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I. #$EICBEHd HIER

1. FRAROEE
LA L DS E Piperazine B35 D 7T v ) U EREN T, 7 7 A Centre Européen de
Recherches Mauvernay #L(Z 38V TRIFE S vz,
AFIZBWTIE, 1973410 A 11 HICL A7 L g (bmg, 20mg)., 1978 4£8 1 HICL A
L 8E 30mg 2VARRE Nz, 2001 4E 6 H 8 HIZIZL A7 Lo gE (Bbmg, 20mg) 2L A7 L UBE
bmg, L AT L UEE 20mg (ZHRGEA AT STz,
2018 7 H. KB 7 7 v~ RS T PANIERR S 110> B BUE IR 58 2 Gk L 72,

2. B ROAREREN - SEIFMEE

1. VAT L UATEGIER & BRIEAOMER 2 &8 bR oA TH 5, T OBEIERITHHEME -
IS TH Y, Flo, BREAIRERIREMRZ L LTW5D Z &R cHiE s
TW5,
(ITVi—2. SEHEH 2R)

2. BIEMIE 4,155 R, 114 65l (2.74%) 120 RO baviz, ERRVEMIL, BAR - Bl
55 1F (1.82%) . W& - MEM: 15 14 (0.36%) . B EASHRIER 11 14 (0.26%) . Tl (#kfE A E1e)
111 (0.26%) Tohol=, (RIVEHBEEHRERF © 1977.3)



0. AMICEET HIEH

1. BR5E4

(1) 4%
L A7 LY 8 bmg
L 27 L BE 20mg
L 271 BE 30mg

(2) *4
RESPLEN® Tablet 5mg
RESPLEN® Tablet 20mg
RESPLEN® Tablet 30mg

(3) ZAMDHEX
Respiration (FEW%) +Lenitive (85§, #8F1) 12X 5,

2. —f&4&
(1) #1& (WAE)
=75 ) e (JAN)

(2) #%4 (@i
Eprazinone Hydrochloride (JAN)

(3) RTL
T
3. BEAXITTMERX
@ CHCH:N NCH:CHCO @ 2HCI
_ ) . _ R

| /]
0OC:2Hs CHsa

4. BIRRUNTE

43120 0 CaaHs2N202 « 2HCI
4y ¢ 453.45

o

. EFEER (a%&iER)
1-(2-Phenyl-2-ethoxy)ethyl-4-(2-benzoyl)propylpiperazine dihydrochloride (IUPAC)

6. {BAA. A4, KBS, Ei5&S
1R S  CG-B6K (141 EU3K)
<BES>
1655 : T4A6CERM (Centre Européen de Recherches Mauvernay £1:)

~

CASERES
10402-53-6 (eprazinone hydrochloride), 10402-90-1 (eprazinone)

2



M. BMDICEY SRR

1. YEEFEHEE

(1)

(2)

(3)

(4)

(5)

(6)

(7)

e - IR
HEDOREEIEDBR T, IZBWEe<, HKITE S, HE2b TN 5,

s
BN R00WE IT0d <L AKSUTEERE (100) (29000 12 <, AKX 2 —)b, BOKEERE > 4
J =)L (95) IZIEITIZK K, P F o —TF LZiF E A LIRIT R0,

Wit
B L
B (SR, BR. BES

Bl K 197°C (5 fiR)

BEE AR M
AR L

SRR
AR L

FOMDE LGRS

0.1mol/L HEfaTEHE (1—50000) (22 SRAN AT EERIETEIC L 0 WIN AT bV & RIES
% b X, R 248~252nm (W OFRK 2577,

(HASRF HINEIR SRS (=772 ) R HRRER) 12X %)

2. AMRSODEEEZHTICETSREN
miid (50°C. 90 HIH) &2OVWNIES HIYET (1 B b5 REfEEREE, 30 HA]) friF. E7=il 2 4
FIPRAF T B IR ZEALITER O D ivedr o7z, IMESRMET (90 HfE) TIid 40°C—70%RH TREIFAAL

