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Lo —F (S = BLFpuH i £ 771, HARp A T 6K

HHZR OB R 5 (S) —4- & —3- 122k — T 1R L6 4 IR} E 3 57 AR 4% 14
TR T S AR G R RV IR A, AR T K BN 2 ~ 4 {5 I E R R
P AT 2B K AR A, FEE AT 0 B8 s 5 TN IR 2K, 76 20 ~ 30°C R R 5 ~ 8 /M, il
3 (S) — BUR7 PG IR ot RHOREL vt () 4l A Ak B, o rb H 2 IR £ I Bh IR #h S NN STk, R AE
0 ~ —10°C IR Tl AN 2 A 2 30 3 B H 24 B S e, Hoh H 2 i O BE Eh iR 2 £k 5 2R
I 2 EEBIOC R A Imol 11000 ~ 1500m1 :1 ~ 1.5 mol s B XRFH &t (1 A0 AL EE 2 K 7=
FH AV At Jos 200 e 5 R A B B~ AT ) 1R R £, 7 38 Tk e i e 9 125 A B i R R 1)
TSV A P W R TR 1T pH A A P 1 I 58 8, AR 5 e o RSB (S R 48 i IR ™ R
FE AR A 1 25~ 20 BZKFI A B A s 0 BT HE 45 i AL T, iR B 46 it i R 2 v A
TK, 76 =10 ~ L10°C R, B+ 0. 5 ~ 12h, 13 BIFE L5 54, Frd kit 5K EE
A 1:0.4~0.7, K5HNKERHEA 15~ 20,

2. WIBUME SR 1 BT (i &6 07 125, SLRFIEAE T A0 P IR B 45 i ik 4 22 117, I A o
HEATHG ), BT R RS 2 B RL B 2 ~ S A5 S Pk e, 7SR 7= s Bk
/ AR TR B 25 di i B 2 Ja AT IR & i, il ik & a4 Bal — IR &5 gl 0 TK,
7E =10 ~ 10°C R MATN AT, ke 0. 5 ~ 12h, 138 IR G5 &1 s ik — IR & dib ) 5K
EEMNIL A 1:0.4 ~ 0.7, KSHANIMERZMR LN 1 :5 ~ 20,

3. UARIRIELSK 2 Pk il 28 773, HARFIEAE T« et H 220 B8 & B 3h 8 2k 1 T 25 Ak 3
A H R CEEERR A NN TE/K LBk, KA 2 —2°C~ =3°C, A2, 138 K ek 4
FHZARLEE, Hh H 2R ORI LB 52 AR EEFIOCE N Imol :1200 ml :1.5
mol,

4. WIBCRIEESR 3 BTk (il 2% 77 v, HARFEAE T ik (S)-4- 1) -3- 22k - TR S EEX
FH(S) —4- & —3- It - TR BE, N (S)—4- 5 —3- 23k - T ZMEIII A A 2 ~ 3 /]
IS, ¥4 pH Ky 8 ~ 9, NI N 65 ~ 70°C, ]V 25 ~ 30 /N, [ 7SR 67K B I i
TeoK S B A TR R EUEN 5 T IR 25 Rk 6 FH 22 LU A9 DL EE R B v L e 0 B 2R LG TR R A
B (S)-4- & -3- 72K - TERAME =1 :0.8 ~ 1.3 :1 ~ L. 5, Ik Je/K FEE I A & h kIR A
B 5 ~ 10 £i5, IEE Mt
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(S) - BRH B I & 77k

