Ml X 2R (OE F M)
J Sichuan Univ (Med Sci Edi)

2012; 43(6) :873 — 876
EHIRBEESMARERNGRNNEHRE"
HER' BB K A RLN, KRR

LB KRB 250K TARBEIT o0 FIZE WAL 15 50 7 2 1 B S (K 400016) 5
2. 55 = T B R B B I B A ADRL ST M AbRE (TR 400042)

UEZEY B O iE 2 & WA R RUA NS 120 ME . T35k (R SD HEPE R 12 .5 0%
2 2 SR JHOBUJ S0 58 SUBE LS 96 43 30 W 5 7 S 0 b AR e i 2 € R AR O ST MU 1.5 g/ ke L 5 0 kU5t
FHEG G Je e 1.5 mg/keg) » T AN [7) B Ii] s HR R i ok DA JBL SR FH 155 280 A €20 335 o D 5 o i a0 2590 52 . SR )
DAS 2. 1. 1 2§ g %R P XA RSB AT 0. B8R SR v g 52 & W 0 25 AR 3l 00 5 2 00 3R W [ (T )
2 hoWEWREE (Co) 22,79 pg/mL, Z50F 28 F I AL CAUC, ) 7128. 21 pg + min/mL. ifif 3% 7 b ¥ JFURHZ5 8 T 2
hy Ciux 6.00 pg/ml, AUC,.. 1772.36 pug + min/mL, 557 v 9 Ji 52 6 W0 MU A 900 ) 2 ot SR 265 19 410. 9894,
B TR B IR AL R AR S 4R R L O R A W A

(R ek #IRE &YW 251U

Pharmacokinetics of Mestinon-phospholipid Complex in Rats HU Ni-ni', TAN Qun-you®, ZHANG Li', YIN

Hua-feng', ZHANG Jing-qing'®. 1. Medicine Engineering Research Center in University, Chongqing Key
Laboratory of Biochemical & Molecular Pharmacology, Chongqing Medical University, Chongging 400016,
China; 2. Department of Thoracic Surgery, Institute of Surgery Research, Daping Hospital , Third Military
Medical University, Chongqing 400042, China
/\ Corresponding author, E-mail: zjqrae01@163. com

[Abstract] Objective To determine the pharmacokinetics characteristics of mestinon-phospholipid complex
(PBPLC) in rats. Methods This study adopted a single-dose, randomized, open-label, two-period crossover trial
design. Twelve healthy rats were randomly divided into two groups. One group was orally administered with
mestinon-phospholipid complex, and the other group was orally administered with reference mestinon solution (1.5
mg/kg of mestinon). The plasma concentrations of the drugs in ophthalmic vein bloods were determined using
HPLC. The pharmacokinetic parameters were calculated with the aid of DAS2. 1. 1 software. Results
Pharmacokinetic parameters of mestinon-phospholipid complex were Ty 2 hs Coux 22. 79 pg * min/mL and AUC,...

Taax 2 hy Cuux 6. 00 pg/mL and
AUC, .. 1772. 36 pg *» min/mL. The relative bicavailability of mestinon-phospholipid complex was 410. 98 % of free

7128.21 pg + min/mL, which were different from those of free mestinon

mestinon. Conclusion The oral bioavailability of mestinon increases remarkably when administered as mestinon-

phospholipid complex.
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Table 1 Recovery of mestinon

Added Determined

amount amount RCCQVry RSD
(pg/mL) (pg/mlL) (%xts) 0
0. 246 0.217
0.248 0.223
0.252 0.228 89.9641.06 1.18
0.256 0.233
0. 254 0.229
12. 44 12.08
12.48 12.12
12.52 12.23 97.42+0. 30 0. 30
12.55 12. 26
12.53 12.22
99.72 97.24
99. 36 96.52
1 ZEhEGIEE 2 mME#SAREEER 99.57 96. 58 97.24+0.19 0. 20
Fig 1 Chromatogram of blank plasma Fig 2 Chromatogram 100. 76 97.96
100. 32 97.62

of plasma sample (1. Mestinon; 2: Neostigmine bromid)
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Table 2 Within-day and inter-day precision of the test

Within-day precision Inter-day precision

T4l . W% 7 1 0 J T PB I 259 19052 Mestinon ——  RsD =T, RsD

212 FARSSERE JOBRKEENRS e

[H 7 # K : A=0. 025C—0. 0066, 7=0. 9991, n= 12.5  12.27840.027 0.22  12.220+£0.768  6.28

3.ERTEIERI N 0. 25~100 pg/mL, Z55R KM, K 100 97.48040.046  0.05 97.50%£1.133  1.16

by Ve I 24 ¥ BEAE 0. 25~100 pg/mL 3 I Y . 0 1 A #3 BEEIRER

IWSWEERIFHEME TR, Table 3 Stability of the test
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0.25 0.23140.011 4.76 0.23%0.75  3.28

97.24 %£0.19 %, 12.5 12.3740.680 3.03 12.29+0.32  2.57

2.1.4 HFEFEH WFE2 IR ZTELLELY U 100 98.56+1.164 1.18 97.50+1.33 1.36
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Table 4 The pharmacokinetic parameters of PBPLC and free PB

PB PBPLC
Conax (pg/mL) 6. 00 22.79
T nax (min) 120. 00 120. 00
AUCq (g » min/mL) 1619. 7 6315. 55
AUC, - (g * min/mL) 1734. 45 7128. 21
MRT,. (min) 220. 80 233. 85
MRT, . (min) 259. 36 328.03

MRT . Mean residence time
3 itig
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