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HEYEE

Emedastine /& —FURA FUIRGETE, SR tEMmEs R A4 HI 246855057, Ki 8 1.3 M.

Description Emedastine /& —FARIFRRIEATAEY), BATSRAIBUE BeRrrE, W TS S g, Btk K sk A
TSR 5
Hi Receptor H> Receptor Hj Receptor
IC50 & Target[1]
1.3 nM (Ki) 49067 nM (Ki) 12430 nM (Ki)

Emedastine inhibits histamine H2 receptor (Ki=49067 nM) and histamine H3 receptor (Ki=12430

nM)[1].
High concentrations of Emedastine (1 and 10 ng/ml) significantly inhibits type 1 collagen production in
In Vitro
normal human dermal fibroblasts[2].
Emedastine (1, 10, 100, 1000 nM) at concentrations of = 10 nM inhibits CC chemokine-elicited
eosinophil migration[2].
Emedastine (0.03, 0.1, 0.3 mg/kg; orally; pretreatment of 30 min) significantly suppresses
histamine-induced scratching with 0.1 and 0.3 mg/kg but not 0.03 mg/kg[3].
Pretreatment with Emedastine (0.03, 0.1, 0.3 mg/kg; orally) significantly inhibits the scratching induced
by substance P and leukotriene B[3].
Emedastine (0.3 mg/kg, p.o.) produces significant inhibition of passive peritoneal anaphylaxis in
guinea-pigs[2].
In Vivo

Emedastine inhibits histamine-induced contractions of isolated ileum (IC50=6.1 nM)[2].

Animal Model: Male ICR mice 5-6 weeks of age[3]

Dosage: 0.03, 0.1, 0.3 mg/kg

Administration: Orally; 30 min before pruritogen injection

Result: Significantly suppressed histamine-induced scratching with pretreatment

of 0.1 and 0.3 mg/kg.

i g

Solvent&Solubility DMSO IR 125 mg/mL (413.35 mM; A BIVA; TR DMSO X 7™ i (¥ 7 7 5 A7 55 35 5
Wi, EAEATETTE ) DMSO)

Ethanol AR : 100 mg/mL (330.68 mM; #87 BhiA)

N

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing I mM 3.3068 mL 16.5338 mL 33.0677 mL
Stock Solutions 5mM 0.6614 mL 3.3068 mL 6.6135 mL
10 mM 0.3307 mL 1.6534 mL 3.3068 mL

FTEARAE = S LE AN TENA AR ARV A BE PR A& VA RIS 5 90 — BLEC U, 19 9 2 ORAE,
ST R R I T P R

i %R R A7 77 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ 176, 54 6 A H A, -20°C
fiBfEit, EAE 1A A AL .
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E S

T PP VS A AV 711
Solubility: >2.08 mg/mL (6.88 mM); V& ik

BT RT3 > 2.08 mg/mL CHRIERAD IR THIE

U 1mL TARRCAH], B 100 pL 20.8 mg/mL F7TE DMSO & W% 400 uL PEG300 ', iR&
Y151, Hi B ARSI 50 uL Tween-80, JRE YA SRIGHAEEEIIAN 450 uL AFHK EHE 1

BT A AV T AR A A7 2 G R A7 RN SRR AR, &

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

mL,
AEFE K ITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LU BV IE % I 1 AR B A K
R

L -
TP VS A AV 71
Solubility: >2.08 mg/mL (6.88 mM); ¥ iE AT

BT3RS > 2.08 mg/mL CHRIERAD IR THIE

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

2 g SBE-B-CD (fiff T H:Mk B-AWIKG) MIARERT 10 mL MAERHKT, SEEMERTEY.

HR =
TP VS A AV 71
Solubility: >2.08 mg/mL (6.88 mM); V& ik

SET7 %A 3RS > 2.08 mg/mL CHIRIEESRAD MVIE WL BET7 22 S8 FWIZE AN BB M 3h W seie iy
AL

U 1mL TARRCAH], B 100 pL 20.8 mg/mL fIE DMSO &M 900 uL Kb, REH
5.

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

10% DMSO — 90% Corn Oil
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SEEAE BRI R -
TEARLHE 7 i LS TRV 77 BV A A PR A 0 R VA R TC A 5. — ELFCRRIE VI, R 20 B ORAF, 3 G0 S ST R RS AR 7 i 2R
il S ARAT )7 ATHABR . -80° C, 6 months; -20° C, 1 month. -80° C f#f7M, &7E 6 A MMM, -20° C ikfFM, 1HTE
1ASA R
ALIEVEF RE 1mg 5mg 10 mg 25 mg
B
W
1 mM 3.3068 mL 16.5338 mL 33.0677 mL 82.6692 mL
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[Ethanol /DMSO

5 mM 0.6614 mL 3.3068 mL 6.6135 mL 16.5338 mL
10 mM 0.3307 mL 1.6534 mL 3.3068 mL 8.2669 mL
15 mM 0.2205 mL 1.1023 mL 2.2045 mL 5.5113 mL
20 mM 0.1653 mL 0.8267 mL 1.6534 mL 4.1335 mL
25 mM 0.1323 mL 0.6614 mL 1.3227 mL 3.3068 mL
30 mM 0.1102 mL 0.5511 mL 1.1023 mL 2.7556 mL
40 mM 0.0827 mL 0.4133 mL 0.8267 mL 2.0667 mL
50 mM 0.0661 mL 0.3307 mL 0.6614 mL 1.6534 mL
60 mM 0.0551 mL 0.2756 mL 0.5511 mL 1.3778 mL
80 mM 0.0413 mL 0.2067 mL 0.4133 mL 1.0334 mL

100 mM 0.0331 mL 0.1653 mL 0.3307 mL 0.8267 mL
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