X

RO LN oT2, 40C—90%RH TIXE RO T 5% 788 bl

3. AP DHERHARE
ARSI ERR B 7T v EReifediliR) 12X 5,

4. BT DEE:
AASRINERR G (=750 VREERE] 12X 5.



IV. 2KI|(CBEEY 5I1EH

1. Flfiz

(1) FROXA. HERTHER

R e 4 LAZ L bEbmg | LVAZLUEE20mg | LA L UEE 30mg
@ - HE a7 4V a—F ¢ 2 T EE
% @ (G2 (Gam)
L ES NG ES \*/
y . - N N B 7N
AN = () H# l\_/l H |\\_/|
i = i _— {7 —
[EKES 5.1mm 8.1mm 8.1mm
JES 2.4mm 4.3mm 4.3mm
o B B #) 54mg #1209mg #7208mg
(2) BFoHHE
AREEVE - MR L CREBRZ2TTH L&, AT 5,
(3) #Aa—F
Hk5e4 L A7 L FE bmg L A7 L EE 20mg L A7 L U 8E 30mg
Wpl 2 — K C-22B C-22B C-22B
5 20 30

(4)
R LR

2. HWEIDHERL

(1) ARy CEEpS) DEE

pH, ZBEEL, #HE. LE, BEEOERUREX pH HF

5544 L A7 L FE bmg L A7 L BE 20mg L A7 L U BE 30mg
D% s s e e e e
oA B TSIV R 7TV IR 7TV IR
- 2
(1 &) 5mg Omg 30mg
(2) &Hmy

[ LAF L UfEbmg | LA L UdE 20mg L A7 L g 30mg
Wy 2K . s —R . hvEnaLT LT | KRy, it o

NI 012740 <l N = 1= Sy = B o Vs o = Bl S S
TUVUB~ TR UL B A0 —A AZ 7Y
NEEaRY) ~—LD, 7V U AT FY 7 A KY
Y u_X— K 80, v 7 1ma—/L 6000, LT H
7RV BEET v, AT uRay . AT

7V R

—
BN ATT Y
sy, B Re¥x
v7urkEla—A,
t e Aun—RA, = )
trn—2 BIEFH
7k, ABET Y
7 TNy AT
7V W

hUER LT




(3) it

3.

10.

11.

12

M L7g

BAEA. LFOIHEICHT SEE
A% L0

- BEIOBFREHTICEITHRENR

<e— hyr— 1 aidh>

5mg §E : KM ORKENEZERRT L, 5HFEE TR EZ A IR, =770 VEREDOS
g2, ERER L ICREZRO RN T,

20mg $E : RS OBRKELZREMRIFE L, 5EETHAZL A, IRk, =752 VIEREOE
B2, RS DICREZRD o7,

30mg $E : N ORAMEMLZRIBRAF L, SEZTTRHZEZ A IR, =7 TV UEREDE
B2, ERER L DICREEZRO RN T,

40°C-75%RH-3 7 H £ COMKI ikl GREBRIEE : MRk, feililEh, MAERE, fERER, &
) o, KKl (PTP @E) L IREA] (b— hr— a3k OREMIIFSETH D Z LR
i,

. REERVRRROREN

BARSAA

CfeFlEDEEAEE (MEILFEHEL)

HAMEELAA L (T AN AT —TF 4 LV TEEDT D)

. B

AR L

- YRR EBRE

PARPAYA

. HEP OB DHERARE

TA R T E DRISIT X D IEBSUS

AP DAEMRST DEE
Whkrw~ 777 40—

balli]
PASROANA

BAT 5 AR D 8 55y
B L



13.

14.

EENREGRR - SNENERGBRRICET SFR
M L7g

Z Dt
WL



V.

1.

