— SOtk et 2011456 A (FE1hR)
LKHEREFE>>

AP aE F ik ER

A58V #E10mgl NP |
(B MRIRH, SRR 7L — MR B A B

AS8 Y VFE10mgINP DT, FTiEDAESEHFICEL, BERRERBELLAEYFENRIEFHHERGE
HEER R UM RERIE) 2= Uiz,
- BEREEDOEMEMR SRR FSIV (ERKIFE12H228 EEEF487E . FRI13ESH31H—5

MIE EEBHRFIGCSRUERISFEI1H24H —EHNE EBEBEHRF11240045) (LUT., BAEFEHRET(
F31)

 EELOBKABROEROELEICETZIES (ERIE3IA27TH BEEESE28E. EREI15F68 12—
MIE EAEFEERFE1065, FRR16F12H21H—EHNE BEEFEESFE1725. FRI18FEIAINH—
WME BEEHEESENRERVER20E2A298 —8RE EEHBESE24E)

I. 58
AERBURK: ORIV EE10meNP )
(1EEHICAZRIY 10 mgEH)
EEERIF: FEH]. 10 mg
(1EHICAZRIY 10 mgEH)

I. 58

1. AHEER
1) EREBREH
ZE ElEsz | A% |[HEg=E| RBE HEIDIZEH
pH 1.2
50 rpm pH 3.0
INRIViE pH 6.8 900 mL [37+05°C 158/ Ryt
7K
100 rpm pH 1.2

2) AR
SERR SERFIDF I EHE SERSLH D 1578 H HIE

pH 1.2

( ) 59 LIRICTERISS5 %Ll LB ULE |15 LIRNICFERSS %Ll FiaH Lz &
50 rpm

A mre o fannr RS S R RE R T EEEED
é%gﬂ%ﬁggﬂ"ﬁgﬁgo&ga ZERTELBE RURESNCHBREAL |
ke . < 7 471 358 HH 32 VS 3 1, 7 441358 HH 3% 0, o

(50 vom) | Bae Bl O EBBUBIRELHAOTHBEL 12 %08

pH 3.0

pH 6.8 [30 LARICF 85 %LU EIBH BT, [memmnmesnsBesmcsi2 TS HED/20F
FEESNAERMFRACHIVTE0 %(C |WRHEERTELLE A, RRESNCHBERCAY | 3
(50 rpm) |;Z LTt T, TR EAEERHOT HRHE 9 %OFEICHoR

7K 3057 LIAICT 1585 %LU LA E T [imesmnim e e s BResmcH 12 T 1B HED /20 F
RESNZEHEREERNICHLITS0 %IC |#BREEESRTELLES, RTRESNERBRERCSY | &8
(50 rpm) |ZLLhvor T. PR HENMELBFI DT AR +9 %OFEE(CHo%k

pH 1.2

(100 rpm)
BIEMRERTM FIMVICR-TATAIVEE10meI NP JIEIZERFIDAH BB ELLE Uz, Z0FER. £T
0)%71_41(233“_(595‘5:.'é@]@iﬁﬂi’ﬁ@fﬁlE%ﬁ’éiﬁﬁtb?lﬂtﬁ@)s MK DEHZEBEFELLTNSEH
wr L7,

155 LARICTES5 %l A Uiz [159 LURICTESS5 %Ll A Uz 1

1/3



—Jnk&rt
LKHEREFE>>

201146 B (5B 1hR)

EHBREHCHTIHBREA R VRERF| OTFHAEAR (mean+SD.  n=12)

100

80 -

60 |

10 —O— 543U VEE10mgINP

20 - - O - -REEBF (FEF]. 10 mg

0 L. Il I
0 10 20 30

ZEEE (4)

X1-1 ERAER%:pH 1.2 (50 rpm)

100 —e—n545YV10melNP]

80 |

g0 |- O RERFIEAL 10 mg)

0 60 120 180 240 300 360
ZEEERE (5)

X1-3 ERAE&R% :pH 6.8 (50 rpm)

00 - q. A ﬁ

80

60 |-
—O—[O343JVEE10mgINP

40 |

20 | - O - -EEABHEI (GRF. 10 mg)

o of ‘ ‘

0 10 20 30

ZEEER (5)

X1-5 EXER®&:pH 1.2 (100 rpm)

2/3

X 1-4

0 60

- —O—NO33YVEE10mel NP
ro- - O - -AREESE] (52 F. 10 mg)

0 60 120 180

240
aEEEE (2)

ERER % : pH 3.0 (50 rpm)

300 360

F—@— 0743 VEE10mgINP

- - O - -RERF(EEF]L 10 me)

120 180

240
2B (52)

A ER® - 7K (50 rpm)

300 360



7oAt 201146 A (3£ 1hR)
KHRAEH>
2. MAREBRIE R UHET AR
1) BERDENE
#EEE [AARANOBERABFEREE (n= 30)
HEREE| [O53 Y V8 10mgINP] 1 8%
RERA |&H. 10mg 1 88
EE |O07%Y0ELTIOMg
BEEH [VOAF—N—i% (RZEHE:  78/8)
0B LL EDFE R . K150 mLECHICEEIRFE ARG U, 5 ®RAFMAEITRIEREL
FRMAER [0.05,1.15,2,3,4,.6,12,24,48 hr
BIEX RME |descarboethoxyloratadine (FEFEMIER ) . O3 Y Y (BIRMEHEIER )
AIE A% [LC-MS/MSiE
2)#ER
(1) ImHRERE (mean*S.D., n=30)
(ng/mL) (ng/mL)
40 —O0— 553 JVEE10mgINP] 60 | —O— 553 JVEE10mgNP]
m 30 - - O - -1RERF (5EF]. 10 mg) il - - O - -1RERF (5EF]. 10 mg)
5= 40
th H
® 20 B
B E
2.0
1.0
0.0 00 —1
0 6 12 18 24 30 36 42 48 0 6 12 18 24 30 36 42 48
& 5 &2 @ (hr) % 5 % iZ B (hr)
X 2-1 I #Z 1 descarboethoxyloratadine i FE HE#% X2-2 MEEhOSA YR EH#EFE
(2) ¥Rt M
=1 EMEEE/I\SA-4F
FIE)NTA—S BEINTA—A
AUGt (ng=hr/mL) Cmax (ng/mlL) tmax (hr) t1/2 (hr)
descarboeth | 5R.5R 2L 389+120 2.881+0.72 1.9+05 18.3+3.0
oxyloratadine| 1% 4 & ¥i| 38.1£10.1 3.00+0.76 1.7+05 184126
0543 S BR 9.3+14.7 2.79+3.72 15+04 3.91+46
R8Iy -
EAE R F 9.0+13.0 2.81+3.12 1.3+0.5 3.3+438

BBRTREIEN BB
K2 _EWEHREFEHE/GA-4S

(mean=S.D.. n=30)
meEE I TICAUCE, CmaxZFE D) ISA—AIT ., #ERE DFIR ., KMROIFIEIH - BEFEOHBREHICLOTE

EHEDOENI0%IE FE X [ HIE
descarboeth AUC, log(0.959) ~ log(1.077) ]
oxyloratadine]  Cmax log(0.900) ~ log(1.031) &

s AUG, log(0.892) ~ log(1.164) &
N9y I Cmax 10g(0.822) ~ log(1.106) &
BoniZEWEEE)\SA—3 (AUCt R UCmax) [CDLVTI0%IE 38 X L ICCHiEHiRIT e =M USSR .

log(0.80)~log(1.25) MELFHNTHN. MMF L EMZERICRIZETHBEHIETL,

3/3



