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CRL 40982 # 1]

20 (E) d(A) 1/Io (%)
9.8 13.40 32
15.4 8.54 87
20.8 6.34 24
26.4 5.01 14
28.3 4.68 19
28.7 4.62 16
29.9 4.44 45
31.1 4.27 100
31.6 4.20 23
32 4.15 14
33.1 4.02 78
33.4 3.98 84
34.1 3.90 16
35.1 3.80 15
39 3.43 22
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260 (EF) d(A) 1/1o (%)
11.6 11.33 54
15.4 8.54 58
17.4 7.57 41
17.7 7.44 34
23.3 5.67 19
24.8 5.33 26
27.4 4.83 19
28.9 4.59 36
29.1 4.56 97
29.8 4.45 23
32.8 4.05 29
34.3 3.88 23
35.3 3.78 100
35.9 3.71 40
40.1 3.34 21
47.7 2.83 20
53.7 2.53 32

% Bt 51 ° Miniflex Rigaku (Elexience)
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CRL 40982 #I III
260 () d(A) 1/To (%)
9.8 13.40 40
10.7 12.28 39
15.4 8.54 100
18.0 7.32 33
21.4 6.17 23
25.9 5.11 26
26.4 5.01 87
29.6 4.48 26
29.9 4.44 20
31.1 4.27 34
31.7 4.19 20
32.4 4.10 77
33.1 4.02 23
33.5 3.97 64
36.5 3.66 38
39.1 3.42 40
41.9 3.20 32
46.4 2.91 23
52.7 2.58 25
# BF 5+ ©  Miniflex Rigaku (Elexience)
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CRL 40982 I IV
20 (E) d(A) 1/To (%)
6.37 13.88 26
7.14 12.38 69
8.60 10.27 23
10.30 8.58 100
12.04 7.34 49
14.37 6.16 24
15.65 5.66 11
17.30 5.12 29
17.72 5.00 60
19.12 4.64 15
19.81 4.48 25
20.82 4.26 10
21.24 4.18 12
21.70 4.09 51
23.28 3.82 9
24.30 3.66 30
25.18 3.53 9
26.02 3.42 21
27.13 3.28 9
27.90 3.20 15

e &t

2+ : Siemens AG
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CRL 40983 # V
20 () d(A) I/1o (%)

6.65 13.27 22
7.24 12.21 5

9.17 9.63 51
10.38 8.51 19
12.28 7.20 15
14.33 6.17 14
15.81 5.60 4

16.95 5.23 68
17.64 5.03 100
18.69 4.74 51
19.03 4.66 58
20.06 4.42 3

21.06 4.22 91
21.67 4.10 64
22.39 3.97 17
23.61 3.77 55
24.64 3.61 8

25.40 3.50 13
26.21 3.40 20
26.95 3.31 18
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B _FREBEEY
260 (E) d(A) /1o (%)

7.17 12.31 38
9.12 9.69 29
9.72 9.09 16
10.35 8.54 35
12.17 7.27 100
14.25 6.21 16
16.26 5.45 10
17.36 5.10 13
17.72 5.00 21
18.35 4.83 9

19.16 4.63 9

19.88 4.46 14
21.04 4.22 12
21.49 4.13 25
21.73 4.09 24
23.49 3.78 22
24.55 3.62 35
25.24 3.53 8

26.05 3.42 9

26.88 3.32 7

27.48 3.24 13
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27.81 3.21 10
28.79 3.10 8

# Bf 5t :© Siemens AG

FHHLERITEERBEAZUBEELA TEEBSNE
BAEABLERNERREEBYN IBEBER Y > HEFR
THELA " EEBEERTI R ERHENBEEEREZ X H8%

B EE : 9.45 5 7.15; 5.13 5 4.15: 3.67 (A) -

aul
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ZBEBEREY
20 (E) d(A) I1/To (%)
6.64 13.30 8.5
7.15 12.35 15
9.36 9.45 100
10.43 8.48 6.5
12.38 7.15 25
14.38 6.16 15
16.37 5.41 8
17.29 5.13 28
17.82 4.97 21
18.24 4.86 16
18.96 4.68 7
19.24 4.61 6
20.09 4.42 20
21.40 4.15 75
22.55 3.94 21
23.42 3.80 7
24.25 3.67 40
24.92 3.57 12
25.21 3.53 9.5
26.15 3.40 11
26.78 3.33 8
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26.99 3.30 6
28.43 3.14 13
28.79 3.10 14
29.63 3.01 7
30.03 2.97 4
32.33 2.77 9
33.13 2.70 7
34.29 2.61 3
34.86 2.57 7
35.90 2.50 7

¥ Bt 5+ : Bruker GADDS

RES B FAZHLER -BRERBIENERER
EfRgyYs —HWE - EB&F&ARIIBALARBENEAIRIE ZERE
mBEHAE X STERE MK

) BEREEFTENREGEBYNESERFEL A

i) [@ M Fr 75 45 & B -

EBEBEERESTENBRFINITRREZIE -

— BV ESRBEERIEAMARENEBEERFBE RS
EMBHEAUAHFRERRELN 2T EL - HEH TR RIER
BEHMMEE PRHESENNENRERSE - ZANHE &
MARE ZEBEBTHRERBEED 240K > EERH 72/
fr e
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ERBE BHAEREAGC-ERSZTREE K

it  RBEAZU-—HAREBEED  AFHE&
ERE DFFREZEYPZE ]  EHERESGC)-EES

ez lBEHREEY -
EBRER B I1EZR KREBTEFBEEXRX > B
£ 3 K o
ABEHELEHRIREREABZHERLE ST EER Z (-
EEFRBHWZCBEEE - HFB#BE T X HRBEHLE
H o d®Rs & EMEEMKE(I/Io)E N EE -
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LIEBEEY

