iR 0T

RIRET AR TR AT

Shanghai yuanye Bio-Technology Co., Ltd
HLE: 021-61312973 & E: 021-55068248
P4ik:  www.shyuanye.com

HR#: shyysw@sina.com

P24 FR: Mirogabalin besylate
CAS 5: 1138245-21-2

il YR

S88276

HEYEE

Description

Mirogabalin besylate J& — Ff it £ 1 19, BT C AR 09 W JE (19 PE 45 38 38 (voltage-gated calcium
channels) W a 28 [FHEREM, WA a28-1 Al a28-2, KE a28-1 F1 a28-2 () Kd 18

SN 13.5nM, 22.7nM, 27nM il 47.6 nM.

IC50 & Target

Kd: 13.5 nM (Human a2 8 -1),22.7 nM (Human a2 8 -2), 27 nM (Rat a2 6 -1), 47.6 nM (Rat a2

5-2)[1]

In Vitro

Mirogabalin besylate is a ligand for the a2 8 subunit of voltage-gated calcium channels, with Kds of
13.5 nM, 22.7 nM, 27 nM, and 47.6 nM for human a 2 6 -1, human a2 6 -2, rat a2 8 -1,andrat a2
-2, respectively. Mirogabalin shows binding affinity for the gabapentin binding site in rat cortical brain
homogenates with the IC50 value of 16.0 nM. Mirogabalin has no effect on any other receptors, channels,

transporters, or enzymes at 50 1 M[1].

In Vivo

Mirogabalin besylate (3 and 10 mg/kg) markedly increases AUCO-8 hours values in a dose-dependent
manner in partial sciatic nerve ligation model rats. Mirogabalin (2.5, 5, and 10 mg/kg) causes significant and
dose-dependent increase in AUCO-12 hours values and enhances analgesic effects, with estimated ED50 of
4.4, 3.1, and <2.5 mg/kg on day 1, day 3, and day 5, respectively. Moreover, Mirogabalin besylate shows no
obvious effect on rota-rod performance and locomotor activity at 3 and 10 mg/kg via oral administration,
exhibits significant inhibition on rota-rod performance at 10, 30, and 100 mg/kg, and decreases locomotor

activity at 30 and 100 mg/kg in rats[1].

Solvent&Solubility

Y P S
DMSO HFEFSE : 100 mg/mL (272.14 mM; # A BE; WIR DMSO X 7= i I 7 il B A 2 35 52
e, 5 A#ETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.7214 mL 13.6069 mL 27.2138 mL
Stock Solutions 5mM 0.5443 mL 2.7214 mL 5.4428 mL
10 mM 0.2721 mL 1.3607 mL 2.7214 mL

*TEARAE = S E AN TEVA AR o AV BEE PR A& VA RIC I 5 90 — ELEC U, 18 0 2 ORAE,
ST R R I T P R

AR A7 J7 RANWIBR . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C
EAEIF, AL 6 M H MM, -20°C fiff7ie, 7E 1 A H M.
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Solubility: >2.58 mg/mL (7.02 mM); ¥R

BT RT3 > 2.58 mg/mL CHRIE R AN IR THIET

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline
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DL I mL TAEBCAE], HC 100 uL 25.8 mg/mL {178 DMSO & in%] 400 uL PEG300 #, JBH
1515 Hi B A RF I 50 uL Tween-80, JRA YA SRIGHAELEIIN 450 uL AFHAK EHE 1

mL,

AEFRER KT 0.9 g FALEN, BT ddH.0 HEAZE 100 mL, AT LIS EIEHE I IR FE ER K
s

e

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

Solubility: >2.58 mg/mL (7.02 mM); ¥ EI& R

BT RT3 > 2.58 mg/mL CHRIERAD IR HIETR .

PL I mL TAEBCAE], HC 100 uL 25.8 mg/mL [{7EH DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
B EAOKEIR T, IREBIN .

2 g SBE-B-CD (BT 5k B-P#IAE) MiRwEA T 10 mL WAEFE KA, TRBEMEREEN.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.58 mg/mL (7.02 mM); ¥ HIE R

SET7 %A 38 > 2.58 mg/mL CHLRIEESRAD MVIE WL BET7 22 S8 FIWIZE AN T UL 3h W seie iy
TEREA .

U 1mL TARRCAH], B 100 pL 25.8 mg/mL IS DMSO fE&NE] 900 uL FoKihdr, REH
5.

EZ 3N [1]. Domon Y, et al. Binding Characteristics and Analgesic Effects of Mirogabalin, a Novel Ligand for the

020 Subunit of Voltage-Gated Calcium Channels. J Pharmacol Exp Ther. 2018 Jun;365(3):573-582.

SRR BRI R -
AL 7 AL R VA0 o VAR RS PR VAR RS R R 3 0. — LTSI, 8 0 B ORAT, B G SRS VAR RIS J P 7= i R
A RA7 7 AR : -80° C, 6 months; -20° C, 1 month (sealed storage, away from moisture). -80° C £, &7 6
AMHWER, -20° C A7, EE 1A A W

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
I mM 27214 mL 13.6069 mL 27.2138 mL 68.0346 mL
5mM 0.5443 mL 27214 mL 5.4428 mL 13.6069 mL
10 mM 0.2721 mL 1.3607 mL 27214 mL 6.8035 mL
15 mM 0.1814 mL 0.9071 mL 1.8143 mL 45356 mL
DMSO
20 mM 0.1361 mL 0.6803 mL 1.3607 mL 3.4017 mL
25 mM 0.1089 mL 0.5443 mL 1.0886 mL 2.7214 mL
30 mM 0.0907 mL 0.4536 mL 0.9071 mL 2.2678 mL
40 mM 0.0680 mL 0.3402 mL 0.6803 mL 1.7009 mL
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50 mM 0.0544 mL 0.2721 mL 0.5443 mL 1.3607 mL
60 mM 0.0454 mL 0.2268 mL 0.4536 mL 1.1339 mL
80 mM 0.0340 mL 0.1701 mL 0.3402 mL 0.8504 mL
100 mM 0.0272 mL 0.1361 mL 0.2721 mL 0.6803 mL
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