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SRBHEFERICE VT, B AZ I I ZARIZBOFEEHUEM (Ki i :41. 1~59. Onmol/L)
FHL., TOERITRRNTH S,
AKX I URRIC L D e MERE ERMIEND DA 2 —1 A F 1 —6(1Cs fE: 5. 5nmol/L)
FEOA 2 —nr A %8 (ICsfl : 1. Tnmol/L) DU « PFEA 23 L7z,

2) M7 LILF—ER™ ™
fiie b TgE PUARITIC L 5 v MREBEEmMEN S 0 X% I (1, i @ 314~
859 umol/L)., hUTFH—F¥ (IC5fE : 1.21lmmol/L)., B AKX 75 Dy (ICs0 fH :
736 umol/L) MOYINFa (ICsoff : 13.1umol/L) DWEEE - FEAZ I L 7=,

2) BMBEEXETIVICEITSER Y
EAX I VERICEDENE Y MEEIZER T S M E E M TUHE A B (EDso E -
0.002%) L7z, FAEE/LE v ORI X 2 IRE & IRERS I o 7 i & Qg2 %
i (EDso i : 0.017%) L7z,

ORGES RS
(RN L
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VI. EYEhrEIcBd 5IER

1.

I RED#ER - BIEE

(1) &

A e

&R L

(2) &= IR E B E
(2E SEANT—2) P
TUNAX—EBE 12 02T, 0. 1% A 037 2D RRE RIRE Z W AR 1 F 2 {E, 6
Brffl 2 &2 (1 H 4FEIR) 4 FRIKERIR L, Fu "z oy (REMREK) 04 HED
fcrE i R BB R (Tmax) OFEEIE, 123K Th o7z BFEANT—4) o

Q) BRRABRTHRSIN-MPRE

1)

2)

BEBMICHITHMBEFEE Y
e PE 9 Bl 2 X R1T. 0. 15% A4 1 /% ¥ R S IR & IR IZ 18] 2 . 1 B 2 [A],
14 HELEIRL, 1, 8, 156 HHOA v /2T (RELM) O M ¥RE %2 JIE L7z
B REMIE BT EAEORES TERBRARB CTH- 72,
R FHNF0.1%RBETERESA TS,
R -AER TEE. 1E1~27, 1840 (B, B, 9 5RURER) KRBT
5, 1 THb,

FULX—BEICHTHMERERE

(25 HAEAT—%) ¥

TUNAX—EBE (124) 120 1% A%y filikz, WIRIZ 1R 25, 6 /K
S (LHA4AMAIR) 4 HRERKESIRLZEEDF a g Yy GREMK) ofiEd
REHBROEYTHE AT A X FLUTOLEY Thoe (FERMMEIX
0.05ng/mL) .
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ARy (RELRK) ORPREHY (FHELRERZE n=12)

1.2 -

g B

Fosis P BE (ng/mL)
=
[=3]

M -
02
&
D.ﬂ T T T T
0 2 4 10 12
il (hr)
AANREZOY (RELRRK) OEMEENZ A —F (EHELFERFZEZ n=12)
){_f': HE El Cmax Tmax AUCO*G ?ﬁ%#ﬁ{ﬂz/ﬁ:ﬂ
(ng/mL) (hr) (ng * hr/mL) (hr)
3 HH 0.610%+0.518 1.21%£0.62 2.07%1.46 BHHCTET
4 HH 0.520%+0. 416 1.23%£0.62 1.90+1.16*2 3.1£1.3
*ﬁi*l (Paired t test) p=0.0814 *ﬁﬁz“@_‘ﬁ— p=0.1249 *ﬁﬁz“@fﬁ—
*1:3HEBEL4HBEDOMkE, *2:n=11
(4) wEHE

(AR L

(5) BRE - ftRAROEE

MEZ 4 &R L

(6) BEHE (REaL—Yayv) BRICEYHBALEEYERNBEEHER

(M ERR L)

2. RMEER/NS A -4

(1) A&
Y &R 72 L
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(2) RUNERFE 3
RIBIC X 254872 L
(%) ¥
fEFERR AN B BEAT) 1200IcA 0% O U R 10ngZ MR R 05 L2 & & O
W E$KalZ2. 95 (hr!) LEH SN, TORKOWINT 7T A 2130, 24Kl TH - 7=,