20 (F) d(A) 1/To (%)
5.46 16.17 46
6.25 14.14 95
7.17 12.32 51
8.28 10.66 81
9.02 9.79 68
9.51 9.29 53
10.34 8.54 53
10.84 8§.15 63
11.33 7.80 79
12.47 7.09 53
14.02 6.31 45
15.20 5.83 35
15.76 5.62 34
16.37 5.41 40
17.37 5.10 51
18.10 4.90 46
19.05 4.66 44
19.36 4.58 37
19.89 4.46 39
20.48 4.33 59
21.14 4.20 55
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22.10 4.02 100
22.65 3.92 60
23.17 3.835 42
23.89 3.72 33
24.72 3.60 38
24.93 3.57 37
25.81 3.45 37
26.73 3.33 55
27.52 3.24 30
27.97 3.19 30
28.89 3.09 31
29.44 3.03 27

ill

¥ Bt 2+ : Siemens AG

AABEC-ERBFRBRMNMH-EBFZEZZEHEY
I1- 11T~ IVl VZBEHEKY
ABHPHELERIIEBECO)-ERFTRZZHEY C

40982 # II -~ CRL 40982 #I IIT- CRL 40982 # IV

o)

L

p

CRL 40982 # V f1# CRL 40983 #! II- CRL 40983

i

II1~ CRL40983 #! IV 1 CRL 40983 # V. A g #H & H

B2

EEHBEEMEAKY -

EEEBRYWATNOR  REBEFEMET: RE - &
F o8 B BB BEIHERREEE)SRIFKE
BEMOET - EA - NLAA - FIRAMIEER)IE

=
-
|
i
W
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REREEBBEEL  REAZHACBEHERYLIE
Bl - 2R - gelules I MMBHRIEHNBERBELOE A
BmE - BE RBIEBESFRIEBIIABBOEN > LW
Rl SREDLER  BRE EREBEEBITHNERR
R ERXORBEF  ARBETFTHEABRITIBES —HEZE
e P ETWERPAE  HAURBEZSREDNREHX
Bl EEBHPHOBRER):

ZERBABP CBEEA KD 25 FC)-ER S
M(H)-E@EF R 11~ 111V 5 V Z &Y > 7 6 7B K
R/ E - SEBREE L UEXOBEPENESY -

DHE.S‘Q—?E’\Jﬁ%%ﬂﬂ?%%%EEH%“E‘Z%EE’\J%%?&MJD
IEMEBRSMEE BT ETE M WREFE  HE
El - % B (exfoliating) Bl ~ H W B -~ A E@HE M A MLk
Bl - BEALE  ZFEH ABEIAKREEER > BHKEEGD
o B Bl a0 gE B BB AP A -

HABOE FEBLE  BE - HEBERILHEE
MR EHE > OB MEREY - KEBH > BEHER

MEBHNAFEEREE HER BEEBERX KR
HMueERx BRIPEEMLIH R/XRZEEWRS KRN
(PVP) ~ % #t Bi (povidone) » 3t R i Bl (copovidone) » # K
E MK BHBRNEVEYIOERE-F-BHEIE -

W B F & 5E B S (aspartame) ~ FERE IR C & K &
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B 8
RERGEBMG FEETAR XA 2ERF - F
ek EBmERXNCHERN - KFEBEEHKRAE -
FHEEEMAABNN FEES 2R LEE
20 ~ 60 ~ 80 - FE WE EE (sucroester)(7-11-15) ~ 4 & ¥ 18
(poloxamer) 188 ~ 407 ~ PEF 300~ 400 #0 [y 3! ¥ Fz B o fg
B Bg -
R BB B F R R RS 1L B (miglyol)810 -~ 812~ H
MEMETEDRERRN ZE -
HEEYEFREE Gl RZEMEER - X%
H7 (carmellose)$h B¢ 3 BE S & & Z B O 40 % B M -
BEENANFEEBEERSE BEERBRERT K - B
T hrEMETEY -
REAFHICBEH KO T 2 ES ()-ERF
EY(H%@&}EE’J%—%DE’E@’%BUIEE'%EEIEZ/&%~
EEBRSHIFEERSVWE ST EBAMERTRERN Z &
By flmE 1. 8 11 B IVHE VZIESY -
BTAZHZEN  WHERBELIUBEZIHNER " BE
BE BN E  NERBRNAER - % RA MR K-
B - -ZERARBEEEVWEZINENABENERRRE

il

ZEREWMEE B -
AKBEHHLOHMEBRGC-EEZSEZE CRL 40982 #Y
I1 » CRL 40982 # JII» CRL 40982 # IV 5 CRL 40982

OV MI(+)-E@mIZX B 2 ® CRL 40983 # II» CRL 40983
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I III > CRL 40983 # IV 5 CRL 40983 # V R & & B K
AFREBR/ZEE —BEZBEBRE  HFHERERFUHEERMN
AR BES ELBERHBREBEEEREMELE CRER  BERMX
g EE - HEFRBEREBEEIR  HEUEHERWYTRE
= 5EE - RBR BERER HAFEEHRCBERER S F
Lo AR R OME RV BE BE I 40 e & A& (Parkinson) K JF ¢ BB M
(ischaemia) W I M B < R EFH - EHEHR > H i 2 &
Steinert K AR ERER  ETENEE  flUHEE
BEERMZIERE DEBRADHD) - REHNER - Fil 2 &
SHEMBEALNEMBEERRRAER 8  HEZRENRBX
T oMo RE - RES2ALAIHF KEBLCERZIEBAIR
moEERZIBEANEYYCRRZ  HBPERIERERE
ER B R R BAE - B AIheer R & -

