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Farudodstat (ASLAN003) /& —Fi B MG M, A 200 A FLEMM AR (DHODH) 7], Xt
A DHODH Fff] IC50 SN 35 nM. Farudodstat i id 3G AP-1 55 K 7R IMH] A B A K.

Description
Farudodstat A LA T T (apoptosis), F7ERMERERE A MHT (AML) SR R K KE K A77
.
IC50 & Target IC50: 35 nM (human DHODH enzyme)[1]
Cell Line Type  Value Description
Antiproliferative activity against human A-375 cells assessed as
A-375 1Cso 0.7 yM
cell growth inhibition incubated for 96 hrs by MTT assay
Antiproliferative activity against human A549 cells assessed as cell
A549 ICso 0.9 uM
growth inhibition incubated for 96 hrs by MTT assay
Antiproliferative activity against human HCT-116 cells assessed as
HCT-116 ICso 5.1 uM
cell growth inhibition incubated for 96 hrs by MTT assay
Antiproliferative activity against human K562 cells assessed as cell
K562 ICso 2.7 uM
growth inhibition incubated for 96 hrs by MTT assay
Antiproliferative activity against human KG-1 cells assessed as cell
KG-1 1Cso 382 nM
growth inhibition measured after 48 hrs by CTG assay
Cellular Effect
486.6 Cytotoxicity against human L02 cells assessed as cell growth
L02 1Cso
nM inhibition incubated for 96 hrs by MTT assay
MOLM-1 Antiproliferative activity against human MOLM-14 cells assessed
1Cso 582 nM
4 as cell growth inhibition measured after 48 hrs by CTG assay
Antiproliferative activity against human Raji cells assessed as cell
Raji ICso 0.3 uM
growth inhibition incubated for 96 hrs by MTT assay
Antiproliferative activity against human Raji cells assessed as cell
Raji IC50 270 nM
growth inhibition measured after 96 hrs by MTT assay
SK-MEL- Antiproliferative activity against human SK-MEL-28 cells assessed
ICso 1.3 uM
28 as cell growth inhibition incubated for 96 hrs by MTT assay
Antiproliferative activity against human THP-1 cells assessed as
THP-1 1Cso 152 nM
cell growth inhibition measured after 48 hrs by CTG assay
Farudodstat (0.01-100 wM; 48 h) il (2 MG 4N 4% . /£ Farudodstat 1 uM FISE i, 4
W THERFEL) 50%(1]
Farudodstat (0.5, 1 wM; RFZE 48 /NEF) B 3& 82k i) R &1 8[1].
Farudodstat (2. 4 1 M; 96 h) BRARJEUR ME RPE B 1 005 B 40 R 1 B0 A 7 % B AERE AR (1075
JIEESa 1],
In Vitro L]

Farudodstat (1, 2 uM; 7 OPP i 1 /NEFFUALEE 1 /NED) #IRIEE RS, W MOLM-14 1
KG & AR B A O-% i JE-IEI4 25 & (OPP) (33 NI FTIEWI-1 N4, Farudodstat 5|2
EIF4B 1 RPL6 #Z A NM[1].

Cell Proliferation Assay[1]
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Cell Line: THP-1, MOLM-14 and KG-1 cells
Concentration: 0.01, 0.1, 1, 10, 100 pM
Incubation Time: For 48 hours
Result: Inhibited leukemic cell proliferation of THP-1, MOLM-14 and KG-1

with ICso values of 152 nM, 582 nM, and 382 nM, respectively.

Western Blot Analysis[1]

Cell Line: KG-1 and MOLM-14 cells

Concentration: 0.5, 1 uM

Incubation Time: For 48 hours

Result: Significantly increased cleaved caspase 8, increased leakage of

cytochrome ¢ from mitochondria into the cytosol and induced cleaved

caspase-3 and -7.

