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Description

Velpatasvir (VEL, GS-5816 /& —Fl /] HCV NS5A #ll#5. Velpatasvir #/& SARS-CoV 3CLpro

KM, 1C50 A 2.16 uM.

Cellular Effect

Cell Line  Type

HepG2 CCso

HepG2 CCso

Huh-7 CCso

Huh-7 CCso

MRC5 CCso

MRC5 CCso

MT4 CCso

MT4 CCso

PC-3 CCso

PC-3 CCso

Value

> 44400 nM

> 44400 nM

> 44400 nM

> 44400 nM

> 44400 nM

> 44400 nM

> 44400 nM

> 44400 nM

> 44400 nM

> 44400 nM

Description

Cytotoxicity against human HepG2 cells infected with HCV
genotype la H77 assessed as reduction in cell viability
incubated for 5 days by CellTiter-Glo luminescent assay
Cytotoxicity against human HepG2 cells infected with HCV
genotype 1b Con-1 assessed as reduction in cell viability
incubated for 5 days by CellTiter-Glo luminescent assay
Cytotoxicity against human HuH7 cells infected with HCV
genotype la H77 assessed as reduction in cell viability
incubated for 5 days by CellTiter-Glo luminescent assay
Cytotoxicity against human HuH7 cells infected with HCV
genotype 1b Con-1 assessed as reduction in cell viability
incubated for 5 days by CellTiter-Glo luminescent assay
Cytotoxicity against human MRCS5 cells infected with HCV
genotype la H77 assessed as reduction in cell viability
incubated for 5 days by CellTiter-Glo luminescent assay
Cytotoxicity against human MRCS cells infected with HCV
genotype 1b Con-1 assessed as reduction in cell viability
incubated for 5 days by CellTiter-Glo luminescent assay
Cytotoxicity against human MT4 cells infected with HCV
genotype la H77 assessed as reduction in cell viability
incubated for 5 days by CellTiter-Glo luminescent assay
Cytotoxicity against human MT4 cells infected with HCV
genotype 1b Con-1 assessed as reduction in cell viability
incubated for 5 days by CellTiter-Glo luminescent assay
Cytotoxicity against human PC3 cells infected with HCV
genotype la H77 assessed as reduction in cell viability
incubated for 5 days by CellTiter-Glo luminescent assay
Cytotoxicity against human PC3 cells infected with HCV
genotype 1b Con-1 assessed as reduction in cell viability

incubated for 5 days by CellTiter-Glo luminescent assay

In Vivo

Velpatasvir (10 mg/kg/d, 1K) HAhsks Sofosbuvir (HY-15005) (20 mg/kg/d) k4 1 Al wT 40l

CCl T MAE HCV K ERAERL R 1 IFEF L] 3]

Animal Model:

Dosage:

CCl4-induced non-HCV rat model[3]

10 mg/kg/d alone, or in combination with Sofosbuvir (20 mg/kg/d)
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Administration: p.o.
Result: Decreased the levels of TNF-a, NF-xB and IL-6 in serum and hepatic
tissues.

Inhibited hepatic stellate cells (HSCs).

Solvent&Solubility

1 B S

DMSO AR > 100 mg/mL (113.25 mM; WRIEHT DMSO X 7= Shifva il A R34, 1 H
FITEY) DMSO)

H20 F¥EMERE : <0.1 mg/mL (insoluble)

* ">" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.1325 mL 5.6625 mL 11.3250 mL
Stock Solutions 5mM 0.2265 mL 1.1325 mL 2.2650 mL
10 mM 0.1133 mL 0.5663 mL 1.1325 mL

FTEARAE = S LE AN TENA R o BV A BE PR A& VA R C 1 5 90 — BLIC UL, 19 0 2 ORAE,
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VUV 7 B Se % R In Vitro 75 BCHITEE R BRI I Bh 7 77«
—NPRAE SRR A R T FETE, TS A S T DR AR AR A, &R AR SRR LAV, 2
WESLHIES, 2R,
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R FA IR AIAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.5 mg/mL (2.83 mM); V&1 A

SRR = 2.5 mg/mL GERIFERAD HIEHHR.

P ImL TAEM 9B, L 100 »L25.0 mg/mL ¥ DMSO fis£&#ns 400 wLPEG300 #, &
G50 A BB RPN 50 uLTween-80, WAKIS: RIEHALIMA 450 uL LK &
A% lmL.

A EHKIEH: K 0.9 ¢ S, BMET ddH: O FFEAZE 100 mL, ] LIRS A E
IKIEW

L -

IR IR R: 10% DMSO  —  90% (20% SBE- B -CD in Saline)

Solubility: 2.5 mg/mL (2.83 mM); &kitil; ##H Bh

SBT3 2.5 mg/mL B AU, S R] A T IR A

U 1mL TARRCAH], B 100 1w L25.0 mg/mL HIETE DMSO &N 900 uL20% f# SBE-B
-CD AHEAKEWR &, REBH.

2 g SBE-B-CD (FTHEmE B - MAEHET 10mL MAEFEHKF, TEBEMEBHEEN.
FR =

EIRF AR 10% DMSO  —  90% Corn Oil
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Solubility: = 2.5 mg/mL (2.83 mM); FHE

ST EEHAE = 2.5 mg/mL CHRIEERED BOMIEER, S5 2 se56 A W7E A H UL Ei3h P seis
FItE AL o

A ImL TAEROAHI, B 100 »L25.0 mg/mL [¥%5% DMSO &N 900 vL FKihH, W&
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SRR BRI R -
TEARLHE 7 i LS IRV 77 T BV R A PR A 0 R VA R TC ) . — ELFC ARV, R 20 B ORAE, 3 G S ST AR RS AR 7 i 2R
A M R A7 7 SRAARR : -80°C, 2 years; -20°C, 1 year. -80°C {75, 57E 2 SEMEH,  -20°C fiffEI, 57E 1 SERAE .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BB
W
1 mM 1.1325 mL 5.6625 mL 11.3250 mL 28.3126 mL
5 mM 0.2265 mL 1.1325 mL 2.2650 mL 5.6625 mL
10 mM 0.1133 mL 0.5663 mL 1.1325 mL 2.8313 mL
15 mM 0.0755 mL 0.3775 mL 0.7550 mL 1.8875 mL
20 mM 0.0566 mL 0.2831 mL 0.5663 mL 1.4156 mL
25 mM 0.0453 mL 0.2265 mL 0.4530 mL 1.1325 mL
DMSO
30 mM 0.0378 mL 0.1888 mL 0.3775 mL 0.9438 mL
40 mM 0.0283 mL 0.1416 mL 0.2831 mL 0.7078 mL
50 mM 0.0227 mL 0.1133 mL 0.2265 mL 0.5663 mL
60 mM 0.0189 mL 0.0944 mL 0.1888 mL 0.4719 mL
80 mM 0.0142 mL 0.0708 mL 0.1416 mL 0.3539 mL
100 mM 0.0113 mL 0.0566 mL 0.1133 mL 0.2831 mL
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