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C188-9 (TTI-101) /& Stat3 AYIMHIF, H Kd {64 4.7 nM. C188-9 il G-CSF %51 STAT3

Description WG A STAT3 IKEMEFEIN RIS, C188-9 55 AML 4 RAUFACKSAF T, RIS AML 41
EEVETEIN
STAT3
IC50 & Target[1]
4.7 nM (Kd)
Cell Line Type Value Description
Antiproliferative activity against human AGS cells
AGS ICso 9.99 uM assessed as inhibition of cell growth incubated for 72 hrs
by CCK-8 assay
Induction of apoptosis in human GDM-1 cells incubated
GDM-1 ECso 6 uM
for 48 hrs by Annexin V staining assay
Induction of apoptosis in human Kasumi 1 cells incubated
Kasumi 1 ECso 8 uM
for 48 hrs by Annexin V staining assay
Antiproliferative activity against human MCF7 cells
MCF7 ECso 13.75 uyM assessed as reduction in cell viability incubated for 72 hrs
by CyQuant assay
Antiproliferative activity against human MDA-MB-231
Cellular Effect
MDA-MB cells harbouring STAT3 assessed as reduction in cell
ECso 25.7 uM
-231 viability at upto 10 uM incubated for 72 hrs by CyQuant
assay
Antiproliferative activity against human MGC-803 cells
MGC-803 ICso 3.26 uyM assessed as inhibition of cell growth incubated for 72 hrs
by CCK-8 assay
Antiproliferative activity against human MKN-1 cells
MKN-1 ICso 10.21 uM assessed as inhibition of cell growth incubated for 72 hrs
by CCK-8 assay
Antiproliferative activity against human MKN-28 cells
MKN-28 ICso 40.01 uM assessed as inhibition of cell growth incubated for 72 hrs
by CCK-8 assay
C188-9 J&—#i Stat3 M5, Kd N 4.7 nM[1].
C188-9 il AML 4R Stat3 FHILM 1C50 £ 4-7 uM FEN, ERKEME AML FAdh,
In Vitro IC50 7€ 8-18 uM i . X FAMATHIT, i C188-9 Ab¥ AML UM RASEKEREA 24 /)
i, SR)gidd FACS rHixt IR BV bRic 4l KR Al AT R AL, 5S40 TR EC50 A2
IR K, JEEM 6 uM % 50 uM Ll E[2].
TEZ) 13,528 ASATUNIEE r, 37 AR SRAKIKT-52 5] C188 HISZMIC17 MIERI I, 20 4
P, fdr<0.01, EECE=1.5) , Hrfr 7 NMROCKIE STAT3 JEFE LS. M2 T, C188-9 5
In Vivo

W SEUEE G KM IERHEE LB L (3t 384 4, 95 NER T, 289 MR EIFD , A4 76
N2 HRE 2 STAT3 AR (38 NSRRI R, 38 ANER B o fEZRTE/R%Z STAT3 L
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W 38 AEEAT, 24 A4S (63%) FEFEAE C188-9 LS T, XETM—8. Mok, C188-9 iR
PT 10 ANEERF (fdr <0.01, fEHCEN =1.5), T2 AR L FEF B STATL R Kk, /£ 48 4> (83.3%)
B C188-9 NIHAUEERE T, 40 MEEFEZATHIFSEZ STATL IEMAEE, Hri 16 AMNEFEBLIEsEZ
STAT3 Ml STAT1 FERIHHE. S B TR AE— Ml fedk: C188-9 %I HNSCC Ji i (R H% 3K
SPRISENAE X STAT3 FIl STATL [IRZMA-S:19(3].

