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1) BT —%
O R ER~DIEMA
i EERRER
Fe_Y F—id, B ORIEERERS, BREBESITELZIGI L, B3 2 B REEZEE TS &
EBIT, TREAMERROT 72X I UL - TR I L8E, HEME L  EEHZ{RARICBNT
45,
a) FHEIEHNGIER
A RNHREREAN A 2 FHR5- L. Jumping box FIZFWCESHIELIZ %2 [EEEEMHIVER 2 et Lz
A LD L Fa~U F=LofEMiE, K TH&RE 1ERE% TIE, ~exX) F—=108 15 %, 7 &
N7 DR 200 (5 TH Y . AFHOFHGMEIC OV T, Mo 2 AN LERFE Th - 72,

EHEEMFEER (1 XETHRES. EDso mg/kg)

KA ) e b b , e
e Fr~XY F—u mal R—)u ralrravwdy
5 1 R 0.020 0.31 3.8
¥ 5. 5 R 1% >0.02 0.14 4.0
rFa~_Y RF—rk
Rrfgeit S R ] E-WERE a2y K=o
Hr i

b) FFE ST, ZEREILOIMHIER D
7 %ﬁ%ﬁﬁi%ﬂ%ﬂi?ﬁ’é—b 4 FFH1% 12 Open-field TOITEN A2 B2 L 28 R Tk, ERBAT
(ambulatlon)\ BIHSE (rearing) OMIHIERIZ, ~o XY F—L>RFaXY F—L>7n17n

< ThoT,

BYOTHICKREIZE (5v FETHRE. EDso mg/kg)

2B
- e Fe~XY F—1 Y R—u ranrra<wd v
17Hh
Ambulation OHifl 1.3 0.2 4.6
Rearing D4l 0.60 0.13 3.7
Defecation O] >10 >5 ~17.0




c) AEIZx ¥ % EEILKEE
LHE2~ATEDA X R e XY F—b % 1EIFHEL, &5%O—RIERZ & CNTIET R34 5 K
ISP A BLEE LT pE TR, B REBE OS], EEIT 3 2 BELL, BLEFE ISR D ROSTEDIER
N ONERR S o F R A8 R O3 23 0.125mglkg &% 5-8E TR 2 FFf], 4mg/kg B 5-7E T 6 BFELL B2
oo TR bhiz,
¥, Rofod XL, RERFRECHEMAI 0 LIRS 525, HIME 5 2 e & B DIk
RRREICH E2DMFRD LN TND 2,
Flo, Yo (FoRry— AU 7)) O%EITIE, 2.56mglkg OFET, EFENZ R L, 8)I35R
Bl LT aIicmE.L kB L e | IREPAL2IRRBIZZ D 9,

d) BRICRIZTHE
R Y = U3 i ER AR LA T PERRTE R 2 Bl 2 /E I 02y ) st BAT ok A
o THMHEERIRIZA Y ZTemTFEMEA SV 2D AN 2 W 5,
BE T, MR O PR A A > — L R HER. T b bEHOBREIC kT 2 8O %
#2k3 % Mineralization IZFGT 256D EBEZX LN TN D,
YRR D0, HRNRE OGS KETER 2 MGt L7opifgic K o &L 6 (B0cps. 10 B[] |
B (500cps, 10 FP[E]) RIPHIC K 2 BB I OARIRIE HB AL . VBRI O 0 B ki Fe XY F—1
bmg/kg FHERGIC LY, —HRIN D2, 10 oBRE XLV IHK L. 60 HREERH T 2 S IRIER I
MEE LIS DR D B D,

FARY F—LEERE5ICLDBEEMERVELDRIBIZE S
REERGICRIESER (79F)

H & (mg/kg)
BE 1.5 5.0
R BRI i L ool
WEE -
SR i L ool
SR E i L FIRIE R

(FEPNEEL)

iY77z 4 I UERERDY

T 7 2B IR DB RIER (F > b)) L, ReXY R—=aiFneXY F—L Zn
NTav P ACEILHETUEREZ AT, ZOFEHOMRI I AmRY F—=L EZER%, Zalrravy
ORI BLETH D,

T2z IUERER (5v FETE. EDso  mg/kg)

1EH . SN
&5 WAV SN (==
FaXY F—1 0.036
Na Y R—1 0.038
VA= a= = 1.1

ey R—uid, ZOHETIEIT v b OESHIEENITEELY 5 2720,



i )H R D

A XEHWIZFERT, THRELERICE > TEZ 2BHEAEM % 50%80HI3 25 FrXY F—1LofEfX
WOLEY T, 7 LFuaxT 0/ 1,000 5, ~aXU R—1L0OK 22 {5 ThH 50, Ffettidho 2
FlCH L, FHFETH 5.

