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Opioid receptor selectivity

Ki (nmonl/L) 0.244+0.0256 | 2.21+0.214 | 484+59.6
PN = Human, in vitro
Ratio 1 9 1980
ECso (nmonl/L) | g 40g16:+0.00138 | 1.66£0.09 | 21.3%1.0
Human, in vitro
- HCI Ratio 1 203 2610

© Chemical name: (-)-17-(cyclopropylmethyl)-3,14B-dihydroxy-4,5c-epoxy-68

-[N-methyl-trans-3-(3-furyl) acrylamido] morphinan hydrochloride

€ Drug name: Nalfurafine, kappa opioid agonist
©® Molecular formula: C28H32N20s5-HCI
€ Molecular weight: 513.03

© Receptor selectivity: highly selective for opioid kappa receptor
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(Nagase, H. et al. 1998)
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Histamine (10ug/body, i.d.) - induced, n=7-12, ICR mice
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*p<0.05
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_&D Substance P (250nmol/body, i.d.) - induced, n=8, ICR mice
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(Togashi, Y. et al. 2002)
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(Togashi, Y. et al. 2002; Umeuchi, H. et al. 2003)
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(Kumagai, H. et al. 2004)
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(Kumagai et al., Nephrol Dial Transplant. 2010;25(4):1251-7)

— - TSR B (1116)
(N=337) = =055 sugrt (1126)
- LEWF5.0ugBf (11441)

TN,

. A

~N~— .

p<0.025

.
o

w
o

HARIANSDVASZ(EEA (mm)
0
Q

=1
ZR
=

1R HAR]
R T T 2 EMAREE (B, Ak - BRI —T)

]l

-40

HIEERHAREI7H  &5E1+F 7H ®5%F 7H  RERHRKsH

X HPEDHT (ANCOVA) (CEHBFARRTE (vs TStzREF)



TRK-820&HA|"L S v F"ZBREHUS

ZOOQE 1H ﬁ‘i@ﬂl a\ 3H %J‘Eb'c e
ERRENS513%EH. EBEMIEH S11EH, REZSELED

EEGHAVAEL—T+—L

BAFREMSEN IF CREE (199859 A) 1ML THER

" PERMITOL

N b WEE N P

- #O% SEEWES

w LSwF hren25ug
REMITCH  capsuies 2.5.¢

‘ #l o | o7
O S PR w7 EEEAEE 17
x — '
’i ﬁ!E k * A ® - 8 B
X U == “J * ”7“!"]2,5“9 FNTTT 4 HEEME 25pgE M

REMITCH® —RE  FLIIT AR & FATI T
#) EN-ENSORS AL LOENTICE — & %
¥ %4 :Nalfurafine Hydrochloride

WERFKIZEAD | Wt WA RZLEH B :2009F 14 218
EERXEWNBEE/D | K E L ®EWEKEH B 2000% 34 138
® % £ B B| % ® % H B :2009% 34248

PSR - WEMRR - | W& mE
K - B H - m E
B R & # 2|
HAFEOERE

B E®F 5 -
FAX & %

v & KX 2 #
BEELEAX S
AR CEREASH®

al

#® A

AIFi, 200953 A dGTOHFMATHEOTRMICEIEHITLE L,

© 2010 JUN UTSUMI



"L=wF"MDDI (Drug Information)
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(Utsumi, J. et al. 2004; Kumagai, H. et al. 2004)
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(Utsumi, J. and Nagase, H. 2010)
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