20 S5

Solvent&Solubility DMSO HVAMRIE : 25 mg/mL (53.02 mM; A INE (<60°C); TAR¥ DMSO X 7= & (F ¥ il AT &
FHRW, EE I DMSO)
1 mg 5mg 10 mg
Concentration
Preparing I mM 2.1208 mL 10.6040 mL 21.2080 mL
Stock Solutions 5mM 0.4242 mL 2.1208 mL 4.2416 mL
10 mM 0.2121 mL 1.0604 mL 2.1208 mL
SRR S TE AR [ A 77 R KV AR R PR I I VARSI B 48 — ELRCHUOBTI, WA,
VR R R 7 ot 2R K
i R A7 7 AR . -80°C, 6 months; -20°C, 1 month (protect from light). -80°C i {5, 57E 6
ANHPEA, -20°C ETERE, 5 1 ASH AR
YL
ARG SR AN 2 2 PG M TR AT R
AR VR TT S J6 % B8 In Vitro 77 UG HIVEE (066 490, FEARVCH I BIE 7
AL SR04 R AT Rt , VIS IO T DIRSE R 2 5 1, S8 IRAE s R SER i TR, &
WS BIRC, 2R M
DA VAU SR 1 T 4 LU R A 7RI 7 S TC B 28 P A s B FE TR A b e BT L T
TG, AT LOE I FAE /s 7 ) 7 B
%
R F IR IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.08 mg/mL (4.41 mM); EIHIER
W7 R3S >2.08 mg/mL (HERIFERKD R HEET.
PL1mL TAEMCAH], B 100 pL 20.8 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥157; Fi B RSN 50 uL Tween-80, JREII5]; ARG ARSI 450 L AFHK EEZE 1
mL.
A KR ¥ 0.9 g &AEN, BT ddH.0 FERZE 100 mL, A LGRS % B 10 A4 B AR K
WL
SE IR [1]. Silva KA, et al. Inhibition of Stat3 activation suppresses caspase-3 and the ubiquitin-proteasome system,

leading to preservation of muscle mass in cancer cachexia. J Biol Chem. 2015 Apr 24;290(17):11177-87.
[2]. Redell MS, et al. Stat3 signaling in acute myeloid leukemia: ligand-dependent and -independent
activation and induction of apoptosis by a novel small-molecule Stat3 inhibitor. Blood. 2011 May
26;117(21):5701-9.

[3]. Bharadwaj U, et al. Small-molecule inhibition of STAT3 in radioresistant head and neck squamous cell
carcinoma. Oncotarget. 2016 May 3;7(18):26307-30.

[4]. Redell MS, et al. Stat3 signaling in acute myeloid leukemia: ligand-dependent and -independent
activation and induction of apoptosis by a novel small-molecule Stat3 inhibitor. Blood.

2011;117(21):5701-5709.
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SRR VR R -

T AR 77 i LE A RNV TR P (R VA AR P R 5 @ VA FRITC A 45 Vs — ELTECRRVE R, 1 70 25 0RAF, B B R S VR GG o 1907 i 2R 3o
#4554 A7 5 SUANIPR . -80° C, 6 months; -20° C, 1 month (protect from light). -80° C f§7FHF, 7 6 NA WM, 20° C
fEAEIS, TEAE 1A AN

AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W

1 mM 2.1208 mL 10.6040 mL 21.2080 mL 53.0200 mL

5mM 0.4242 mL 2.1208 mL 4.2416 mL 10.6040 mL
10 mM 0.2121 mL 1.0604 mL 2.1208 mL 5.3020 mL
15 mM 0.1414 mL 0.7069 mL 1.4139 mL 3.5347 mL
20 mM 0.1060 mL 0.5302 mL 1.0604 mL 2.6510 mL

DMSO

25 mM 0.0848 mL 0.4242 mL 0.8483 mL 2.1208 mL
30 mM 0.0707 mL 0.3535 mL 0.7069 mL 1.7673 mL
40 mM 0.0530 mL 0.2651 mL 0.5302 mL 1.3255 mL
50 mM 0.0424 mL 0.2121 mL 0.4242 mL 1.0604 mL
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