- BB EBEEEERTIREZCATE

RES B ZXBHRER -EBEREGOERBSER
HEERIBIAEHEGEBYH T % > HEBE T
B -

) " E()ERIERBRC-_EXEFEGEBYNE
WESL-—EHGREBY -

i) MEBER/SC _BHGEEBY L - HEBEFAETHE
MOEBREMRKENEZS

iii) BKMBEY

iv) & BB i)J AT e B R BR
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v) EHIKREER VPRI ZEY -

%ﬂ%!iﬂEﬁﬁ’ﬁﬁﬁ&ﬁ@%%ﬁﬁ@&“ﬁﬁ&ﬁ@é’&%{%/ﬁé@
8 HK®HPE -

ERMERRLETERUEARRSERVELFER
CEHFEBEERKGKEE HIBIZEERFEREFEREMEINE
Bl B 8 il US 4,927,855 HE M < Bk — B EE - E 4 M
AHBEFHNEEXE REBASTEESFSERNE#ESG NI
FEH -

MEBRBFERBE (IDPREHRAXABEENERSE
MERHEENRNFRERKENRFE ~ET -

HREEERE®BR®R  EE£e 88 -

EEREBRBEINTRR=ZZ2K  Z—EFkKk  Z2Z2HEHF
e - TR R EZHE - IS-Z R MER[S40]+ — -T-fF
(DBU) -

MEEMBE (DPHAERNB RS — EEKIEKE -
FER®RE -

RE-—BEKERBREEG  KBE HERSZEFEBII
A UK K RE B

ERE iVFRERIERKROIEARERKERMER B
MU R R HE -

R MmMew  BEBRELAE 2R LF -

REBAZH -—HHAENNEE KURKREBHUE A E

E-—BEEBEREREND  EHEBEXKEZESEERE  ®WE
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BEFBHEAMERELRE SINEFEXNLE  H£HFE
o 1T e

EREE NI NOBRGCOERSTEREN D B & B K
V(R OHERBZE®RERAEZXEIMNEE NN E A
7wk | e

Rigs — 48 AFPHREHR BREEZESZ BN
BHREAEABYW T HB3E TIHEEEK:

a. MBEAELATEEM(DHERITIERIEBE =
BAEtE2HEGERBY -

b BBZERCEGEBRBYELKE K

c BB EIERSIENGRERERY -

Rigr—®WEEBBEED > BEE b Z @B KEIT :

bl) K EEGREBYE L BAR &R B -

b2) KWHEME VT BZIEYE L K -

RERF -—EEBRBEEL  BEKR bHE NP KRIERK
BEBEN@mEAET KRB EHFETET -

RE-_SHINENNVERBEES  E PHE&KFKH
BE-mBAOEBEFETN cHDESKMEFRA MR > Hb
(N)-ERITIEBREHEASERFAIHEMITEERE EAL
5% M EMcMER RAUBHNEEFBHUESTEERS Z (-)-
REFRERMNMEEBEBEYNEREE RRERHEFENFE
4,927,855 BTG Z E X -

BARRBEMREREARERBEN T XMW -

LA ERRE_EBS RN SZEHELMEYHRE
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e EBBE ATHNBEERENBERE DT R A& B -
BFEFAELBEHREA_BRARBRNDETENERRE

MAERBEEYESE _BENER  HEABSEREEMHE
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ST - BERMATHELBESESORNFR/DGEEDEHE
BREROEE BENEZAENE  2HREEBYHN A
MEARFEZINRBEENEERRY - EEZEHLATR
ZHEBEEBYNERFRAXD>TFHNBER B I 2 -

HNBEBaEHAEEBYWRN HHNBER (AAZEHEE
oo BB NIEBECRER —ERFKEN -

_ERERECTENITERTHE

- “BEECEEBREAER " NBNHE  BR
SIPC - 70 fib 1 #Y 2 & (polythermic)® 8 - K

- BB ASBPCHBEEZEBREFELREE"ZH
% e

EHEEBEBEREZ ASIPC BEABK R FET > ZRHKE
HFEABELSBEBCHSEBUELAMBECHBREBY N K
% F > W#&E SIPC Ao > EEFEHFHBELSA B
FEEFMEMR RN T

HNE S BEMEMR ASIPC FBEZELAELWBF A
B BR BB ETS%E G. Coquerel» M.-N. Petit f1 R.
Bouaziz Wy 3 4 » B F|] EP 0720595 Bl 1996 » E. Ndzié -
P. Cardinaé&l > A.-R. Schoofs fl G. Coquerel,Tetrahedron
Asymmetry > 1997 > 8 (17) > 2913-2920> L. Courvoisier -
E. Ndzie > M.-N. Petit> U. Hedtmann > U. Sprengard f1 G.
Coquerel » Chemistry Letters > 2001 > 4> 364-365 o