B
[0001] Ak W K B va BEL IR il 26, AR B (S) — BB v IH ) il 46 T ik

EEHEA

[0002]  BLH7 P IH (oxiracetam), & H & K H 5 50 L U148 2 &) T 1974 4F 5 IR & 1K
[RI0R 2 24, % 25 T 1987 4F 76 = R F) b, B4 U 4H 2 b Al e 4 Ak (S) - B hz g3
((S)-oxiracetam) F (R) - B hzphiH ((R) —oxiracetam) 2 IV e, T BLH7 P IH 4R
W, AN FFHIE— R A IR IEEIE TR (GABOB) FRATAEY, ReAT IR P ATP, {23 Z. Wi
Tl A R 3 B P 22 X A () P 3, R BRI B AT PR S S E L T DSR2, BB
2 STRE D) RIRTT PR R UG BRI R (AD) i I PR R (VD) S5 A M2 —
[0003]  KTA K (S)— BAPHHH ((S)—4- FIE —2- A0 -N- b b SBERE ) [14R0E , 56
HH 4,824, 966.4, 843, 166 1 5, 276, 164 2~ JF | oxiracetam S H A AR ] £ 7772, X 48
LR R AT AR 4-(C,-C,) — Feaa 2t -3 MErgmk —2- fid -1- 2% - 418 (C,—C) - fik
Mis 5 = AU R R bE N LAR IR 5, SR 5 0T IS = dk AT S AL B AL, AR 1% 0775, &
BRI AT B SN TE oxiracetam s PRI, 0772 BA AN A Tl 46 e 4E oxiracetam [¥)
B, A, 4= (C1-C2) — K de A —3— mErg bk —2— Wi —1- 5 - 418 (C1-C4) — e AL il & 1
FAK. HE LR AT 2000-9456 A FF T il & e 4k (s) —oxiracetam ) 77V, E1% 75,
HAEMBERAE (s)-3- BREET WEEE R (s) -3, 4— HA T R EhVE & K4 R P a1k, 4%
Jii s TEE KA T FH & Bk iz b RS R L AL, FEREAE s ARIX —H R 5 DL E 4
Je B 7 AR B AT 7R R R 4 B 7 T E ok B B RS, R e A 2HmT (9)-3- &
T BRI AL PR S B0 AR 2 245, 1 il 2 mal B (s) -3- BRI T WRRIE A Reis 21,
AL, Z 7 VAR 1S B A T 29 N H BT R 46 1) oxiracetam,

XPAE

[0004]  AJ BT H RIAE T4t — Bl v A B2 v il T 25 W) R LT s 2E B RS (S) — B4
PR T i

[0005] A B H R B BT SSLILRY -

[0006]  —Fh (S)— B 4 IH [y 1) & 5 5, HRFAEAE T - R H R IR LB IR 5 (S)
—4= P =32k — T IR SR N JEORHE RS SR AR E 5 B SR, 1 L 22 LI E s R 4
2RI BN ZOKEAT (S) - By v B oMU et A 2 AR AL B, e rp T 2R SRR Hh IR 2
FEEMAN LB, FHAE 0 ~ - 10 CHMRIE MEAZR Uil B H 2R OB, b HaR &
AR IR %R LBF 52T E IR AT Imol T 1000 ~ 1500ml = 1 ~ 1. 5mol ; BTk
it AR 2 A A SRR R 7 it P KV A 2 0 1R 11 P 8 S g A 1 S 2, 8 20 o i i 7
11 AT AR A Hh RS (R VL A P I WO S VIR pHL AR A P P R 58 B AR SR R ORI S
TR AR I IR SR B LE ok | 0 5 ~ 20 FIZK AN TR A v AT S 45 d AR 2
[0007] L3RI B A HM AR HIREAEL = it P A, S =l K= 13¢ 0 1.0%

3
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It

[0008] 4 T & mACHR A B AT HIH T, AUk B SRR R P A B IR DR IE A 7324 HRIER T
FHES 1 AT HM i 5 AR W sk 1tk BH B8 1A B IR D0 2 71 14 9t M B B8 1 2 bt fis

[0000] & Y BEiE— B E AR B (S) — BURy PG HH ™ S SR Al A BH Al Ak P e
o TR R R R P A B IR TR B B L PTIR R RR TR P A R IR = 1
710 =T