Q) NAAFTRAZEY T+«
(3% . vHhx) 19
Y RICBIT D0, 16% A v g 2l SRR O BLIE] AR K O B[] §R IR Y 4% B
(0. Img/kg) DOIMFEFIEMENFEIILL T DO LB ThH o 72, AUCo-fEH & FH L 7= SR
BREONAFT XA Z YT 41383% LI,

BeGARE PG Tmax Cimax AUCyco i cl vd MRT e
(hr) (ng/L) (ng/hr/nlL) (hr) (L/hr/kg) (L/kg) (hr) (%)
IR 0.032mg/kg | 0.56 10.2 12.9 0.81 - - NC 83+8
+0.31 +5.0 +1.2 +0,17
FE 0. Img/kg - 191° 48.5 0.67 2.10 2.06 0. 662
+26 +7.4 +0.09 +0. 36 +0. 64 +0.034
FE 1. Omg/kg - 1585 538 0.66 1.89 1.79 0.571
+350 +42 +0.04 +0.11 +0.20 +0.071

(SEHfE +S. D.)
NC: RTA—FERHH Lo

RO T R E VIR s SEIEE T3 8 I VRO
a: NAFTRATEYT 4 (0. Img/kg ik AL THEYE(L S AU 72 AUCHE % (L L CHLHI L 72)
b T — & OWAMFIZHE S 72 Co I E i

(4) HERREEH
RIRIC X D554 &R 72 L
(%) ¥
fEFER A B BEET) 1200Ic A a3 VU EigiElongZ BRI O G Lz & & Dilk
W E#Kel1250. 0716 (hr'!) R I N7z,

5) VUTI3 VR
RIBIC X 2548872 L
(&) ¥
fEFERR A B EAT) 1200IcA % VU EBEIongZ HE RO G L&D )
7 7 v ACL/FIX )19, 33L/hr E B & U7z,

ER : ARCBT 23 u "D EREGEOAYE - AEIX TRA : @8, KAZ1E

FuaRZYUEREL L TmeZ IR OREMOIA2EROEET S, B, £
. ERICELVEEHEEBT S, | Thsb,
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(6) HTBER
RIRIZ X D554 &R 72 L
(%) 7
fEFERR AN B (BET) sflicA o % 2 R 1ongZ HER O &L Lz & & 001
VA B /FIZ ) T305L & i ST,

(1) MBEEEHEEE
RIBIZ X254 %& k72 L
(%) W
fRER A B (BAT) 6flicktd 5. a3 % 2 KB 10mg o B a8 1 £ 5% 25
K OB o i iR A FERE G 31k, 2RF#32. 1%, 12FFH1434. 4% Th o 1=,

BE AHICBTFa2A e X2 o HBEGEORE - AEIX TRA @88, RARIZLE
FunXF P UEREL L CngZHIAVOBRERDOIB2EEO®RET S, BB, &
. ERICELVEEHEEBT S, | Thsb,

3. BRIR
BZE &R L

4. 5

(1) i — BB PT Bl
AR L

(2) &k —RBEMERM
Vi, et (M EovEEs) (CBET2HE 10w, Ew, RABF~OKRG
R LoIL

3) Eitr~DBITH
i, Zaeft (A EoEES) M 2HE 100 M, Ew, RALEF~0O&RE ]
R L

(4) BE~OBITHE
RN R L
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(5) ZOMDOMEHB~DBITH
AU ERR L
(8% v¥X)
HRAL G~ D BATY
HaT XY BT X OHIRIZ0. 15%1C-F4 v /8% ¥ U W R SRR 2 1% (30 1 L)
HESRE S L, SEEANOBSREE A RIE L, "C-Am "2 U fimifiix, Rk
IRARLAR T BAT L, 13 L A O/ T30 2 b IR £ TIc @i I L,
WL« BARM K ORISR 1T D Cnaxid, AEVHFOTAELS . FRGITAEY X
D TAB Y XITHXTEN- T,

