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BIOLOGICAL ACTIVITY

Description HIV-1 integrase inhibitor 10 is an orally active HIV-1 allosteric integrase inhibitor (ALLINI). HIV-1 integrase inhibitor 10 can
inhibit viral outgrowth of the NLRepRluc virus in MT-2 cells with ECsg values of 3-5 nM. HIV-1 integrase inhibitor 10 can be
used for the research of Human immunodeficiency virus-1 (HIV—l)[l].

1C5, & Target EC50 for NLRepRluc virus: 3.9 nM (T/T); 4.5 nM (N/A); 5.2 nM (A/A)L].

In Vitro HIV-1 integrase inhibitor 10 (compound 11) has excellent antiviral potency for viruses containing the T/T, N/A and A/A
polymorphs with ECsq values of 3.9 nM, 4.5 nM and 5.2 nM, respectively[!],
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

In Vivo HIV-1 integrase inhibitor 10 (compound 11) (1 mg/kg, iv. and 5 mg/kg, po., as solutions in 90:10 PEG-400:EtOH for IV dosing
and 90:5:5 PEG-400:EtOH:TPGS for PO dosing) exhibits improved rat PK properties(?].
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Animal Model: Male Sprague-Dawley rats!!]
Dosage: 1 mg/kg, 5 mg/kg
Administration: 1 mg/kg, iv. and 5 mg/kg, po., as solutions in 90:10 PEG-400:EtOH for IV dosing and 90:5:5

PEG-400:EtOH:TPGS for PO dosing.

Result:
Compound Rat Cl Rat AUCq.0 Rat %F PAMPA
(mL/min/kg) (nMhr) permeability
(nM/sec) at pH
5.5/7.4
HIV-1 integrase 2.8 36,305 83% 1009/752
inhibitor 10

(Compound 11)
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Caution: Product has not been fully validated for medical applications. For research use only.
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