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Introduction. Lifitegrast is a T-cell integrin antagonist developed for dry eye disease.
Aims. This phase I study assessed the safety, tolerability, and pharmacokinetics of a Lifitegrast ophthalmic solution versus Xiidra® after a single dose in healthy volunteers.
Methods. In this single-center, randomized, double-blind, crossover study, 24 subjects received one drop of either the test (Lifitegrast) or reference (Xiidra®) formulation. Safety and tolerability were evaluated through assessments and questionnaires. Pharmacokinetic blood and tear samples were analyzed by LC-MS/MS.
Results. Both formulations were rapidly absorbed (median Tmax: 0.167 h in plasma, 0.250 h in tears). No significant differences were found in main PK parameters (Cmax, AUC0–t, AUC0–∞). All TEAEs related to the study drug were mild, demonstrating good safety; the most frequent ocular TEAE was post-instillation discomfort, while the most common non-ocular TEAE was taste disorder. The comfort scale results showed no significant difference in tolerability between Lifitegrast ophthalmic solution and Xiidra®.
Discussion. Lifitegrast demonstrated similar safety, tolerability, and systemic/local exposure to Xiidra®, supporting its favourable profile.
