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Betahistine /& —F HA M RGE MM A H1 524K (histamine H1 receptor) i #)IF H3 524k

Description
(H3 receptor) {44 Hi7. Betahistine A DL FIRIBHELTT R (RA) HIFFTL.
IC50 & Target[1] H1 Receptor H3 receptor

Betahistine (0-10 1 M) inhibits [125]]iodoproxyfan binding to membranes of CHO (rH3(445)R) and
CHO (hH3(445)R) cells with IC50 values of 1.9 1 M and 3.3 1 M, respectively. Lead to Ki values of 1.4
bWMand 2.5 v M, respectively[2].

. Betahistine (0-10 1 M) has a regulating function on cAMP formation in CHO (rH3(445)R), CHO
n Vitro (rH3(413)R), and CHO (hH3(445)R) cells. At low concentrations, betahistine behaves an apparent inverse
agonist, and progressively enhances cAMP formation with EC50 values of 0.1 nM, 0.05 nM and 0.3 nM,
respectively. In contrast, at concentrations higher than 10 nM, betahistine inhibits cAMP formation with an
EC50 value of 0.1 1M in CHO (rH3(445)R) and full agonist activity[2].

Betahistine (intraperitoneal or oral administration; 0.1-30 mg/kg; single dose) with acute administration
has increased tele-methylhistamine (t-MeHA) levels with an ED50 of 0.4 mg/kg, indicating the inverse
agonism. Besides, after acute oral administration, it increases t-MeHA levels with an ED50 of 2 mg/kg in
male Swissmice[2].

Betahistine (oral adminstration; 1 and 5 mg/kg; daily for 3 weeks) attenuates the severity of arthritis and

In Vivo reduces the levels of pro-inflammatory cytokines in the paw tissues of CIA mice[3].
Animal Model: Collagen-induced arthritis (CIA) DBA/1 male mouse model[3]
Dosage: 1 mg/kg; Smg/kg
Administration: Oral adminstration; day 21 to day 42 after a 21-day CIA induction
Result: Ameliorated mouse CIA by decreasing joint destruction.
o e S :
Solvent&Solubility DMSO H A : 100 mg/mL (734.27 mM; 8 75 Bha; IBH) DMSO X 7= 5 VA iR A B % 5
R, S BT ) DMSO)
Solvent Mass
1 mg 5mg 10 mg
Concentration
Preparing 1 mM 7.3427 mL 36.7134 mL 73.4268 mL
Stock Solutions 5mM 1.4685 mL 7.3427 mL 14.6854 mL
10 mM 0.7343 mL 3.6713 mL 7.3427 mL
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R F RN FEF:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.5 mg/mL (18.36 mM); ¥ iEVA R

P RAIHE = 2.5 mg/mL R RAD IR .

L 1mL TAEMCHE], B 100 wL25.0 mg/mL HIFETE DMSO f## Mm% 400 uwL PEG300 1, &
G5 B R RPIAN 50 1w LTween-80, JBEIA: SRFHALIMA 450 wL AFEK &
AE ImL.

AT K TR 0.9 ¢ B, AT ddH. O JEERZE 100 mL, A LSSV % W 04 3 4,
TR -

I -

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

Solubility: = 2.5 mg/mL (18.36 mM); ¥ TEVA R

P RAIG = 2.5 mg/mL R RAD IR

L 1mL TAEMCHE], B 100 1L 25.0 mg/mL I DMSO f###n% 900 wL20% [ SBE-B
-CD AEEHAKEW T, BEHA.

2 g SBE-B-CD (FT Mk B-FWKE) MAEARET 10mL AEMESKS, BEEMEEHTEN.
HE =

TR FA IR AT 10% DMSO  —  90% Corn Oil

Solubility: = 2.5 mg/mL (18.36 mM); ¥ & AR

ST ARG = 2.5 mg/mL CHERIBERAD IEEER, 17 Z 98 MM A bl s sk
AL

L 1mL TAEWCHE], B 100 wL25.0 mg/mL 375 DMSO f##&#nEl 900 nL FoKilid, RE
B5.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 7.3427 mL 36.7134 mL 73.4268 mL 183.5671 mL
DMSO
5 mM 1.4685 mL 7.3427 mL 14.6854 mL 36.7134 mL
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10 mM 0.7343 mL 3.6713 mL 7.3427 mL 18.3567 mL
15 mM 0.4895 mL 2.4476 mL 4.8951 mL 12.2378 mL
20 mM 0.3671 mL 1.8357 mL 3.6713 mL 9.1784 mL
25 mM 0.2937 mL 1.4685 mL 2.9371 mL 7.3427 mL
30 mM 0.2448 mL 1.2238 mL 2.4476 mL 6.1189 mL
40 mM 0.1836 mL 0.9178 mL 1.8357 mL 4.5892 mL
50 mM 0.1469 mL 0.7343 mL 1.4685 mL 3.6713 mL
60 mM 0.1224 mL 0.6119 mL 1.2238 mL 3.0595 mL
80 mM 0.0918 mL 0.4589 mL 0.9178 mL 2.2946 mL
100 mM 0.0734 mL 0.3671 mL 0.7343 mL 1.8357 mL
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