0. 15%"C-A m /N F 2 HE R i s IR WE O IR AL AR PN e OV A vh D KM B RE XN T A — &
HEYYX

HH Chax Thax T1/2 AUCo—ghr
(ug ea/g) (hr) (hr) (ng eq/hr/g)
i M 0.398+0. 037 0.5 1.9 588
£ 1 1.850+1.170 0.5 1.8 3254
5K 0.155+0. 055 1 1.4 401
W« BAEIA 0.108+0. 037 1 1.4 279
RS 0.0026+0. 0008 2 9.0 16. 2
IR 0.0219+0. 0089 0.5 0.9 -
8 A BLQ - - -
i TRk BLQ - - -
i 0.0033+0. 0026 0.5 1.3 -

(CESIE £S.D. )
- BREN ol E T A b EETE RN o TR T A — 2l
BLQ : & & [R5 R i

FEOYF

HH Chax Thax ti/2

(ug ea/g) (hr) (hr)

K 0.129+0.019 1 1.6

W - BAEIR 0.238+0.09 5 12.8
R 0.055+0.016 1 15. 6

8 0.008+0.004 0.5 -

i 4 0.008=0. 003 1 -

(FE¥)fE+S.D.)
“REMERSHEHENESLH RO, HETERro T2
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5.

m)ﬁﬁ%ﬁ&ﬁﬁﬁﬁ%
MIRIZ X DR &R e L
(%%)mmm
RETERAL - IFHg & HEE S D,
ﬁ%ﬁ%:t%\%wuﬁuﬂ&vyﬁﬁﬁ\4x\iybmmeﬁuﬂ&vyﬁ@ﬁ
O L X OHERBMREKIL. PAFAT I/ - 7ae )7 gl
@N%%%wmkwmwtCSf®yt%um/xuuﬂﬁ%tt/ DK
it e O C-8KE DRIl Gk Th 5, & M 5 EEMRFHIL, N-F
AAFNVIREN-FF T RIKTH D,

,CHa M1:N-F2XFI Lt
H. - CH2CHzNT_ ®oO® M2IN-UFARF Lt
CHa Er 718, - . R
#1396, — M3:N-Z +VRE
CH2CO0H 4% B16 60 M4 EmaSE
*HCI Sk 1273, 19.4 MS:KEELIE
(% of dose) MBI N-F R
o]
/ Olopatadine Hydrochloride \
CHa ‘_,CHa
H CHzCHzN..‘ H CH?CHzN—-O H CHzCHzN_\
| | H
CH?COOH CH?COOH CH2CO0H
g @ xss L) O o X
CI 0 R =
8-Hydroxy : i pramg]"e EF 229, N-Desmethyl EF 1.1,
Olopatadine (M5) ‘”“ ~ = N-Oxide (M3)  #:i—, = Olopatadine (M1) ¥/ :—. -
1R !1.3_ 22 4 1.8, N.D. R 45, 1.8
l Fyb11, 51 Sub 05, 0.2 l J4h60, 286
H cHch;N..._ - H CH:CHzN—-O H ICHzCHzNHz
cmcooﬂ OH?COOH CHzCO0H
HO=80 ("' u!dose’ (%ofdoae' (% of dose)
o R
&Hydmxy i ’ 8-H-fdmxy 1= N-Didesmethyl  EF ND, —
Olopatadine Sulfate ”’“’ et Olopatadine *”" = = Olopatadine (M2} #/v:—. —
(Mﬂ) 14X 01, 04 N-Oxide (M8) 4X 06, 06 1 1.2, 02
Fuk01, 0.6 Fvb13, 44 29007, 04

(2) RE#ICEE5Y 2ER (CYPA0 %) O Fi&
%R R L

(3) MEBEANROERRVZDEE
[ E R L
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(4) REYOFENERER U LE 2
bR ERRAR A N-A S R (s DU O EARE) T 15 2 RILE L
etz ik b IgE THIL,. b A& I VilFEEZ2ME L7z, A m N2 D0 N-F F ¥ MK,
0.2mmol/L LA EDWLEEICISN T, AEICHERFN AR L A H I VR Z 7 L
(IC50 : 3.07mmol/L) .
Eio, in vitro TITo ERAREARBRICB VT N-AX Y FRIE, £ AF I HZH
OHITHED L. 10 umol/L DFEAILERIL 8T 12% Th o7, RBICREBTHS N-
FAAFMARD £ A S L2 BZERISHT B 10 umol/L OFEAHLE I 96.31% T -
7=,