ARICEY S1EH

MEER TR
O F L DO W, #59 HRHEF O $HIZ J VK
Mlif Rz, Wlide. SUE HERIE, K& XMmE. & -

Y
o
A0
g
ot
b
.3
A
ik
XK
oD

o

. RZERURAE

W, AL BET TV UHRRIE L LT 60~90mg % 3 [BIZ/3 1) CRROEE9 5,
30mg $EDHE  @EHMA 1E 18 (=77 VRt & LT 30mg) % 1 H 3 [k 0#54
Do
G - EIRIC K 0 T 5,
o hNRIZBWTCIE=7 7Y VIR S LT TFRiEE 1 HEE LT3R TROEET 5,
3Ll 6K 20~30mg
6Ll 10 ARl 30~45mg
(%) TitE%d 3y cRkn&s4 5,

N1 HE (53 3)

B /hNE1HE (433)
3 ik LA I 6 A 6 kL I 10 sk

5mg $t 12~18 §& 4~6 §E 6~9 §E
20mg 5 3~ 48
30mg & 3 i

3. ERPRALAR
(1) BERT—5 /Sy —3

BARSAA

(2) ERERZHE Y

DEEMERE, BERE R, MREO MM AR BRI 2 H%3I% 79.4% (85 $1/107 #i)
Tholz, Fiz, BHRE K, K& SHERIE, MifEEZAE S O@MERER &8 B3 2 A 2h=RIE
50.6% (41 #1/81 i) TdH-7=,

1D MR, M BER EAF7E. 57(7) : 2323(1980)

(3) ERPREIEHER

R L

(4) ERERAIEER

MR L

(5) #REERIEHER

1) BEALELITRERHER

RS L

2) LEEGEAER

PR L

3) REMHER

R L

4) BE - REHNHER

PR L



(6) AaRMIEH
1) ERAKEAE - BREEAREAE BHAE) - REWTREERAR (HREERKHR)
M L7gn

2) ABEMELTERFEORNBEXIEER L HROBE
M L7gn



VI. E3hFEB(ICEH T SIEH

1. EEFHICEESHSILEMXITLEYEE
Brlz7a L

2. EBEER
(1) {EREML - ERAKRE
FUZAERN IR - JERREMETH Y . Flo, BREMIKERRERE LT 5,

(2) EFEENFTBHHABRBAE

1) EHRIEM

OEeME 2 2 ZHHEERME - DNA & & A MR ER 2
TP SR BB E N DRI L 2RI =7 T Y ) R 20N U, MRS RRET L
TofE A, FeME L 2 2P - DNA S& Ao MR 22 (b S, AL - BT 2 ERIC
XV BRI IEER 22~ LT, (in vitro)

OWEHKEFIEIR TR 30
P I e ER R B s S ERE U T2 WEIRIC In vitro T T Y ) U AR L [BIESE,
JEFHE, Ostwald #EEFHE, Hirsch 2875, BHEE CRE L72/ER. B O NTHHEIR N E
HaErLT,

QFIEN WS IVER 7
~ U A& FHWTRGEDINRIZH T D=7 TV ) U OER 2 gt L72fE R, o7k
KIES W IMER A L 3 % £ THRO LN, KENICHEEZ B LESEEHATHSY
WA A I S T,

2) $Z/EM 810
EAEY b, R, A XEEROZERARIEL, AR, LSRR ERRIC VT v
it a7 A NPT D 8EER 2R LTz,

(3) 1ERARIMEFR - FrtFfE

1) YERZEHRFH]
HRRDNARFEH £ TOMM & LT, AP T, &% 2~3 A B2 5RO & % WIEH
KT 2003 %< H6ND, TITFE 2~3 HA X VA LITTH 5 HRICHK LF], T
7T HBICERLEF S RZ T oD 2N, Dl sb 5 HEG 1 BEAMITRS7
NETHLLTDHRE D70 111D, Jpds, BHKIEIERE, AHIOTH TRz R L0
L TH Y 1219 fEHRBIRRHITR T4 30 LN &b £ <. 1IN EZE D, SEIR
DRI IEHEHAZ R Sz 19,

2) VEHIFrweFH]
ANJRAAE S BT 1 R S H 7B, FEAEDIEIR A D72 < &b 24 B 20 L2 UL BT
L CWIEBI D @5 2 oD IRWT, 2~6 BfflTHE L CWIEBI OWMEDR & 5 19,