Dose (mg/kg)

20 20
10 10
54 -6
25 25
125 oo~ 1.25
.63 | galryavwsr .63
.32 A .32
.16 .16
.08 .08

nany R—=Jjv
.04 .04
.02 / .02
O
.01 4 .01
I/
005 - / - .005
0025 4 /g KaAY K- | .0025
Q s
.00125 : \\__,*I/ : : ; : — .00125
0.5 2 4 8 16 32 64
Time (hours)

Frff — AE DR RER

Qi - MERIZHT H1EH
i) o -ZERERER
KFNEZ > PEERA L72ERICL D & o B EBERENZAL TR, A7 a—AT7 IOzl
EL. REILETREANRD BN,
amavoERY
FexXY R—=rofiy a v ZERIZOWT, 7> FZ KWz Noble-Collip SR M& O 7 22— 7T
UHEEGUERBRIC K OV BREI L2 2 A, RANEY a v 7 O P A OIHICHEZ TH L5 Z L BB LM
Vo,
- Noble-Collip 75k
RZ LT 30 plmEEESE72T v M, BIENST FLF U el Tyray 7282 L,
72 BEEILINICAE LT 508, RuXU K—/L (0.08mgkg) %5 2 7=%81%, eV s RNED
L. 8B &AL 5 BINALAF L, HEHHICHE BRI a v Z7IERR A b,
s T a— T 2 R ER
JNT RLF Uy 1.26mglkg #§E L7 v MImEROMiFEEZ S L, #5% 1 BFELAN
LT D08, RaxXU R—F /vy R U roFERBEEZMBIEL, FexXU F—L ORI
HuhE (410 ODZ v FBAELE) 12 0.08mgkg THY, ZuLrrn<y o 1/5 Tholz,
b) DEI=xt 9 2R (AERER)
RaRY R ZDIC 3 2 IHERILR O S Tnien, KA GRIZ T, D&, O
WG, DEIT DT ML, fEIZDT 2w L (f X) 9,
Ry R—=/VEMABIRMERZ AT 2, 37205, RexXY F—LE 7 o i hEeficl s
L7 FLF ) oI > TR Z 2 0EMHIRE CDEMEI 2 22l ik L (fX) 2,



RF DD EE/ER
RaXY R— VORI KIETERITRM CH 523, WS EOEA IR EZ NS, ks
MBI E @D D ([ X) 29,
Ra Y F— L IHEIRAL SUFEAL. BRBAIOERZ BT 5 2 L BROLNLTND (FT A, A X) 19,
A X 10 PBE W, FAR Z—)b 20mgrkg SR G1Z K 2 BRFERERIC BT T #BRSEA DR B % A X
WHE LD BT 5 E TORM, WETYH BN D £ TORMARE L L TRFTLZREICE D, R
1Y R— b 0.5mglkg BRI G-Tld, FA4 X0 ¥ — L O] 20~27 /3% 55~61 £ CLAE
DIEREAH7-0T0R, NI X534 F—ThoHX XX+~ A1 F 5mglkg RN L CIIAEOLEEIT
RO HILTNRN D,

BERERIFHTICL B F AN 2 —LEHERER (1 X)

j_— [FE R (77) (mean=®SE)
(mgkg) | FEDHEFD | WRTEL E%
3 Al JZDWRFHE Y2 DRFR
F A2 A — LD I 20 20.4+4.5 26.9+5.1
ra~Y F—fFH 0.5 55.24+17.0 60.8+7.3
F AR B — LD 20 19.4+4.4 27.4%+5.1
Ny RXFF~A A 5 24.0£4.8 33.1+5.6