(5) FEMERBYDRERN/NS A —4
ZE R L

N © 3L

(1) et ER AL R PR %
BIRIC L 24 E k72 L
(&) ¥
BEOogGizen T, RPICHHEE S,

(2) HEirEe

RIRIC X D554 8&R 72 L

(%) ¥

Fwg Y RN 5. 10, 20, 40, 80mg ZEFER A BIEICHERE A& G Lz & &,

48 P[] &£ TOREAAR O R o BAE PR R TR G| D 58.5~T73. 4% 72> 7=,

F/o. 1\ 1omg &2 1 H 2[E6 HE, 1 HBAIC 1 EIOF 13EXEROKEEG LEHEDHE

[#% A 5% O R F PR R & R EZ - 72,

BE  ARCB T2V U EBBEEORE - AT TRRA 8%, RAIZIZLE
FAunRFTUEBREL L TngZBIRUBREBRIOLIA2ERAORET S, i, £
., ERICEVEEHEET S, | THD,

(3) it
AR L

SV RAR—2—ICBEHT D1
FaE D BT PR N BB L R A A REE N RIS LTV S 2
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8. BITHICLBREE
(A ER L
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. £t (EALDEESF) ICEHITHIEE

2.

4.

5.

6.

1.

1]n|l;!.*

ERNBREZOER
B L7

BERNELT0EH (RAEERZEY)

[22] (ROBFIZEEBESLEWLWI &)
ARHEND R 32 xt U ClmE O BEER O H 5 B3

RIEHRICEAET SERALOEIE L TOEA
%ébﬁwj

*F

AERUVHEEICEHAETSIFERLDEELZTDER
3% L7avy)

RERGAET L TOER
%5 L7

EEQEAMIBELEDERRVBRESE

BEELRERNEER
(1) AANIR Y La=y b MEERET L2120, GKEY 7 har g7 hL v Xk
EHLEEFERIET 23T s 28, [ TEHLOEER OHZMH]
(2) RAOHEFICE Y HENED ONARNVGAEICTIE, BREEMICOEVELE LR
EOEETHZ &,

R

(1) BtHEZER L ZNDER
(5% L7avy)

(2) BtEEFE L ZFDER
(3% L7avy)
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8.

BlER

(1)

(2)

BIERDME

KRR £ TORKRBRIZI W T, a4 803 Flf, 39 il (4.9%) (ZEIE
An@RO LTz, EREWEMZIRBANICE T 2R 1714 (2.1%) Thoi, IRFEFT
LIAMTEES R 2 1F (0.2%) . F£7=. AIRATE CHERBRA OWMEMN 7o iz 736 FilH . ALT
(GPT) k&2 (0.3%) BN@BRO LN (O8F 7 — LRI 0. 1% O A&KGRE)

it P ol A8 A A M OV o 08 ) R RS A AT 12 B W T e MR ETAME RF S5 3512 fil T, 22 {4
(0.6%) WCRMEMARNBO bz, EREMERIZ, IRAE 5 4 (0.1%) . IR¥E 5 1
(0.1%) . REEZ 31k (0.1%) . IRIGTEE 3 1 (0.1%) . IRZ 5 FEE 2 1 (0.1%)
HETholz, b, ZRMUEFMAILEIO S 6 NRICxT 285614 721 FHld 4 4
(0.6%) 5 HICRIMERBRED Hiviz, ZONFRIE, 1ELLE 7 AR 195 FH 0 f#1,
7RELL b 15 s AT S 526 5 d 4 5] (0.8%) Th-o7-, £, FORIEMDOMNIRIL,
IREEZ . IRF. IR, AL, IREIEIEDOS 1 ThoTe (RNF ) — L RIRIK
0. 1% DFFFAMTE)

BRGEMER & MR
#%4 LRn

(3) ZofoREIEN

WD XD IIERINTBEERN D S b HAIciE, 521145 0@t R 0E%
11792 &,

g & 0. 5~5% ki 0.5% k& SEE A B

IR I AL, € o FEE, IR | IRECEE, IRMGONE ., 2
W, RbeveE, IRoSRE | H, IREW

e, Fei, IR AR . IRAE .
AR ol IS e A IR i, AR
Wit 2 . AR MRDBE . it R
BN, IR EWEL, IRE
PR R e b