RE-—RFRKEKERBBREDN BHA(DHEBEFTRBRBRILE
BFGREBYRHEHEN ST ER —EBES < SIPC 5 S3PC K
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%o B A EBEE TR K

a) —BEEeRNREBERACERIERNE —BEH &
EBYCHGNWEREGYCEHEYHERE To TXHE
HKER RULLBHEENEE Torh ERXEZERH EMULUR
HEARCEMEER

b) BEMWAEBRE To LERBE a)F T & F 8B B IR
WO Al BB OE Tro

c) FWAHHHMBRELE T R Tr ZHB)IKE B A%
B (MR ER THOUFREMOE —EHZGEBD & ER
BeE b)F e 2 W E& >

d) EZRE - BREEBYHNKEL

e) TR E&BEREAZKEENEIRES Y INE S &ER
OB EYWH B CBRMFEMBIEE To B L HFME
e EEHR EUMBEREBE HEEBYWG) HEHEE
BYUMHARZHEREEEYHWFEHRBR E 2 H A XH
EEMRHEEBERCEMEER § -

f) BEMWEBRE ToZERBER )T BHBERRER S
A E | E Tro

g) BRIEMNE_EREREAERBY CRBERER )
PR CERESR

h)y WESE _—_BHEEBEBDOE&E

) BREERPAZCEERE NDREZCHEEHENEY W
RCHEREEYMEBBRNEEMAINEE To HE K
MEEMUEES —BERAEFSYEH ECHcYHERNMAE
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2% 5 BB “SIPC"HI“SIPC"Z — B A& » % & B
SIPC Hy # B8 21 & — 5 75 30 B9 o A7 3¢ 40 B8 Sl -
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GERHBEAGEFRABEF (- EEFBEBRREB
E_EAEHBEEBYN HFES ASIPC HES H %
B aa T ok

2) B4 —BARANRSERACEBRSRERNE — &
EERBYIERAGHENAREADNEEY B I
BHEENAE s CECEES EMNBEHRERY

%

p={iil}
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B SO0OCHEBIMIRE -30 pEEZRNEREM (-0.6C /7
EORREM(B00C/HE)HABEEERS 3CHREA
E oA AELE#RAEEE&R /N 1 @B RK KA 48 {E
N EEEEBRKGTESZRBHAMWAUNER R X
HRmyELHEE -

b) HEMEBKHFERIH-ERERFTEEHERS M
A9 X B BR B BT Ot RE -

BEH 21 (OFM(H-ERFZRERCEE R RN K H
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(67)

FEEMK 1200MH 3 NRKEEES 20 fER ()
(H-EEFBENAHGYELCRBEERE - IEHBER X

Bmme rEERER 16 F -

wEH 22 8 29 BHEAGRFRAZ(D-ERFT RN
K
5 A AE Z B F 8 AS3PC 5 &
- FRTE N RH
—~ WREEBEAVWEZEDHERE:

B E(C) 10.0 20.0 30.0

EEBHEE () 3.0 4.1 5.96

— A 220CHM (- BFHBEBYNERE=199% L&

— B LM AE=BFE596% - mE - 30C -
KBEWEEEEBYHN Teomo CHXEB=GEREEY

(BB +BREREAEYW))=596% =& &

BENEGERY 0 | 3.94 7.66 11.1

Tuomo (TC) T,= 30 32.4 34.5 36.3

- BB EERZ KA
FEHRFE TeHiEE T P A40HWMBERZE AN ZLRER
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(68)
WA EEBBEBERNLES  BEARAKRAE 60 ZHEHM
WEBEELEELE ¥ ZILEHAB(FERHAR 0.8 &
BEALBENREGERY )R > HLBEFHRFTZHWET -

N

ERBEFRBHMOBRD &S ERELET -

7= (dTo), g Ty S
d e.e 9
BE Tg, = 33.5CH Tg, = 31.5C -
BE T = 17C -
WAl E B =T= f (1)
mE (C) 33.5 17 17
t (5 #) 0 60 s

i & (C) 31.5 17 .

T (5 &) 0 60 -

£ NEANEY

£ ZEER P 0 U Tel 30 Te2 1w &l & BB i I
T, = 33.5 — 0.275T(Z 1%)
T, = 31.5 — 0.24167T(% 11 %)

BEEWR I1TCZE # -
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/

) - R @

gt
3t

- B A 22 ( EB#FEMR ASIPC FEHEZETR

+
35 cec kb Bl Z Bt &

- B PG H
BEMBEGEBEY = 11%

BRI CEE B E (H)(g) HE (H)(g) 1w Al BB

Fepe

38.38 2.43 0.3 % 14

£ T, 5 TH &b 2 83 = 30 &8 -
BB HEE= 200rpm

- iE R
w0 MEBREBYLE = () 2 M E (%)

1 0.61 (+)90.7
2 0.65 (-)89.4
3 0.68 (+)90.5
4 0.64 (-)90.6
5 0.65 (+)88.8
6 0.72 (-)91.5
7 0.71 (+)92.8
- MEGEBYESNTHEE = 066

— FHRBHE = 90.6%
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/

B 23 ()RR

400 cc Lt Bl Z & th &

EBFHEH ASIPC FEEZETR

cigt
it

- R )R

FYBENESEERBY = 11%
BE B E g &Z (£)(g) g & (+)(g) WAl OB
511 32.42 3.99 B 18
B EE= 200rpm
- AR
iR MmEEBEBEBYCE E (8) X2 E (%)
1 8.41 (+)89.4
2 8.69 (-)90.7
3 8.57 (+)89.8
- WELEBYESNTHEE = 8.55%

— FTHERYEBME= 89.63%

/%

B 24 (2)-EBEFEEAESD ASIPC FHEEZEBEFR

clEt
N

2 7t tE Bl 2 R AT X

B # & HF
R BENREEEY = 11.1%
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BHRHIcEE | BB () () HE (H)(g) WA B B
1874 118.4 14.84 % 1%
- KR
w5k MEBREBYZCEE (2) o 2 R E (%)
1 32.1 (+)89.1
2 32.3 (-)90.3
3 32.5 (+)91.2
4 32.9 (-)89.7
5 33.1 (+)90.3
6 32.7 (-)90.7
7 32.9 (+)90.6
MBEGCEBYELANTHEERE = 32.6%

