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Trosustat & —Fifg RS BT ERIEE A (steroid sulfatase) %57, 1C50 N 8 oM, HAHIME
Description o
ST o
IC50 & Target IC50: 8 nM (Steroid sulfatase)[1], 0.2 nM (Steroid sulfatase, MCF-7 cells)[2]
Cell Line Type Value Description
Inhibition of steroid sulfatase in human JEG-3 cells
JEG-3 ICso 0.421 pM assessed as [14C]-Estrone formation using [3H]E1S as
substrate
Inhibition of steroid sulfatase in human JEG3 cells by
JEG-3 leo 1.5nM
scintillation spectrometry
Inhibition of steroid sulfatase activity in human JEG3
JEG-3 leo 1.5nM
cells
JEG-3 1Cso 1.5nM Inhibition of steroid sulfatase in JEG3 cell membrane
Inhibition of steroid sulfatase in human JEG3 cells using
JEG-3 1Cso 2.1 nM [3H] E1S as substrate incubated for 20 hrs by
scintillation spectrometry analysis
Inhibition of aromatase in human JEG3 cells by
JEG-3 1Cso 300 nM
scintillation spectrometry
JEG-3 ICso 300 nM Inhibition of aromatase activity in human JEG3 cells
Inhibition of steroid sulfatase in human JEG3 cell lysates
Cellular Effect JEG-3 ICso 6.4 nM using [3H] E1S as substrate after 1 hr by scintillation
spectrometry analysis
Irreversible inhibition of steroid sulfatase in human intact
MCF7 1Cso 350 nM
MCF7 cells
Inhibition of steroid sulfatase in human intact MCF7
MCF7 ICso 350 nM
cells
Antiinflammatory activity against mouse RAW264.7
cells assessed as inhibition of LPS-induced PGE2
RAW264.7 ICso 81.04 nM
production administered 1 hr prior to LPS-challenge
measured after 24 hrs by EIA
Antiinflammatory activity against mouse RAW264.7
cells assessed as inhibition of LPS-induced NO
RAW264.7  1Cso 85.76 uM
production administered 1 hr prior to LPS-challenge
measured after 24 hrs by Griess assay
Antiproliferative activity against human T47D cells
assessed as reduction in cell proliferation measured after
T47D 1Cso 0.92 yM
5 days in presence of estradiol sulfate by crystal violet
staining based assay
Irosustat (667 COUMATE) /& —Fi A & i 2 [ B i R B B 1155, 1C50 Jy 8 nM[1]. Irosustat (667
In Vitro
COUMATE) ] MCF-7 4 i 25 [E B G Ee B (STS) ¥, 1C50 24 0.2nM, {HYE 10 wM<
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I MCF-7 4 ) T 25 B TE VA 2 [2].

Trosustat 7] 43 R0 KBTI, WA N 1 mg/kg BHIHIZE >90%. Irosustat (2 mg/kg, po 5d) B
W R U)K R AP AR ERIMERR (E1S) M7 2B K. B4k, Trosustat (2. 10 mg/kg, FIAR) i E1S A

fnvive TR AR P 1K 25 B S K R T NMU 4555 (9 50 IR 9 A2 K [1] . Trosustat (667 COUMATE; 10
mg/kg, FIR) XK SRR R KIS B BRFR B RE (STS) I PESRIRH 97.9 £ 0.06% M1 HI[2].
L ST
Solvent&Solubility DMSO H ¥ M#E : 100 mg/mL (323.27 mM; 75 BIA; WWIRHT DMSO X 7™ i (R4 il B2 A 5 35 52

e, 5 AETTE ) DMSO)
H20 ERE : <0.1 mg/mL (insoluble)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 3.2327 mL 16.1634 mL 32.3269 mL
Stock Solutions 5mM 0.6465 mL 3.2327 mL 6.4654 mL
10 mM 0.3233 mL 1.6163 mL 3.2327 mL

SRR = S TE AN [ A 77 o KV AR REE PR I I VRIS G 48 — BGOSR,
S VR R R 7 it 2R

M RA7 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 EA{E,  -20°C fik
TP, THLE 1 AER A

