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Cat. No.: HY-90009AS o D 5 §
Molecular Formula: C5113CyH17D3N,04 \“\/k 5
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Molecular Weight: 393.42 | D C.
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Target: Apoptosis; Phosphodiesterase (PDE); Isotope-Labeled Compounds H : ICI: =
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Pathway: Apoptosis; Metabolic Enzyme/Protease; Others o ©n
Storage: Please store the product under the recommended conditions in the Certificate of °
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BIOLOGICAL ACTIVITY
Description Tadalafil-13C,,d3 is 13C and deuterated labeled Tadalafil (HY-90009A). Tadalafil (IC-351) is a PDES5 inhibitor with an IC5q value
of 1.8 nM.
In Vitro Stable heavy isotopes of hydrogen, carbon, and other elements have been incorporated into drug molecules, largely as

tracers for quantitation during the drug development process. Deuteration has gained attention because of its potential to
affect the pharmacokinetic and metabolic profiles of drugs!tl.

Biochemical potencies (affinities) of these compounds for PDES5 determined by IC(50), K(D) (isotherm), K(D) (dissociation
rate), and K(D) ((1/2) EC(50)), respectively, were the following: sildenafil (3.7 +/- 1.4, 4.8 +/- 0.80, 3.7 +/- 0.29, and 11.7 +/- 0.70
nM), tadalafil (1.8 +/- 0.40, 2.4 +/- 0.60, 1.9 +/- 0.37, and 2.7 +/- 0.25 nM); and vardenafil (0.091 +/- 0.031, 0.38 +/- 0.07, 0.27 +/-
0.01, and 0.42 +/- 0.10 nM). Thus, absolute potency values were similar for each inhibitor, and relative potencies were
vardenafil >> tadalafil > sildenafil(2],

0.5 ml tadalafil solutions with different concentrations were added (0.2, 0.1, 0.05 and 0.025 pg ml-1, respectively) into semen
samples. In both groups, samples treated with 0.2 ug ml-1 tadalafil had significant increase in sperm motility after 2 h
incubationt3.

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

In Vivo The Tadalafil-treated group showed enhanced erectile function (intracavernosal pressure/mean arterial pressure) at 0.3, 0.5,
1,3, and 5 Hz compared with diabetic group values at the respective frequencies that approached control values!4.
Oral administration of tadalafil (20 mg) or sildenafil (100 mg) was given. In both groups, computer-assisted semen analysis
parameters showed no significant difference. After the administration of tadalafil (2 h) and sildenafil (1 h), there was no
significant difference observed in premature acrosome reaction incidence ratel3!.
MCE has not independently confirmed the accuracy of these methods. They are for reference only.
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Caution: Product has not been fully validated for medical applications. For research use only.
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