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MRGPRX]1 agonist 1 /& —F 201 MRGPRX1 #3171 (EC50=50 nM), Xf 8. u Fl « B
ZARRE MBI 50 {5, MRGPRXI agonist 1 %} MRGPRCI11 JGiftH. MRGPRCI1 ] i &

DeserPOR | s (HVA) Cade i, BRI, WUEEER PSR, MRGPRX agonist | o1 10t
P (JLH R A I
IC50 & Target EC50: 50 nM (MRGPRX1)[1]
Cell Line  Type Value Description
Cellular Effect Agonist activity at human MrgprX1 expressed in HEK293 cells
HEK?293 ECso 0.05 uM
incubated for 2 mins by Fluo4AM dye based FLIPR assay
MRGPRX1 agonist 1 (compound 16) & MRGPRX1 [J#57]. MRGPRX1 agonist 1 X 8 -fi i 5%
In Vitro & (Opioid Receptor) &5 &K1 (Ki) v 2470 uM, X w-Fl)y52Eh 3730 uM, X «-Bijr
) 121 uM[1].
MRGPRX1 agonist 1 (compound 16) (10 mg/kg; FHAKIER s HAIE) EMEE/N BRI A 511
In Vivo RAFoAn, BHES MR AUC By 6.3, FFEMLy 0.33 AN, FLAE/AN RO b A s
(t1/2<15 min)[1].
4f S
Solvent&Solubility DMSO ¥ #/Z : 125 mg/mL (287.03 mM; A B, WIRAT DMSO X 7™ i 5 LA 225 5%

e, 5 AETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.2962 mL 11.4811 mL 22.9621 mL
Stock Solutions 5 mM 0.4592 mL 2.2962 mL 4.5924 mL
10 mM 0.2296 mL 1.1481 mL 2.2962 mL

* AR R = S AE AN RIVA ) IR VA AR I A S VA SR R A — BRI, W R ORAE,
ST R R I PR P R

i #3047 J7 SURIBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ 176, 54 6 A H P, -20°C
it fEEE, A LA A WA

YL

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

VLNV 7 S Se % I In Vitro 75 SUBLHITEE R BRI I Bh 7 77«

—— R TRIESEIR S5 R AT FEVE, B IR T AR A2 2500, & S0/ RS AR, &
WESLHIES, 2R,

DRV AR AT R 1 B 20 LU R 4R VA FRIFE SR ) i P AR 5 B eI AR o M BT TE S AT
LG, AT LOE AR/ B8 7 1 7 B

E S

T 7 VS A A 71
Solubility: = 2.08 mg/mL (4.78 mM); ¥ &AM

T RA3RAG = 2.08 mg/mL BRI ARFD EHRR.

L 1mL TAEWCHH], B 100 wL20.8 mg/mL HIFETE DMSO f###M#E 400 uwL PEG300 1, iR
G50 A BB RPN 50 v L Tween-80, ARSI RIEHALIMA 450 uL LK &

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline
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AE 1mL.

AT K TS B 0.9 ¢ B, WERT ddH. O JEERZE 100 mL, A LSSV % W 04 ¥ 4k
IKIEW

L -

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

Solubility: = 2.08 mg/mL (4.78 mM); &35 ¥A

T RA3AG = 2.08 mg/mL BRI ARFD 1EHRR.

PL ImL TAEM 6], B 100 »L20.8 mg/mL 334 DMSO fif# %l 900 »L20% ) SBE-B
-CD AFEHAKEW T, BEHA.

E =

T T IR IR I 77
Solubility: = 2.08 mg/mL (4.78 mM); &35 ¥A
W RG> 2.08 mg/mL CHURIEEARED ISR, 7 R85 R A A LR s sese

10% DMSO — 90% Corn Oil

2 g SBE-B-CD (fif T JEfk B -FRMIKE) MREAT 10mL WABEKE, EEEMEBHEY.

BT .
PL 1 mL TAERCAH], B 100 w1 20.8 mg/mL K13 DMSO 4%l 900 uL TR, BE
EZ 3N [1]. Prchalova E, et al. Discovery of Benzamidine- and 1-Aminoisoquinoline-Based Human MAS-Related
G-Protein-Coupled Receptor X1 (MRGPRX1) Agonists. ] Med Chem. 2019 Sep 26;62(18):8631-8641.
e R IR

TR AR AN RIA T b BV A L P B BRI E b 0 2800 — ELICIIE T, TR ORAT 8 S R S VR RIS PR 7 i 2K

R

BRI ARAE T AR : -80° C, 6 months; -20° C, 1 month. -80° C ANt #7E 6 MWL, -20° C fEfER;, 54

LA AR,
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.2962 mL 11.4811 mL 22.9621 mL 57.4053 mL
5 mM 0.4592 mL 2.2962 mL 4.5924 mL 11.4811 mL
10 mM 0.2296 mL 1.1481 mL 2.2962 mL 5.7405 mL
15 mM 0.1531 mL 0.7654 mL 1.5308 mL 3.8270 mL
20 mM 0.1148 mL 0.5741 mL 1.1481 mL 2.8703 mL
DMSO 25 mM 0.0918 mL 0.4592 mL 0.9185 mL 2.2962 mL
30 mM 0.0765 mL 0.3827 mL 0.7654 mL 1.9135 mL
40 mM 0.0574 mL 0.2870 mL 0.5741 mL 1.4351 mL
50 mM 0.0459 mL 0.2296 mL 0.4592 mL 1.1481 mL
60 mM 0.0383 mL 0.1914 mL 0.3827 mL 0.9568 mL
80 mM 0.0287 mL 0.1435 mL 0.2870 mL 0.7176 mL
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100 mM

0.0230 mL

0.1148 mL

0.2296 mL

0.5741 mL
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