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Abstract: Objective To preliminarily compare the bioequivalence of two types of Rasagiline Mesylate Tablets in Chinese healthy
volunteers,and to investigate the effect of tyramine — uncontrolled diet on blood pressure in Chinese healthy volunteers. Methods A
randomized, open — label, two formulations, single — dose, two cycles, two sequences, and double cross — over fasting / postprandial
bioequivalence trial was conducted in 24 Chinese healthy volunteers. Meanwhile, the blood samples were collected, blood pressure
was monitored, pharmacokinetic parameters were calculated, and the drug safety was evaluated, especially the effect of drugs on
blood pressure. Results In the fasting group, after taking the test formulation and reference formulation , the peak
concentrations (C, ) were (8 389.09 = 4 159.42) pg / mL and (8 325.00 + 3 978.49) pg / mL, respectively; the areas
under the curve at 0 — t (AUC,_,) were (5 071.98 = 1 610.79)h ¢ pg / mL and (5 080.93 + 2 117.82) h ¢ pg / mlL,
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respectively; the areas under the curve at 0 — % (AUC,_,) were (5 149.05 + 1 640.41) h *» pg / mL and (5 191.22 + 2
149.20) h * pg / mL,respectively. In the postprandial group,after taking the test formulation and reference formulation,the C, _ were
(3 258.08 + 1 213.33)pg / mL and (2500. 00 + 730. 73) pg / mL,respectively;the AUC,_, were (5 630.80 + 1 817.24) h*pg / mL
and (4 659.80 = 1 072.91) h * pg / mL,respectively;the AUC,_, were (5 488.83 + 1 714.69) h ¢ pg / mL and (4 697.23 + 1
113.66) h * pg / mL, respectively. The 90% confidential intervals (CI) of the logarithmic transformation of C,, , AUC,_, and
AUC, _,, for the test formulation and reference formulation in the fasting state were in the range of 73.13% - 138.23%,90.73%
- 119.50% and 89.99% - 118.70% ,respectively;and those in the postprandial state were in the range of 96.96% - 162.15%,
102.90% - 133.59%,and 102.41% - 135.37%,respectively. Conclusion Pharmacokinetics and safety of the test formulation and
reference formulation were comparable and food could affect the systemic exposure and peak performance. There was no significant
difference in the effect of tyramine — uncontrolled diet on systolic and diastolic blood pressure between the fasting group and
postprandial group.
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Fig. 2 Mean plasma concentration — time curves after medication
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Fig. 4 Mean systolic / diastolic blood pressure — time curve

before and after medication
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Tab.3 Adverse events after a single dose of 1 mg in 24 Chinese
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