VI. EMENEICET HEE

1. MEbREQER - BEE
(1) BREANEORRE
G R L

(2) BEmebRETEHR
G L

(3) BB CHRAIN-OPRE

M EE e L
<B% Ty k1

SH-= 77 ¥ VIR 10mg/IC% 7 v MR DG L-BEo PR E X, 5 2 Rl 1
W& 720 | A8 RFRIZICIXIZIZW AR Lz, 2o, JRHICIFN 14%, #HI21E 36%, MRHHIC
1% 23% 3 HRI S T,
Fo, HERE T TV VHEREAR OB S LR G 7y MR B, O3 R Oe b
DR F NS ILBEOMRB Y & L T 1-(2-Phenyl-2-ethoxy)ethyl-piperazine ., 1-(2-Phenyl-2-
hydroxy)ethyl-piperazine }x 0" DA A M S 7z,

(4) thEE
AR L

(5) BF - HAROEE
LR L

(6) BEE (REaL—3Y) Bilcd Y4B L -ENENBEEHER
R L

2. FMEEBIIS A —4
(1) A
AR L

(2) RIGEEEHR
AR L

(8) NAATRASEY T4
MR L

(4) BEEEEHR
TR L

(5) HUT VR
PG L

(6) HEEH
AR L

(7) MEEEHEE
BB L
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3. H’iIR

B -v

4. 9

(1) &k —BXBEEPEaE
BN -y

(2) mik—iaiEREPI @B
BN - A

(3) At~ ITHE
BN -y

(4) BER~DIBITHE
B - ¢ e

(5) ZDHniEE~DIITHE
P-4 e

5. %t

(1) RBEERGL R UL HHRER 10

(# E)
CI}C;H!. \\‘_/ (l:H#

1=-{2-pheny]-2-ethoxy)ethy 1-4-(Z-benzoyl)
propylpiperazine dihydrochloride

{eprazinone)

i

@-c:H—cH,-mH
! NN

OC:H,

1-{2-ethoxy-2-phenylethyl)piperazine
1

@-cn-cm— ﬂﬁ
I S

OH

1-(2-hydroxy-2-phenylethy])piperazine

(2) RBIEST 2BFE (VP50 %) OHFHE
AR L

(3) NEBBNROERRUZOHE
LT L

11



(4) RBMOFEOERRULE
BB L

(5) EEABNOEERIN/ S A—5
LT L

6. Hitt
(1) BEERELR UHEER
AR L

(2) B3R 10
fEFERAB 5 N CFE¥295%. 57kg) =77 ¥ ) VY 30mg (0.53mg/kg) %% 0% 5
U AR PR R AR & 3R 6D 72, 0-24 FER D JR HR RIER X AR ZEA VIR DY 4.22% ARG 73 2.10%.,
#t 6.32% T, REAMDO I NET % Pt STz, 28/ 2 & DRIRIZIE, AEDOE— 7 3§
B 5T RIFREE O PEAMGE V=,

RTE (%)
F () FEILIR e
0— 2 0.39 0.28
2— 4 0.83 0.42
4— 6 0.82 0.39
6— 8 0.65 0.32
8—10 0.54 0.34
10—12 0.54 0.35
12—24 0.45 0
oot 4.22 1 2.10

(3) BEMHEE
RS L

7. FIURK—5—(BT B
s Bk L

8. BMZFEICLBBRER
B e

12



VI. &t (EALDZEESF) ICBEJ SHIER

1. RNEETDER

H
[ |
% L7

R

2. ZRNBRELE0EHR (RAERZET)
Y LA

3. MREXIIMRICEHET HEMRLOEFE L TDHEB
M L7gW

4. MERUVAEICEET SERLOERELTOEH
A L0

5. EERERNBREFTNDER
BARSAA

6. EELUEAMIR L ZOEARVLES X
Y L0

7. HEHEH
(1) BrtRARSETDEH
A LR

(2) HEZELFDER
PSRN

8. EFR
(1) BIERDBE

FAE] 4,155 il 114 61 (2.74%) 120 fHICEWER DD Hivlz, ERBWERIL, BRECAE -
B B5 1 (1.832%) . WEA -+ R 15 £ (0.36%) . B E AP 11 144 (0.26%) . THT (8k{E %
aTe) 111 (0.26%) THo7-, (BIVEFMEEHRER : 1977.3)

(2) BEXGEIEMEDHER
A% L0

(3) Zothn&IERA

LR D X 5 ZRBIWER TR HALIZAITIE, B - IRIR PR 0E 2179 2 &y
A5 B A 0.1~5% A
WAROE™ W IR IR
TH L3R BRI - B, IR - laErk, B AR
PR, R, IR
Z DAt SER
) BIERR S Lo GE TS 2 hiEd562 L,

13



(4) BEAEVERAEREERVERREBEE -8

(5)

(6)

9.

