BB/ EA AN EMFIRERR

WAk Y, AR, XNAR !, FERE L ST Uaesm raorse, b 200237, 2R, Wk 8
Ik 437400)

WHE. B BB SE(BS)A AR, BFA A AEER ) SE(BLY K RIS 24t Ae 7 18 45 25 5 09 25 3 SR 4 AR Ae AR s A M A
A, BAE KABS5 ABBATR AR BL, A, SRS FRAIEEN, LS50 EEEN T o b B
AR JE, 5RO MMEEHJE, BL A2 BS ek Nid B F S 4R, A BS ALK, BL Bﬁ‘ﬁ%\’z’% oy A8 3¢ A M A R JE A

224.32%; TiAMLAE IR 27.66%. FEIE AR PLGY A5 B BR ) BE R A T ROk, Mg — T ARR.
KB AARB B M, ARt ARA R E
PESES: RI45.1 XHEKARERD: A XEHS: 1007-7693(2011)12-1117-05

Relative Bioavailability of Berberine Laurate Following Intestinal Administration
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ABSTRACT: OBJECTIVE To investigate the pharmacokinetic characteristics and relative bioavailability of berberine laurate
(BL) following intraperitoneal injection and intestinal administration using berberine sulfate (BS) as a reference. METHODS
BL was synthesized by the reaction between BS and potassium laurate. MS and 'H-NMR were used to confirm the structure. The
plasma concentrations in rats were measured by HPLC. RESULTS  After intraperitoneal injection, the pharmacokinetics of BL
and BS in rats were best described by a two-compartment model. After intestinal administration, the relative bioavailability of BL
vs BS was 224.32%. Compared with intraperitoneal injection, the relative bioavailability of BL following intestinal
administration was 27.66%. CONCLUSION The oral bioavailability of berberine can be increased by improving its
lipophilicity. Fatty acid salts of berberine might be potential candidates for further research.
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Tab 1 Pharmacokinetic parameters of BL and BS following
intraperitoneal injection (55.2 pmolkg™) and intestinal
administration (221.0 pmol-kg™) (n=6, X £s)

i B g s i ¢ 2
BS BL BS BL
Tinax/h ™" 0.08" 0.08" 1.5£0.5  5.6£1.0
Cpax/nmol-mL™ 3.940.5  2.7+0.3  0.25+0.12 0.61£0.16
AUCo/nmol'hmL™  7.741.5  4.2+0.8 1.5£0.5  3.3%0.5
ah™! 9.5£25  10.7+1.2
A 0.17+0.04 0.16+0.03
Ky 2.6+0.9 1.340.4
Kyo/h™ 0.63£0.18  1.28+0.20
Kip/h™! 6.4+1.0 8.242.9

TE: DA I T N BT AT B2 AR Bh 0 1 R W 17457008 b, MUK ATELSD
Note: "Since the T, max values of all rats following intraperitoneal injection
were 0.08 h, SD were not calculated
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