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Description
. JR14a WTLAIMH] C3aR S FHIAAE.
IC50 & Target human complement C3a receptor[1]
Cell Line Type Value Description
Cellular Effect Antagonist at C3a receptor in human LAD2 cells assessed as
LAD2 ICso 8§ nM inhibition of C3a-induced beta-hexosaminidase release
preincubated for 30 mins followed by C3a addition
JR14a (0.1 nM-100 1 M) A A0 MRIE K EVEAE it C3a W SIM4IA Ca2+ BRI,
IC50 ¥ 10 nM[1]-
In Vitro JR14a (0.1 nM-100 1 M) & TR EAT KL AL 1 /1]
JR14a (0.1 nM- 100 1 M) ##i] A LAD2 JEK4HMIH C3a #5311 B -hexosaminidase 73, 1C50
N 8nM[1].
JR14a (10 mg/kg; p.o. 2 h prior) ££ 4 AEAI/K i (1 Stk K BT AL Py s Rl s 30 20f, b
HREEXT TR D> 65%[1]
JR14a (1 mg/kg: iv) TERRPRIVHEHRAZL (191 2080, B (4.4 mL/minkg) fl AUC
(3795 ng h/mL)[1].
JR14a (10 mg/kg: po) £ KM P HI L Cmax (88 ng/mL). Tmax (300 min) FI AUC (478 ng
h/mL)[1].
Animal Model: Male Wister rats (8 weeks, 250-300 g) were injected with BR103[1]
In Vivo Dosage: 10 mg/kg
Administration: P.o. 2 h prior to agonist challenge
Result: Inhibited C3aR-mediated inflammation.
Animal Model: Male Wister rats (8 weeks, 250-300 g)[1]
Dosage: 1 mg/kg for i.v.; 10 mg/kg for oral (Pharmacokinetic Analysis)
Administration: Intravenous administration and oral administration
Result: Lv.: t12,=191 min, clearance=4.4 mL/min/kg, AUC=3795 ngeh/mL.
P.o.: Cnax=88 ng/mL, Tmax=300 min, AUC=478 ngeh/mL.
TR
Solvent&Solubility | DMSO RS : 50 mg/mL (93.73 mM; A B (<60°C); WLILHI DMSO 7 i IV AR FEAT i

HRM, WEEAHITE R DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.8745 mL 9.3726 mL 18.7452 mL
Stock Solutions 5 mM 0.3749 mL 1.8745 mL 3.7490 mL
10 mM 0.1875 mL 0.9373 mL 1.8745 mL
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TEIRARIE R SEsRsh P ANSs 24575 X I HRE 2 VA IR T

VANV 7 B Se % R In Vitro 75 SUBCHITEE R0 BRI I Bh 7 77«
——PRIESEIR S R T EENE, P RO R T DRI R A7 25 1R, S ORAT s AR SRIR A AR, 2
WESLHIES, 2R,

[ S R T AN (N S = RE Y Sl sV T 2 78T G R N AN s O EC G DU s el B/ TRV i
BLG, 0T LUE I 0 /B 5 i 7 %

E S

RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (4.69 mM); FiE )

M5 ARG > 2.5 mg/mL CHURIERFD 1 HER.

U 1mL TARRCAH], B 100 pL 25.0 mg/mL FI7ETE DMSO & W% 400 uL PEG300 ', R4
B4y, B BRI AT 50 uL Tween-80, VB EA]; ARG HEAEEMA 450 uL AEBEK EFEE 1

mL,

AEFRER KNI 4 0.9 g FALEN, M T ddH.0 HEAZE 100 mL, AT LIS EIEHE I IR ER K
L

e

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

Solubility: > 2.5 mg/mL (4.69 mM); G

S BRI > 2.5 mg/mL CERIERED HIEHHR .

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

2 g SBE-B-CD (BT 5k B-H#IAE) MiREAT 10 mL WA KAF, TRBMEREEN.

FR =

EIRF I INEER:  10% DMSO  —  90% Corn Oil

Solubility: 2.5 mg/mL (4.69 mM); &kitif; i~ I

SE77 A3 2.5 mg/mL B AL, S R] T IR R A

P ImL LA B, EX 100 pL 25.0 mg/mL f{J%7E DMSO fig & nE] 900 uL oK, RAY
5.

VUM, V5 EEICH) AR, dBCHAIES, RN RIRA . UNERI R E 5L
SRR AIE SR Z B AR S EE . e RCH AR A BT . BTG, R Rl AR
B A 175 A

E S

WK P I ANA T 50% PEG300 —  50% Saline

Solubility: 5 mg/mL (9.37 mM); &Jd; #8H Bk .

EZ 3N [1]. Rowley JA, et, al. Potent Thiophene Antagonists of Human Complement C3a Receptor with

Anti-Inflammatory Activity. J Med Chem. 2020 Jan 23;63(2):529-541.
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER
W
1 mM 1.8745 mL 9.3726 mL 18.7452 mL 46.8630 mL
5mM 0.3749 mL 1.8745 mL 3.7490 mL 9.3726 mL
10 mM 0.1875 mL 0.9373 mL 1.8745 mL 4.6863 mL
15 mM 0.1250 mL 0.6248 mL 1.2497 mL 3.1242 mL
20 mM 0.0937 mL 0.4686 mL 0.9373 mL 2.3431 mL
DMSO 25 mM 0.0750 mL 0.3749 mL 0.7498 mL 1.8745 mL
30 mM 0.0625 mL 0.3124 mL 0.6248 mL 1.5621 mL
40 mM 0.0469 mL 0.2343 mL 0.4686 mL 1.1716 mL
50 mM 0.0375 mL 0.1875 mL 0.3749 mL 0.9373 mL
60 mM 0.0312 mL 0.1562 mL 0.3124 mL 0.7810 mL
80 mM 0.0234 mL 0.1172 mL 0.2343 mL 0.5858 mL
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