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P24 FR: ZK824859 hydrochloride

CAS 5:

2436760-76-6

KRS V46273

HEYEE

Description

7K 824859 hydrochloride /& —Fft [T HRAT R 6 14 PR I 200 41 VS B 805 770 (uPA) #0770, AT
N uPA, tPA FIZF#HE, 1C50 4350y 79 nM, 1580 nM 1 1330 nM.

IC50 & Target

IC50: 79 nM (human uPA), 1580 nM (human tPA), 1330 nM (human plasmin)[1].

In Vitro

ZK824859 MIAIMEILT 5 fisIF BAE/ N2k & T8 uPA IC50=410 nM; tPA 1C50=910
nM; 5 A IC50 {4314 79 naM. 1580 nM Al 1330 nM AHEL, 477 1C50=1600 nM[1].

In Vivo

ZK 824859 (50 25 1 10 mg/kg; bid: 25 K) HTHEME/NR EAE Bi%. ZK 824859 5E4xWj by
JRIR R . SR, PANEMRIAIE (25 1 10 mg/kg) Xl PRV /-8 AT 50 1]

Animal Model: Female SJL mice with chronic mouse EAE model[1]
Dosage: 50, 25 and 10 mg/kg
Administration: B.i.d.; 25 days
Result: Prevented the development of disease at 50 mg/kg completely. However,

25 and 10 mg/kg had no effect on clinical scores.

Solvent& Solubility

41 B S -
DMSO AR - > 125 mg/mL (268.88 mM; iR DMSO X 7= 5 (A il A B2 5m, 5
B DMSO)

* ">"means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.1510 mL 10.7552 mL 21.5105 mL
Stock Solutions 5 mM 0.4302 mL 2.1510 mL 4.3021 mL
10 mM 0.2151 mL 1.0755 mL 2.1510 mL

SRR = T TE AR A A R KV AR R PR R I VA ISR G 480 — B HOBTI, W e, ik
S VR R R 7 it 2R

i 4 U A7 7 SRAARR : -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C
TEAEIE, HAE 6 DA R, -20°C fA7IS, 4 1A B
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WS BIRT, 4 R

DA VAU SR 1 T 4 LU 8 0 7RI 7 S TC ) 28 P A s B PR TSR R b e BT L T
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Solubility: > 2.08 mg/mL (4.47 mM); EIHTER

TR 3T > 2.08 mg/mL (HERIEARAD IR TEER

PL1mL TAEGCAE], B 100 pL 20.8 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥157; Fi BRI 50 uL Tween-80, JREII5]; SRIG ARSI 450 uL AHHK EXEE 1

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline

mL.
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AEFEEKITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE 1% I 1 AR B A K
a3

L -

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

Solubility: > 2.08 mg/mL (4.47 mM); V514 0

W7 RT3 > 2.08 mg/mL CHRIERAD IR THER

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7EH DMSO fig#& i inE] 900 uL 20% [ SBE-B-CD
AEFEAOKEIR T, IREBIN .

2 g SBE-B-CD (fiff T H:Mk B-MAWIKG) MR ERT 10 mL MAERHKT, EEEMERTEY.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.08 mg/mL (4.47 mM); V514 0

SET7 %A 3RS > 2.08 mg/mL CHIRIEESRAD MRH WL BET7 22 S8 FIWIZE AN T UL R M h W seie iy
TEREA .

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7EH DMSO fig & inE] 900 uL Tk, JBEH
5.

E = 3TN [1]. Islam I, et al. Discovery of selective urokinase plasminogen activator (uPA) inhibitors as a potential
treatment for multiple sclerosis. Bioorg Med Chem Lett. 2018 Nov 1;28(20):3372-3375.
(=4 3
SR AR HIR -

T AR A 2 A A [V 77 P VA AR B S B A S A R A W — BB, T 0 B ORAE, T o R VR R ) 77 e 2R
W fE SRR 7 AFIFR: -80° C, 6 months; -20° C, 1 month (sealed storage, away from moisture). -80° C fikf7Rf, iH7E 6
MAWMEH, 20° CHEAFR, EE 1ANHWEH.

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.1510 mL 10.7552 mL 21.5105 mL 53.7762 mL
5 mM 0.4302 mL 2.1510 mL 4.3021 mL 10.7552 mL
10 mM 0.2151 mL 1.0755 mL 2.1510 mL 5.3776 mL
15 mM 0.1434 mL 0.7170 mL 1.4340 mL 3.5851 mL
20 mM 0.1076 mL 0.5378 mL 1.0755 mL 2.6888 mL
DMSO 25 mM 0.0860 mL 0.4302 mL 0.8604 mL 2.1510 mL
30 mM 0.0717 mL 0.3585 mL 0.7170 mL 1.7925 mL
40 mM 0.0538 mL 0.2689 mL 0.5378 mL 1.3444 mL
50 mM 0.0430 mL 0.2151 mL 0.4302 mL 1.0755 mL
60 mM 0.0359 mL 0.1793 mL 0.3585 mL 0.8963 mL
80 mM 0.0269 mL 0.1344 mL 0.2689 mL 0.6722 mL
100 mM 0.0215 mL 0.1076 mL 0.2151 mL 0.5378 mL
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