YL

ARG SRS 277 2 SRR 2 T AT R

AR VR TT S S6% B8 In Vitro J7 UG HIVEE (068 490, FRARVCH I BVE 7
——RPRESEIO G R AT R, VR (O 6 2 T DMRIB AR 40, &M IRAE s RS TR, &
WSR2 R A

DA VAU SR 1 T 4 LU R VA TR P S TC ) 28 TP R s B PR TR A v e BT L T
TG, W7 LOE I FAE /s 7 i) 7 A

FE

KA AR 10% DMSO —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (8.08 mM); ¥&i& A

W7 RT3 >2.5 mg/mL FIEERED KB

PL1mL TAERCAE], B 100 pL 25.0 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
B8] I LR RPN 50 uL Tween-80, JRAH15]: AREHARSINA 450 pL B K EHE 1
mL,

A F KA K 0.9 g FALEY, AT ddH.0 JFEZRE 100 mL, wJ LATS B3 B 1 A 2 Eh K
WL

HHE —

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

Solubility: > 2.5 mg/mL (8.08 mM); ¥&i& A

W7 REAPAG > 2.5 mg/mL (R ARKD HEHHET.

PL 1 mL TAEBCAE], B 100 pL 25.0 mg/mL [¥77H DMSO fi & nE] 900 uL 20% [ SBE-B-CD
A AOKIE T, BEHA.

2 ¢ SBE-B-CD (i T 2t B-MMIk) MAREAT 10mL HAEEKY, TEBEMEBIEEY.

TR =

KA INEFER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (8.08 mM); ¥&i& A
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W7 RT3k > 2.5 mg/mL CHIFIBERED MR, b7 R sEs e A UL ERsh st m
AL

DL I mL TAEBCAE], X 100 uL 25.0 mg/mL [{7EF DMSO fig & inE] 900 uL Tk, JBEH
5.

VUM %, V5 EEICH) AR, A BCHAIIES, ERMARIRA .  UNER R E 5L
SRR AIE SR Z R AR S LE s e RCH AR A BT . BTG, R Rl AR/

S 7 BN .

VI S

KPR INEEFE R 50% PEG300 —  50% Saline
Solubility: 25 mg/mL (80.82 mM); &y, 75 BhvA
I -

T F RN FER: 20% SBE-B-CD in Saline

Solubility: 2 mg/mL (6.47 mM); ¥, 875 B .

EZ 3N [1]. Purohit A, et al. In vivo inhibition of estrone sulfatase activity and growth of nitrosomethylurea-induced
mammary tumors by 667 COUMATE. Cancer Res. 2000 Jul 1;60(13):3394-6.
[2]. Raobaikady B, et al. Inhibition of MCF-7 breast cancer cell proliferation and in vivo steroid sulphatase
activity by 2-methoxyoestradiol-bis-sulphamate. J Steroid Biochem Mol Biol. 2003 Feb;84(2-3):351-8.
SEHAE IR

TS 7 i FE AN R P B 9 A LI PR A G IR RN E A 26 0 — ELIE IR, 30 ORAT 8 S0 IR SRR RIS PR 7 i SR 2

B AT 7 SAARR . -80° C, 2 years; -20° C, 1 year. -80° C f#fEHF, 54 2 4ENMH],

20° C A2, EAE 1 FE P

e
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 3.2327 mL 16.1634 mL 32.3269 mL 80.8172 mL
5 mM 0.6465 mL 3.2327 mL 6.4654 mL 16.1634 mL
10 mM 0.3233 mL 1.6163 mL 3.2327 mL 8.0817 mL
15 mM 0.2155 mL 1.0776 mL 2.1551 mL 5.3878 mL
20 mM 0.1616 mL 0.8082 mL 1.6163 mL 4.0409 mL
25 mM 0.1293 mL 0.6465 mL 1.2931 mL 3.2327 mL

DMSO

30 mM 0.1078 mL 0.5388 mL 1.0776 mL 2.6939 mL
40 mM 0.0808 mL 0.4041 mL 0.8082 mL 2.0204 mL
50 mM 0.0647 mL 0.3233 mL 0.6465 mL 1.6163 mL
60 mM 0.0539 mL 0.2694 mL 0.5388 mL 1.3470 mL
80 mM 0.0404 mL 0.2020 mL 0.4041 mL 1.0102 mL
100 mM 0.0323 mL 0.1616 mL 0.3233 mL 0.8082 mL
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