Fe~_Y F—/n3 Oddi Kz L. £V e REROBERANC L > T 2 20T 5 (BT b) 9,
FeY R— VORI TEM (39—237CLLT) X, ~neXYU F— Zurra~vd o 1/4~1/3
THEBMEMTH 72 (T M EE) Y,

2) BRPRZEE

AANIRTREOM EZAER DG BREE A RERAl & L C, BB IH] WIS L, B AR R DL E

B2 o T miGERNIKEEZ 72 63 O T, FiEEE LTOA TR, BFEAI 7 = ¥ = ViEFKR (7=

S =) = UBRHE) EOOFHICE Y, Wb D Neuroleptanalgesia ™ DIRBEE S5 Z LN TE ., R K

FM R ORERMICOZ D FTRFIE A STV D 9,

1) Neuroleptanalgesia OFFRIL. Eik DR LICEREMR L EHDROB LD Z LT, BRIREELSED &
WRC, 228, JAPHOBREEIC KT 2 AL, AAEMRSROLE, & HISEEOIERRREIEN S O v, bR
TV)9 Mineralization OIREE— AW D L 5 IZIHFEBR MO R Ro72REE— L7 0 | ZORBETIE, BFITF
WcpE > M b7e< . BELINE L OBICEEOBEBEOH HRETTIREITH) Z LN TE S,

OFFREBRICRITTEE

FEFMBRE 5 41 Fa) F—/L 5mg (0.07~0.12mg/kg) DB & FHEL. K 45 5% I HEERLh R ¥
EL L HIT, M, SR E. BRI Os-Saturation, PCOs, pH DOHIEEIT o2, HDHNEE
{bZBORI>T-, (FENER - BRI ET 3 & LT Droperidol O F#EER)



mL/min 0O,-Sat (%)

% Pco, (mmHg) e
6000 - 90 =
—_— O.-Sat.
ok 4 = 80
5000 - AEHRTE
70
4000 - 60 -
50
3000 - ~R.R.
0| ===
2000 F20 4o Pleo
———— pH
—_— 20+ (7.45
1000 ﬂ%u&& e — 1
10 T 17.35
#® roxyr—n #® # ron~y B
5 = 5
#1 & & k- Z
FaRY R=)LEE5% ORI, O2-Saturation, Pcoz, pH IZ
NEHBRREDEE RIFF rAXRY F—ILOFE

QRBRHBRICRIFTEE

- P E T T2 42 B0 BE TR LT, FREE AR 45 ATz Re XY R— L 2.5 XX 5mg (0.07~
0.14mg/kg) #4Ffn, BEOVAZ LU CHEYEOT harbv & L bi, EEFMEE 5HIC K
2~Y R—/L 5mg (0.07~0.12mg/kg) OAHZFHEL, K 45 5EZIZ ReY) R—L & E5RiO I+ &
OMRAME & b U7, (FENER - BRERAT#SE & LT Droperidol O H#RER)
B M T 5% TR DM H 508, T OEEN 20% &8 2 HH11E7e < BRI O 2 8
b REBRIZ D7 hr o Tes IRIAEIS DUV TR L 72 3R R TIg 5 Bl 4 511 F TA3 10% AN OE B IZ 1k
F0. Mo 1S 16% L EOZEE)IBIN Lo T,
FoRy F—)Lik5#% (45 9%) ORSNEDEE

Bp (max) & F %% % FiS i
~ 5 9 16 25
5~10 6 7 13
10~15 2
15~20 0
20~ 0
& FF 17 30 47

- ERFRITEE T, 1500 T3 E TORIY A7 DX WEE 23 flicxt L, RrXY F—
0.1mg/kg % AZZRi1 30 7372 L 60 7012, £727 b v B UG/ 0.5mg & A= E AN fHTE
L. FoRY RF—=1&FE5%K 45 /02 fE, IR\ OBIE Z1T-> 7=,

(#:N& ¥l : Droperidol @ FRFEEFTFREE & L CORIE)
AR, SRR, AR R OWREAIZIE, TR GaT L i L TR B ZITRO b o1z,

