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Abstract: Objective To investigate the pharmacokinetic characteristics of a single-dose oral administration of Pimavanserin tartrate
Capsule in healthy Chinese individuals under fasting and postprandial states, and to evaluate the bioequivalence and safety of the test
formulation compared with the reference formulation. Methods A single-center, single-dose, randomized, open, two-period,
crossover trial design was adopted. Among them, 26 healthy subjects were included in the fasting test, and 32 healthy subjects were
included in the postprandial test. Each subject took the test formulation or the reference formulation at a dose of 34 mg once per cycle.
The blood drug concentration at 22 different time points after administration was determined by ultra-high performance liquid
chromatography-tandem mass spectrometry (UPLC-MS/MS). The main pharmacokinetic parameters were calculated using Phoenix
WinNonlin 8.3.4 software, and the bioequivalence was evaluated using SAS 9.4 software. Results Under fasting conditions, the main

pharmacokinetic parameters of the test formulation and the reference formulation were as follows: the maximum blood drug

ks HEA: 2026-03-10

E&WH: “T=H" HFRPHEERLH—HEIPE ME RS IR (20172X09101001-002-004); 2020 44 K N2 Fl Y B A H B ¥ 4
WiH (GUHEE IS, 2020C038-1)

TEEEN: ®alos, L&, Wik, PRI, HH5875 MY RiRE ) % & iH 5550 . E-mail: zhangwufang 1 @taslypharma.com

HBEEE: AT, 5, M, BHCR, BE OB 2R B B ST . E-mail: zhoushuiping5@taslypharma.com



F9EFETH 2026F7H %¥r34ak £ Drug Evaluation Research  Vol. 49 No.7  July 2026 © 2377 -

concentration (Cmax) was (20.74 £4.71) and (21.15 + 4.67) ng-mL ", respectively; the area under the curve (AUCo-) was (1 429.12 +
495.86) and (1 495.77 + 523.56) ng-mL"'-h, respectively; the AUCo- was (1 537.26 = 393.96) and (1 583.48 +393.43) ng-mL"-h,
respectively. The geometric mean ratios of Cmax, AUCo-+, and AUCo-« and their 90% confidence intervals of the two formulations were
all within the 80.00% to 125.00% bioequivalence judgment range. Under postprandial conditions, the main pharmacokinetic parameters
of the test formulation and the reference formulation were as follows: the Cmax was (17.87 + 3.62) and (18.99 + 3.71) ng'mL,
respectively; the AUCo-, was (1 491.76 + 380.25) and (1 536.67 + 370.19) ng-mL'-h, respectively; the AUCo- was (1 537.26 +
393.96) and (1 583.48 + 393.43) ng'mL""-h, respectively. The geometric mean ratios of the above three parameters and their 90%
confidence intervals were also within the 80.00% to 125.00% bioequivalence range. In terms of safety, the incidence of adverse events
in the fasting test was 42.3% (11/26), and that in the postprandial test was 65.6% (21/32); no serious adverse events occurred during
the trial, and no suspected and unexpected serious adverse reactions were reported. Conclusion The test formulation of Pimavanserin
tartrate Capsule and the reference formulation have bioequivalence under both fasting and postprandial conditions, and are safe.
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hydroxytryptamine
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*1 METEBREAMRFHBEZREMEEER (X )

Table 1 Precision and recovery of pimavanserin in human plasm ( X *s)

iﬁm@fﬁ@f&@ _ jtm%ﬁrﬁ (fl:6) _ :tl?lﬁﬂﬁ—ﬁfﬁ (7:18) —
(ng'mL™") S R (ng'mL ) RSD/% S R (ng'mL ™) RSD/%

0.1 0.0990.003 3.0 0.0970.005 5.2 —
0.0990.001 1.0 — — _
0.094£0.007 7.4 — — _

0.3 0.298+0.009 3.0 0.302£0.011 3.6 99.5
0.313£0.010 32 — — _
0.295+0.006 2.0 — — —

4.0 3.85440.134 35 4.014%0.171 43 —
4.150%0.100 2.4 — — _
4.03840.132 33 — — _

12.0 11.5174+0.326 2.8 11.631+0.355 3.1 100.1
11.657+0.384 3.4 — — _
11.72040.385 33 — — —

30.0 28.3541+0.563 2.0 28.36940.730 2.6 99.5
28.46910.996 35 — — —
28.28510.695 2.5 — — —
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Fig. 2 Mean plasma concentration-time curves of T and R under fasting (A) and postprandial (B) conditions ( X *s)

x2 TEOBRTMRAOEEADFSH (X £y)
Table 2 Main pharmacokinetic parameters of T and R after fasting (X *s)

S HAr T (n=25)° CV/% R (n=26) CV/%
Cinax ng-mL"! 20.74+4.71 22.7 21.15+4.67 22.1
AUCo~¢ ng'mL™h 1 429.124+495.86 34.7 1495.77 £523.56 35.0
AUCo~ ng'mL™h 1 475.68+540.22 36.6 1554.17£592.63 38.1
tin h 60.34+15.43 25.6 62.90+15.03 23.9
max h 6(5,7) 6(5,12)
AUC _ Extrap % 2.59+2.55 98.6 3.00£2.75 91.5

max FATPALEL ClR/MEL SR 207 P-REHLS K002 ZiRFE 5 2 A (T 25) SRZ5RRH, 2 2 AL -S4k,
fmax 15 expressed as the median (minimum, maximum); ®-Subject K002 with random number withdrew before administration in the second cycle (T drug),

and the second cycle was not included in the pharmacokinetic parameter set.

#3 BROBRT M RVOEEAHNFSY (X £5,n=32)
Table 3 Main pharmacokinetic parameters after oral administration postprandially T and R ( X *s, n=32)

SH FfL T CV/% R CV/%
Cinax ng-mL™! 17.87+3.62 20.3 18.99+3.71 19.6
AUCo-¢ ng'mL""h 1491.76 +380.25 25.5 1536.67+370.19 24.1
AUCo- ng'mL"-h 1 537.26+393.96 25.6 1 583.48+393.43 24.8
tin h 63.63+13.60 214 63.98+12.79 20.0
fmax h 13 (8,24) 14.00 (6, 24)
AUC _ Extrap % 2.89+1.72 59.5 2.78+1.65 59.2

o PR (/MBS KB R

tmax 1S expressed as the median (minimum, maximum).

SN 93.52%~102.75% - 90.53% ~ 101.19% -
89.99%~100.78%; £ J5 4 GMR 73414 93.85%-
96.53%+ 96.64%, F£ 90% CI 435N 89.61%~
98.30%- 91.39%~101.96%- 91.44%~102.14%,
£ 80.00%~125.00%%5 X [A] N . KT IEME 5
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