[0010] 24 T4 mim & A i, Ak B A G R RLE 10 ~ 10°C AT

[0011] 4 T HE— DM AR &P Fh e B, Ak B 55 45 5 ol R R Al s i 1K
76 —10 ~ 10°C i A TAER, $i 4 0. 5 ~ 12h, 19 2045 54 s ek L i 5K = &0 4
1:0.4~0.7,/ KSNEIKEEMRI A 1 0 5~ 20 ;5H01EH, 7F 2 ~ 5°C T IMA T,
BidE 1~ 4h, BB RV RS 5K EREN A 1 ¢ 0.5~ 0.6, KSAENEEH
tbd 1o 6~ 10,

[0012] A BHAf b Ab BRI — DAk 0 70 45 i i #2280 X015 R Se AT RS ), Bk
A ERH S ERER 2 ~ 8 51 LW, 8, HIEREH ) &/%nﬁiﬁsﬁfﬁgﬁm
P2 FdAT R4 (ZIRE ) o 8 TF BIREE R FE X 70 91, 1% B 45 ko — IR &5
b, DR EE 2 IR AR O — IR 5

[0013]  AKRH k&R Lik— 7/\ bn PV T K, AE —10 ~ 10°C R W 0 N TR B, B
$£ 0.5 ~ 120, 13BN XG5 W) sid—IRE G- S K EEMEE 1 0 0.4~0.7,K
SN E RN A 1 ¢ 5~ 20,

[0014] 4 T SEEE— D4R R B A W AL, A % BHDRG il b 2L 1) 8 ok 8 7 A8 # B Ml A 2R
Wi Ja RS PO E & 4.5 510 SREhekE, DB, RIS KSEI 2 s Ak B— k&5 2
W 2K ) BICIE o B AT Hp i A BV A i WO T K 7R 2°C TR IIN T, B 2h, 17
B G R, TR K ERG L ¢ 0.4, KSHEIMEROEL R L ¢ 64K X
GE ARG — IR ST K, 4E 8°C R I N T I, Bk oh, fﬁ»éu_« i in ), BTk —
WER T S5KERBE A 1 ¢ 0. T, KSHEIMERMHILE L ¢ 1

[0015] %JT‘oﬂé&“ﬂﬁi@%fi@ﬁﬁ*&&)ﬁﬂﬁ@ﬁﬁ%B%TEEB‘«ZIK,Hﬁﬂ%ﬁ’fﬁﬁ&a@‘ﬁib
1R 5 5 78 43 7 = AR RO DL R 1 4k Ab 3, A R BH N H 2R £ B ER R R 1 AR
LA H 2 R LB R ER N LB, ARG T B A2 iR B A SRR L E R
0~ -5C,

[o016]  HLAAKHI U, 4% & BN H 2 18 £ B #h R 51 i B AL 3 H 2088 L BRI sh i A\
IKETEF, PKA R -2°C~ =3°C, AR, i K iE R 418 H R IR O, P HER L
PRERRR R W 52 A E L HIC RN 1mol ¢ 1200ml & 1. 5mol.,

[0017] 4 T HE— B mil A fE, AR W] (S)—4- i -3- 25 - T IR OSBRIk K H
(S) —4— & —3- Ik - TR LM, BRI R K B, B e MR BR A s AR &4
LI A & B DB R B IE o HE R 4G © IR A © (S —-4- | -3- B - TR LBE
=1:0.8~13: 1~ 15 riRJ/K PR H & ARERZBM 5 ~ 10 £, LEEMD T
Wk R, BB ORE © kREM © (O -4-A-3-FiE-THRLlE=1 1.2 . 1.5,
oK PR o R BR A 7 £ o