MmE. AREDOEIE

BeEwi (CEHE) 5% (EHHE) A A R 2
IHEAIME (mmHg) 120.1 111.3 —8.84+39.2
JrEM I+ (mmHg) 70.4 63.3 —7.1+63.5
Wk £ (mmHg) 49.7 47.0 —2.7+50.1
MR F 4 (E/47) 71.6 74.6 3.0+50.9
R 7L %L




QmEEMREICRIZTTHE
FEFATHEE 50 Fr2Y K—/L 5mg (0.07~0.12mg/kg) DA & kL., MIEEME IOV THET L
7278, Na, K, Cl, CalZoW\WTITEEIIA LN > T,

@RF

((EPNEEF - FREERTSE & L C Droperidol 1 A #:5R)

Na. |meg/ N
140 F ——
e e———
130
- S
120 | =EEETTE- 50 meglL
<K
1Mo | T 4.0
00 [ =T e
- Cl
% il
Frony b—»z

Comments : WIFhBHEZERBDOShAL,
FaxRy F—)LOmMAEREEICRIFTZE

- B EEICRIZTHE

RFM 101 B (95 BIOEFE) IZhifTShiz RaXY F—/7 = 2= (50:1) +EK/Y7 =
VT T A RIZE DMK U CHSRET A R ZAfRT - IF2129T o 72, MERNZ B LZIZIFEFE L, £
W CIE 15~90 ik L MEIAVAY, 63 BIAS 50 sl b & @i AL oz, IRRTR O 5 B HIZEIE L
TAER. FPRERBICE I 2R 22 BRSO DR o 72 7,

© FEFER 32 OB T, T 2~3 Al BREEP, TR 4 B RO 2~3 BICEHERA 21T -

oo WRITEZ L7 F =2« 207 722 EL, BRREL 7 VT F =0 0L RO /E. F
b DT REOBA B H G, B 4 BT O IREWINEZER® b v d oz, SHIITIE TRYE
MR 2 HHEER BB O bTed, ~mZr —RK, AT aA RFREECE~T, FrxY F—/
Tz H =)V OREF LY 72 %D NLA2 BRI & - & b BRI T 2 BN D e o729,

3) in vitro FRER
SRR BH/ER
Fe~_Y R—/L (InM~10uM) 1% R332 U2 BRE BT 5~ U A PR E ARG L O 15 B FEAT 4 i B
IRAFRZ ] L7z 9,

7
X5
&)
7o,

Ky -7 2 e A (GABAA) ZRKIEET 7 U BV A T = )VEIRHIIE 2 O - B AR BRI R RS
&L Fr~Y R—/1E GABA (500nM) DOEH A2 REKRFR (10nM~14M) (ZHK 24.7% 0] L .
ICso fli (7T =A M % 50% M2 Ke LU R—/LRE) 13 12.6nM ERH LN TS 10, F
th=aF 7t Fral 25K (nAChRs) TORBEDOERNGIX, 7EF L2V (1mM)

W2 % ICs0 MEIE 5.8uM & Reb ST 5 10,

7

M FEGEEEY R — FEAWEZBEEEERND, aZBET VXA A=A N THBHT TV U4

AT 5 KifE (EEE) 1352.25nM ERE S TWS 1),
Fea~_U R—uiE, 100uM tr b= 2k 5E1Ey MgHRE O E 1.25uM T 44.1%. 2.5uM T
63.8%#Miil L TV 5 12,



(B)EFRAF IR - FrinkEE
5 BLIRF[#]
e 2~35 13
T - 10~15 437 HRBL U] & LIZ 2 RITRE D 30 /0% TIRFWM 2 2R’ GO D,
($:N&E B} : Droperidol [ bR F & ER)
1 Frifoc R[]
HiEDY4A . Mineralization ™ ONRAEEITH) 30 i & . SAFRIRABIT A0 6~12 FEEIFERE T2 19,
1) Mineralization ORHE & 1T A O L 5 ITEBR T O oo fRE



