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Tegatrabetan (BC2059) /& —Ff B -Catenin f#%#171]. Tegatrabetan 3f B -catenin 5% 33 B #f

Description
&M 1(TBLI) 45
IC50 & Target B -Catenin[1]
Cell Line Type Value Description
Growth inhibition of human A549 cells after 72 hrs
A549 1Cso 0.05169 uM
by APH assay
Cytotoxicity against human breast cancer cell
Cancer cell lines 1Cso 0.02001 pM aggregates grown on matrigel incubated for 72 hrs by
MTS assay
Cytotoxicity against human prostate cancer cells
Cancer cell lines ICso 0.02075 uM
after 72 hrs by MTS assay
Cytotoxicity against human colon cancer cell
Cancer cell lines 1Cso 0.02992 uM aggregates grown on matrigel incubated for 72 hrs by
MTS assay
Cytotoxicity against human ovarian cancer cell
Cancer cell lines ICso 0.5305 uM aggregates grown on matrigel incubated for 72 hrs by
MTS assay
Growth inhibition of human HCT116 cells after 72
HCT-116 1Cso 0.02019 uM
Cellular Effect hrs by APH assay
Growth inhibition of human HCT15 cells after 72 hrs
HCT-15 1Cso 0.03057 uM
by APH assay
Cytotoxicity against human HCT15 cell aggregates
HCT-15 1Cso 0.03806 uM grown on matrigel incubated for 72 hrs by MTS
assay
Growth inhibition of human HT-29 cells after 72 hrs
HT-29 Glso 0.09 uM
by APH assay
Inhibition of Wnt/beta-catenin transcriptional activity
in human HT-29 cells assessed as depletion of
HT-29 ICso 0.63 uM
beta-catenin level by TCF luciferase promoter
reporter assay
Growth inhibition of human MCF7 cells after 72 hrs
MCF7 1Cso 0.08078 uM
by APH assay
Growth inhibition of human SW480 cells after 72 hrs
SW480 1Cso 0.02329 uM
by APH assay
Tegatrabetan (BC2059; 20-100 nM; Ab¥E 48 /) BELE B I7 55 75 451 T FF S A0 il 41 A 184 At ke ik
120 /NS, JEFERARI L 5 N SUERE R L4 R HL-60. OCI-AML3 fl MV4-11 HT2[1].
In Vitro Tegatrabetan (20 J2 50 nM: AbFE 24 /NE) TLIEFE(H 235 M 51 40 9 GO/GL HARR T, [RIRS

FEBE G2/M HAGE M G5 T B[ 1]

Tegatrabetan (100 nM, 24 /M) g BEAK OCI-AML3 . HL-60 Al MV4-11 4iffi B - &
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1 HAR LR (45 -MYC A survivin) [93RIAK, (HXF TBL1 A& E LR EEM[1].

Cell Proliferation Assay[1]
Cell Line:

Concentration:
Incubation Time:

Result:

Cell Cycle Analysis[1]
Cell Line:

Concentration:
Incubation Time:

Result:

Western Blot Analysis[1]
Cell Line:

Concentration:
Incubation Time:

Result:

HL-60, OCI-AML3 and MV4-11 cells
20, 50, and 100 nM
48 hours

Dose-dependently inhibited cell proliferation.

OCI-AMLS3 cells
20 and 50 nM
24 hours

Dose-dependently induced cell cycle growth arrest.

OCI-AML3, HL-60 and MV4-11 cells
100 nM
24 hours

Treatment depleted B-Catenin expression levels.

Tegatrabetan (BC2059; 1.0 2¢ 5.0 mg/kg/ K #RBkIESY) T &35 /N BRI R AL AR, ZY 17.5
KIRTHE 39 K. (i ffi ] Tegatrabetan (10 mg/kg/K; FRBKESRNIGITES, PO AEFEE— B K
% 51.5 K[1]e

Animal Model: NOD/SCID mice bearing OCI-AML3 xenografts[1]
In Vivo Dosage: 1 mg/kg; 5 mg/kg; 10 mg/kg

Administration: Intravenously; 1 mg/kg daily 4 days per week or 5 mg/kg or 10 mg/kg of
BC2059 twice per week (Tuesday and Thursday) for 3 weeks.

Result: Treatment significantly improved survival of NOD/SCID mice bearing
OCI-AML3 xenografts.

