CHAPTER I

INTRODUCTION

Ceftriaxone is a third-generation ce sporin with activity ~againsta variety of
aerobic and anaerobic gram-positiv’ ive pathogens. Clinical studies have
demonstrated its efficacy and s ' 1985). The drug is remarkably
resistant to various types
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activity, might prove to be o mféctions caused by organisms resistant to other

cephalosporins  (Stoecke . . \Since cefiriax “1snot appreciably absorbed
from the GI tract and m ' wo cormulars in ceftriaxone

injections.  One of thesgd sion and the other s for

intramuscular injection (Mc
Ceftriaxone has a long s _ The drug is also 95% bound to
serum protein (Findlay et al., 1982) EE: fe of ceftriaxone for 1 8. intravenous

mnistered in lower dose and at
al., 1982).

other third-generation cep 0Sp

longer intervals than curreri V available ceposporins (Maslo“; -
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g. doses were administered IV and IM in €rossover studyesPharmacokinetiéparameters : area
under the S Yondegppi i g . Yt of adon 0, cibintion e
life (t12) were compared (AUC = 830+284.0 and 903.5+588.9 pg.hr./ml ; Vd=0.2+0.03 and
0.19+0.15 Lkg. ; t1,=5.440.8 and 5.8+1.2 hr. for IV and IM, respectively) (Meyers et al.,
1983). Most physicians assume that the IM route is reliable as the IV and that it results in
equally complete bioavailability of the injected drug (Greenblatt and Koch-Weser, 1976).

Ceftriaxone intramuscular injections are available in Thailand through a variety of
trade names from different manufacturers. However, the cost per unit of the products imported
is 2-3 times higher than the locally manufactured brands. Most of the bioavailability




studies in healthy volunteers and/or patients have been carried out and reported in Europeans
and Americans. In Thailand where ceftriaxone is also widely prescribed, the difference in race
and biological behavior may contribute to the bioavailability difference of the drug, so that the

bioequivalence of these ceftriaxone intramuscular injections should be evaluated.

Objectives

1. To compare ar injections commercially
available in Thailand.

2. To investigate th netics Of a sir s of ceftriaxone intramuscular

amuscular injections according

1. This study m.lgrovxde the information about the ﬂavallablhty of ceftriaxone
intramuscular inj ﬁ m ﬂﬂvﬂ%’ to the innovator's
product which woéu vé'locally made product
with lower price. E]

“This study will prov1de the phannacokmetlcs of ceftriaxone intramuscular

injections in Thai male healthy volunteers which would be useful in clinical application
including appropriate dosage regimens, dosage interval for the most effective administration.
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