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Introduction

S-CP201 is an alkyllysophospholipid (ALP) with activity across multiple 
cancer pathways. It activates the FAS receptor, inducing apoptosis, 
and inhibits the AKT pathway, which is linked to tumor development. 
The pharmacokinetic (PK) package provides comparative assessments 
of the bioavailability of CP201 racemate (edelfosine), its R- and S-
enantiomers (R-CP201 and S-CP201), and dose-proportional 
pharmacokinetic evaluations at various p.o. doses, as well as 
comparisons with the i.v. route in both rodents and non-rodents.

PK Comparison of CP201 in Adult Mice and Rats3

Adult mice received oral (p.o.) treatment, while adult rats were 
treated both orally (p.o.) and intravenously (i.v.). 

No animals exhibited side effects, abnormal behavior, or mortality 
following treatment. Compared to the racemate, S-CP201 
demonstrated consistently higher bioavailability, as indicated by 
increased AUC and t1/2, whereas R-CP201 exhibited lower 
bioavailability.

Systemic exposure, measured by Cmax and AUC, was consistently 
lower for R-CP201 than for S-CP201.

Both CL/F and CL of R-CP201 were higher than those of S-CP201 
under all tested conditions. No in vivo enantio-conversion was 
observed. 

Mice study:

Plasma Concentration of S-CP201 – Single Dose i.v. Vs p.o.1

Composite Plasma Concentration-Time Profile of S-CP201 After i.v. 
and p.o. Administration in Mice.

Mean plasma concentrations-time 
profiles

Rats study - i.v. groups:

CL was highest for R-CP201 followed by the racemate and S-CP201 
respectively. Systemic exposure, expressed as Cmax and AUC, was 
lower for the R-CP201 than for S-CP201. F, based on AUC∞, was 
highest for the CP201 racemate (edelfosine), followed by S-CP201 
and R-CP201.

Mean plasma concentrations-time 
profiles

Conclusion
In alignment with regulatory guidelines and after obtaining feedback 
from regulatory agencies, these results confirm PK and PD 
advantages and acceptable tolerability of S-CP201 and support 
further development of this enantiomer of edelfosine as an 
anticancer agent.

The oral absorption was 
slower, with a peak after 16 
hours. The distribution and 
elimination phases were 
comparable. Repeated daily 
oral dosing may lead to 
drug accumulation. The 
absolute bioavailability was 
46% in mice.
A comparative assessment of the bioavailability of CP2012

Mice received CP201 (edelfosine), 
R-CP201 and S-CP201) p.o or i.v. at 
different doses. Plasma concentra-
tion-time profiles were comparable 
between dosing groups, with 
increased mean concentrations at 
72 and 144 hrs. F% was similar for 
the racemate and S-CP201 but 
lower for R-CP201. A two-fold dose 
increase led to a proportional rise 
in systemic exposure.
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