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Tyrphostin AG1296 & —FE &L MBI ML /MR AT A A K R F 5244 (PDGFR) #ifl7], 1C50 f&

Description N 0.8 uM. Tyrphostin AG1296 #ifl A\ PDGF a Hl B 24kl MK T-AME 75244 (c-Kit) 1)
{55455 . Tyrphostin AG1296 tH/ZF 24/ FLT3 M7, 1C50 {7 REE R IEHI .
IC50 & Target[2] PDGFRa PDGFRp
Cell Line Type Value Description
Determination of IC50 values for inhibition of SARS-CoV-2
Caco-2 1Cso 0.2 uM induced cytotoxicity of Caco-2 cells after 48 hours by high
Cellular Effect content imaging
Toxicity against Caco-2 cells determined at 48 hours by
Caco-2 CCso 1.36 uM intracellular ATP concentration using the CellTiter-Glo
Luminescent Cell Viability Assay
Tyrphostin AG1296 (0.625 -20 1 M; 72 h) ] PLX4032 i 2 2t 2R 40 M (35 F1[4].
Tyrphostin AG1296 (2.5 20 uM; 48h) ¥55 A375R 4T [4].
Tyrphostin AG1296 (5 F1 20 wM; 2 /M) 4] A375R i) PDGFR RERR{L[4].
Tyrphostin AG1296 (0.0625-1 uM; 8h) #lifil A375R 4HALAIEFE[4].
Cell Viability Assay[4]
Cell Line: PLX4032-resistant cell lines (A375R and SK-MEL-5R)
Concentration: 0.625, 1.25, 5,20 uM
Incubation Time: 72 h
Result: Reduced the viability of both PLX4032-sensitive and PLX4032-resistant
cell lines.
In Vitro Apoptosis Analysis[4]
Cell Line: A375R cells
Concentration: 2.5,5, 10,20 uM
Incubation Time: 48 h
Result: Induced dramatic apoptosis in A375R cells.
Western Blot Analysis[4]
Cell Line: A375R cells
Concentration: 5,20 uM
Incubation Time: 2h
Result: Inhibited phosphorylation of both PDGFR-f4 and PDGFR-E.
Tyrphostin AG1296 (40 F1 80 mg/kg: R RIS, FRELME) (EARAHDH] A375R PR A=K
(4]
Tyrphostin AG1296 (2 mg/kg: RFMR—RIGMEA ST, Frak 3 J8) i) S0E SN PR 4
In Vivo JEE ARSI AR 2 R A PT AR R B EAR, AT S ot FERE AL BE Rt e, 1ot

PEHRFEETELS]
Animal Model: Nud/nud mice are injected with A375R cells[4]

Dosage: 40, 80 mg/kg
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Administration: Lp. daily for two weeks
Result: Led to an intermediate level of tumor growth suppression at dose of 40

mg/kg, and significant inhibition of A375R tumor growth at dose of 80
mg/kg.
Well tolerated by healthy mice without significant signs of overt toxicity

or weight loss.

1 B S
Solvent&Solubility DMSO HF¥RIE : 33.33 mg/mL (125.16 mM; #7 Bhi%; WRIRIK DMSO Xt 7= fh VA MR & 35 5
R, 4 AT ) DMSO)
1mg 5mg 10 mg
Concentration
Preparing 1 mM 3.7553 mL 18.7765 mL 37.5530 mL
Stock Solutions 5mM 0.7511 mL 3.7553 mL 7.5106 mL
10 mM 0.3755 mL 1.8777 mL 3.7553 mL
SRR S TE A [ A 77 o VAR R PR I I VRIS B 48 — LGOI, WA,
VR R R 7 ot 2R K
ik & T A7 75 SRR : -80°C, 6 months; -20°C, 1 month. -80°C i 77RT, 1 7E 6 ANH P, -20°C
PRy, EAE 1A A PR
YL
ARG SR AN 277 2 SR PE 2 TE RT 2R
AR VR TT S S6 % B8 In Vitro 77 zURCHIVEE (0% 490, FRARVCH I BIE 77
AL SR 4 R AT St VBT IO T DARSE G2 5 1, 82 IRAF s R SER i TR, &
WS BIR, 4R A
DA VAU SR 1 T 4 LU 8 AV TR 7 S TC ) 28 P A s B FETC B R b e BT L T
TG, W7 LOE AR/ s 7 i) 7 A
FE
B FRINAER R 10% DMSO  —  90% (20% SBE-B-CD in Saline)
Solubility: 2.5 mg/mL (9.39 mM); Eiiik; i By
BT RVTHAF 2.5 mg/mL I3 SIRMIR, B T A T 0 ARG A
PL 1 mL TAEBCAE, B 100 pL 25.0 mg/mL 7 DMSO fifi & nE] 900 uL 20% [ SBE-B-CD
A ACOKIE T, BEHA.
2 g SBE-B-CD (B T3Mt B-HMIKS) MAREAT 10mL MAEMEKE, SEAeBMERBEY.
HE —
KA I AER:  10% DMSO  —  90% Corn Oil
Solubility: > 2.5 mg/mL (9.39 mM); ¥&i& A
W7 R > 2.5 mg/mL GERIEERED MEBREER, o7 ZSus e LA A L L ish i m
A .
PL1mL TAEGCAE, B 100 pL 25.0 mg/mL [¥77H DMSO & inE] 900 uL F oK, REH
5.
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e 3
ST AR AL IR
AR 7= i TE AN R 790 HP TP P A 2R 3 R VA TRV i 20 — ELT ROV, 1 /0 B IRA7, 30 45 I 52 VR Rl J 10 7 i
Mo
& A7 7 SURIIRR . -80° C, 6 months; -20° C, 1 month. -80° C ffifFlf, W7E 6 N WAL, 20° CEfERT, 57E
1 ANAWER.
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 3.7553 mL 18.7765 mL 37.5530 mL 93.8826 mL
5mM 0.7511 mL 3.7553 mL 7.5106 mL 18.7765 mL
10 mM 0.3755 mL 1.8777 mL 3.7553 mL 9.3883 mL
15 mM 0.2504 mL 1.2518 mL 2.5035 mL 6.2588 mL
20 mM 0.1878 mL 0.9388 mL 1.8777 mL 4.6941 mL
25 mM 0.1502 mL 0.7511 mL 1.5021 mL 3.7553 mL
DMSO
30 mM 0.1252 mL 0.6259 mL 1.2518 mL 3.1294 mL
40 mM 0.0939 mL 0.4694 mL 0.9388 mL 23471 mL
50 mM 0.0751 mL 0.3755 mL 0.7511 mL 1.8777 mL
60 mM 0.0626 mL 0.3129 mL 0.6259 mL 1.5647 mL
80 mM 0.0469 mL 0.2347 mL 0.4694 mL 1.1735 mL
100 mM 0.0376 mL 0.1878 mL 0.3755 mL 0.9388 mL
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