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1. BEmEHE
EMADINE Sterile Ophthalmic Solution
(emedastine)

2. AHEE

& ml ZiETER Emedastine 0.5 mg (A% A Emedastine difumarate 0.884mg)

BijgEsl: 4 ml ¥4 Benzalkonium chloride 0.1 mg.
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1H-Benzimidazole,1-(2-ethoxyethyl)-2-(hexahydro-4-methyl-1H-1,4-diazepin-1-yl),(E)-2-butenedioate
(1:2)
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4.4 HHRESNIERARBEEEE
+ EMADINE E5F3ER, Fa{Es s 0kzA.
PEFZAREE -
- EMADINE FFE# R aZEERREHERRZ R .
- BRunBEZREZAN, EZ2EPEMRE.
- EMADINE $#F5FE%E Benzalkonium chloride, FTREENERRESHIY, HEMEFEHEIR
FiRE, BEeAERERNIEBERE. FENEEFRAAEYRIAETEBRRE, 1520
iR 15 DiEEBR L. BEREGERBAARS ;TR EERERRE.

4.5 BEMZERNRZEERUREMZEERER
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4.6 £EEEN. BB RIET
=%
1EZ R4 FERAIRA emedastine RIERIEFR. Emedastine NEMIMIREREURSEE
(140 mg/kg/day) &5 HAEBFEBEEESME. A, URRNRAEEEEZEEIE (40 mg/kg/day)
ARy, ARBEEHRIRE.
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KR OBRI%F1%, BiE:R Emedastine EHIRNITH. BRiRMNEMIRBAREETERE T HEHT
g, AL TP EETASHNERIRM, #ARML, 48 EMADINE RIEFLIRZEIETE.
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BRAEBTRERNTREESRERBMREER, B4% 1% -2% B35,
TRRFETIR

THIMT RREZBARISE: BER (21/10) . R (=1/100B<1/10) . LR (21/1,0008
<1/100) . R (21/10,000H< 1/1,000) . MBFR (<1/10,000) FKH CEERBFGEREE) .
EREFET, TREERBERERNIBEFHTS. EBRARBE EHERENTEET R ENER.

AR E N TREFE

BHAHES LR B
MERFHEER DR SRR KRR
REBERANFEANEE BR: REARE REER

DR AERE. ARG, RERH. RER
B FeBR. B RIRIEM. IRESESS.

ARAEFE
BEME THBELRR PR BEER
4.9 AERE
EE%MEFE&tﬁ%i@%ﬂt?ﬁﬁ?ﬁﬂ’ﬂﬁiﬁﬁéo ARERER EMADINE BARRIGIBER:, w{EARURRIKHER
Bo

HENNRR, URELHEFYR. B—88, BEEAFREERBER IR,

5. ZEIEEM

5.1 ZEGE4F

SEPIVARR AN R0 A A S UBEON],  Ho AT .
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Emedastine 508 IR H 20 ALk Hy SZ2 8855505 (Ki=1.3 nM) . Emedastine $H4HA%IN

28 (Hys Hy F1 Hg) BURUJ MBS SR UR IO Hy dlikiei 28817 10,000 frsiser:, I Ki 4

filZy 1.3 nM. 49,067 nM F1 12,430 nM. EREEURITSTHUR, R4 T Emedastine, & DK 4HA%K
YA B ML A 0 3 e A — i AT YR AR AR PR IR A . TR Emedastine WA &g 88 LR

FAM. TR KR MER .
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TESSEUSR BT D, 7R R IR R 4 /D, Sl DABUS s, &5 A3 EMADINE &
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Emedastine difumarate 7i)m &R 45 881% & IR L. IR O B0 R IR A g2 18R, oy /b ad
PIMOBOE N A GG ER . NBEEZ 0.5% ZE/KIHRGG R4 a84%, R &0 1 /R NS B K M R
#9725 0.6 ng/ml. A 15 Kl b SIS IRAE, Sl A5 R A3 b I S IR FE 4 45 0.94 ng/ml (B
TEFEER) 1.4 2 1.5 £5) o B RACH 3 {#)sl s (0.01. 0.05 & 0.1%) NiEHIf M %
AL 0.3 ng/ml HIRER E kR .

Emedastine 7K. K2 RERFP, DIRAERE T B0 ERREHPHEE, 1 2 8 mg/kg
(LA difumarate BEFERD (RSN, 050G TS R L. fEREE, 2 4 15 mg/kg 1)
g%ﬁﬁw, R AL SE 1) 4 B B R R LU I, AL B AR (first-pass metabolism) 32 8145 BT
ot

Ja L L4845, emedastine & M I FiT 55 6204 21 55 (RS AL AR R o 6 Ay Hh A FH 2R 0 ke B

( benzimidazole ring) |- 2 {7 &[] 14C-emedastine difumarate 4TS E skl AE (AL E CRS
BAERGSEREE . e, 478 39 pg JRTBIREE 14C-emedastine difumarate 7| =4%, i
TR 0.5 1 /INRR I B S NI O E TR . R B A (3.3 pg E /) IR, Hk
B ST —BERES (ICB) KBk (40Ji&% 0.81. 0.67 J% 0.31 g &if/g) .« AFIIAEH S5 ik
SRR IR IR GUFAE 10 ug Ei/g VLR, A 382 BHEHR i BRI 4AR IR 1) o BT AL b
WM RRIE AE 2 NISLLR, A ALK a i A, a2 110 % 16.7 J 12.5 /G, SR
ﬁ%?ﬁ&?ﬁﬁ:ﬁ%E‘J?ﬁﬁ%ﬁfﬁ@iﬁ@%ﬂ%ﬁﬁ’f@, R TEIITE AR B ) BRERE ANy, 9% 2.6 i, 7E/K RSN
T,

