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Description Jlé7). Mizolastine GEAT Z44M#] VEGF165. VEGF120. TNF-a fil KC ff] mRNA #%i%. Mizolastine 7]
FHT I SO S G AN AR S I S RZ A
Cell Line Type  Value Description
Cellular Effect Inhibition of human ERG channel expressed in HEK293 cells
HEK293 1Cso 441 nM
by patch clamp assay

Mizolastine (1-10000 nM; 0.5-6 h) shows inhibitory effects on VEGF, KC and TNF-a release in mast
cells[1].

Mizolastine (0.1 pM; 4 h) significantly reduces VEGF165, VEGF120, TNF-a and KC mRNA
expression in mast cells[1].

Cell Viability Assay[1]

Cell Line: Mast cells (from Kunming mice)

Concentration: 1-10000 nM

Incubation Time: 0.5-6 h

In Vitro Result: Markedly inhibited release of KC, VEGF and TNF-a in a time-

and dose- dependent manner.

RT-PCR[1]

Cell Line: Mast cells (from Kunming mice)

Concentration: 0.1 uM

Incubation Time: 4h

Result: Led to a significant reduction of induced VEGF165, VEGF120,
TNF-a and KC mRNA synthesis.

Mizolastine (0.3 mg/kg; p.o.; single daily for 7 days) inhibits production of 5-LOX AA (arachidonic
acid) metabolite leukotriene B4 (LTB4), and suppresses expression of 5-LOX, cytosolic PLA2 (cPLA2),
5-LOX-activating protein, and LTB4 receptor mRNA in the AA-induced inflammation model[2].

Animal Model: Male Sprague-Dawley rats (specific-pathogen-free; 234-254 g; 7 to 8-week-old; ra
model)[2].

In Vivo Dosage: 0.3 mg/kg

Administration: Oral gavage; single daily for 7 days.

Result: Significantly reduced paw edema by 21% at 1 h, and by 14- 18% between 2 and 4
Inhibited inflammatory cell infiltration and significantly reduced levels of LTB4.
Suppressed expression of 5-LOX, cPLA2, FLAP and LTB4r mRNA.

o o ST :
Solvent&Solubility DMSO HIVEEIE : 25 mg/mL (57.80 mM; #875 BIVA; WRIBMH DMSO 7= M fVE g A &5 m),

HEHHITE ) DMSO)
H20 HAERE < 0.1 mg/mL (insoluble)
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Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.3122 mL 11.5610 mL 23.1219 mL
Stock Solutions 5mM 0.4624 mL 2.3122 mL 4.6244 mL
10 mM 0.2312 mL 1.1561 mL 2.3122 mL

SRR = S TE AN [ A 77 oV AR REE PR I I VRIS G 48 — LGOI, WA,
S VR R A 7 it 2R

T RA7 7 SRAARR . -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 E{ER,  -20°C fik
TP, TELE 1 AER A

YL

ARG SRR 2 2 MR PE 2 T AT R

AR VAR TT A S6% B8 In Vitro 77 sURCHIVEE (065 490, FEARVCE I BOIE 7
——APRESEIO G R AT R, VI (O 68 2 T LARIB AR 40, &M RAE s R SSIRi TAR, &
WS BIRD, 4 R

DA VAU SR 1 T 4 LU R 8 A 7R 7 A TC ) 2B P P PR o s B FE TR A v e BT L T
WG, W7 LOE s FAEn /s 7 i) 7

JE

R FIR AR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (5.78 mM); ¥&i& A

W7 RT3 > 2.5 mg/mL FIEERED KB H .

PL1mL TAEGCAE], B 100 pL 25.0 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥157; Fi Bk AE RSN 50 uL Tween-80, JRE 5] SRIG ARSI 450 L AFHK EEE 1
mL.

A KRR ¥ 0.9 g &AEN, BT ddH.0 FEERZE 100 mL, A LAFS RIS % B 10 4 B 4R K
WL

P -

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

Solubility: > 2.5 mg/mL (5.78 mM); ¥&i& A

W REAPAG >2.5 mg/mL (HERIEARKD B HET.

PL1mL TAEGCAE, B 100 pL 25.0 mg/mL [¥77E DMSO fifi & nE] 900 uL 20% [ SBE-B-CD
A EAOKIE T, REHAN.

2 g SBE-B-CD (B T4Mt B-AMIKS) MPAREAT 10mL MAEMEKE, SEAeBMEBBEY.

HE =

R FIRINEAER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (5.78 mM); ¥&i& A

W7 RAERAG > 2.5 mg/mL GHERIEERED MEBREER, o7 ZsusH e LA A L L ish e m
A

PL1mL TAEGCAE, B 100 pL 25.0 mg/mL [H77H DMSO & inE] 900 uL F oK, REH
5.
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SRR BRI R -

TFARE 7= S AE AN TRA 77 i VA R A PR A IRV I TC R A 2 . — ELTC UL, 5 20 B ORAE, 3B G0 S 53 VR R S P 7 B
e

AR RAF J7 RANWIBR : -80°C, 2 years; -20°C, 1 year. -80°C /I, Wi 2 SEMEH], -20°C i fES, WA 1 E PRI .

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.3122 mL 11.5610 mL 23.1219 mL 57.8048 mL
5 mM 0.4624 mL 2.3122 mL 4.6244 mL 11.5610 mL
10 mM 0.2312 mL 1.1561 mL 2.3122 mL 5.7805 mL
15 mM 0.1541 mL 0.7707 mL 1.5415 mL 3.8537 mL
20 mM 0.1156 mL 0.5780 mL 1.1561 mL 2.8902 mL
DMSO
25 mM 0.0925 mL 0.4624 mL 0.9249 mL 2.3122 mL
30 mM 0.0771 mL 0.3854 mL 0.7707 mL 1.9268 mL
40 mM 0.0578 mL 0.2890 mL 0.5780 mL 1.4451 mL
50 mM 0.0462 mL 0.2312 mL 0.4624 mL 1.1561 mL
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