[oo18]  H &ML, A B (S)-4- F2AE -2 SAR —1— ML Kt L i RH it 1) ) 86 A2 S 0 T

4
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AR LWL RE I AT AK 2R, UKA 2 —2°C~ —3°C, NG/, i g B ISR 4 15 1A
M W, Hrp H 2R Sl Eh i 2h . Ol 5 2 R R EE ISR Tmol ¢ 1200ml @ 1. 5mol ;
PRJE INBR BRI AT 7K I sl K S, W0 (S) —4- &0 -3- 524E — TR Z Mg, Fridig n
(S)-4- G —3- 25 - TR S BRI [A] 2 2 ~ 3 /NI, $554i) pH 24 8 ~ 9, R VAR E 2 65 ~
T0°C, J NV 25 ~ 30 /NI ik B S 78 4 RV VR IR A AR T K BRI 2 ~ 4
UV A () AT AT AR K AR AR, A AT B s S IR UK, 7E 20 ~ 30°CF R W
5~ 8/ TR HZIRAES @ BREH ¢ O-4-" -3-FE-THRLEE=1 . 0.8~
1.3 0 1~ 1.5, it Jo/K B A 2 kR SN E &1 5 ~ 10 £,

[0019] 4 T Wi iR E AR % (S)—4- 323k —2— A —1- kg b S BRZ W%, A
R (S)—4- 2 5E -2 SR —1- ML JoE ZMERZHH R ) 25 42 S0 H 28 SRR Eh IR R i A\ T
IKEEEH, VKA R -2°C~ -3C, AR, i HIERKRGEE R S B, KPP HAR S
PEERRR R W 5 A E L HIC RN tmol 0 1200ml & 1. 5mol s8R IMABRERE N G
K BRI AT 1) (S) —-4- & -3 523 - TR & WE, W 3 /Nid, 458 pH 2k 8, R &
h 68°C, RN 28 /NI i ik H L7 3 PR DRV R A, FEIMN 4 A5 U E 2 N AT AT
ARG, AL E T B s JE AN TUER 7 KT 28 % K24 /K, 78 21°CF MY 8 /NI 5 Jir
BHZRROHEE - RS . ) -4-& -3-RBE-TIRLEE=1 . 1.2 : 1.5, BRI,
To/K PR TR S I B NI IR A B =1 7 %

[0020] A BHA W F A AR -

[0021] 1 AR B R R R (S)-4- & —3- I TR OB H R R LB Ehfe 2, 1
MR & RV B 2015 IR RS 3 s[RI, Ak BB 26 H 28 S lR 2R IR Shak AT pr ik
(3% A B, A 3> T R N AL B FRAR T RS, (RIS O e R R ) T AR AR
RIEH -

[0022] 2 A BHAE AL fe 2577 i (S) — B P R A T B 7 A e R Ab 2, SIRA #
AR PR R AT JE B 7 A B BEOAR AR AR 24, AHE, — T & 1 AC R g T BL 2 K
FHAEESAT, BRAK T AR, 5 — 7 08 - A e JI A2 4 FH Al A Rt Mo, 38 40, 17 48 FH A LS
), Ty 4, [R5 B RO Tl K AR = R T A AR VR A &6 dib il F2 P s 5510, A
RUBRAR T 2 & & W e iy 1 S 2™ S RS, AR BH R AR R ) K43 A AL FREE 1 /)
V5 YA, Jo AT T A AR R () 7K SE 2 Jevs BB I, BT LA R AN T A A7,
FrE E KR EK

[0023] 3. A B A1) (S)— BV IH e 6 v m] w36 %, dilAF I (S) — BLR7PaH ™ i
HPLC 40 ] 718 99. 4% LA L, R Js W 4 AR T30 L e 4 ] e ) T DMk AR RUASE A 7

BAEILHEAR

[0024] T~ [F] 28 ok S it 9 6 AN i BH EAT B AR B , A 0 B AE R HH R LT S e SO
T A B AT 1E— 28 UL, AN B PR A 6T A S B ORA 0 [ R PR )5 12 90 PR 2 AR 3 2 A
AT LIRS FaR A S B A 2506 A i B AR HH — S8 S A 5T P o5k A

[0025]  SEJtEf] 1

[0026]  —Ff (S)— BRI 45 7732, W B P IRIEAT -

[0027] 1 HH IR
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[0028]  (a) 4 H 2R LBEhERER 139. 6g MATE/K LBE 1200ml H1, KA 2 -2°C, 18 )\5\
X 25. 5g T H 2 M SERER IR B AR /U B i H 2R O, b Ha iR S B Eh IR 2L © L
K= 1mol : 1200ml : 1.5m ol ;