B L = 90.3%

cigt

B 25 (£)-FE 1

-HESRBEER ASIPC FEHEZEFR
10 7+ tE @l 2 & ¥ &

- R PR
RYBENFEEERBY = 11.7%
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BRI CEE HE (£)(g) H E (+)(g) WA B
6481 408 51.32 % 1k 11358
e EE = 200 rpm> BEISERPHEM Impeller®

A
e
o MEEe RS 2 E BERE WA K
Y2 B E (g) (%)
1 (+)121.9 90.5 103 I
2 (-)121.1 92.2 104 I
3 (+)137.6 91.3 83 11
4 (-)134.7 90.8 8 4 11
5 (+)135.1 90.6 83 11
6 (-)134.5 91.2 82 11
MEGEBYELSNTFHYEER = 130.8%
T BEME = 89.9%

HERAE2-FEAEZEFH ASIPC &

- BB B RS
- WHREEBEVE2FEEZETHERE
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(73)
BE (C) 0 4 % 6 % 8 %
EEBEE (%) TL=39 44 46 48
RN 200 (HEGCEEBYHNES®BRE = 4% - b a =
2.53
— BELRAE=8F 16% - BE : 39.4C -
Thomo Z XN # = (BREAESY

KEBNREGEEBDN
(BB +BREREAEW)=16% =% &

JEB 5 B AS3PC FEE 2-F & E

1T

clgt
3t

- BB 26 (1)-EE

W

ZEH R 10FA LML

- B V)R
BENEEGEBEY =
41°C

10%

& V)| E Ts:
BEBEE Tr: 30T
EHEBEEBREAR LENRKAR 41T FH 30C

BRICEE HE (£)(8) B E (H()

132

1523

8000¢g

W4 E = 200 rpm

- R
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(74)
fm 5t MG EBYCE E (2) B2 (%)
1 269.86 (+)100
2 300 (-)97
3 348.68 (+)100
4 369.2 (-)99.97
5 413.97 (+)100
6 453.2 (-)95.5
7 423.8 (+)98
8 456 (-)99.7
9 494.6 (+)99.3
10 485.4 (-)100
11 517 (+)92
12 487.97 (-)95.9
13 471.24 (+)99.5
- MEAEBYRENTENEE = 4224 %

- THRBME -
PR A RS P9 AS3PC % i

98.2%

WA R R G

- BREBEEVWEFEBETIHNEEE

-78 -




200419175

(75)
BE (C) 10.0 20.0 30.0 40.0
EEBEE (%) 7.4 9.7 13.9 25.7

N 200 (NDNFEGCERBYNEBEMBEE =49% - La=

—  BE LBy AL RE =B O 25.69% o R : 46.5T o

- EHBENEEEEYY Tuiovmo LHXEBE=(HBREEY
(BB +BIEREREMW))=25.7% = & &

BHEMEBRBEREY 0 4% | 6% | 8% |10%

Tuomo (TC) T,.=45 50 52 53 54

clat
B

B 27 (E)-ERDTBHEHR ASIPC FEEFREFR
1 F+ ke B 2 % AT B
- BB KA

BEHNRGEBY = 10%

BEHEBEE Tg: 46.5T

B E Tr: 30C

BEBE @ £ 39.4C % 18CRK 1K 2R
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BE B E B & (+)(g) B E (+)(g)

1450 501.5 55.7
BH¥ERE= 230rpm
- KR

o MEREBEYCE E(2) * 2 E (%)
1 107.1 (+)99.7
2 90.9 (-)78.2
3 137.1 (+)72.7
4 125.5 (-)84.1
5 95.9 | (+)94.0
6 91.6 (-)88.6
7 87.0 (+)85.7
8 92.2 (-)88.1
9 107.0 (+)104.2
10 130.6 (-)120.7
11 159.9 (+)111.0
12 123.3 (-)113.8
13 133.0 (+)130.3
14 143.0 (-)134.7
15 139.2 (+)128.5
16 159.4 (-)127.5
17 114.0 (+)111.5
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18 123.4 (-)120.9
19 180.6 (+)99.3
20 114.2 (-)110.9
21 123.1 (+)120.6
22 118.4 (-)115.0
23 140.1 (+)135.9
24 186.2 (-)118.6
25 157.1 (+)106.8
26 121.2 (-)102.2
27 126.5 (+)122.5
28 106.6 (-)99.0
- MEGERERYUESWNTITHEE = 108%

— FEHYEBEBEME= 87.5%
AT ZEFR SIPC /&
EHEHBVIEE (2R AS3IPC 77 )

BB 28 (f)-HEEFEEES SIPC HEEZET WA
R EL N 2 AL BT E

- B YIE T
EYVEBEMNBELEREY = 11.8%
HIBEASYEBYMAIBRIEE

TD = 40 OC
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(78)
BEcERE |EE ()| BEE(H)(8) WAl BB
1874 118.4 14.84 ¢ 40°C £ 17C 20 &
w = ERERBRE

- MARBZEAE rZ2BHBE(R®L)= 07 &

- mEWEE = 1%

— EEEBE =HEARBZERTESRA

M EE =200 pm- BESEKPHEM Impeller®F

%

% B

Y | MBBEBMCIEE (D) S B 5 (%)
1 30.9 (+)90.4
2 31.5 (-)90.7
3 31.3 (+)91.4
4 31.2 (-)90.9
5 31.6 (+)91.5

- MELRBEYESNTHEE = 31.280%
- FHXEME= 91%

B 29 ()-EEZBEER SIPCEEZLEF W AR

oROBF TR &R 2 FHEE Bl AT E
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- RYVBENHRGEREY 11.14%

