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Asenapine Maleate ; B} ELTFRABF
TRRYRS : MB5255
EEHRE - >99%,BR
BRI © 100MG;1G
R : solid
HFEE
DF C17H16CINO.C4H404
nFE 401.84
CAS No. 85650-56-2 o
st o5 R s g e e G 4
DMSO : 80 mg/mL (199.08 mM) E
R Water Insoluble
(25°C)
Ethanol Insoluble
FEEDN | ARMEEEETUEN , REELR RS IEARILE.
HiiRe | ATENZLIER  BELRRHERIEFEIRE.

87" : Asenapine maleate 2 5-HT(1A, 1B, 2A, 2B, 2C, 5A, 6, 7) #1 D2 gU&H5 , RRTtEE—Fs
ALY

A& : Org 5222 maleate ; 1H-Dibenz[2,3:6,7]oxepino[4,5-c]pyrrole, 5-chloro-2,3,3a,12b-
tetrahydro-2-methyl-, (3aR,12bR)-rel-, (2Z)-2-butenedioate (1:1)

IR BAET
1 U A BeEXHGER
BERME DMSO : 80 mg/mL (199.08 mM) ; Water Insoluble ; Ethanol Insoluble
BE o >99%
gt - BiE  BEiEmTiE
EYiEE
Asenapine maleate E—MEFEMHNE
7= miEiR |#F serotonin, norepinephrine, dopamine #1 histamine receptors FERAIZFNZRRGETH |,

T e e D ZELAS PR E R B U ABE.
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5-HT2C  5-HT2A  5-HT7 5-HT2B 5-HT6

10.46(pKi) 10.15(pKi) 9.94(pKi) 9.75(pKi) 9.6(pKi)

(IR

Asenapine BREFEMAOMNMIERZARES FHNARNESRRF (pKi) /9 (5-HT1A[8.6] ,
5-HT1B[8.4] , 5-HT 2A[10.2] , 5-HT 2B[9.8] , 5-HT 2C[10.5] , 5-HT5[8.8] , 5-HT 6[9.6]#0 5-
HT 7[9.9]) , 5_EBREZK (al[8.9] , alpha2A[8.9] , alpha2B[9.5]# alpha2C[8.9] ) , ZE
&4 ( D1[8.9], D2[8.9], D3 [9.4]%0 D4[9.0] ) FN¢EAZ=Z{ ( H1 [9.0]f01 H2[8.2] ) .
Asenapine BEB#1 5-HT 2C, 5-HT 2A, 5-HT 2B, 5-HT 7, 5-HT 6, alpha2B #1 D3 S{K&
BRENS , FRXLERSFES5387F. Asenapine RILA—FEBAGETT (pKB) |, 5-
HT1A (74) ,5-HT1B(81) ,5-HT2A(9.0) ,5-HT2B(9.3) ,5-HT2C(9.0) , 5-
HT6(80 ) ,5HT7(85) ,D2(91) ,D3(9.1) ,alpha2A (7.3) , alpha2B

(8.3) ,alpha2C (6.8)F1H 15Kk (84),

SRR

EERBHIAES , Asenapine ( 0.05-0.2 Z53/F 5 , K TiE5T ) IESFIEKEIE CAR i

( THEEHRMIER ) | FASBEREEMER. EARERNEETERE ( mPFC K ) FIRFEZ
7, Asenapine ( 0.05-0.2 Z53/F5 , FTES ) BERMGINIZBRE. Asenapine (0.01 =
5/, iv) BN BERHSEEATRRIZL , MERSAIFIE (0.05 Z25/F5R , iv.) |,
ERHEK. ERMETEM ERAVHEARIES , Asenapine BE1E38 NMDA ESHINE.

XeRXrmitE ESAXESIEREHIEMNER)

MB3671 SB742457
MB3795 VUF 10166
MB3737 WAY-100635 Maleate

Bk - RmdR  ZNATOFEYNE  HIEFERMAOE  RBATAMK. Asenapine
maleate & 5-HT(1A, 1B, 2A, 2B, 2C, 5A, 6, 7) 1 D2 giEHUH , RISt 2 —FHisERESY. AmIA
THERTUHAIRIASEI.

fEREE
S B |1mg 5 mg 10 mg
{u|
RE = |
1 mM 2.4886 mL 12.4428 mL 24.8855 mL
5 mM 0.4977 mL 2.4886 mL 49771 mL
10 mM 0.2489 mL 1.2443 mL 2.4886 mL
50 mM 0.0498 mL 0.2489 mL 0.4977 mL
(FE]
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oK AT mAIELERE , ERTMRES  BRAMIE  RERRAEE , SNSSEEE.

o BN T MEENEERMEDER | WAMREAREEREEN | LA EEIRNHSETRAR A,

A SR EEEER

1 FRA%  BURIEMERIFAEECHITOE | BADEME. BEMHEFRRTESED BE
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANMEMELER. MTHESE |
KEAKREERN , BV EREILT , 8 Parafilm HOMK , FHREEREFRMAEER. NRKER AR
K, BT mEE  @EEHRBT , LIRnsEiaRE.,

2 (EERHIE | ABOHFERIVRERRE | BISCRANANENSN. NEHSEEER 1B
EAGIEST  HIBEFESIE DMSO , ERHETHREBTE T 80 BEREMT , —RIULISER
f£3-6 MRLAE. EERRT  BXMERHTHRRE. BREERREFR.

3 HRIEARTERHE | BIRENAFTELHITERE  wEESRSEERAHAREETHER. BTX
BOUEYEISBMRY , FRLAERZKIEST (40 PBS ) FATRRT , AIRERITHINIE | vIBd A RIS
B ARXITHRFAERE. WA DMSO {E79iER |, i5HatR DMSO REEERIRE <0.3%, LIERMmiEs

.

KREFS , FATEMET 0.22UM RERTIESURE | BZRBRS , FEARESEXESN , Bl
T EWEYE | EERIAEEESEHIRELE.

4 BANSEIRMA - ATREWSMREAEN , TR TIEREHLE | TREFEMA LA
HWRWEENER , WIEE , CMC-NA |, HilE | BRFEESFERBXEVRE. WEER DMSO | i5H
& DMSO RIEIRE < 5% LABRBIEER. LHFIERITINE , JUSE TR

SR RERSRGHERER

b (KE(KG)  ARERAM2)  |[Km R
eis 12 0.6 20

3] 10 0.5 20

¢S 3 0.24 12

2 1.8 0.15 12

B5CER, 0.4 0.05 8

KRB, 0.15 0.025 6

15 0.08 0.02 5

/NES, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X s5# B B9 Km RE/z04 A B9 Km FRE

5 XFFmEI RIS
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TWEIFmE | BRERmAVERETEN  FAEER TN MTREMEN M , HERT
500MG R, FfiIH RIFBRRIEIERAERRN. BT -mEXAtmshgiETEE  NmSE~ R
METEESESTL  XIMREAESTITHEF , FIEUNERRHT , £ miFEIER. TRk
o, FJLAME 200 #AGRIERL , ERKERIK , NTERIRK.

RS EESE—EIRE £ NI EEREBETREESTE  EAM

(vANE=k- bl R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALBRFEFRETH  MREWLRmATEIFRE /) | BREE - REFT AR EEE
LHREEN—E | TTREMEARFmAFE. ETLUIINEEAER ( SRIBEFMN ) FHRIEESES
ez eeing.

X TFEEREGRRRIRI MR HRE ERE | (IR ERSENENERARzIUEY TR
BGEMRNEY  FEESSPIRBUKS |, EUREHR , S REEREETERPRE.
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