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Description

Granisetron (BRL 43694) /& 5-HT3 /A5 HiH.

IC50 & Target

5-HT; Receptor

17 uM (ICso)

In Vitro

In rat forestomach GR reduced 5-HT-evoked contractions at IC50 17 /- 6 uM. In isolated rabbit heart,
GR 0.003-0.03 nM dose-dependently reduced s-HT tachycardia; at high levels GR reduced submaximal and

maximal responses to 5-HT[1].

In Vivo

Leukocyte accumulation was dose-dependently inhibited by granisetron both at 6 and 72 h after
induction of inflammation. Granisetron increased PGE(2) level at a lower dose (50 microg/pouch) but higher
doses (100 and 200 microg/pouch) inhibited the release. At the same time, TNFalpha production was
decreased by the lower dose and increased by higher doses of granisetron in a reciprocal fashion[2]. The
GTDS displayed non-inferiority to oral granisetron: complete control was achieved by 60% of patients in the
GTDS group, and 65% in the oral granisetron group (treatment difference, -5%; 95% confidence interval,

-13-3). Both treatments were well tolerated, the most common adverse event being constipation[3].

Solvent&Solubility

Y ST
DMSO VAR - 25 mg/mL (80.02 mM; A BIE (<60°C); iR DMSO X7 & (VA IR 1 A &
ER, THEHTE K DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 3.2009 mL 16.0046 mL 32.0092 mL
Stock Solutions 5 mM 0.6402 mL 3.2009 mL 6.4018 mL
10 mM 0.3201 mL 1.6005 mL 3.2009 mL

STEARAE 7 S E AN TEVA R o AV A B PR A& VA RIS (8 5 90 — BLECRUA I, 18 0 2 ORAE, B
ST R R I TR P R

i #3847 77 SURIBIFR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 4 H P, -20°C
PRy, WEE 1A H .

YL

TEIRARIE R SEgRsh PR Ss 24575 X IR 2 VA IR T &

VLNV 7 B e I In Vitro 77 SUBLHITEE R BRI I Bh 7 77«

DIPRAE SR 285 R AT ST, VBT A ST DO AR A7 1, & PRA7 s AR SRR ARV, 22
WESLHIE, 2R,

DL A FRT 7R I B 2 R AR A 7L S B ) 7 R R AR G T e A o H R GT0E . A
PG, AT LA AR /s s ) 7 2B
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ERFARRINEERAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: > 2.5 mg/mL (8.00 mM); ¥ % &k

LT AT 3G > 2.5 mg/mL EATEERAD (KSR

PL I mL TAEBCAE], B 100 uL 25.0 mg/mL [¥17E5# DMSO & in%] 400 uL PEG300 #, JBH
Y5y, B EREATIA 50 uL Tween-80, VB AAT; ARG HEAEEMA 450 uL AEBEK EFHE 1

mL.
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AEFEEKITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE 1% I 1 AR B A K
a3

L -

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

Solubility: > 2.5 mg/mL (8.00 mM); ¥E A

SRR > 2.5 mg/mL GERIERFD HIEHHER.

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7H DMSO fig & InE] 900 uL 20% [ SBE-B-CD
AEFEAOKEIR T, IREBIN .

2 g SBE-B-CD (BT 5k B-RIAE) MiRwEAT 10 mL WA KAF, TRBMEBEEN.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (8.00 mM); ¥E A

SET AR > 2.5 mg/mL CHLRIBERSED BRI IhJ7 R 9 FMI7E LA A UL s Y sesemg
TEREA .

U 1mL TARBCAH], B 100 pL25.0 mg/mL fI¥%TE DMSO &N 900 uL FoKihdr, REH
5.
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SEEREfE AR AL IR
VAR i 7E 7N [R5 P (R VA A P A B B S PR VA TR C A 48 V0. — ELPRARIATI, 1 0 B ORA7, B S S VR RIS B 7= il R
i B ARAE T AR : -80° C, 6 months; -20° C, 1 month. -80° C fEfERS, H7E 6 NH A, -20° CEFEN, W 14

A,
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE

1 mM 3.2009 mL 16.0046 mL 32.0092 mL 80.0230 mL
5 mM 0.6402 mL 3.2009 mL 6.4018 mL 16.0046 mL
10 mM 0.3201 mL 1.6005 mL 3.2009 mL 8.0023 mL
15 mM 0.2134 mL 1.0670 mL 2.1339 mL 5.3349 mL

DMSO
20 mM 0.1600 mL 0.8002 mL 1.6005 mL 4.0012 mL
25 mM 0.1280 mL 0.6402 mL 1.2804 mL 3.2009 mL
30 mM 0.1067 mL 0.5335 mL 1.0670 mL 2.6674 mL
40 mM 0.0800 mL 0.4001 mL 0.8002 mL 2.0006 mL
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50 mM 0.0640 mL 0.3201 mL 0.6402 mL 1.6005 mL
60 mM 0.0533 mL 0.2667 mL 0.5335 mL 1.3337 mL
80 mM 0.0400 mL 0.2001 mL 0.4001 mL 1.0003 mL
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