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BRHHR : 34

B

WU EEESEES, - R — ERIS NI K 0T BT &
AEIRaES

BAXRERS EILVHAZRIGEIEHTEIL

BAZERRIEES
872129
71 7L 25mg #1 7L 50mg
ERES 22600AMX00637000 22600AMX00651000
BR7TRAIe 2005 7 A 2005 %7 A

EIIhAL ZNISEISE HhTEN 25 mel TCK
EIIhAL Z R ISEISE H7N 50mel TCK

PILSICAINIDE HYDROCHLORIDE Capsules [TCK]

2. B2 (ROBECIFERSULEVTE)

2.1 S oIMEDAREDH 2 HBE [RNENR (DA DEMEE)
DOFFEIIHEE, EHEEHERIC XL 2 0A820E({L2RT B
ZNDEN,]

22 BEOEE7uy Y. BEORETOy 7 0OH5EE [H
BUZEHIEERICK D, CheDEELZBICE(LSELBZ
nH¥dH 5.1 [9.1.3 BE]

3. #8RL - MK
3.1 #8R%
R4 BHES (1h 7 L) RN
o = s FURKA. N ED
e»yw4:mgygigaﬁg%fﬁ@ﬁ:v%yfy\ém:
717k 25mg[ TCK] |5 T ) Bty 1%, A7T7Y
& N S e AN
o o N H T IVRE
ngw4:wﬁ@ﬁit”’ﬁ**fﬁ@ﬁ%fﬁa«@m%au
7% 50mgl TCK] | A7 (HR %) VBT k)
S0mg L HE1E
3.2 EHEIDMIR
4 2 = BAT— N
o . FrvS
Ly AA=FR T | szear e
= o .25 4 WEEREH Tu
& 4 BREH TR HEREH
o . FrvS
EL AR (j::wﬂ =K
- y | og = REH Tu
& 4EWHTEL B R B

4. FPREXIFZHR
TEDRETHDOPABIRENMER TERVD . XISEHDIHE
SRR RN

6. FRiENUHASZ
WL BRI L Y A1 = FEREAFM E LT, 1 H 150mg
& 3EICHF TROKST 5.
7B Fi. BRICKVBEEERT 20, BEXIIERNTS
I eITi3. 1 H 225mg ECHBTE 5,

7. BERUBRCEET 5518

7.0 BRELEETHBRLEETIE, | H25mg » 585 %k
B anE, BEOREFZBELANSHEEICRET S L,
[9.2.1 ZE]

7.2 BEETIE. 1 E25mg »6RE5MBT 274, BEOR
REBEL LA SEEIRST S, [9.8 5]

8. EEREANEE

8.1 AANDEEICBEL T, HEICEEORELZEHE L., LEX.
BRia. ME. DA 2 EHICHEANS 2 & PQ DEE. QRS
Bk, QT OEE, %k, MEETEOEEFHRIRD S
NzHEIcE. B ICEHEIIREZFIET 52 &,

8.2 1 HHE 150mg ##BA THE5T 25 E 1IBEIERFERO A HE
PHERTHOTEET ST L,

8.3 AT Brugada FEMERF ISR 2 DERZ(L (A7 0y o
FOHAEFE (Vi ~ Vi) @ ST ER) oBEEEXIEFnIC
S DEMB. DEMHEMA. DEEHNGEEZ RE ST L0H
ENHHOTEETH L,

84 HENWENHLDONAZENHAHDT, HHEDEELSE, &
Ba O BMOBIEICHEET ABICITER I 2 LD BF I+
AT 5 2 &

9. RENERZEIDEREICHRT IR

9.1 GHIE - BIEEZEDHZE2E

9.1.1 B LVERER (DEMER. RIRE. DEES) OH2EE
DAEZRTBENDHHEBETIE. PEDPOSFHIRT 574 &%
S8ITpEET S &bl HENDENBREZERT 5
Lo T Rl 1 ~ 2B ARSE 2 Z &, DEHHE, D
EMBEIRFT 2B ENPEV. B, DHFEEREZROR
EREDS 2 VIIBEEOEREZH O BEOHEIL. WRLPTZ
BruiiliishsBaehks, HELEVWI L, [15.1 2E]

9.1.2 DAZDEIEDH D EE
DAREERTBENDH 5,

9.1.3 HigcEEE (FEJOvJ. AR O0vJ. 70y J%)
DH3FEE BEOEEIOvVI. BEDREIOYIDHSD
BEZRRL)

RBZEIRIERIC LD, ChooEEFZEICESELB%
NrH5. (2.2 ZH]

9.1.4 SHEEMERIRD G D EHE
FEOKIR, WELZRTBEZNDPDH 5,

9.1.5 MBEAUDLME DG BEE
BABIKEAPRRT 2 BT H 5,

9.1.6 DM AEBIREZHALTVLDEE
LEPORBT 2R ERERBICTFAERT S EBIT, HEN
DENBEZE/T S & [10.2 2]

9.1.7 BANR—AX—A—EFAPH D VN E—RFHX— Tt
DEE
R=AA =N —{HTOBEFIIHRE T 2B RIELLHERET
RV VY THREZRET S L, £/ EEPROONTHE
WWIIESICEEX RG22 T 52 &o RANDDER—> >~
JHEZ ERSESAREEN D B



9.2 BikpElEEERE
BEEZHEET A, #HEMEZD I CHEHRAT L&, T/,
BENCDERBEZEMT 52 £ RANZERD 5> 08 IC &
DIEADPSERT 2EFTHD, MFBENEL DT L,
FoBVIMFEESER LTV, [16.6.1 28]

