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ADL5859 HCI
FeER4mS 1 MB3830
REWRAE : >98% , 5-opioid receptor EznK
BEHE - SMG;10MG;50MG

R : solid

BEXER
PF C24H28N203.HCI
DFE 428.95
CAS No. 850173-95-4 7=
R -20°C , BEAIHIEIA TR # -
DMSO : 86 mg/mL (200.48 mM) =
TBREE(25°
0 Water : 5 mg/mL (11.65 mM)
Ethanol : 1 mg/mL (2.33 mM)
TEER | ARUEREEETUEN  REEIR  TRESRIMEIARIL.
Hitile | ATENR2MER  BFLRRAT IREFERE
fE9T : ADL5859 25 -pu A RIS EMERENF , XJ hERG BISHIFIN,
74 : Benzamide, N,N-diethyl-4-(5-hydroxyspiro[2H-1-benzopyran-2,4'-piperidin]-4-yl)-,
hydrochloride (1:1)
PHETHIRBRAEHT
AN 2 e HeEXAREK
BN DMSO : 86 mg/mL (200.48 mM) ; Water : 5 mg/mL (11.65 mM) ; Ethanol : 1

mg/mL (2.33 mM)

BE o >98%

SR - -20°C | BOLDhEEIATIR

EYiEHE

. ADL5859 HCl £5-opioid receptor w05 , Ki 79 0.8 nM,i&F4EAERTF opioid receptor
k,u,XJ hERG BIEEEHESAINHIEE.

B I EEES=IYS WP 22K K-BalFr SR

IC50 0.8 nM (Ki) 32 nM (Ki) 37 nM (Ki)
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£ 32nM F1 37nM Ki £44T ADL5859 JH7RIES -] SRS SIS IR MELL p-BiE k-
FES4RE 1000 42, 7£ 78uM IC50 44T , ADL5859 FIHXT hERG 1BiEAISEAHDEIZSL
[, ADL5859 335 -fa 52652{KAY EC50 B2 20nM

P

£ 3 mg/kg ORRAIFIES T, ADL5859 TEARMFLI AT LAIERL 100% A i uss
Mg, ADL5859 7 FCA fEmiid 8ISl A i ED50 {82 1.4 mg/kg.FH ADL5859 i&
BRSO R DS BENSR BT LARES - Pl i 22 A A ( 0.3 mg/kg B2 TIESTAREINGIR ) BOFRLLEE
Fmss , EUERR T o-f R K2 RS ENSRM., EARREEMEFRE+ , ADL5859(3
mg/kg OAR) BT LAP=AERSERI SHUDEBRIURIVER, FTLAB AR /SIRAT BH & & FRERTREX
AHEIREZE EF. ADL5859(3 mg/kg OR)EXRBANES EREMFIFBESBIZ 33%7H0
66%. ADL5859 BJLARSSRIRERRAER MAREEES RS , EXEBIBERINE Navl.8 FiX
FREETTRIRRIS - B SESZAGEEE R

I

ADL5859 22— NETERY. MR, CIRRIBEMIEERIR A 2EXEsT.

E X RIEFE (ESHEXEIEIREFTEMER)

MB11651 Bl SRS
MB4790 Naltrexone HCL
MB5693 RN

FIRRHEIR : Rt , ISINATOFEYS  HIRSSRWAE , FERETFAK, KR ADL5859
25-FIRSAERMEMENR | Xt hERG 354N, ATFRTAEXRARIFCS.,

figiREeE
R =
1N R g 1mg 5 mg 10 mg
{u|
RE = |

1 mM 2.3313 mL 11.6564 mL 23.3127 mL
5mM 0.4663 mL 2.3313 mL 4.6625 mL
10 mM 0.2331 mL 1.1656 mL 2.3313 mL
50 mM 0.0466 mL 0.2331 mL 0.4663 mL

SHSCIOIRME ((ULSF)

#HRESCIS

Cell lines: iaERix Ak, p. FISPTHESHRNDECRINEMIEER (CHO)
Concentrations: 0 nM-10 nM
Incubation Time: 60 ¢
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Method: \aEFRiAAK. p. FIOFTHSEZARIPLORIPEMI IS Mg, TRE DK
FEF , 50mM TrisGRERE)EERFR , PH 7.8 ; 1.0 mM 2N (B-a2EHE)-N,N,N',N'-I7
2B (TS EGTAER) ; 5.0 mM MgCly ; 10 mg/L BFAZ, ; 10 mg/L BEEINZE A ; 200 mg/L #F
BEIBAFD 0.5 mg/L DEKES., A PRFIEIRER , A Polytron ML 30 #0/5 |, 4% 250uL &
EH(10-80pg)HIE MR INAZEISE ADL5859 F[3H]diprenorphine (0.5-1.0 nM, 25000-
50000 dpm)&y 250uL ik, MET 96 ABRKIIERFUCNRS , FE=RFE 60 HHF. &K
FrEid EasidiEskR1E |, 55 Brandel MPXR-96T WgEES8IHRIAEITER 0.5%8 2 IE T ALFN
0.1%4 MEEEREIEZE/D—/NTH GF/B IR, JERRF 1mL ik EFu€haY 50mM Tris-
HCL, PH7.8 iA/&IEIDX | #AIE15 30uL B9 Microscint-20 INARIESKIEL £, SokEgAIRETIE
BIRNEGERiEd Packard TopCount #&illl, [3H]Diprenorphine E—MFER 50
Ci/mmolisused j&, [3H]Diprenorphine Z£EHIEINE K Xk FIuZAR 0.33nM, I ZRE
0.26nM, ZHAERAFRIXKFBIL Bmax EiF 740N , A Scatchard &4 , k. u. 1 ZA5 5
& 4400, 4700 712100 fmol/mg &H. #IPLERKEE , EAEIEFHSERRLES
HRK | AERENSAEREIRFRAE— N FEHEBAEFTEREMRS 60 28, HBEES
BENENTFEAREEME—MEENE, IPRHRMESTE , /2 10uM RIFICHY