BHRcEE BHE () |E=E () WA B
1874 118.4 14.84 |20 53 @ £ 40C £ 177C
- EHEBE = 29T
- mEEE = 1%
- REREREME = HEEARSZIERRTESA
BEEE =200 rpm> BEIPERFHER Impeller®#f
e 52
- R
w5 MEEEBYCE E (8) 2R E (%)
1 25.2 (+)84.5
2 24.9 (-)85.6
3 25.6 (+)84.6
4 25.2 (-)85.3
5 24.9 (+)85.8
- MEBEGEBYRESENTHEERE = 252%

- EHRABHE= 852%

BH 30 % 32 EEFREBMAEREECGEBYIRKEEREL
2 e
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(80)

HhEEREREHEROERS BEBRRHNA -

TH 30 F 31 ()-E BB E® L EELER

wH 30 E_HERBEEFET

33 FA 2 AHE » 0.6 AW K > 349 LAY Na2C03(3.29 B
H) 451 B (-)-E@EEBH(1.64 EE)MEE 10 F B+
AN B DL R E T oo R 330 E A A T B H BB R (3.29
EE)VEF LB - BEDR - NBRKBELE 20 @
AN R A B E

N R EE 6.6 AT H Uk o 17 BD A5 & RO 7E 4E S R
W 3EE L BEE B ELR - EE 6Tk DB -

FEMBREBEE 6 FFKFANBERBE - LBAEEZ
TR 35C B ANLL M B R M S 436.3 W P B (F K =
92.39% ) -

gEH 3 EERFBREEFET
100 2 (-)-E @5 BB (0.36 EE)M 21.6 27+ =2 4
(0.36 EEH)ME 450 EAMWFE - 30 EANWEFTRF BN
(036 EF )L B EEBENARBEAMBHNER - B AET 1S5
S 28CHEINE 35C (M CO2)- Wi 2 /NI MAE

)\:%B%K+7J<(500E/500%ﬂ)¢°

B R K ERBMEBIRERS 94.5 T E -
(EX = 90.1%) -
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(81)

EH 32 A EEEEESRRKEN K%

1.63 F+ LA F#MEKN PR - 0.1 FFHKM 425.1 7 H
RS (1.474 EEH)REBAE 4 AEMERES T - B E A 2
I0OCHEWE WG HEREBE - RBEFE 1 N 45
HEMEASMWEERS 200 % - #HERHE 21 N 30 7
o RABHUER 0OCHER EwH -

KB E 3 BBEHRELBBENBEMNILAES 57.2
W HAMMK —ERXBIE  BHEVEMAEN 1.2 A ZH
E@UMZETNAR I RES 308.6 R AE @& -

B — R KA
WE-_EEME 1.83 AWUREXEEENZETBK
B B BREELABE O EHRARBRELEY  HBARRTE

B

HZ TR IOCCER - BHF 1622 WBBEY -

B R AE &R

1622 1 S0 ZEAMWMUERBHENZERESG HE
B 5% T B L E R R B ®E

K ERASAMELSES > RELE 45T HFEFHEB
WMAEBEZ TR 30CH K - EH 1473 R ZC)-ERBFE

(CRL 40982) -

EXR = 36.6% -

R

e = - 18.6 (£ FEEFH 4.9% % W)
e, = 163C -
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7 H 33 B 34 KRB
CEH 33 REFRBRBES

RERESEESRER - LWHEEA TIRHK:

- BEeREBYWMEZLAARN P33, K P, BER
FRERELB EEmE &N

— a2 = 9.55>b = 9.55:¢ = 13.14 A

— g = 90,000> 8 =290,000- 7y =120,000""

f# F§ B 8 SMART APEX(Brucker)#t & 5f 1% 20C #| &
B ERE

fF F§ Saintplus - Sadabs - Shelxs & £ 8k 8 # ¥ & &
i e

EEHEEBAFIEATEEHENTISEMEE LA
W A

BRELGKPEE=ZR  FIUBX Z = 1-Z%%F7
FROBENTDHEEEHEREE  HUBKKFRSEARARE
Ve (& %)W % crystallographic F @ 2z B = K ¥ fie #
E

- EH 34 (DRM(ND)-ERERFRE TGRS

ME(H)-EEERBE I TREEGEE EERRE(G)XE
myEH AR  HEAETIHREE:

- Z=RHE= P2,
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— a = 5.6938: b = 26.5024>c = 9.3346
— p = 105.970°
B B 8 SMART APEX(Brucker)f 8 5t A 20C 8 &

e E -

[ B =X & B 3R]

| BETRMAE A-SHEGEBY R-EHEEBY S
WEBRE > HYREERMKIEENGEETE XK F T
WA (EEBHR) LEHCETERE To Rk TrZ
CEHEAMERLFENHACAE TeW=TCEXBEFE -

DB HERE Tok ThZFHRENFIFE L RE
DERESEEYE RYNE  HEBEXRTHMEEHER
MY RCBRYVEEWIER  HBEULHEELHEREG& RS
/I

3 BEE 2 PEREEEYE RY REEB8EHRK
BRREYHNERSBNEIER ENMEARE  HEETHEBKY
XeWESYRTHENB AR ZERBOBEER) - HR
T<T, BBRABERKIUBEA

B 4B CERSBZEHNEE T- MWIRE SIPC FEE
R BERBEFPHMARENBERCRETE LR E

&

)o

SEEESREREYE HEa2E8E 49 Z2ER RY M
RS\ EE (R THRRE SIPC fEEAHMHERK E Z
F 2 v W8 E MR
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(84)

