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HEYEE

CAIX Inhibitor S4 is a potent and selective inhibitor of carbonic anhydrase IX/XII (CA IX/XII), with a Ki of

7 nM and 2 nM, respectively. CAIX Inhibitor S4 also inhibits CA II and CA I (Ki=546 and 5600 nM,

Description
respectively). CAIX Inhibitor S4 can inhibit the number of lung metastasis in orthotopic MDA-MB-231
mouse model without affecting primary tumor growth[1].
IC50 & Target CAIX

CAIX Inhibitor S4 (1-100 uM: 24 h) LAFIRAKMEPE T X MDA-MB-231. HCT116 F1 HT29 41l

HIMETE] 1]

CAIX Inhibitor S4 (3.3-33 uM; 24 h) LAy B (Kt 77 2\30H] eGFP-MDA-MB-231 41 i 7E S 5614
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CAIX Inhibitor S4 (33 uM: 24 h) 15-60 Z34%¥) %EiR MDA-MB-231 A AE BT 4ny i, 2
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In Vitro

Cell Proliferation Assay[1]

Cell Line: MDA-MB-231, HCT116 and HT29 cells

Concentration: 1, 10, 100 uM

Incubation Time: 24 hours

Result: Inhibited the cell proliferation of MDA-MB-231, HCT116 and HT29 cells, with IC50s of 481

uM, >1000 pM, and 20 pM, respectively.

CAIX Inhibitor S4 (10 mg/kg: MEMEVES 14 K) #il MDA-MB-231 A58 ot R 6 R 1 Jebgg 47 g, [ B
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Animal Model: Female nu/nu CBA mice (10-12 weeks) were injected with eGFP-MDA-MB-231 cells[1]

Dosage: 10 mg/kg

In Vivo Administration: Lp. daily on a “5 days on, 2 days off” dosing regimen for 14 days

Result: Significantly reduced the metastatic tumor burden in lungs of mice bearing orthotopic
eGFP-MDA-MB-231 tumors.
The average body weights between vehicle and S4 treated mice were similar throughout the
experiments.
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Solvent&Solubility DMSO ¥R : 250 mg/mL (745.42 mM; = BIVE; AR E DMSO X ™ bl BOVA R 5 A 8 2% 3

e, i FET T & (1) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.9817 mL 14.9085 mL 29.8169 mL
Stock Solutions 5 mM 0.5963 mL 2.9817 mL 5.9634 mL
10 mM 0.2982 mL 1.4908 mL 2.9817 mL

AR 7 AN R VA R P R R B PR A IS VA RIS A — BRI, TR, B
ST R R I P 7 R
i % B R A7 77 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 A H P, -20°C
fiBfEit, AE 1 ANH PEA .

[1]. Gieling RG, et, al. Antimetastatic effect of sulfamate carbonic anhydrase IX inhibitors in breast
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BEXER carcinoma xenografts. J Med Chem. 2012 Jun 14;55(11):5591-600.
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AR i E AN R T o B R P PR S E BT R O R AV — ELBC RV, TR ORAT, 8 G S SR R B
KR AR TRAE T AYIBR . -80°C, 6 months; -20°C, 1 month. -80°C fififEHT, 7L 6 N H WM, -20°C fffERy, WA 1

MANAEH.

AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 2.9817 mL 14.9085 mL 29.8169 mL 74.5423 mL
5mM 0.5963 mL 2.9817 mL 5.9634 mL 14.9085 mL
10 mM 0.2982 mL 1.4908 mL 2.9817 mL 7.4542 mL
15 mM 0.1988 mL 0.9939 mL 1.9878 mL 4.9695 mL
20 mM 0.1491 mL 0.7454 mL 1.4908 mL 3.7271 mL
25 mM 0.1193 mL 0.5963 mL 1.1927 mL 2.9817 mL

DMSO

30 mM 0.0994 mL 0.4969 mL 0.9939 mL 2.4847 mL
40 mM 0.0745 mL 0.3727 mL 0.7454 mL 1.8636 mL
50 mM 0.0596 mL 0.2982 mL 0.5963 mL 1.4908 mL
60 mM 0.0497 mL 0.2485 mL 0.4969 mL 1.2424 mL
80 mM 0.0373 mL 0.1864 mL 0.3727 mL 0.9318 mL
100 mM 0.0298 mL 0.1491 mL 0.2982 mL 0.7454 mL
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