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Description
o
IC50 & Target KDMI1/LSD1
Cell Line Type Value Description
Antiproliferative activity against human DU-145 cells
assessed as cell growth inhibition incubated for 48 hrs by
DU-145 Glso >10 uM MTT assay
ECa-109 cell Cytotoxicity against human EC109 cells assessed as growth
line 1Cso >50 uM inhibition by MTT assay
Growth inhibition on human Kasumi-1 cells measured upto
Kasumi 1 Glso 0.02 yM 12 days by Cell Titer-Glo luminescent cell viability assay
Antiproliferative activity against human MGC803 cells after
MGC-803 ICso >125 uM 5 days by MTT assay
Cytotoxicity against human MGC803 cells assessed as
MGC-803 ICso >50 uM growth inhibition by MTT assay
Activation of CD86 expression in human MV4-11 cells
Cellular Effect MV4-11 ECso  0.023 uM incubated for 24 hrs by qRT-PCR analysis
Inhibition of LSD1 in human MV4-11 cells assessed as
induction of LY96 mRNA expression incubated for 16 hrs by
MV4-11 ECso 0.054 uM chemiluminescent method
Antiproliferative activity against human MV4-11 cells after
MV4-11 1Cso 1.16 yM 240 hrs by MTS assay
Antiproliferative activity against human MV4-11 cells
assessed as inhibition of cell growth incubated for 240 hrs by
MV4-11 1Cso 1.19 yM MTS assay
Antiproliferative activity against human PC-3 cells assessed
PC-3 Glso >10 uM as cell growth inhibition incubated for 48 hrs by MTT assay
Antiproliferative activity against human RPMI-8226 cells
assessed as inhibition of cell growth incubated for 240 hrs by
RPMI-8226 ICso >20 uM MTS assay
GSK2879552 dihydrochloride iffil] KDMIA 44 1% FIEALERIE M, 755 R4 AR il 25 40 i 4
AT RS T4 MR - GSK 2879552 dihydrochloride 7% AR E i 2540 il 4ifi] Wt $5HUA 183401
T B -catenin {5 5% ME[1].
Cell Viability Assay][2].
In Vitro Cell Line: 9/28 small cell lung carcinoma (SCLC) lines and 20/29 AML lines.
Concentration: 0-10000 nM.
Incubation Time: 6 days.

Result: Inhibited cell proliferation.
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RT-PCR[1].
Cell Line: Resistant HCC cells (PLC/PRF/5 and Huh7).
Concentration: 0,1,2 uM.
Incubation Time: 24 h.
Result: Displayed reduced mRNA expression levels of stem cell markers,

such as LgrS, Sox9, Nanog and CD90, and elevated mRNA

expression levels of differentiation markers Alb and Hnf4.

GSK2879552 dihydrochloride (1.5 mg/kg, po) ALFEZEHEM SCLC SR RZ A1/ B b 32 50 L1 s
Az KA 2]

Animal Model: NCI-H526 and NCI-H1417 xenografts[2].

Dosage: 1.5 mg/kg.

Administration: PO daily for 25-35 days.

In Vivo Result: There was 57% and 83% tumor growth inhibition (TGI) in
NCI-H526 and NCI-H1417 tumor bearing mice respectively.
NCI-H510 and NCI-H69 tumor bearing mice also demonstrated
partial TGI (38% and 49% respectively) in response to
GSK2879552, while no significant TGI was observed for SHP77
bearing mice.
o o ST :
Solvent&Solubility H20 ML : 100 mg/mL (228.62 mM; 875 BI)

\\

DMSO HIAMEIE @ 31.25 mg/mL (71.44 mM; FEH BhiE; WIER DMSO X7 SIS MRS A B & F
R, S AT ) DMSO)

<

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1mM 2.2862 mL 11.4312 mL 22.8624 mL
Stock Solutions 5 mM 0.4572 mL 2.2862 mL 4.5725 mL
10 mM 0.2286 mL 1.1431 mL 2.2862 mL
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ARUE S04 R AT R, VBT IO T DMRE R AR 45 1, S8 RAE s R SE i TR, &
WS BIRC, 2R A

DA VAU SR 1 T 4 LU R A 7R 7 S TC ) 28 TP R s B FE TR A b e BT L T
TG, AT DU /s ) N BhiE

iz

KPR INEEMYER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (5.72 mM); ¥&i& A
W5 RA3RAG > 2.5 mg/mL (AR ARED B E R
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DL I mL TAEBCAE], HC 100 uL 25.0 mg/mL {1785 DMSO & in%] 400 uL PEG300 #, JBH
1515 Hi B A RF I 50 uL Tween-80, JRA YA SRIGHAELEIIN 450 uL AFHAK EHE 1

mL,

AEFRER KT 0.9 g FALEN, BT ddH.0 HEAZE 100 mL, AT LIS EIEHE I IR FE ER K
s

e

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

Solubility: > 2.5 mg/mL (5.72 mM); &5

W RAHAG > 2.5 mg/mL (R ARKD HIETHIRT.

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7EH DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AER R KK B, IREA.

2 g SBE-B-CD (BT 5k B-P#IAE) MiRwEA T 10 mL WAEFE KA, TRBEMEREEN.

HE =

R FAINEEAIAET): 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (5.72 mM); &5

SEJ7 ARG > 2.5 mg/mL CHRIEEARFD MIEEIR, 7 RSEme FTE A H LL - rsh W5

B
DL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7EE DMSO fig & inE] 900 uL Tk, JBEH
2.

DUR AR 7 58, 1 ELERICH TARR. BUCWA IR, ERINARIAE.  LUR AR R i E 4t
RARIZIAFIE BE A L AR G b IR BRI AR P B . SR BLGL,  wT Lodad n s A/
B 7 SUB

E S

RPN FNA T PBS

Solubility: 8.33 mg/mL (19.04 mM); P&i5 7K, A BIE (<60°C).

[1]. Huang M, et al. Targeting KDM 1A attenuates Wnt/ B -catenin signaling pathway to eliminate
BEXER sorafenib-resistant stem-like cells in hepatocellular carcinoma. Cancer Lett. 2017 Apr 2;398:12-21.
[2]. Mohammad HP, et al. A DNA Hypomethylation Signature Predicts Antitumor Activity of LSD1

Inhibitors in SCLC. Cancer Cell. 2015 Jul 13;28(1):57-69.
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ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BFAAAR
WE
1 mM 2.2862 mL 11.4312 mL 22.8624 mL 57.1559 mL
M 4572 mL 2.2862 mL 4.5725 mL 11.4312 mL
DMSO/H20 5m 0.4572 m 862 m 5725 m 312 m
10 mM 0.2286 mL 1.1431 mL 2.2862 mL 5.7156 mL
15 mM 0.1524 mL 0.7621 mL 1.5242 mL 3.8104 mL
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20 mM 0.1143 mL 0.5716 mL 1.1431 mL 2.8578 mL
25 mM 0.0914 mL 0.4572 mL 0.9145 mL 2.2862 mL
30 mM 0.0762 mL 0.3810 mL 0.7621 mL 1.9052 mL
40 mM 0.0572 mL 0.2858 mL 0.5716 mL 1.4289 mL
50 mM 0.0457 mL 0.2286 mL 0.4572 mL 1.1431 mL
60 mM 0.0381 mL 0.1905 mL 0.3810 mL 0.9526 mL
80 mM 0.0286 mL 0.1429 mL 0.2858 mL 0.7144 mL
H20
100 mM 0.0229 mL 0.1143 mL 0.2286 mL 0.5716 mL
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