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CITCO & —Fh 4L M (8 %5t (Constitutive androstane) SZAFAEN, 0 MR T-400 (BTSCs)

Description HIAERAY R CITCO J&—FkMI TR, HAE WA CAR HEFEMEEEh I AE . CITCO Xf
TZkt X %Ak (PXR) f) EC50 24 49 nM, F HAF HABAZZ (A A WG
IC50 & Target CAR, PXR[1]
Cell Line Type Value Description
Agonist activity at human CAR3 expressed in African green
COS-1 ECso 0.51 uM monkey COS-1 cells cotransfected with RXRalpha after 24 hrs
by CYP2B6-luciferase reporter gene assay
Agonist activity at human CAR expressed in HEK293 cells by
HEK?293 ECso 75 nM
luciferase reporter gene assay
Agonist activity at CAR LBD (108 to 348 residues) expressed
HepG2 ECso 0.02 yM in human HepG2 cells assessed as receptor binding to
PGClalpha by lanthascreenTR-FRET coactivator assay
Cellular Effect
Agonist activity at human constitutive androstane receptor
HepG2 ECso 0.57 yM expressed in HepG2 cells co-expressing CYP2B6 incubated
for 23 hrs by One-Glo luciferase reporter gene assay
Agonist activity at human CAR transfected in human HepG2
HepG2 ECso 0.62 uM cells cotransfected with CYP2B6 incubated for 23 hrs by
luciferase reported gene assay
Agonist activity at human PXR transfected in human HepG2
HepG2 ECso 0.99 uM cells cotransfected with CYP3A4 incubated for 23 hrs by
luciferase reporter gene assay
CITCO (1-50 uM; 48 /N $E TI8G Ml USTMG #PARFJR A BTSCs i 4 ff i-H A 4
BB B AR A A 1]
CITCO (2.5, 5 uM; 48 /M) fERFRIOAFE BTSC Hifs 41 i Ja SR =i, (A8 1% R I
YA 2R 1]
CITCO (2.5-10 1 M; 48 /NN FlE MK PE#L S S E 22 1 BTSC AL, HAFESIERE
IR R[] -
CITCO (0-25 uM; 48 /M) 25 T98G Fl USTMG JRFFIAI BTSC FiZAEH LK F CAR
&M, i BTSC fJ CAR &K EEHMN1].
In Vitro Cell Proliferation Assay[1]

Cell Line: T98G, US7MG, DB29 and DB33 human glioma cells, astrocytes

Concentration: 1,2.5,5,10, 25,50 uM

Incubation Time: 48 hours

Result: Resulted in a dose-dependent inhibition of viable cell count and
proliferation.

Cell Cycle Analysis[1]

Cell Line: The T98G, US7TMG, DB29 and DB33 glioma cells

Concentration: 2.5,5uM
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Incubation Time: 48 hours
Result: Induced cell cycle arrest differentially in different BTSCs in culture.
Apoptosis Analysis[1]
Cell Line: The T98G, US7MG, DB29 and DB33 glioma cells
Concentration: 2.5,50r 10 uM
Incubation Time: 48 hours
Result: Increased the levels of Annexin V-positive apoptotic cells in dose
dependently.

Western Blot Analysis[1]

Cell Line: T98G, US7MG, DB29 and DB33 glioma cells

Concentration: 0to25uM

Incubation Time: 48 hours

Result: The T98G, USTMG glioma and BTSCs expressed very low levels of

CAR protein that increased significantly.

25 ng CITCO (BEMEPMTEST: 655 22, 24, 26, 30 Ml 36 K) SEMEA K BE WA, £H 100
wg CITCO AbF 5 HE— 35 FEAE BRI AS B 1 K F[1]

Animal Model: Six- to eight-week-old male athymic nude mice[1]
In Vivo
Dosage: 25 or 100 pg
Administration: Intraperitoneal; on days 22, 24, 26, 30 and 36
Result: Decreased tumour growth.
o ST
Solvent&Solubility | DMSO HFIE#FE : 25 mg/mL (57.24 mM; A BHIA; IR DMSO 7 i (¥ 74 A7 FEAT 235 R

T AETITE 1) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.2897 mL 11.4485 mL 22.8969 mL
Stock Solutions 5 mM 0.4579 mL 2.2897 mL 4.5794 mL
10 mM 0.2290 mL 1.1448 mL 2.2897 mL

*TEARAE = S E AN TEVA A7) o BV R BEE PR A& VA RIC I 5 90 — ELEC U, 18 2 2 ORAE,
ST R R I T P R

AR A7 J7 RANWIBR . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C
TETFES, ELE 6 N H P, -20°C f6AER, 57 1 AN A AR

YL

TARIE M SR IZh AN 25 25 77 3 S FE U IR T %o

DUV R 7 S Se % I In Vitro 77 SUBLHITEE R BRI I Bh 7 77«
DIPRAE SR 28 R AT SE T, VBT A0 ST DR A A2 1, & PRA7 s IR SRR ARV, 22
WESLHIES, 2R,

DR VA AR TR IR B 20 LU 4R VA FRFE SR ) i P AR 5 B eI AR v M BT TE S AT
G, AT LOE AR/ B8 7 1 7 B

E S

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

Solubility: > 2.5 mg/mL (5.72 mM); ¥ & &k
W7 ZAIHRAG > 2.5 mg/mL CHURIBERAD ROVETE I, k07 2 SE30 R I -4 A LA B s P s ae i
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2o

PL I mL TAEBCAE, B 100 uL 25.0 mg/mL [{7F DMSO fig & inE] 900 uL Tk, JBEH

E = 3TN [1]. Chakraborty S, et al. Constitutive androstane receptor agonist CITCO inhibits growth and expansion of

brain tumour stem cells. Br J Cancer. 2011 Feb 1;104(3):448-59.

SR BRI R -

AR i FE AN RIA T b BV 0 B PR B I R C B A 20— BLICIIE T, TR ORAT 8 S IR S VR R PR 7 i 2K

R

&I ARAT 7 FFR . -80° C, 6 months; -20° C, 1 month (sealed storage, away from moisture). -80° C fikf7Rf, IH7E 6
MAWMEH, -20° CiEAFR, EE 1ANHWEH.

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.2897 mL 11.4485 mL 22.8969 mL 57.2423 mL
5 mM 0.4579 mL 2.2897 mL 4.5794 mL 11.4485 mL
10 mM 0.2290 mL 1.1448 mL 2.2897 mL 5.7242 mL
15 mM 0.1526 mL 0.7632 mL 1.5265 mL 3.8162 mL
DMSO
20 mM 0.1145 mL 0.5724 mL 1.1448 mL 2.8621 mL
25 mM 0.0916 mL 0.4579 mL 0.9159 mL 2.2897 mL
30 mM 0.0763 mL 0.3816 mL 0.7632 mL 1.9081 mL
40 mM 0.0572 mL 0.2862 mL 0.5724 mL 1.4311 mL
50 mM 0.0458 mL 0.2290 mL 0.4579 mL 1.1448 mL
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