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JNJ-5207852 dihydrochloride is a selective and potent histamine H3 receptor (H3R) antagonist, with pKis of

Description
8.9, 9.24 for rat and human H3R, respectively.
H; Receptor Hj Receptor
IC50 & Target
8.9 (pKi, for rat) 9.24 (pKi, for human)
INJ-5207852 (1-10mg/kg s.c.) increases time spent awake and decreases REM sleep and slow-wave sleep,
but fails to have an effect on wakefulness or sleep in H3 receptor knockout mice. The wake promoting effects
of this H3 receptor antagonist are not associated with hypermotility. A 4-week daily treatment of mice with
JNJ-5207852 (10 mg/kg i.p.) does not lead to a change in body weight. INJ-5207852 is extensively absorbed
after oral administration and reaches high brain levels[1].
In Vivo Animal Model: Male, Sprague-Dawley rats weighing 282-334 g[1].
Dosage: 3,10, 30 mg/kg.
Administration: S.C.
Result: Tincreased time spent awake and decreased REM sleep and slow-wave
sleep.
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Solvent&Solubility H20 MR < 25 mg/mL (64.20 mM; #i R BiE)

DMSO H[ERE @ 7.14 mg/mL (18.34 mM; #BF BIA; TR DMSO X 77 & 1 il B B35 5
R, S AT ) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.5681 mL 12.8403 mL 25.6805 mL
Stock Solutions 5 mM 0.5136 mL 2.5681 mL 5.1361 mL
10 mM 0.2568 mL 1.2840 mL 2.5681 mL
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WP INEERAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
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U1 mL LAEMJ9], B 100 wL7.1 mg/mL K% DMSO f##WM#E| 400 uLPEG300 #, i
GH5); B ERERFMA 50 uL Tween-80, JRAHIL); MG HEHLEMAN 450 vl AHEK &
A% lmL.

AEFERKIEH: ¥ 0.9 g EAN, WM T ddH: O FFEAZE 100 mL, AT LA B S KIE R
IKIEW

L -

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

Solubility: = 0.71 mg/mL (1.82 mM); &35 K

WHEATHE = 0.71 mg/mL CRAERED HIEE AR

U 1mL TAEWB9%], X 100 wL7.1 mg/mL HI¥E DMSO & BUME 900 uL20% ) SBE-B
-CD AEEHAKEW T, BEHA.

2 g SBE-B-CD (F#T Mk B-HWKE) BMAEAET 10mL AEMEKY, SEEMBEETEN.
FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: = 0.71 mg/mL (1.82 mM); ¥ & iAR

ST EEIRAE = 0.71 mg/mL CWERIEERHD AR SbJ7 5258 A I7E A H UL B s 55
FItE A o

U 1mL LAEWONH], B 100 »L 7.1 mg/mL I DMSO f##WBME] 900 uL FoKihd, RE
5.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.5681 mL 12.8403 mL 25.6805 mL 64.2013 mL
5mM 0.5136 mL 2.5681 mL 5.1361 mL 12.8403 mL
IDMSO/ H20
10 mM 0.2568 mL 1.2840 mL 2.5681 mL 6.4201 mL
15 mM 0.1712 mL 0.8560 mL 1.7120 mL 4.2801 mL
20 mM 0.1284 mL 0.6420 mL 1.2840 mL 3.2101 mL
H20 25 mM 0.1027 mL 0.5136 mL 1.0272 mL 2.5681 mL
30 mM 0.0856 mL 0.4280 mL 0.8560 mL 2.1400 mL
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40 mM 0.0642 mL 0.3210 mL 0.6420 mL 1.6050 mL
50 mM 0.0514 mL 0.2568 mL 0.5136 mL 1.2840 mL
60 mM 0.0428 mL 0.2140 mL 0.4280 mL 1.0700 mL
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