naloxone , FAENERETEESEUEN 10%, ERREET Bradford JIAHITER. FTHEML
WAVEUEEIT IEL MR A TR | EF Prism 3K{4HY four-parameter equation j&i+&EE—
NESEE , WS Ki{Ethi@id Cheng-Prusoff equation FJ EC50 {EiTHEHE,

E4sELe -

Animal Models: Nav1.8-cKO /i, CMV-KO /I, C57BL6/J x; SV129Pas /&S,
Formulation: E#I7E 0.5% EREREFHE , 875 0.1% Tween-80
Dosages: 10 mg/kg - 300 mg/kg

Administration: Ofg

GE3=9

oK AT ML ERE , ERTMARES  BRAMINNE , RERRAE , SNSSEEYE.

oERD T I ENNEEIRMEIDER | BB NMRIEFTRAERAMNENE | L EEIRNESEZTRARZA.

A SR EIEREIR

1 =Rp%

D BRI ERFAEECHITOE | BADERR. SFMHSERTESHS 8RR

R ; NEERHRERER  BETWIRSHIIZRAKRER  SRNMESMEZFE. WTHERE
KERGERN | BEUERELYF , @I Parafilm HOE , FHREBREFRAGER, WRMERE
K, BI-mE8E  8EEREE , LSRR mstieRE.,

2 (EERHIE - ABOHFRERIVRERRE | BISCRAUANERNS. NEHSEEER 1B
EREESER  AIREFRESIEE DMSO |, BERHIETAEITTE T 80 BRERT , —RIULIRER
£ 3-6 MRLAL, TEEFRT , BXEERETHRE. BREERRERR.

3 HIIESRTERHIE | BRECAFTELHITERE  FEESANEEERNAREELFER. BT
D UEYRASTEMERY |, ATLAERZKMEARI (40 PBS ) AT , AIRESMTHIUE , ANBIT B (FEIRERT
AR AEXISTRFAERE. WA DMSO {E79iAR | stk DMSO REEERIRE <0.3% LIBRMmEsS

1.
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KREFS , FATENET 0.22UM RIS | BZRBRI , PEARESEXESR , Sl
FBLEEYE | EERMEEHESERIRKE.

4 (PRSI NA - BT RSUSYIRIEFMEN  SMSLR TIEREHIKE | TRESFEMA—ERA
WRWEENER , WIHE , CMC-NA |, Bl , BRFESFERBXEVAE. WNEER DMSO | iS5
R DMSO BILIRE < 5% LIBRBIEER. LATERIHR  AJUSETE

ARSI BIRER

DR AEKG)  (ARERR(M2)  Km &
iz 12 0.6 20

dd 10 0.5 20

{3 3 0.24 12

i 1.8 0.15 12

FAER 0.4 0.05 8

KB, 0.15 0.025 6

(£ 0.08 0.02 5

/NG, 0.02 0.007 3

=4 A(mg/kg) =z B(mg/kg) X z#) B B9 Km RE/EH A B Km FEL
5 XFF-mBI L IERIE

BRI RE | BERERmAVESTENY  FAERTRIA. NTRSMEN M  BHERT
500MG R, FfiIH) BI#BRMRIEIERAERRN. BT -nEXkItEEnIETRE  NmSE~ &R
METEESEST L  XIMREAESTIHET |, FIEURERREHT | £ milFEIER. TRk
PR, AILAE 200 #EARIFRELD , EREERIK , NTBRIRK,

FRirETEESE —EIRE £ NI EERYETREIESTEE  EEM

B 2B IRES O
1-20MG 0.1MG
50-500MG 1IMG
>1G 3-5MG

AT LLBRFEFRETH  MREWLAmAVEIFRE /) | BRNBEEREFT IR EEE
LHREEN—E | FTREMEARFmAFE. EILUINEEER ( SRIBEFM ) FRIEESES
Ezeeinmg.
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XTSRRI RRENEMRECNRE | FIENERSEEHERARZEY  WTR
BGEMRNEY  BEATSSPRREUKS , BIREN | XM REEREETESRPRE.
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