6 BEEHRHBERBAEBERFER G E (ASIPC)E T K -
AR B BENREBESTE LR BE CERK) -

B 7S EESREEYE HEEE 6 P ZEHKR RY M
MEEEARBAZVEBERREFER S & (ASIPC)BE N
Br iR 7% SE B FX A RBHEECGER) -

8 BUEREHEBEEBEFER S E(ASIPC)M M E M
% os()<2-a M PHAREYERIRESTE LR
B (FH AR ) e

FFERERZEBEANSBYENERERREABLUE
BN KRR ZHEREH -

CHERANEEREESIENERRERAEBYN A
EEEBYW R 1l WASBKHER X IREHFXCEGEH
£t : Miniflex Rigaku (Elexience) e

10 BETRANHEEREEFENAEARKEEGERED N
ElREGREEYDHE I WA K R X 5 REH L GE
% =+ : Miniflex Rigaku (Elexience) °

11 BRA2HYEREEZTENARREREBY AN
AlEEGEBYE IVHREKER X &R KN CHEGEH
£+ : Siemens AG) -

12 ERDIHERERSIENAREGERBYN
EFREBEEERBY BB _FREBSESUHOFEL K X H
W Bt B¢ ($E 4 5t ¢ Siemens AG) -

13 BETRABYEREREZTENAEARZEREEBY A
ERBELGEBYUCZIEBRBEAYHNFELR X HRKH
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S 5t (4 5t 5t ¢ Siemens AG) -

14 BErAHEREEZESFREMERREEGEREBD R V
B9 B 15 80 K X B AR #E &Y O B (B & 5T : Bruker GADDS) o

15 BRI HERERSIENAEAREGER Y
EHREEGCEBYC ZIBEH S AMER R X HiREH
Y Gt (% 5 5+ © Bruker GADDS)

16 EROIHERERESIENARREGEBY M
EFREBEGCEBYCEERNREABNFEL R X 5 & EHX

A BH N (# 8 5t * Bruker GADDS) -
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B~ FXHERABER

BHT LB EESFEB (modafiniDZ X BHBEEBYH

HEkBEEHAEZE &L

ABBHREN— B ®EEETE (modafinil)Z 3t 2§
BEEBYNERMZFE  HEERERESTIZHEE

) BEEIRNALLHEREBY BBELTEL
B2 09 ¥ Bl oo

i) RAEEBEZTRBZIAGERY

iil) BRMMHEEBSBZCERFRERIEAGEBYNG &
Pl

ABHOL AW -—BHEBEEFENABEREBYL
7 e

M~ RXBEAHZ
R

Process for the preparation of and crystalline forms of optical enantiomers

of modafinil

The invention relates to a process for the preparation of crystalline forms of the
optical enantiomers of modafinil, comprising stages comprising :
i) dissolving one of the optical enantiomers of modafinil in a solvent other
than ethanol,
ii) crystallising the modafinil enantiomer,
iii) recovering the crystalline form of the modafinil enantiomer so
obtained.
The invention also relates to a process for the preparation of the optical

enantiomers of modafinil.
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(1)

B FHEHEH

1. —BEHEEREITE (modafinil) T BHRE E B

MRk HEa8 T REEEK:

B

ok

e

) BEBFEHNALAEZEGEBY L —EFBEITIRL

By B F oo

i) HREESECHREBGERY .
i) BRALBEEBSZIERTIECEBGERYNE &

2. MHFHANBESE | HZHhE HPFERITEW

REBEREBYVRARKEGEERBY -

3. M FHEMNEEBSE | B HhE > EHPFERBSREBW

REBERBYREREREREY -

4. MEBHFHEMNBEERSE 1 £ 3 HPE-HZIHTE  H

FTRRERERRERSSEEY -

5. WHFHEMNGEESE | £ 3 ERPE-EHZAE > H

FREREFRESNERRANDERHE T E

6. WHFHMNBEBEBSE S B hE > HPBE&FARK
HOEBER WHEREMNEEEABECEENVNEEFAET

7. MEFEHMEBES S BHehE EHPEEFERBH

AR DR e W WA -

8. W HFHAMBEE 7 B Hhk - HfwileEiE

fy o

O. MEBEFHEMBLESE 7 Bz Hk HimilEksE
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10, WMHFHEABESE s B2 AHE > HPERE )F
FriE BB EEERE 1-4 Z Bk - ZKZE - W
MSRE ZF X - S# BE/RE-_BERORESY WA
/S RUMABREE I

11, WHEFHEMNBEESE SOBZHE  HPERER OHF
FRMBABRFREERE KB/ KEEYW EBZHKE
fm BRI R AT -

12. WHEFBEFEEBE SBZH-E > EPEREER DHF
FIERAMEEBEERNE E-RE - Z2HBZEXDURXE
MHWolE  MEEBSZIERZERBR I II

BEZ A% HPEREER HF
FIERMNBARSERNE WHhESCZAEYBRER I

14, WHEFHMNMGBGEE SHZHE  EPEBKE HF
FrEAMWBERERNE NhEESIZEHEYESE I

15, M FHFBEESE S B2HE > EFEBE HF
FrEAMBEEAREBENE®%R® &K FEZER - > WK

B2 REYERRE IV

=)

