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Description

Tenofovir alafenamide (GS-7340) is an investigational oral prodrug of Tenofovir. Tenofovir is

a HIV-1 nucleotide reverse transcriptase inhibitor.

IC50 & Target

HIV-1, NRTIs[1]

In Vitro

Tenofovir alafenamide (GS-7340) antiviral activities are similar across all cell types, ranging from 5 to 7 nM,
while the CC50 varies from 4.7 to 42 uM for MT-4 and MT-2 cells, respectively. The antiviral activity of TAF
is evaluated against a panel of HIV-1 and HIV-2 isolates, including HIV-1 group M subtypes A to G, as well
as group N and O isolates. Overall, for the 29 primary HIV-1 isolates tested in PBMCs, TAF EC50s range
from 0.1 to 12 nM, with a mean EC50 of 3.5 nM compared to a mean EC50 of 11.8 nM for AZT, which is
used as an internal control. For the HIV-2 isolates, the mean EC50s are 1.8 nM for TAF and 6.4 nM for

AZT[2].

In Vivo

Tenofovir alafenamide (GS-7340) hemifumarate is an amidate prodrug of Tenofovir with good oral

bioavailability and increases plasma stability compared to Tenofovir disoproxil fumarate (TDF)[1].

Solvent&Solubility

In Vitro:
DMSO : 2 31 mg/mL (65.06 mM)
H,0 : 6.67 mg/mL (14.00 mM; Need ultrasonic)

* ">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1mM 2.0988 mL 10.4938 mL 20.9877 mL
Stock Solutions 5mM 0.4198 mL 2.0988 mL 41975 mL
10 mM 0.2099 mL 1.0494 mL 2.0988 mL
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In Vivo:
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VABIKIT R NEGFER: 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.08 mg/mL (4.37 mM); Clear solution
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Solubility: =2 2.08 mg/mL (4.37 mM); Clear solution
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BAFIKIF IR INEFFER]:  10% DMSO  —~90% corn oil

Solubility: 2 2.08 mg/mL (4.37 mM); Clear solution
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