VII. EYEREICET 5EHE

1. MAREDHRE
(MAELEEGLPRE
AR L
QEERAERCHREIN-OPRE
1) BERADLDRE
MR L
<zE HEANT—F>
R 1 3 Bl 0.27~0.31mg/kg @ 3H- R XY R—AZFHELIZE 2 A, &AIO 10 5 E0H 22 N E
DAL, Mg, MR OTEMHEIZ—ED L~/ (0.3~0.6ug/mL) % 60 43k -> T B L.,
#h- 8 FfEIf&IZIE 60 D EDIRE DK 1/4 IR T2, b, &5 50 BRI EREITo72 1 #ITIX
2.4uglg ® R ~_Y R—/ WY 3 2 GhEtE (FEE% 1500g &35 &, 2RGIEED 14.5%) M7
STV,

o—— 0.31mg kg5 H O MiFEFRE

254 21.01 x—x 0.27mg/ kgt 51D MFFIRE
5 — 0.30mg kg5 H D MiEFRE
£
N
o
= 1.25{ Ulp,

o
(&)

Droperidol—Equivalents ( xg/mL)

=
0 30 60 90 120 150 180 4 5 6 824
E. Jenny, H.Schaer : Plasma concentrations and

plasma binding of droperidol in man.
(Fa—VUvbk- -EH- BRERT—24LY)

SH-KAAR1Y K—)L 0.27~0.31mg/kg §:T &0 MmE - MEFEE (B ~)

f@HEE 7 3 #illc 3H- ReXY R—)L 5mg #§EHRG L-%Ea. Fel F—LomiEfEE 3k 5% 30 25T
30ng/mL IZIET L. DSRS0/ Ml L. I i B - IE 125~130 43 Tdh o 7= 19,

ng/mL
1007

50 -

LT, 2285

51— nm
T12=10%

2 4

1

0.54

o XL rOXY K=

» SHHE—-RANE & RBEH - T ORBERESH &
0.2 VB EICHET B EICE - TEONBELDE
LALY-DF (B -1

0.1 . .
4 8 12
Al —HOURS

5mg FARY F—)LZ 3FIFHEL=RD FORY F—)LEHMmMIEL )L (mean=SD)



fHE A 7 9 Blic 3H- e ~<Y F—/L bmg # &G Lizsa . WITE < . 2 o Mg e o#EB 3 # &
LRV, MEPEEEEIL 120~163 5% Lz 19,

ng/mL
100+

50 -

20 -

10 +

—T12=2.30%

0.5 4

0.2 1

0.1 T T T
4 8 12
EEE—HOURS

5mg FARY K—)LZ 9BIICFREL-%0O FORY F—)LEHMEL X)L (mean=SD)

2) NETOMmMAEE
R L
<& HEANT—H >
Rk A, 77 A RO 2520 B8R 12 Bl EERREME A%, FeU F—/L (0.05mg/kg)
AEEL, MBER KoY R — LR 2 i M S e v CRIE U 72 R oo i i BEHERS S ONR A B RE -
(/R A—=ZZRDEFY Tho7- 19,

1000
K ]
o 100 -
R n
IJ ]
4
] A
b g
(ng/mL) E
- BRI EIRBIRE R
1~ [ T T T T T 1
0 60 120 180 240 300 360

AERS (min)
12 FIORREFT/MNRIZ 0.05mg/kg 28D MEE FAXR) F—)LEE (mean*SD)

EMBEFH/NTA—4

Vdss Cl t12 MRT
(L/kg) (mL-kg! min!) (min) (min)
mean+ SD 0.58+0.29 4.66+2.28 101.5+26.4 127.2+28.6

Vdss : EEIRETODMARFE, Cl: 7 VT T2 A tye : HERNEH, MRT : i REH



(3)h a5
B L

WRE- HAEOHE
B L

. EERERNANSA—4
(MR A%
R L
<BE HEAT—H >
32— KAV RNETL (FRNES) 16, 2-a 28— kA METL FIRNES, TiIARNES) 19
(2) TR IR R B 5E 3
AR L
() HEREEEH
MEE R L
@7 ITIUR
MEE R L
<zEZ SEAT—F>
257 V77 A (Clot) : 14.1=4.4mL/min/kg (mean=SD, J&AJFKEE FEZE 10 B, 150ug/kg §HiERF) 10
By HhEHE
BRI L
<BE HNEANT—H>
2.04+0.50L/kg (Vd;) (mean=®=SD., RABRE:T B 10 B, 150ug/kg Fitls) 10
(6)Z Dfth