[0020]  (b) ] b3k H 2 MR & Bs H hn A\ B IR & 8 100. 8g. & /K & B 705m1 Fl 3%
(S)—4- A -3- 2%k - TR LMWK 250. Og, ki fnist (8 2% 3 /M), 76 pHS. 0I5 68°C T
I 28 /NN

[0030]  (c) ik FH E 78 70 DRV DE VR R 48, T NN 4 A5 DBV T 1) S0 AT RE L
9, KESZAT B s Ja N 25 %R 2K, 76 21°C R RN 8 /NNl (S) — BEA PEIAH 5
[0031] HHPHERLES @ IREW : O-4-H-3-FE-TRLE=1 1.2 . 1.5,
DLEE IR EE T, oK SEER & A TR SN E 1 7 £

[0032] 2 HH L II4EAL -

[0033]  (a) FH/KWfE EIREIFF RO, Bk 7328 38R PH B Ak g, SR e il it 7114
SR A B B AT T o ISR R A s TR KL K= 10 5 ¢ 1L 0 =Tt il
P TR RIR TP B A IR = 1 5 ¢ 10 2t

[0034]  (b) #RJ5 K b i ad i 1 7 A2 4o IR 46 Jo IRREL SR FH S B B AT X A B, n KL
i B 4.5 A5 SRERRE IR, ISR H ) RS AT IR G b AL B, R RS I R
A TG 7E 2°C RN TR, S FE 2h, 19 2045 679, Frid i 5K ERH A1 0 0.4
KENHIME R 1 2 6 sBUa AT IR G i b3, i — IR &5 i = /K, fE 8°C il
IR, B 5h, 15 2 IR G5 5h ), Ik — IR gh b Y SKIEE M 1 0.7, K
WEIFEEG N 1 ¢ 15

[0035]  FAHIAFHY (S)— BURL P ™ i 1) HPLC 41X 99. 65% , A K 36 % o
[0036]  SZjffs) 2

[0037]  —Ff (S)— BLPIPGH & 75 i, f i 0 3RIEAT

[0038] 1. K\ HIHI4 -

[0039] (o) ¥ HEIRLEEERRE AN K CBEA, IKAZ0C, BARSMH A
MROMBMBRB AT BN H AR KPP AR OBEHRE - 4B | &R
Imol : 1000ml . Imol ;

[0040]  (b) ] LA H 2R LB I ANBRER BN To/K FREE RN (S) —4- ¥R -3- 24k - TR
LT, P i e 6] 24 2.5 /NI, 76 pHS. 0K 70°CF RAY. 25 /NI

[0041]  (c) iy FH L2787 P DBV IR 4, TR NN 5 fE B E R LR Ol AT
B W4, AR EHT 8 A NI EK, 78 20°C R W 5 /NINFIAE (S) — BR7 pa U
[0042] A HZEMR NS - RIRE) © (O -4- W -3-FE-THRIEE=1 1 . 1, IEKR
LE T, To7K R IR FH B N BRI = Y 6 £%

[0043] 2 FH L IAEAL -

[0044] () FHZKEHA IR HIA R A 18 S R M BH 28 1~ AZ H0 b i, 48 ) 28l s ek 1k B 125
TS AN I T R ISR VAR IR AR TR C K= 155 ¢ 0.6 ZTF, IR L TR
FRPERRES s e =1 w0 - 8 =&t

[0045]  (b) #RJ5 R b adid it 12 5 A2 4ot IR 4 Jo KR SR FH SRR AT X A B, n KL
ot B 2 A5 I SRERERE OB, ARSI IR IS AT — IR G A AL P, A 2K i R

6
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WK, A5 -10°C R MA TR, SiFE Lh, 732045 =9, Frid it 5K EER L 0.7,
KEWNHIMERZMREE N 1 5,