AN ST
Solvent&Solubility DMSO 1 HIVAAREE : 50 mg/mL (84.93 mM; A HE (<60°C); "R DMSO X ™ i IV il FE A 2

HRM, WEEAHITE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.6985 mL 8.4927 mL 16.9854 mL
Stock Solutions 5 mM 0.3397 mL 1.6985 mL 3.3971 mL
10 mM 0.1699 mL 0.8493 mL 1.6985 mL

STEARAE = S LE AN TENA R o AV A BES PR A& VA R T 5 90 — ELEC U, 19 0 2 ORAE,
ST R R I P P R

i % B R A7 77 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 A H A, -20°C
fiEfEiE, EAE 1A H AL .

YL

TEIRARIE R SEgRsh PR Ss 24575 R IR 2 VA IR T &

VLNV 7 B e ] In Vitro 77 SUBLHITEE R BRI I Bh 7 77«

DIPRAE SR 285 R AT SE T, VBT A0 ST IR AR A7 1, & ORA7 s AR SRR ARV, 22
WESLHIE, 2R,
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DAV AR AT R~ 1R B 20 LG R 4R VA FRFE SR I ) i P AR 5 B e AR e M BT S AT
LG, AT LOE I AR/ s 7 1 7 BNV

E S

RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: 2.5 mg/mL (4.25 mM); =it 5 B

SBT3 2.5 mg/mL B S0, S AT T IR A

U 1mL TARRCAH], B 100 pL 25.0 mg/mL FJ7TE DMSO & W% 400 uL PEG300 ', iR&
Bi5); B BRI AT 50 uL Tween-80, VB AA]; ARG HEAEEMA 450 uL AEBEK EFHZE 1
mL.

AEFE KT K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B A K
R

L -

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

Solubility: 2.5 mg/mL (4.25 mM); =i, i~ Bh%

SET7 A3 2.5 mg/mL B AL, S R] T IR A

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL {7 DMSO fig#&iinE] 900 uL 20% [ SBE-B-CD
AEFERAOKEIR T, IREBIN .

2 g SBE-B-CD (fiff T H:Mk B-MAWIKG) MR ERT 10 mL MAERHKT, SEEMERTEY.

FR =

EIRF I INEER:  10%DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (4.25 mM); R

SET7 AR > 2.5 mg/mL CHLRIBERED) HOVIHIAI, IbJ7 R 9 MI7E LA A UL s Y se 3w
TEREA .

U 1mL TARRCAH], B 100 pL 25.0 mg/mL fITE DMSO &N 900 uL FoKihdr, REH
5.

EZ 3N [1]. Fiskus W, et al. Pre-clinical efficacy of combined therapy with novel B-catenin antagonist BC2059 and
histone deacetylase inhibitor against AML cells. Leukemia. 2015 Jun;29(6):1267-78.
(=4 N
SEEAE BRI R -
TEARLHE 7 i LS TR 77 T BV R A PR A 0 R VA R TC 1 5 — ELFCRRIE VI, 8 20 B ORAF, 3 G0 S ST R RS R 7 i 2R
il S ARAT )7 ATHARR . -80° C, 6 months; -20° C, 1 month. -80° C fi#f7it, &7E 6 A MMM, -20° C ikfFM, 1HE
1ASA R
ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
B
WE
1 mM 1.6985 mL 8.4927 mL 16.9854 mL 42.4636 mL
5mM 0.3397 mL 1.6985 mL 3.3971 mL 8.4927 mL
10 mM 0.1699 mL 0.8493 mL 1.6985 mL 4.2464 mL
DMSO
15 mM 0.1132 mL 0.5662 mL 1.1324 mL 2.8309 mL
20 mM 0.0849 mL 0.4246 mL 0.8493 mL 2.1232 mL
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25 mM 0.0679 mL 0.3397 mL 0.6794 mL 1.6985 mL
30 mM 0.0566 mL 0.2831 mL 0.5662 mL 1.4155 mL
40 mM 0.0425 mL 0.2123 mL 0.4246 mL 1.0616 mL
50 mM 0.0340 mL 0.1699 mL 0.3397 mL 0.8493 mL
60 mM 0.0283 mL 0.1415 mL 0.2831 mL 0.7077 mL
80 mM 0.0212 mL 0.1062 mL 0.2123 mL 0.5308 mL
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