. B&EHE REaL—I3Y) @i
(R A%
R L
QRNTA—REBER
R L

. R
REERR L



5 &
(1)1 % — R B P @ @ 1
MR L
<BE:Tvb>
HWiEMEH Y ([VIL4A.(5)ZEDMDIEBADEZITIE] ZH)
(2)M % — FA BEEA P @@
feiziEiR S v (FENE R
QR)ET~DBITH
HIRICAETRVEEDOMENR I ~SWEND,
G)BEHREA~DIBITHE
ZYERR L
(5)Z DI DIRIFE~ DFITHE
Y ERR L
<BE:Tv >
A AR —LERMET v M2 SH- FrXU K—)L 1.émgkg % K F#5 L., fgas o O RBEHEME 2 € Uz
BT - BTG4 30 4. MUIEE OO TIE 15 D% IR EMEZ R L, WP OMEERICHB W T b A

AR T L, SEERITERD b o T, (fHEN&EE . FeXY F—LrodEydhie (7> MNEFE) )
r/g X l¥mL
5ﬁ

—_—
=

025 1 2 4 7 24 48 (R5R3)

SH-FARY F—LERTEREICLDERGM (TY )
(6)MFEABESE
MR L
<BE HNEANT—H>
3 BIDOFEEER F &2 %I LT 3H- R XU F—/1 0.27~0.3mg/kg % L T, FErEfrikic kv Ry K
— L OMEEEA~DOFEAREEZ BRI L2 & 25, 0.05~0.08ug/mL 2N FEER & UTIFEEL, 72D 85~88% &
HERALTWSZ LR TPREND, (FENE R



6. X&#H
(1A BHEBLL R X R BR
BRI L
<BE:7v k>
(AT T S AR
R 1
7 v MZ3H- Fr~Y F—/b 0.16mglkg Z TG L. 96 Bl s gkt S - G & 0 Lz,
L L TCiZ B- (p-fluorobenzoyl) propionic acid. p -fluorophenylacetic acid. p -fluorophenaceturic acid 3
&t (FERED), REHREIZOWTIEE LR N-RT7T Xk e 7 S U aaRnETHY | LITICR
TR HEE ST (O y aNIEHR G RIS T 52 REMEORIEGE7~T),

o : R
* F @ C—CH, —CH,—CH; | ND<
' R,
B ERIN—RRE 7L ¥ Lk Droperidol (5~10%)
1 ?
* F—</ \>~C~CH2 —CH, —C—OH
/3 — (p—fluorobenzoyl) propionic acid (1~2%)
OH o)
| v Il
F</_\> CH — CH, — CH, —C—OH
—H,0
—: 7
F*</ \ CH=CH—CH,—C— OH
J +H.0
Cl)H O
Il
F</—\>CH9 —OH—CH; — C—'OH
Lo
Il |
Ff/ \7CH9707:7CH?7070H
O
/ \\ Il
* F CH; —C—CH p—fluorophenylacetic acid (20~30%)
7)o s +glycine

O (0]
I Il
* F</_\>*CH2—C—NH—CH2—C—OH
(60~70%)

p— fluorophenaceturic acid

QRHFIEET 28K (CYPHE) OnFiE. F5XE

B R L
BWEEENENDEERUVZDEE
MM ER e L

@RBEYOEEDORERVESL., FHELE
@ TH D B- (p-fluorobenzoyl) propionic acid {Z neuroleptic iEMEIFFE D H AL TUN/RU 17,



7. ettt
RSN, R ORISR (T5%) KOV
<BE HNEANT—Z>
RS 7 3 Bl SH- Rr XU K—/L 0.27~0.3mg/kg % §iE L7=FED 24 BEERFPPRIESR T, B S ikt
EEDZNZI 59, b7, 84% Th o7, (FENEEL
RS 1 2 Bl SH- KX R—/L 5mg Z i1k L7ZREDJR P R OFEHRPHIERIILI T O L B0 Th o7z 149,

*H-FAANY F—)L 5mg BEERDRHA. EPRERSTERRVOREL FOXRY F—LLAL
DREEIZHT HEE (%)