BEMERR GRS WA D FE W
ALT (GPT) k& AST (GOT
- ; ) B (GOT)
E&H
2ot ~ N7 Uy N PR | EARE R S 0N
R B LN EEUE . E M Rz 5
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(4) HEHBERAERAERUBRREERE K
A YRR L

(5) HBEAKRRB. AHE. EEERUVFHNOAEFERINOBEFRAREEREE

MFZ M4 &R L

(6) EYMT7 LILF—I2dT 5 FTERVEARE

(=] (koBFITREGLRNI L)
AFN D 53 A5 Ui BUE OBETERE O & 2 B

9. BIME~DOERE
#%4 LRn

10. 43R, ER. RIBF~OERE

(Dﬁ%ﬂiﬁ%bfwéT
HWrE N 2L BICORBEETHZ L,
U, ]

Q) BT ORNCEEGET L L2lT, RCUEGTESTIHAIC
5T &,
NHEEINTND, ]

EMED & 2 N2 e Lo R itz BE o &
AR O 53 5 L4t

WIHESE LT

IRz PIESE

(B EBR (T v b, 1) THH T ~OBAT I OV AV o (K 58N #

1. NRE~ADEKRE

R AEREL AR LR IR %4

MEITRESE L CuZeny (B IRRBR 23 720

12. BRRBRERBRICREITZE
BZH &R L

13. BERS
(A FR L
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14, BREDEE

(1) 5
RIBAIZOBERT 52 &,
(2) ‘5
BEICH LROF[ICERET DX 2BET 52 L,
1) SR E X, HENRBEEE I COWESEAIE, TSICHEmD 2L,
2) FIIGRBG I D72 | JIRD & & | REmOLlmNE#E B I 2n X 5 II2ER
THZ L,
3) MIRIZEE LTk, HAIE LTIEMZZ & 0 | IR Z BHle U CHREFBEZENIC AR L,
1~5 MR L CRES LTS E2%, BT 22 &,
4) RANZEEFNTWDHERU P a=g AL, V7 har &7 Ly X2
EFEINLZTENHHOT, AIRFFIZ=2 227 b X% I3 L., 10 40L0L B
WBIEHT S L, 2

15, ZOHDER
#%4 LRn

16. ZDih
M YR L)
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X. JEERAREERICEIY SIHH

1.

2.

I R
(1) EHMEEHAR (TVI. EHEEICET HEE] TR)

(2) BIRMERRER
M R L)

(3) REMUREHAER
ZE B R L

(4) ZDHhoZEERKER
MFZ M &R L

= Bk

(1) BEREikS5EMHHAER
MFZ M &R 72 L

(2) RE/SBHERR
SR 5B

BEE | 5 IR &5 & il R

AVAS 1 A 0. 0.1, 0.2% & A7 ARIZ2{ /48] | BIER R D bl o 7o B
/B X030 2% & 2{# /6151 /B OV | m A& ¢ 0. 2% %29 /615]/ H
AN

AVAS 6% A 0, 0.15, 0.5, 1.0% & ARIZ2 | BENRD bl o ok
/AR B R OV AL & O 1.0%%2{# /4B / H

F L 6% H 0. 0.1, 0.2, 0.5% % FHRIZ20E | MUERRD N o ok
/4Bl H & OV AL E m & 0.5% & 2{# /4] / H

AVAS 1 A Ry 3R % &0 1% A4 | R HETRD LR
RE Y R A IR 2% /4 | e
[/ H
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(3) AEHRAZFMHRE
(VL. Z24tE (A Eo@FEES) (BT 2HEA 10, EE., Ew, LS ~0& 5 ]
AT H L

(4) TOhOHHESH
PURAE 29
FNVE Y b EHAVTE Maximization sBRAS EHE X 4v, 75% KN 100% O A v X% 2 v g
W2 AR SR FT BT U7l B, 3 S Y 42 At lSURE 2 A50E L 7o h o T,
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X. EEMFEHEICEYTSER

1. REX»
el Al Y LW
BRI 2% L7awn

N

AR EEAAR
IR - makicRR (3 4F)

w

ik - RESH
I 3k DL ERRAF

>

EFRFONEDETESR

(1) ZETORYFENEDEBEHIZDONT
[EFIC 72 L

(2) FFIZAEHEORMYFEWIZONWT (BEFICHEETARNEINASIESE)
VIl Ze4tE (BEH EoFEEsS%) BT 528HE 6. BEALKARNER EZOHB K OL
BEHE, 4. WHEOEE] 228552 L,
TBFMEERLTA R 2L, <FTVLDOLEY : H V|

