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Studies on chiral inversion and phammacokinetics
of hevo— ormidazole in hunan
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(SchoolofPhamaceutical Sciences Central South Un wersity Changsha 410013 Cha)

Abstract Objective To siudy the chiral nversion and phamacok netics of lacvo— omdazmle n human M eth-
ods 24 Chinese volunteersw ere adm inistrated w ith an oral dose of 500 m g laevo— omilazle Then 3 mL blood was
samp led after 72 h 1o detect the plasna concentratbns of laevo— omidazle and dextro— omidazole on a chiral
HPLC column. The pham acokinetic parameters were measured by DAS ver 2 0 software Results Dextro —

omidazle was not found n all 24 plasna samples fran different volunteers The pham acokinetic paran eters of lae-
vo— omilamlewere as follow ng Coo= (28 8638 77)mg* L™\, AUG,_ , = (453 9 £184 4)mg* he L, T,
= (05720 36)h V,/F= (3L 715 4)L, CL/F= (2 4230 69)L h ', tine= (14 722 1)h MRT =

(17.6 X1 8) h Conclusbrr The chiral nversion fran laevo— omidazole to dextro— omilazole does not occur So
we can nvestigate the pham acokinetics of laevo— om dazolew ihout consideratbn of its racem ization
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Fig 1 Chan ical stucture of omidazolk

Tel (0731)82650446 E-mail chengzenengesf@ yahoq. can. cn



— 848 —

Chin J Pham Anal2011, 31(5)

[2]

1
LC - 2010A — HT ;
( : 99 &)
( : 99 %% ) (250 mge*
1 ’
( Tedia ),
( ),
( ), (
)
2
21 DaicelChiral OB- H (5 Pm,
4 6mm X% 250 mm, Daicel )
: - - (90:2: 8),
Q5mL* min |, 316 nm, 30 C,
20 HL
22
10mg 100 mL ,
, 100 mg*
L—l
., 40T ,
40mge L
0 1~40mg* L'
23 24
, 18~ 24 19~ 25 ,
, 2
( 10 h), & 00
2 500 mg)
24 h 3ml,
) , -207TC
2 4 L 0 ml, 10
mL s 2 ml,
3m 5min(3500 r* min '),

0,45 Pm \ 20

HL
25 6 ,
6
, 24 h
, 24 ,
) 2 2-
A~E
, 28 2mn
3. Imn
26 24
500 mg 24 h
, ‘24 ,
2-F 24
27 12
, ) 6
500 mg I5mn 30mn 1h L 5h

2h25h3h4h6h 10h 14h 24h 36 h 48 h
72 h 4 mL

, 30min (2500 r* min~ ') ,
-20°C “2 4
1/¢
, 500mg )
- 3 DAS ver2 0
ALC R,

Daicel Chral OB- H

2

, - - (902 8)



Chin J Pham Anal2011, 31(5) — 849 —

1 211
" I L
T T T
0 10 20 30 40 0 10 20 30 40
A B
‘J\LW 1
(I) ‘ ll() ‘ Zb I 3]0 Y 4I0 6 I 1!0 K 2I0 K SIO I 4I0
[ D
2 1 1
T 3
o 10 20 30 40 0 10 20 30 40 t/min
E F
2
Fig2 Typical chramabograns br chiral separation of omidazol racemate
A. ( reference standard of hevo— omidamle) B. ( reference standad of omidazke racamate) C.
(blhnk hunan phsna) D (' blank hum an phsna spked wih hevo— omiazole standard) E.
(blank hunan plasma spked w ith racen ic omidazok standard) F 24 h ( plasma
sanplk fran a volunteer after drug adm nistration for24 h)
1 ( laevo— omidazok) 2 ( dextro— omid azok)
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10
5 ( paran eters) M ean £SD
Tow'h 0. 64 10 82
0 e T T T - 1
0 20 40 60 80 t/h C, . /mg L' 16. 95 *6 21
3 12 50 mg - AUC,_, /mge b L7} 214. 9 68 5
(V, IF) /L 27. 018 4
Fig 3 Phsna concentration— tine curve of hevo— omidazole aftera sin-
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