Farudodstat (50 mg/kg: p.o.; BR—IK: W 3 REIZE 30 K) T3> RO RR o HF4E
KA.
Animal Model: Female NOD.Cg-Prkdcs 112rg™!Vil/SzJ, NGS mice (4-6 weeks old)

with MOLM-14 cells[1]

In Vivo Dosage: 50 mg/kg
Administration: Oral gavage; once daily; from the day 3 to 30
Result: Substantially reduced the number of disseminated tumors and the size of
these tumors.
Survival was significantly prolonged.
4Hp ST
Solvent&Solubility DMSO "I #E 125 mg/mL (350.81 mM; i A BVA; WG DMSO X 7™ i (¥ 7 7 B A7 55 35 5

e, A RETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.8065 mL 14.0323 mL 28.0647 mL
Stock Solutions 5 mM 0.5613 mL 2.8065 mL 5.6129 mL
10 mM 0.2806 mL 1.4032 mL 2.8065 mL

AR AN [ A ) i R VA R B I PR E A I A — ELRC AT, TSRS, B
ST VR R I i R R

it I A7 77 AR -80°C, 2 years; -20°C, 1 year. -80°C ff7F I, (e 2 FAAE, -20°C
TN, AE 1L ENEA .

YL

TR IS BREN RNS 25 07 3 P& AT AR T %

PR VAR J7 R85 6458 In Vitro J7 ZURCHI TS AT, PR VOB B 70
SPRAES B R AT SENE, VTS (K AE ST ORI AT 261, & 0RAT s Ry SEIn i AR, 2
WAL A, 2R,

AR VAR I 78 ) 43 b B2 R (R 2B P AR AR Ll eI R rh M ITIE T
PG, AT LUE R AR/l S (6 7 BT

VE S

R FA IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: >2.17 mg/mL (6.09 mM); 3575
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W RATHAG >2.17 mg/mL CHIRIEERHAD HEH W
DL I mL TAEBCNE], HC 100 uL21.7 mg/mL {75 DMSO & in%] 400 uL PEG300 H#, JBH
B4y, B BRI AT 50 uL Tween-80, VB EA]; ARG HEAEEMA 450 uL AEBEK EFHE 1

Solubility: > 2.17 mg/mL (6.09 mM); 3575
W EATHAG >2.17 mg/mL CERIERKD BIEEAR, M5 RO A WA A UL RIsh i scie my

mL.

AFE KR B 0.9 g SN, BT ddH.0 JFERE 100 mL, A ULSFIVE % W] 194 F E K
VL -

HE =

W F R IR 10% DMSO  —  90% Corn Oil

IR
PL I mL TAEBCAE, B 100 uL21.7 mg/mL [7EF DMSO fig#& i inE] 900 uL Tk, JBEH
.
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e R IR

TR AR AN RIA T b BV 0 L % B A R 8 28V — ELICIRIE T, TR ORAT 8 S R S VR RIS PR 7 i 2K

B Al RAE T AR : -80° C, 2 years; -20° C, 1 year. -80° C I, 57 2 E AR,

20° CfEfEIT, TEAE 1 4R

P .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.8065 mL 14.0323 mL 28.0647 mL 70.1617 mL
5 mM 0.5613 mL 2.8065 mL 5.6129 mL 14.0323 mL
10 mM 0.2806 mL 1.4032 mL 2.8065 mL 7.0162 mL
15 mM 0.1871 mL 0.9355 mL 1.8710 mL 4.6774 mL
20 mM 0.1403 mL 0.7016 mL 1.4032 mL 3.5081 mL
25 mM 0.1123 mL 0.5613 mL 1.1226 mL 2.8065 mL
DMSO 30 mM 0.0935 mL 0.4677 mL 0.9355 mL 2.3387 mL
40 mM 0.0702 mL 0.3508 mL 0.7016 mL 1.7540 mL
50 mM 0.0561 mL 0.2806 mL 0.5613 mL 1.4032 mL
60 mM 0.0468 mL 0.2339 mL 0.4677 mL 1.1694 mL
80 mM 0.0351 mL 0.1754 mL 0.3508 mL 0.8770 mL
100 mM 0.0281 mL 0.1403 mL 0.2806 mL 0.7016 mL
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