[0046] SR Z&HIAFIY (S)— BRI PUHH ™ W) HPLC 4EfE Ik 99. 53 %, W3Rk 33% 6

[0047]  SCjtfs] 3

[0048]  —F (S)— BAHy PHIH A48 77 v, = 0 R D IRAAT -

[0049] 1 KHMHIIHIA -

[0050] (&) ¥ HE R CHEERIR E A LBk, 76 0 ~ —10°C PRI T @ AN 2 A 2 U 3
WH R R O, KRR AN, OB 52 WA ELH OCE N Inol & 1000 ~
1500ml : 1~ 1.5mol ;

[0051]  (b) [] IR HZ IR LB IR EN  TCoK SEERTR N (S) —4- L -3- 24k - TR
LM 5

[0052]  (c) IE9EFH ST 78 70 Ve BBV R4, FRINN 7 £ 38 B 1) — S PR AT 2R L
W4, K2 e a INIRE K, 78 30°C R e 8 /MiHEIAE (S) — By PH IR

[0053] 2 HH L I4fL -

[0054] (&) FHZK¥ M Lk FI7S KR o, Sk 001 X 7 3RERME 4% 244 R PH B 1A e b i, 4%
JE I 201 X7 B AR L0 ZR B B - AT s R S SR T 4

[0055]  (b) #NJEH Ll idcd & AC b MR v 4 i (XKL it 3R AT B 45 it AL 3L, K FH Vs 1K
TN, PR 2045 =1, Frid/K STNE I EE A 1 0 5~ 20,

[0056] SR Z&HIAFI (S)— BRI PHHH ™ ¥ (¥ HPLC 4EfE ik 99. 0%, ik 30% .

[0057]  SEjifs] 4 ~ 8 -

[0058]  —7Fir (S)— BLHu PhIH Il 48 735, # LU Rk T2 240047, JoR RS 1.
[0059]
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SR | UEEAR | WSS AR | R s HERS | BEF | BENER
HEme | FEAE Fa: Bl | AR | KRN
FREbRdh. | AR (S) -4- Uk JBE %
LN, i-3 i -3-F2 5 I]
SMAHE -TRZ
tt PR EE R B

4 1mol 0C oK B | REREN | 1. 05: 1| A B E | 22°C, 3
1500ml : i =M 5| e
1.2 mol &

5 1mol -1C LK LR A |1:13:14 | H b E|28C, 5
1100ml : i A 2 M6 | /e
1.5 mol B3

6 1mol -10C KA | kR A|1:05:12 | 4B E|30°C, 7
1200ml : i Ll =9 | e
1.3 mol B3

7 1mol -3C K F R BR A | 1: .6: 14| N BHE 25T, 8
1300ml : ] A =7 | D
1.0 mol &

8 1mol -7C T K & | BRERE | 1:12: 15 | 4 B8 & | 26C, 5.5
1000ml : fit 21 8| /AN
1.4 mol B3

[0060]
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SE it 51 PR S | B — k& | B IRE R | B IRE R | B IRE
BEAH SR | W BUEEET | RS SR, K | SRR SRR | S S K K
i HL B ) £ [i] 5B [i] SN E&E
# e #r kb
4 3 1'C. 3/N0F | 1: 045; 1: | 3°C. 3/h#f [ 1: 0.7; 1: 7-
5
5 8 S7°Cy 1/NE |1 065 12 7| -6°Cy 3/MHF | 1: 085 1: 8
6 2 S3Cy 8/NE | 12 045 1: 7C 3/h8 | 1: 045 1:
10 12
7 6 5C. 10 /MBS | 1: 065 1: 8| -3°C. 3/NEF | 1: 0.6; 1:
10
8 5 8C. 4/hBf | 1: 035 1: 2°Cy 3/hE | 1: 0.65;5 1:
12 11

[0061]
ik 28% ~ 34%.,

DL Szt 9] B 2 04 (S) — SRR P IH 7= S ) HPLC 4l IR 99. 4% ~ 99. 7%, L%




