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Statement of the Problem: Aminosalicylates are a class of medications often used to treat ulcerative colitis and Crohn's
Disease. The class includes among others, Mesalazine [5-aminosalicylic acid (5-ASA), an anti-inflammatory drug that is also
used to treat a plethora of other gastrointestinal disorders. Mesalazine has is a biological half-life of 5 hours and an oral
bioavailability 20-30%. Aiming at exploring the in vitro modified release profile of Mesalazine from solid hydrophilic matrices
using Design of Experiments (DoE), we report herein our preliminary results on its dissolution characteristics in gastric and
intestinal-like fluids. The development of modified release dosage forms of Mesalazine is important because of its hydrophilic
character (ClogP=1.0562). The hydrophilicity of 5-ASA peaks in the gastric HCl medium, due to the facile protonation of the
5-amino group.

Methodology & Theoretical Orientation: Dry coated tablets were prepared using HPMC K15M, microcrystalline cellulose
and Xanthan Gum (used also for coating), according to the formulations proposed by DoE and more specifically D-optimal
mixture design. A USP apparatus II was used for the dissolution experiments, which were carried out in three aqueous media:
A: pH 1.2, 2 h, B: pH 7.4, 3h and C: pH 6.0, 7 h, using Pectinex Ultra SPL in order to simulate the conditions in the large
intestine. Samples were analysed using a UV spectrophotometer.

Conclusion & Significance: The current study confirms the usefulness of DoE in optimizing mesalazine€’s tablets' composition,
allowing for its release in a controlled way across the entire pH region. This information will be very useful in future in vivo

studies. .
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Figure 1: Chemical structure of Mesalazine [5-aminosalicylic acid (5-ASA)]
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