TEA A (i A SR EAT T AU A OB S ol SR 7 0 €0 SR ML G A A 2 4 SO B b B U S
PEACEBL ALAESERL, (HA BRI IRAS IS A ICB Hp (S i P st e v . BB BEAE ICB
FAATIRE IR LRI % 28 KD, UMM A IRAS IS b NG SRR ZS,  (H 0] ) 5 B X 55 S e )
SELE M T AHER P R . R A R R R e LR ARG R AR T e R AR S, BRI
WA BEY P A AL . P2 LM H IR 264 (245 pilocarpine. timolol. ciprofloxacin.
ofloxacin & norfloxacin) #A7 B %, fiA7 (AR N s RIAEEW gt 4N 4 T emedastine f, 7
A AR AN PO P T, ARG eSS PR U AT 0 AT 1

KRB 1 mg/kg 11 14C-emedastine difumarate AT B K2 2 761 11 JIRA] & 4> 5 4045 43 i X B o
HLRIR AR ) 15 408510 BRER BG4 B S RO AR MR B, Hoh i YR H BHAE B (3650 ng &
H/g) ME (GD iE. {EBilE (469 ng HE/g) . B (321 ng HHE/g) Ml (146 ng & E/g)
R I R B R R o AR AR AR RSO R KRG, DU I WOl A (9% 5 ng
Q) o fETH 14 RINZERE BT, ATBIAHAL I 2 B SRR B P R . iR 24
VINIREAE BT A ) 1 5 AR R TRIRE CAUC) R B SRC I PR H o i, A 85 780 IR 2 B SR B
TEH5Z 5 1 mg/kg emedastine difumarate JEURAS 2 P R4 22 ALK R P AT 20 05, JFRAS R
BURMA LN S B REIRC (a4, S 2 MR, £ 1% MU« Rl
?fﬁj‘éﬁ?ﬁbﬁ(%ﬁﬁﬁ, WU 255 8 /NRE(Y 26 ng i E/ml. FLVT BT TEREBEI LK) 16 /NHRK)
IR

Emedastine LIl 8 (U AR FE S P EEIAS &, BEANBRIE 2. KRACRFPE 40%, K2R %
80%. fEANfHISE, 47 65% MZEyBLE A R45fr.
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KBl KRR RED 14C-emedastine difumarate [T PEAE 96 /NRRI I REAS |- 20 BEERR . A
KEUF, TRELETSE 96 /INIKEHATHIZE R A A rp 1) BREHERR 20 80 25 31 [ 65%. LAFEIR (IV) 434k
PRSI, BHERIUES 40 K& 59%. KRG HUEILL, 96 /INKEHI 78 BB A0 b HERR 1 7
INEI R 40 B 60%. ISR M BRI /) K 2 48 St 50%. i Lo RLEE/R ZE4) K A s
Bio TER B SERIT G IGER,  FLARBE A B F2 (05 IO % P S I ] I R 1 B (e e o MM T 4
R P A BNV 5 — S B DR TR T R . 7R RS Rh MR S BN 06 BRI %
&ﬂ%l’l@iﬁﬁ%*ﬁﬁ‘ﬁ%ﬁ, R RERERET 2 mg/kg IV BB IETEY S84 1. 0.7 J 2 /B
ERVEERE T, MR 8 mg MUREIEAE 24 NEPHH 44% EWRBEER, R 3.6% MLl )5
TLED) 10 T SRR o

Emedastine #¢E AR, B AT AE e A BT AT B A I 22 2 . 2 R A E 2R
BKM:ER (benzimidazole ring) | 5 95K 6 S50 EMFSEAAER, —wfEE FAERE= 5 9560 & 140 1E
H. 1,4-diazepine #:[# (1) N-demethylation iIf /& N-oxide, LLK N-ethoxyethyl i1
O-dealkylation. fC#E#J8 KBl glucuronic acid JEILHEY) . 5K BRI S BT K01 EEA
nﬁ%&ﬂf ;;H&’liﬁ%ﬂfﬂ% <5%) o RZRPIEEREIAHEMR T2 (59 50% FIZEMRIHZD .

A | 34

IR BRI SE B2 2R 7R emedastine FRIMAEZES) S AR YE,  H 288 G030 In B e b ), B 2 J
8'mg L B KR SE (Cra) B0 3.9 fifs
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MR s A E P AR JEIA R BUE Mo S R S SR AR ERR S R, BOR
emedastine B A GGG, BRI REATIR IS BRI A B R
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6.1 BBV 5%

Benzalkonium chloride. trometamol. sodium chloride. hypromellose. hydrochloric acid/sodium
hydroxide (i3 pH) . & purified water.
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A7t 4°C-30°C.
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100 ml LR, M AN W] 0 iR
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#ikHg:  s.a. ALCON-COUVREUR n.v.

Mg hE:  Rijksweg 14, B-2870 Puurs, Belgium.
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