HBRE 1 R 2
oy KA oy KA
RS Kmy Rt ARG KAy Fe
SR
0— 3 IfA 15.8 (15.8) * 0.42 — —
0—4 — — 31.7 (31.7) * 0.60
3—6 18.2 (34.0) 0.12 — —
4—6 — — 13.7 (45.4) 0.12
6—12 15.3 (49.3) 0.02 11.4 (56.8) 0.01
12—24 10.5 (59.8) 0.03 13.1 (69.9) 0.02
24—48 0.9 (60.7) 0.02 5.9 (75.8) 0.003
48—172 1.3 (62.0) 0.005 1.5 (77.3) 0.003
72—96 0.3 (62.3) 0.03 0.6 (77.9) 0.003
0—96 62.3 0.65 77.9 0.76
b (0—96 BEfE)
A B — VR
(% Fr 2y F—1) 22 (68) 15 14 (53) 7
FhTH BT O SR T 4 4
A U 26 18

* pRAp R (%)

F728H- Fue~Y F—)Lbmg &, FES 1 3HITHE. 9BIAHERD 96 Il £ TORFPHRMERIZLLT D &
BYThHoT 14,

*H- kB~ F—JL 5mg #% 51 0~96 B RHHFHDITREEICHT HEIE (%)

[ E it T
. KL ; KA
A =y S RE
wpgEE | L, | e | R
mean 73.9 0.34 84.4 0.49
SD 8.1 0.15 6.2 0.40

8. P UARAR—E—IZEAT B1ER
BRI L

9. BHEFI & BREE
AR L

10.HENEREZETHESE

NI 6. HENEREET HEE] 21
1. Z Dtk

RNER L



VIIl. £ (ERLOXESE) T3 HER

ERNREFNDER
EIN Ty

2l

N
w

ERNB L TDEA

CEE (ROBHICEFIBRELENWIE)

2.1 RAND SR LI BUE OBEEE D & 5 B

2.2 KEREOBRTIEDH 5 8F ERELFERT L0305, ]

2.3 Sk UMMRItE OB AT EBA7R 0, ]

24 HELQROERBZATLE8E [HERBEHNPEL 2 WEENDH S5, ] [9.1.2 ]

25 QTIEREGER OB HEH [QTIEENRHKI LI L OWRERH S, ] [9.1.2 B ]

2.6 FAEWR, LWREO2 MU TOhIE [9.7 2]
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L ROlEgs S R R i U CHBICHH S, ST BTN T o & SR BV T
B < I - BHRERAEMICEE X8O b o T, HEHATAOT R T 2mg/kg DL EIZEBWTIF
FRIROILIEZ A DO BE R W LER R D ol & MUIROBNE D o4 B O LR & I DO #EFE DOFRHE(L 23580 &
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ORI, BROEMS., BH, 75, IIRSEOWRAEFESEIITEFNER T 2 & B 5
O Lo T, (2,5,10,20,40mg/kg/ B e 5 W AEHEN & 5. KA &% LDso flE 1/2)
FEEHNETRD D7 o728, 10mglkg LLEDORE, 5mg/kg LA EOMEICA E 72 R EEEINMH 23580 BTz,



5mg/kg UL ETHi&. 10mg/kg LI ETHFIG. B, 20mg/kg DL ECTHRAR, CIREEOF BEL2MHINZED 5
v (HE) . 2mg/kg DL ECHAg, BlK. 7=, 20mgkg DL ETHIIR, MIREEOFELRMNHINFBD i
(M) o MIEFRIFT R ITMERE L & 40mg/kg T, RIEDT= &5 2 LD HFHEROKABIEE S 728,
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RERRA S O B R AL 2 ET RIS b BE LR D dyo 72, JREARRZAOFT R C 20mg/kg LA Lo
HEZ N T, GDNR, JFFDR. BRI, AR, SO KA IS EAROILIRICE D EED O s 3FBD B, =6
\Z 40mg/kg (2D FH, PENESL OVY o/ EiJE P OB AR A ek, armgek, MHRkER O MBS 0 |
PR DT R DSFE D B LTz, (fENE R}
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40mg/kg (ZFBNT, KE2 B, M 1B SBAG 11, 12 B BIC FHRICHRLT Ly, HfLizE 25, g
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10mg/kg UL ECE GBI 3~6 B A0 A BEOEREBMIMGEI N bz, BIEITMEE b
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20mg/kg DL 0, FFARE, BRI OO Y, 40mg/kg (2 HURR & Mg fR oo BB EICHH S
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BN T S B 2RO R0 o7z, JWEHEFHIET L TlX, 20mg/kg LA EIZ W THTE T O R O IEE
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AFNIA—A TV T A=A RIT, XX — TIUN Fxa FTr~v—F T4V TUR TTURA,
KAy, FULT N H)— AR, TANVT VR, AT, JVUz—, =a—Y—F K, RLh
HN, 7 7V0, AL, Av=—F 1 EE, KETRESh TV,
(Martindale 38th ed. 2014)

