE 1%
7% o ] K = il A o

RARRE
[0009] AR WAL T — BhfRIE 10 ] 44, 47— F R B R YT A Uik, ek it
NHR,

[0011]  HELAT L 4R:

[0012] (&) 1A 2 U YT BUIH 2V VT 5 R T B #h R R B, $2 8 TN & &= A L
FRETEHLER , BN E E NIRRT, TR E g FlE, KPR, KPR 2 K FE;
[0013]  (b) INFFFIR E35~100°C M0, 5~ 367N

[0014]  (c) B 7 53R4T B A= W4, 4" -0 E:in 2 payT — 2R84

[0015] {3kl , 205 (a) 10 2 PUYTT SR A £h0e B IR 20 00 T $5 B8 #h 30 R 20 ph 7T e
k.

[0016] Rl , 2058 (a) Firads 19 S NEIE A K R BILVE 51, BOK 5 8 PR HLIE V4 &
VR A BTk A PE A HLVE L 3 0 P BE . LB S BE N N- " FF L R e i . — R 26T
.

[0017] PR, B4R (a) Pk A HLER B VLR 5 10 % PEYT 5 BE /R 0. 1~10: 1, 3 —
WL N0.5~2.5: 1.0 58 (a) Frid A VLERBUEHLERIE B IR « 1R % £R 2 PR IR PR B — L
N8

[0018]  {LEH, IR (a) Pk I 5 00 2 U YT 4> F B BE JRHE N0 2~10: 1, ik 1 ~5: 1. Bt
I [ VA TR 3 — e R B KT

[0019]  f ik, 2045 (b) Frak i) Nl B2 55 ~75°C , R Bl [8] A1 2~ 247N o

[0020]  fJpikith, PR (o) Frid i) 433 )5 iA a7 2 vk BT B & A ik
[0021]  JBHE (b) S 24T B S VA VR ZE HPLCA ARG N, He 5 &40 H35-65% o

[0022]  JD 4% (o) fill & 43 B I HH R B A M) HPLCR: M| HL4E fE ] 145988 % LA |

[0023] Ak B 24 1) B A5 A i AL IR A TS S i v A ) , 283 45 A R AR A 8 H 45 M
4,4 - HEE B T R, WL 2, A A g S DL 3.

[0024] R 1AAK G241 B A5 W s LR E S i

[0025] %1
[0026]
i e A (ppm) g 74 H JEHE Jii T3




CN 106831736 A w Bg B 3/5 7

C-H 1.78,2.02 m 8/8’ 4

C-H 2.49 m H-11/11" 2

C-H 2.65 t H-7/7’ 2

C-H 2.89,3.38 m H-9/9’ 4

C-H 2.93,3.51 m H-10/10" 4

C-H 3.44,3.64 m H-12/12 4

C-H 3.72 S H-20 2

C-H 5.89 s H-16/16’ 4

C-H 6.51 s H-14/14 2

C-H 6.53 s H-18/18’ 2

C-H 7.08 d H-3/3"/5/5 4

C-H 7.09 d H-2/2°/6/6’ 4

[0027] 2 A PR & B B A5 7 W% 4 AL AR i A bl

[0028] %2

M 2E A B (ppm) C Jjrenl C ML HE C i

29.5 CH> 1 C-20
29.8 CH, 2 C-8/8'
384 CH 2 C-11/11"

[0029] 40.6 CH 2 C7I7
43.5 CHs 2 C-9/9'
458 CH, 2 C-10/10'
67.7 CH> 2 C-12/12'
95.6 CH 2 C-14/14'
100.8 CH 2 C-16/16'
109.5 CH 2 C-18/18'
115.3 CH 4 C2/2'/6/6'
120.9 C 2 C-19/19'

0030] :1.2:8:.5 CH 4 c,3/3/515
138.6 C 2 C-4/4'
140.6 C 2 C-17/17
145.9 C 2 C-15/15'
150.4 C 2 C-13/13

159.7,162.2 C 2 C-1/1"

