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Introduction

Paliperidone (PAL) Is a new antipsychotic molecule used In the : . : ,
. . Pre-compression studies In-vitro release studies
treatment of schizophrenia marketed under the trade name of

Invega® marketed by Janssen pharmaceutical company that PWRPPIES Pr———

shows less extrapyramidal side effects due to slow release of Formula | repose (8) | Index Ratio "

PAL. Major drawbacks of antipsychotics are sedation, weight e [ senzom | mmsom [imon "

gain and extrapyramidal side effects. This side effect profile is fomdel 4L | j

mainly affected by drug release pattern from the dosage form. oo T soisoss T mmaoon Tiezon -

Moreover, many of the marketed products are Immediate F4(40% PAL) | 41.39£127 | 210840993 |1270.101

release products with high side effect profile. This work aims at POV | AR | AR PR 0

sustaining the release of PAL by a new technique in which the D T O DT T T TR et a-romn e et e
drug was mixed with a non-volatile VehiCle, carrier and Coating Figure. Percentage paliperidone released from different liquisolid
materials to change drug solution into powder admixtures that T R T e iy Pt

were compressed into tablets.
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Figure: Paliperidone Chemical Structure —— — In-vivo evaluation
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Dosage form was prepared by mixing Paliperidone with vehicle to dissolve Formula with 20% PAL showed S } Y + %
acceptable results in respect to i I 1‘ - I T NS £\
_ _ _ flowbility parameters and quality "y 10 2 tmety ® o T
the drug then calculated amounts of carrier and coating materials were added controltestng = | | 0 . o e e

Figure. Paliperidone concentration in plasma of three rabbit

to the drug solution to convert it to non-adherent free flowing powder that is groups; (Group A) recelving PAL control formula, (Group B)

receiving F3 and (Group C) receiving Invega®

compressed into tablets.
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Characterization of Paliperidone sustained release formulation DSC and FT-IR ooy | 7B066%1504 | 3ei6r178 |
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A- Pre-compression studies Formula with 20% PAL showed hfmy) | 128755+ 143 10372 +5.24
COﬂVEf‘SiOﬂ Of PAL from crystalllne to Table. Mean pharmacokinetic parameters of; (Group A) receiving
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and other ingredients (FT-IR findings)
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Selected PAL formula achieved a
significantly longer duration of

Powdered sample of sustained PAL formulation were tested for its flowability

: : _ _ action compared to the control
through measuring its angle of repose, % Carr’s index and Hausner ratio. PAL formula

B- Post-compression studies

1. DSC & FT-IR

Samples of PAL sustained release formula were tested for transformation of CO NC I USIONS

PAL nature through DSC testing and also tested for ingredients compatibility Formulation of Paliperidone with Liquisolid technique
by performing FT-IR spectroscopy. successfully achieved acceptable pre-compression
2. In-vitro release study results In the form of acceptable flowablility
In-vitro release studies were carried out using a USP dissolution apparatus parameters. Al SO, after compression, the produced
type Il ( Paddle type) at body temperature in acidic medium to test release of tablets showed acceptable quality control results

PAL trom the formulation. together with sustained release profile for Paliperidone

3. In-vivo evaluation of PAL formulat e .
oVID EVATHATION OF AT TOTTHIATon and no compatibility issues were observed. In-vivo

Pharmacokinetic parameters were measured upon administration of . .
P P tests yielded acceptable comparison between selected

formulated PAL dosage form, such as Tmax, Cmax and AUC. |
PAL formula and the selected comparator product.
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