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Study on Pharmacokinetics of Itraconazole in Healthy Volunteers
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Abstract Objective To study the pharmacokinetics of itraconazole capsules after a single oral dose in
healthy volunteers. Methods Ten healthy male volunteers and ten healthy female volunteers were involved in the
study. Each subject received a single dose of 200 mg itraconazole capsules. The plasma concentration was deter—
mined by HPLC. The pharmacokinetic parameters were calculated by DAS 2.0 software and statistically analyzed
max Was (0.18 £0.05)
wg/ml ¢, was (3.81+0.35) h ¢,,was (16.82+1.92) h AUC,,, was (2.63 £2.41) ug*h/ml AUC,_,
was (3.16 £2.19) ug*h/ml and Ke was (0. 14 £0.05) h. Conclusion The plasma concentration-time curve of

by SPSS 10. 0 software. Results The main pharmacokinetic parameters were as follows: C

itraconazole conformed to one-compartment model. The main pharmacokinetic parameters of C .. ¢ ,,, and Ke were

X

not significantly different between male and female volunteers.
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(58.4 +3.3) ke (159.8 +3.5) cm.

2 o
210
2.2
200 mg 200 ml
2 h 74 h
2.3 (0 h)
0.5.1.2.3.4.5.6.8.12.24.48.72 h
5 ml 3500 r/min (
15 c¢m) 10 min -70C
2.4
2.4.1 : Kromasil C;; (250 mm X
4.6 mm 5 wm); : - -
(10:55:35 V:V:V); :1. 0 ml/min;
1263 nm; :30C; 120 ple
2.4.2 (1)
1.0 mg 500 ml -
(70:30 V:V) 2 wg/ml 4°C
o (2)
10.0 mg 100 ml
100. 0 pg/ml o
0.25.0.5.1.0.1.5.2.0.2.5.5.0.
20.0 ml 100 ml 0.25.

0.5.1.0.1.5.2.0.2.5.5.0.20.0 pg/ml

2.4.3 500 pl
10 ml 1 mol/L
100 wl 100 wl 30 s
- (70:30 V:V)3 ml
8 min 10 min ( 4000 r/min
15 cm) 40C

- (70:30 V:V) 150 pl

3 min( 1.0 x 10* r/min 15 cm)
20 wl
2.5 SPSS 10.0 13
13 DAS 2.0
AlIC
AUC, ;5 2 O P <0.05
2.6 2.4.1
1o
8.3 min 9.5 min
1.5,
A ; B + +
C + 1 2
1 HPLC
2.7
2.4.2(2) 100 pl
2.4.3 0.05
0.10.2 0.30.40.51.0 4.0 pg/ml
3
(R) (C)
R=0.8929 C -0.0105 r =0.9992
0.05~4.0 pg/ml.
0.05 pg/mlo
2.8
500 nl 9 3 0.25.
2.5.20.0 pg/ml 100 pl
0. 05.0. 50
4.00 pg/ml N
2.4.3
5
5 54d
1o
2.9 2.8 NN
3 (0.05.0.50 4.00 pg/ml)
3 24 h; -70C
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1 (x+£sn=23) 3 200 mg
RSD( %) RSD (x+sn =20)
( pg/ml) (%) (%)
0.05 4.31 4.07 94.1+3.3 4.6
217 (h) 16.82£1.92  16.69+1.82  16.95 +2.02
0.50 3.77 3.25 89.3+1.9 4.8
C .. ( pg/ml 18 £0. 16 +0. .20 0.
4.00 2.75 2.84 105.6 +3.7 3.7 wos (pg/ml) - 0.18£0.05  0.16£0.06  0.20+0.04
¢ ax () 3.81£0.35  3.93+0.33  3.68 +0.37
3 5 -70%¢ 17.d Ka ( /h) 1.80+0.10  1.62+0.09  1.98 £0.11°
0 2.4.3 RSD
Ke ( /h 0.14+0.05  0.16+0.03  0.11 £0.07
10% 2 . e (/h)
. VA/F (L/kg)  15.67+3.03 14.84+2.81  16.49%3.25
2 (x+sn=3) CL/F pg/(kgd) 12501 +37.65 18943043  IR§+%.8
24h 3 30d AUCy - (pg h/ml) 263 +2.41 2.59+2.78 2.67 +2.03
. X xS RSD X *s RSD X *s RSD
(pug/ml) (pe/ml) (%)  (pg/m) (%) (pe/ml) (%) AUC,_,, (pgh+/ml)  3.16+2.19 3.01£2.28 3.30£2.09
0.050 0.039=0.004 4.41 0.0513+0.047 3.73 0.050=0.02 4.13 .
P <0.01.
0.50 0.584=0.025 3.91 0.4916+0.03 4.35 0.5357+0.030 2.68
(66:34 V:V)
4000 3.8530=0.168 437 3.9164+0.072 3.88 4.0158+0.039 0.97
2.10 - 20 ° B B
10: : :V:
200 mg (10:55:35 V: V: V)
- 2,
3.3
0.20
= s -
=015 4w
;f).\!l . '
£ f -
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= . L ] N N o
[E 20 40 - B0 = 80
t(h) 3.4 20
2 200 mg 200 mg DAS2.0
- (x+sn =20) AlIC
1 2
2.11 ( 1€7) .
200 mg Ka ( P <0.01)
3 ° C max 200 mg X
t,, Ke (P >0.05 Ka °
( P <0.01),
3
3
3.1 2
1
HPLC
J. 2009 14(9) : 1074-1080
2
] 2006 17(1) : 4243
0.05 pg/ml 3 ) J. 2005 16
(15):1188
:2011-0246; :201106-10
3.2 ( ( ))
(1000 ml <1 ml 750 pl )