[0031] A il & 1 B bR =0 4s s S0R0F — 5 439 I 1 B FH A 4% (HPLC-HRMS) A& 90, 2 [M+H
NS T EN671.2930, WLIE4.
[0032] AR EHFROLAT Hl45 4,47 -V H 300 7 payT Wi JrvEan s P
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[0033] 1. e MLV T 7K B £ S5 LA A AT AL 7 Bk ME AT DLV 771 5 7K I TR 5 T
7l R S BIAE FBLE STRI A LA R AEIR TSR AT T =T M DR e , A R+
o

[0034] 2. Z23d R B S SV B AR 44, 4 -0 B B PETT R BT 1A 35-65%
), FLAR A 73 32 BN R IRONLSE IR 270G 7T, 7 18 A ROR B AR, Wi R 4 i s R i)
bt 5 SR e ¥ 1l 2 D5 92 JEURHIA 2 G TT R E Aok i B RA70. 5% oAy, F ARG 2 AR %
AL ST

[0035] 3. fEEEA il il R vy, TE 5 B AR IR A 4% S, il o J B, B T84, AR
fik.

B [=135¢ BA

[0036] B 1A B il 46 1) H A= 00K ARG IR A TE I (LH-NMR)
[0037] B 2% B il 46 1) H A = 00K A RE L IRBIRE TE P (13C-NMR)
[0038] B 3A T B il 4 1) H A =i a5 A R 9 5

(00391 P4 T5 B il 46 1) L s 7 KD vt ECTBUAH — v 2 9 o i Bk FH T

kIR

[0040] Sl -

[0041] K 1.0g #EFRIAZ EHYT AN 1 2mI 7K, IO Im1 3696 R, 451 2 I e i, 46
ANL.0ml 30% FEEER P, INHFHE 260 °C e m 18/, FHHPLCH fe M ik 3R 4T Ia 352, H #rdb
BN S E N65 %% , B35 FTRE Z M 73 THP=S1 1 ca dE MIRERS , WM 77N G0 e - B =
(10:1,V/VI Xt BEAR= AT 5 43 804, 4 - F 300 2 0537 540 . 48g , HPLCAL JiE
99.1% ,7/"%52% .

[0042]  sEjififs2:

[0043]  K31.0gERMRIAZ BUTT A 1Om LKA, IO . 2m LUK B, PR 7R i, 55 I
0.8ml 30% FEEVEVRF S IAATHIRE 260 °C B 18/, FHHPLCST S SR AT W 43, B ARL &
PO 25955 % , 35 HIBRBRANTE WA 15 S B pHER 87245 , VR TR Bk 7K 43 45 3 (g 1] 4 H
FEJZ M54 (HP=Si L catE AHRERE, Yol 708 —SUF e F B = (20: 1,V/V) 1 B AR BE4T
AR, 4 IR IA B TETT R0 44¢, HPLCAEE99. 9% , 77 #4248 %

[0044] St 5113

[0045] 7 1.0g#hBRWA 2 UG VT AN 24m 1 /K- B IR A OK : FREEARBIEL 1 D) o, A
0.3ml ZRLIE, BEFE BB IG , BB MN0. 25 = T FREE 4, IHATFHE £60°C [ B 24 /)N
I, FTHPLCAS S S YRCBEAT 4%, B AR B W0 11264 % , H FHBRIR B VLR 15 5 S YR pH
E8IA, TR T REBRE N 43 BN [ 4 AR JZ A ik (HP=S1 1 ca b AHRE R, BOli 770 &
JE R EE = (15:1,V/V) 1X EBRF M HEAT 2 B4 804, 4 7 SR B 77T 540, 51g, HPLC
aiJF99.2% , 77256 % o