2. BIMZE T HERRIRIFR
YERICEE Y 5B SMEHR (FDA RS, A—X b5 UT72%)

5 M ZE OB
FDA:Pregnancy Category C 1.Animal reproduction studies have shown an
[Inapsine (Droperidol) | adverse effect on the fetus, there are no adequate
Injection 1mL and and well-controlled studies in humans, and the
2mL, Akorn, Inc., benefits from the use of the drug in pregnant
2011 4 12 H] women may be acceptable despite its potential
risks

2.There are no animal reproduction studies and

no adequate and well-controlled studies in

humans
A=A NT U T AL C Drugs which, owing to their pharmacological
(DROLEPTAN effects, have caused or may be suspected of

INJECTION, Phebra causing, harmful effects on the human fetus or
Pty Litd, 2016 /£ 2 H) neonate without causing malformations. These
effects may be reversible.

Accompanying texts should be consulted for
further details.
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[Inapsine (Droperidol)
Injection 1mL and 2ml,,
Akorn,Inc. 2011 4E 12 A]

PRECAUTIONS

Pediatric Use:The safety of INAPSINE in children younger than two years of
age has not been established.

DOSAGE AND ADMINISTRATION

Children's dosage

For children two to 12 years of age, the maximum recommended initial dose is
0.1 mg/kg. taking into account the patient's age and other clinical factors.
However, additional doses should be administered with caution, and only if
the potential benefit outweighs the potential risk.

J[E o SPC

(Xomolix 2.5mg/ml
solution for injection,
Kyowa Kirin Ltd,
2016 45 1)

4. CLINICAL PARTICULARS

4.1 Therapeutic indications

* Prevention and treatment of post-operative nausea and vomiting (PONV) in
adults and, as second line, in children (2 to 11 years) and adolescents (12 to 18
years).

* Prevention of nausea and vomiting induced by morphine and derivatives

during post-operative patient controlled analgesia (PCA) in adults.

Certain precautions are required when administering droperidol :see sections

4.2,4.3,and 4.4.

4.2 Posology and method of administration
Posology
For intravenous use.

Prevention and treatment of post-operative nausea and vomiting (PONV).
Children (over the age of 2 to 11 years) and adolescents (12 to 18 years): 1020

to 50 microgram/kg (up to a maximum of 1.25 mg).

Children (below the age of 2 years): not recommended.

Administration of droperidol is recommended 30 minutes before the
anticipated end of surgery. Repeat doses may be given every 6 hours as
required.

The dosage should be adapted to each individual case. The factors to be
considered here include age, body weight, use of other medicinal products,

type of anaesthesia and surgical procedure.

Prevention of nausea and vomiting induced by morphine and derivatives

during post-operative patient controlled analgesia (PCA).

Children (over the age of 2 to 11 years) and adolescents (12 to 18 years):
not indicated in PCA.

Continuous pulse oximetry should be performed in patients with identified or
suspected risk of ventricular arrhythmia and should continue for 30 minutes
following single i.v. administration.




5. Pharmacological properties

5.2 Pharmacokinetic properties

Paediatric Population

In a study of 12 children (age 3.5 to 12 years), the values for distribution
volume and clearance reported were lower than those found in the adult
population (0.58 + 0.29 I/kg and 4.66 2.28 ml/kg*min respectively) and
decrease in parallel. The elimination half-life (101.5 + 26.4 min) was similar to
that found in adults.
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