IRF H AR LS O AT
GBI E CORE (1973410 H 12 H~
KES 197743 A 31 H)
AT A 17 279
RSB B 605 3,550
I F 6 BUE 115k 52 62
BIVE RS B 52 68
BIERZBUERIE (%) 8.60 1.75
BIVER O FEiE BIEH ORBE (%)
HIb# 44  (7.27) 64  (1.80)
H Wl 0 6 (0.17)
BECRIE « B 25  (4.13) 30 (0.85)
M5« MR 6 (0.99) 9 (0.25)
B EAN R 2 (0.33) 9 (0.25)
Hoblizn 0 1 (0.03)
IR 2 (0.33) 4 (0.11)
TH (fEE ) 9 (1.49) 2 (0.06)
Y8 0 1 (0.03)
D FLH % 0 2 (0.06)
Z OAth, 8 (1.32) 4 (0.11)
GIEpL 3 (0.50) 3 (0.08)
HD 5 HOX 0 1 (0.03)
CEETUE 1 (0.17) 0
EHER 2 (0.33) 0
F2 & 9 FEIRG 2 (0.33) 0

A% L0

LA L BE bmg, [FISE 20mg, [RFER (BGEHIE) OAH

EYMT LILF—I1d HFBERVHRE

HERE. AtE. EEERVFHOAESFERIOBERRERAE

Bl{ER

WEUERA S DN A I TG 21952 L,

=EENDRS

[ Bl E IR ME F L C 20 ClET 57 LIEBT 5 2 &,

10. 3R, ER. BRIBF~OERE

B0 SATIEHR LTV ATREME D B 2 i N K OMZ AL o N2, 1B EoFRMEN a2 - F
D LU ENDBEICDOBFEETSH L, HFHED RO OF 5T 5 22T LT
A AN

1. MNEZE~DERE
A L7

14



12.

13.

14.

15.

16.

BERRERRICRIZTIHE
BA=RSYA

BERE
WL

BRAELEDIEE

BHIRZ 8 - PTP tlAEOHANL PTP > — b2 bRV L TIRMT 2 L 9488452 &, [PTP
= FOBBUT LY | BEOSUA T RIS A~RIA L, B3Rl 2 3 2 L CHiERRF 2% O
BRAEMHEZIRET L Z A RESN TS, ]

ZDHDEE
LA

Z Dtk

15




X. JEEGPREXERICBA9 HIER

1. REHR
(1) EPEERGR (V. EHERIWTIEE 38
(2) BIRMRIDEER
TR L
(3) REMFBHER 1

(4)

VAT LA, FAREERICKT L Ch D2 RRE OB Z2MEWER 2 A3 555, — A7 FHx/E
MmO THI< (w7 A A X)), AFEERE T 2 BMER X & A ERESeno
7o (BEEY b, UYFX Ty ), —FH, EERMERTIE—@BMENEFRE, ERcshcd 5
R BLAE | O, DB, RIEMAEIRRE, BE (X, UvF) ROFEES (73
X) Ol 7 ENFRD BILTEA, R UTEILL O/ERITERE TR N E o 7=, 612, B
BN EIH (R EOERMERZ LS RBLTH EWwbhd) 23, U rBgaTs A I~ T
mole (v R),

Z D OEBHER
BB L

2. HMHER

(1)

(2)

(3)

(4)

B 5 HEEHER 19
#0512 X 5 LDso 1T~ 7 AR 486mg/kg, MM 461mg/kg TH Y . 7 ~ MENE 825mglkg,
HEPE 763mg/kg TH o7,