(3) FABIFDOBERIZDOINT
[z L

5. RBEHSE
M54 L7guy)

6. @i
FuasNgZ YRR 0.1% TH > K 5mLX10 A&
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. RBEOME

R AR NUR A =1 < V%
RAhv T HRIZFL»
Hre ARy = F L
TN AR AF L

Al — R38R E ) =V EARIE 0. 1% (/) ST 4 A7 7 —~ RS )

B % b F 7T BE VRIRRAFUERE, Juxe s ) BTN D
A RFETAR TULXRY /IR RIBTARIY TA AT VT
M, TYEHF TR RKMY, =T AF IR

. EffREEAB

ML

 BERFEARZBFEABRUVEADRES
REAREARAEH B : 20194 2 H 15 A
AR & 5 : 23100AMX00254000

L REEERHEFAE
2021 4F 12 A 10 H

C WEXREHEREMN., BERVAEEEENEOEABRUVZOARS
(3424 L72uy)

. BEERE. BERRARFABRUVTORNE
R4 U722

. BEEYM
(5% L7auy)
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15. BEHEFREERICEAT HER
AENT, BAEFBEERE 975 CERK 204 3 A 19 BA) 12X 5 THREHFMIZ ER

FONTWDERERS] ITIEZY L,

16. &£#Ea—FK
JEE S A | L b
B 4 e s HOT 7 2 T ‘ . ‘
IR ER G o — K| mE o — R
Fua Xz
SIRWK 0. 1% 5mL X 10 2 1287905010101 1319752Q1067 622879001
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17. REREMFLDIEE

KANTZREWIN EOBRBERLTH D,
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X I. X#k

1. sIAXHE
1) HrtdubE A ARER G MHE (B)IIEE) c-1204 (2016)
2) fENER  ZEMERBRICET 2 &R
3) FENERE - R HIEE T AREER (PR sk 38 sk 2)
4) HMEE F o b7 b LWIRE 23(10) : 1337-1352 (2006)
5) fENEEE TR (1 B 4 BLSIROR 2O KRG
6) M FH: b7 b LWIRE 23(10) : 1501-1510 (2006)
7) Sharif N.A. et al. : J. Ocul. Pharmacol. Ther. 12(4) : 401-407 (1996)
8) fENEE  EHHT (B X% I R EEHEM)
9) Yanni J.M. et al. : Arch. Ophthalmol. 117(5) : 643-647 (1999)
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16) fENEE . U FICEB T 52 EKpyH)hE
17) SEAERLL o BRRIEBL, 27(4) 1673-681, 1996
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XO. ZEH

1. ELNETOHRTIRR
M E R L
<HE>

FFEEH LN Z ) — b IR 0. 1%13%, BRINGEE 22 Te it 120 » EUL ETHBE SN TN D,

(2021 4F 11 H HLE)

2. BHYZE T HERKZIEFR

(1) FER/ADHREICEHT B1FH

Pregnancy Category

F— R N7 17 : Category Bl
BEE ARCBIHHERLEOEE MG, ER. RLRE~ORE|IZUTOLBY TH S,
DEBXIIERL TWAAIEEHEO S 2 @A, WRLELOFRESEREEZ LR S &
fir s 25 8C0RERET2Z L, [BIRFOREGICETLIZEMITHELL TY

20, ]

DBPHAFOBBANCRETBZ LE2BT, RE2ETHRETAIHGCEBAZTIEESE
5, [BHEER (7y b, &0) TAHFT~OBITRUOHAER OKEEBMAMHE
DEIN TS, ]

(2021 4F 11 H BE)

(2) INR~D®REICEET 51EH
(% . X% J — )L SIRHZ 0. 1%IZ B3 5 1 )

A4 F U X DSPCx*
(2020411 )

Hi LA A
K [E] 4 % = $K  o Safety and effectiveness in pediatric patients below
VAo o s the age of 3 years have not been established.
(202048 1)

Opatanol may be used in paediatric patients three
years of age and older at the same dose as in adults.
The safety and efficacy of Opatanol in children aged
under 3 years has not been established. No data are

available.
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