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STAT3-IN-1 (compound 7d) is an excellent, selective and orally active STAT3 inhibitor, with IC50 values of

Description 1.82 pM and 2.14 uM in HT29 and MDA-MB 231 cells, respectively. STAT3-IN-1 (compound 7d) induces
tumor cells apoptosis[1].
Stat-3 Stat-3
IC50 & Target
1.82 uM (IC50, in HT29 cells) 2.14 uM (IC50, in MDA-MB 231 cells)
STAT3-IN-1 (compound 7d: 0-10 uM, 48 h) I STAT3 685 7 & AR Bk Ak 35 Hob s JE R RIA 1]
STAT3-IN-1 (compound 7d: 0-10 uM, 48 h) 7£ MDA-MB-231 il i TR 4upd I8 1-1].
Apoptosis Analysis[1]
Cell Line: MDA-MB-231 cell lines.
Concentration: 0-10 pM.
Incubation Time: 48 hours.
Result: The induced apoptosis rates (early and late apoptosis) at 1, 2, 5, 8 and
10 uM were 9.0%, 11.2%, 20.9%, 43.3% and 85.2% versus control
3.0%.
In Vitro
Western Blot Analysis[1]
Cell Line: MDA-MB-231 and HT-29 cell lines.
Concentration: 0-10 uM.
Incubation Time: 48 hours.
Result: Inhibited STAT3 acetylation and STAT3 tyrosine phosphorylation in
MDA-MB-231 cells.
Increased the expressions of these tumor-suppressor genes (PTPN6
(SHP-1), CDKN2A and DLEC1) which were related to STAT3
acetylation at Lys685.
STAT3-IN-1 (fb &% 7d: 10, 20 mg/kg, PIJA) L6/ R A0ES B A DU PRk R AR 4 1]
Animal Model: Mouse-xenograft model bearing inoculation of mice breast cancer 4T1
cells[1].
In Vivo Dosage: 10, 20 mg/kg.
Administration: Oral administration once every other day for two weeks.
Result: Arrested tumor growth with no obvious body weight loss.
i g
Solvent&Solubility DMSO H ¥ fRSE : 125 mg/mL (262.86 mM; #8 75 B ; IR DMSO 7= i i A AR 5 H .3 5

Wi, TS ) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.1029 mL 10.5146 mL 21.0292 mL

Stock Solutions 5mM 0.4206 mL 2.1029 mL 4.2058 mL
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| 10 mM 0.2103 mL 1.0515 mL 2.1029 mL
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Solubility: 6.25 mg/mL (13.14 mM); :

TR Y SEIR BN MR GS 2577 3 I PRE AT AR T %
VR VR 7 S 8015 56458 In Vitro 77 UECHIE T BIAEA, AR UGA I BIIA 77 -
RIS A LR R SR, P O i AT RT AR A A7 451
WEDUTI AL, SR
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7 E AR 6.25 mg/mL 3 AT EGR,  B i a] T IR IR v A
PL 1 mL TAERCAH,
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ERFARINEERAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

X 100 pL 62.5 mg/mL [ i% DMSO fif & i1 %] 400 uL PEG300 H, VB & %4)5

T iRk RN 50 pL Tween-80, R4 SR 4k 4
AEFEEKIECH]: ¥ 0.9 g ALY, BT ddH.0 JFERZE 100 mL, A A/SHVESIE U 2R B E K

IO 450 pL AEFREEK

ERZE ImL.
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phosphorylated STAT3 protein. Eur J Med Chem. 2016 Nov 29;124:1006-1018.

[1]. Li S, et al. Discovery of oral-available resveratrol-caffeic acid based hybrids inhibiting acetylated and

SR BRI R -

VAR it AN TRV 7 8 A PR 10 9 5 3 PR 7 79 e s 25V

K. BB IRAETT AR : -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 EAMEH,

— BRI, R,

o G Jo SR RS LR
20°C fiffFiy, WEAE 1 RN

.
ALEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.1029 mL 10.5146 mL 21.0292 mL 52.5729 mL
5 mM 0.4206 mL 2.1029 mL 4.2058 mL 10.5146 mL
10 mM 0.2103 mL 1.0515 mL 2.1029 mL 5.2573 mL
15 mM 0.1402 mL 0.7010 mL 1.4019 mL 3.5049 mL
DMSO
20 mM 0.1051 mL 0.5257 mL 1.0515 mL 2.6286 mL
25 mM 0.0841 mL 0.4206 mL 0.8412 mL 2.1029 mL
30 mM 0.0701 mL 0.3505 mL 0.7010 mL 1.7524 mL
40 mM 0.0526 mL 0.2629 mL 0.5257 mL 1.3143 mL
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50 mM 0.0421 mL 0.2103 mL 0.4206 mL 1.0515 mL
60 mM 0.0350 mL 0.1752 mL 0.3505 mL 0.8762 mL
80 mM 0.0263 mL 0.1314 mL 0.2629 mL 0.6572 mL
100 mM 0.0210 mL 0.1051 mL 0.2103 mL 0.5257 mL
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