REHREEHMHHER 20

7 v MZ 14~412mg/kg % 90 HfEfiet 085 L7265 R, 412mg/kg B GRECEBMOMIZ%
< DOLEFINBHBNTZD, ZOMOFETIINF, B, D 5 o if, HLE ORERIEN Sz
DTN, MiEAT R, E(LEORE & BICEF IR 5T,

7 v MZ 5~138mg/kg % 180 H it O£ 5 U2 . BT O R E I HME M 2374 5 7=
D3, T OMERRZRER, FTRITA NIRRT,

A TEF A SR 20

AR T~ M2 15mglkg & 240mg/kg, iR~ 7 A1Z 15mg/kg & 150mg/kg % 6 HfE K5 L
ToRE R, R~ 7 A D 150mg/kg B GHE CThTNALEBEN A S NT-, VI X2 25mg/kg &
ZEECHT 8~10 H 2O RIFIREMIE 238 U TG L7-fR, EELZ 527202 ENR0 5T,

ZOMOKHEN
AR L
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X. EEMNEIEICEYT HIEH

1. BRHERS
M L7gW

2. AR RITEARR
ERIR : 54 OMH. 7 VWICFROMERBIRNICEN 5 2 &)

3. 7L - REEH
RBRE (NTAEDOBRE) . |IBEEF

X

4. EFHmFEWEDITES
(1) ZERETOWMYHFEWLEOBERIZDINT
FARPAYA

(2) FEFIZMFBEORFWIZDONT (BEHICBEIRNSINAFIES)
VI—14. ®H FoEE] &M
<FTolLBY :AY

(3) FAFBFOBERIZCDOLNT
HEOGEHEND D720, WhoF R, A, TV A % L. BEZRNT &,

5. KBEHE
EARRAA

6. @H:t
VAT L BE bmg : 500 && (PTP)
L A7 L E 20mg : 500 $E (PTP), 1000 2 (PTP, /37)
L A7 L BE 30mg : 500 £2 (PTP). 1000 #£ (PTP)

7. BEOME
<PTP wl#>
PTP: R FuvLy, T/ILI=Uh
™RV FL L, TIAI=TL
NT D
i AF—u
W AR F L

8. R—m%H - RzhE
Al —pi s - 7e L
W %h . F_XEP e R_RUX@@E, TXA b X MvT y U RALKERE KT, AT
7 UV U, R R RY I VB, T aRXTAF L N TaRY ) v
fete, /a7 =X ) — R, ) A e 5%
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10.

11.

12.

13.

14.

15.

16.

17.

. EFfEEEFAR

1969 4% 10 A

HERTARZFAHRUVERES

HKGGRAEH A K&
L A7 L gE bmg™ 200146 H 8 H (RIEAEHIZLD) 21300AMZ00456
L 27 L U BE 20mg™ 200146 H 8 H (RFEAEHIZLD) 21300AMZ00457
L 27 L VB 30mg 197848 H 1 H 15300AMZ00856

XIHHRTEA TV A7 L BE (Bmg, 20mg) ) : 1973 4210 JJ 11 H  (14800AMZ00709)

EMEAERHEFAH

HAMAENGEAEA B

L A7 L U BE Bmg*

200247 5 H

L A7 L U BE 20mg*

200247 5 H

L A7 L UBE 30mg

1981 48 H 31 H

MIAMRGE4 [V A7 L BE (bmg., 20mg) )
EAMAEYEINEAEN B - 197442 H 1 H
P ERE THAA H 200343 A 31 H

MEERIFNREM. RERVAELEEEMNEOFABRUVEDOAR

PR

BEERR. ISR AREABRUVEZOAR

BARSAYA

BEEYM
Y L

BREHARHIREERICEAT 51EHR
AFNE, BRI T 2 HIRIZED S TR0,

£@Ea—F
B JEA G588 A L v R .
HOT 9 = Qi . L7 hNEHEa—F
(9 #1) FHH IR E S o NGERE R
VAL UBE bmg 103928301 2249001F1030 610463218
LV A7 L UBE 20mg 103929001 2249001F2079 610463219
L A7 L BE 30mg 103931301 2249001F3032 612220347

RIEHRT EDIER
%Y L
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XI. SEE&H
1. ERNETORFTRR
Y LR

2. BIMZEB T DERKZIEFER
Y LW
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