13. WA FEHENEERSE 872

16. %

jum |

HEHEMEBES 1 E3EPE-—BRHZHTE  H
FREERERBEGY -

17. MEBHFHEFMEES s HZ2HE > HPEREK HF
FiEAMABAERBRE _FE NHESCHEBEASYRERM
B _HEBEHED -

18, —EBRAE I TEBIEMNAEARIARERE
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(3)
BYZZREEY HRFBEHELE -—BEERTIEE M
BBy RO X B ORR OB BT L FE - 8.54 - 7.57 -~ 7.44

4.56 ~ 3.78 ~ 3.71(A) -

19, B FHEFNGEE 18 B EHEY  HEME
HESA " BEER T SEMENBREKRZ X HREH
S B¢ ¢ 11.33 -~ 8.54 ~ 7.57 ~ 7.44 -~ 5.67 ~ 5.33 ~ 4.83 -
4.59 ~ 4.56 ~ 4.45 ~ 4.05; 3.88 - 3.78 ~ 3.71 -~ 3.34 -
2.83 ~ 2.53(A) -

200 —EBRA I CEBFRVWARNERRE G £
YRy HBERBREHELE -—EBEBER TV E&EM
BB OO OB X B R OB & Ot o 12.28 - 8.54 -
5.01,4.10~ 3.97 3.20(A) -

21 MHEHEHEMNEERBSE 20 BzZ H0Y  HEHE
HEALA - EBEEa2RTISEMENREBZ X 5 &5
¢ g : 13.40 - 12.28 ~ 8.54 ~ 7.32 ~ 6.17 ~ 5.11 ~ 5.01 -
4.65 ~ 4.60 - 4.48 ~ 4.44 -~ 4.27 -~ 4.19 -~ 4.10 - 4.02 -
3.97~ 3.83~ 3.66 3.54~ 3.42~ 3.20~ 2.91~ 2.58(A) -

22, —EHBRBA IVIIERIENARINERRKE R
U cEZmEY  HKHREBAEHEELE -BEER T &EME
BEORY O g2 X B ORBEA B 12.38 8.58 - 7.34 -
5.00 4.09(A) -

23. 40 H mAEY - HEF&E

FEHAMNBESE 22 BHZ%
HEA-"BEEERTI S EMEENBRERZ X 5 KKEH

il

St o: 13.88 - 12.38 - 10.27; 8.58~ 7.34~ 6.16 5.660 ~
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5.120 ~ 5.00 ~ 4.64 - 4.48 ~ 4.26 ~ 4.18 ~ 4.09 -~ 3.82 -

3.66~ 3.53 >~ 3.42-3.28- 3.20(A)-

24, —BEERBIENERIERBFEGEEDZ S R
%’E%%Eﬁ@t«t-@@é‘ﬁ@‘!‘ﬂ%ﬁFa‘iEEE’ﬂﬁB:’ZﬂI Z
X B MRS L E  9.63 523503 4.74 4.66 4.22 -
4.10~ 3.77(A) »

25— RBRERBIENAEARNEEESEEEBY B E
“HEBBEY HERFHMEHEHELE -—BEENRTI EE M
BRORY RO g X OB AR B H 0L EE - 12.31 -~ 9.69 - 9.09 -
8.54 ~ 7.27 ~ 6.21 » 5.45 - 5.10 ~ 5.00  4.83 ~ 4.63 -
4.46 ~ 4.22 -~ 4.13 - 4.09 ~ 3.78 ~ 3.62 ~ 3.53 « 3.42 -
3.32~3.24~ 3.21+ 3.10 (A) -

260 " ERBERBRIENHEGREBY L —WWE B &
BHEARESE — EFAEFTACEBERGEBYNSE - B &
mA L HTE  BRAEBEBETIEEK:

) BRERBRIENHEGEBYWNE — B LB ER
£ EE BB R A

i) BRI/ BE_EHSH B -

27. WMHEFHEANGEBEBSE 26 By & HbFmERZ
REBEEBYURGC)-EEFTE -

28, M HFHEMNBESE 27 BxHE  Hb®E— @&
ge A0 RSB T .

20, WHEFHANEESE 28 He Hik > EhaEBE i)
TAHERNBERZIE HEREBZBEDRBEEY -

-93-



200419175

()

30.
LLBEBERAEY

R ERZ X BHBRBEHELHE 1617 14.14

10.66 ~ 9.79 ~ 9.29 ~ 8.54 ~ 8.15 ~ 7.80 ~ 7.

5.83 ~ 5.62 ~ 5.41 ~ 5.10 ~ 4.90 -~ 4.66 -~ 4.

4.33 -~ 4.20 ~ 4.02 ~ 3.92 ~ 3.835 -~ 3.72 -~ 3.

3.45~ 3.33~3.24~3.19~3.09~ 3.03-

31.

& HEETIMEE:

09 -~

58 »

60 -~

—EBCOERIERMN-ERFTENRGEEDY
EFBERELE - BEESRTI&EHE

12.32 »

6.31 »

4.46 -

3.57

—EREESIEREBAEZEEREERDTIREBZCZ A

) THE(I)-ERTERC__BEXEFEREBYNE

WEL—BHRBEBEY

i) REERBC _EBEHRBEBYZ — >
FAEMTEFRBRERKEZ®B

B W B EY

& T 15 EE B b B OER BR

v) B ERE VRIS ZIEY -
WHEmEMNBERE 31 HZ HE
B&E H KRR E -

o EE OH ORI #EE
I EE R & R B’ FE -

a0
HebhEMER HDFFERANBEREE = 2 K
e~ Z 2 B F R

0 EROE Tl # B 5B

1i1)

iv)

32.

33.

32 HZ B

34.

DBU -

35. 31 B2 H &

-94 -
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(6)

AN GE S - EEBRIE KRR BRERFE -
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