[0046] St fsil4 -

[0047] K& 1.0gFEERRIA T FHYT AN 18mL 7K - — FOE AR AR OK « —F L IRAAFALL 91 :
D 5 IO 35m1 UK R , HiEF A J  FEE IO . 9m 1 30 % FREEVE MR D, IndATHE 260°C
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JRNE18/NES 5 FHHPLCX J REVR3EAT W45, B AR SR 26 B 42 % , 28 R R B v WL R 1
RN pHAEESIE AT , R T RE BRI 1, 75 20 [l 44 P AR Z A 772 (BL 5 cHP-Si L ica lEAHRERS , ¥k
WA R e FEE=20:1,V/V) X} AR Y047 73 5 3R154, 4 - g 27T —RY)
0.28g,HPLCAIF99.1% , " #35% .

[0048] <Lt f51]5 -

[0049]  H51.0gHREERIA R FYT NN 24m1 /K- Z BEVR AR OK : ZBEARAIE N1: 1), I
0.8ml =L, Pt B MG A MO . Tnl 30% FFEEVEW T , AT 2 70°C M 18
/INES, FHHPLCK J RER AT M35, B AR & IR 26 5 839 % , 2 PR SR v 1R 7 s B2
pHESZE AT , VR T RE v /1), 45 B [ 44 AR 24 7732 (845 s HP-Si Lica lEAHRERL , Be i /A
TEF R REE=20:1,V/V) X E AR AT B A R4, 4 - F R B ETT )0 25,
HPLCAL£99.0% , 77 %32% .

[0050] it f41]6 -

[0051]  H%1.0gMH % PEYTIF AN 2mI K 5, IINO . Am] HH R , $i$F VA 5, 5 I\
1.2m1 30% FRESVETRD , INITHE 2 75°C SO 127N, FIHPLCR S N VRBEAT WA 44, B bRfb &
VI 2 52 % , B s PR R BN TE VROV 9 I VR pHA 8 2 47, TR TR B 7K 43, 49 2 1y [ 4
FEZEMT 7718 (BL5 cHP-Silica lEAHRERR , Bl f 8 &R b R EE=20:1,V/V) X H 5774
AT BSR4, 4 - AR 25T R0, 47, HPLCAE 99 . 2% , 77 346 % .

[0052] St f41]7 -

[0053]  #%200mg:ERTHZ PUYT IO 12m]1 FHEErR , IINO . Im LUK ES IR , Hi bk VA A I , B N
ANO.15ml 30% FREEFE M, TR 2265 °C [ B 147N, FFHPLCH [ S VR3EAT W 7, B b
1B AEJE 38 % , H2 A PR R AV WL 79 S RV pH AR 8 22 A, 4R T BB IR ¥ 771, 43 21 1 [
s FE 2 JZ A 77 (A5 GR254TEAHRER , BE iAo & bt : R EE=10:1,V/V) Xf B A5
YT 23 594954, 4 -7 B 500 B 05 YT B 5 me , HPLCAE£99. 0% , 7= %31 % .

[0054] St 518 «

[0055]  }7200mg R ERWA % PG YT N L2ml 7K, IINO. 15m] =3 LR, ik B Vafd o, 5
BINO.2m1 30 % A S VAW, INFATHIR 2555 °C [ B 24/NiE, FHHPLCX e BV 4T e 4%, B A
B EEJER62% , B2 FHIR R B W I 75 S RV pHER 8 A2 A, 4R T RE R /K 4, 43 2 1 [t
s 2 2 A 7732 (BL 'S GR254 T EAHRER , BE A S bt R EE=12:1,V/V) Xf B 457~
Wi AT o AR 04, 47 - R0 2 9T R Y)90mg , HPLCZEE99. 6% , 77 2649 % .

[0056] |3 AN K A R B () P8 34 S AR T T A d B, AR R I AS PR T bk St 481, AT e ot
AR B T AR H R0 AR RS A Jeg A e BH (AR Y
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