9.2.1 ENMZENEL T DBREEE
[7.1,13.2 ]

9.3 HHikpEfEERE

9.3.1 EELITHEEEEDH2EE
AST. ALT. LDHZ D EENPRESN TV 5,

9.5 1Ii®
R IIERE L T W AN O & 2 tEIciE, BB LB
AMfafEtt s FE 2 B SN IBEICOABET L L, BY
EE (v b)) TEIRNZRSLEBE. BREICBITTLZEN
WESNTW5S,

9.6 EIWw
BB EOBEREROCBIARBEOEREZZE L. HAORMEX
EHIEEERFT 22 &, BMER (T v ) CHITHICETT
B EPRESNT NS,

9.7 INR
NRE AR E U7 BERRER IS LT LR,

9.8 SiRE
ABRSE KRB OBRE 2T 52 ENLET L, DEDSH
B 5 EREGERBICHFAERT AL DI, HEIODBREE
EEMBTAHIE A - BRESMETLTWAZENEL, £
EEIDLZMERN D 572 CEWERAPREELL T L, [7.2 ZHE]

10. #BEEA
10.2 HAZER HAICERTZI L)

HHIBE BRI - BTG R W - fElERET
Y7 7Ty AAOERAZFEFSE| V778 ACEDF B
BIENDB 7 a—2L PA50 DEAEN
FEI N, KA ORH
HENEEL, MR

EVE RS 2D Z

Z6NTW\5,
TN LERE BMER (1 X) B EFIIHLS2TEZWL
NRF)83 )L W, REIOERPE| A, (EFR RO AT REH:

B-ZEMERE |[BRINSAREEIRE | PEZONTVS,
FurZu—)L | ENTW3,
DEF L) ABUH
aFT v

fEEG - EHREER T A T
U REEH
—tarzyty v
[9.1.6 Z:H8]

11.2 ZOftDEITER

0.1 ~ 5% AKiii HEFENER
QRSIEDHE KR, QTER. & | MJE . ARIR. O EAEE . M E
E7uv I ETay 7, &R
e ERALRR, BiE. DEME A
I AR R IE D
EilE). EEESEHA
W {pae BB O IEM, V8. A, | B, BACAR
FEEB AR
BHEER OF V., FHRE. RK RE. AER. LU
iR BFERERIENN. V >/ EREA | BIEREEA MR EEA
e ASTEH., ALTER. LDH|—
k&
B BRE HZ. #HIRE Z DBk
B - BUNLER.ZL7F=VER.
= FREAGTE
AR ER — HEPR R
Z DAth 258 R, CK R AR | Bk

VY WHIOMPRES LR BTONT Y AR—% —

Uy RAIOBIMER P3| 2 LIPS T2

RUIEEDOREDH B |TDEEIOLNT D,

11. BER
ROBERBHSEbNBEIENHBHDT. BEE DTV,
REPRDSNIGEICIBREEPILT 5% CEY L LE E1T
5T &,

1.1 EXIZEHER

11.1.1 DEME BEEARH). OESFE (Torsades de pointes
Z20) (HEEAH)EELE GEERR) . T2EET70vT (8
EARH), &K GEEARH), DARE (BHEAH)
Yav . MELICEZBAELHZOT, HELDERBE,
HoEh X SEE 2 EMT 5 2 &

11.1.2 SEBEE GEEAH)
Yav I BIILRRUBRENHSDNDEIENH S,

11.1.3 FHHRERE (BEERH)

AST. ALT. vy -GTP @ L73%E %5 FikEREr H S5 bh b
ZENDHB,

13. BE#ES

13.1 fER
WEHEIIBEEOBHREREICLD, RElOMABESEFRL
IS E RMEEREE (FH2 QRS B0 KAL) DMEIE DARZ,
DEME. DESEE (Torsades de pointes &) HELL.
Bk Tavo. K. IEENFEOERSGES. BRERESD
- RERELT ZRITI LT H S,

13.2 &
BESICRAO®REGZHIE L, FINR—2 2 TP ERRE =&
B9 AEMY L PDERIEZITO T Lo 2B KRAIO MBI
LBBRERITEAKN 30% EHESN TV S, [9.2.1 ]

14. BARALODFR

14.1 FRIZHBFOER
PTP R D#EHI PTP ¥ — b2 5O LTIRAT 5 LS5
T5ZL, PTP U—bORRAUC KD BHOLE AT B EREA
RIAL, BIZRZEA 2B LTHERAREOEE 2 & HEZ H 5
THIENDH B,

15. ZOfDER

15.1 ERRERICE D ER
SHE T ORI EFRIER O BRI S 2 WITEEDEREZ M DE
PEHASHRE D BE N R E U7 HBGEABRIC B LT KRAIEFHLIONa
Ty ANHEERZE T2 EAZRE LT 77 R REH
ICHAR EERPERICEML - EOREDPH SV . [9.1.1 ZH]

16. ZEYEHEE

16.1 MRE

16.1.1 BERABME 18 flic N> h 1 = NIEEEE/KAY 25mg.
50mg MU 100mg™® # R AR ORES Lz & &, HILE
PODOMRIRIFTH Y, EMFHL/STA—FIZROEBD T

Holz?,
YL HA = MERE KR B R O SR O Y B HE) 52— 5 (Z2[5RF)
58 B8 Tmax Cmax tise AUC
(mg) (hr) (1 g/mL) (hr) (1t g-hr/mL)
25 2 1.61 £0.01]0.150+0.002| 4.4 +0.39 |1.278+0.080
50 8 1.22 £ 0.1810.356+0.027| 4.8 £0.34 |2.975%£0.112
100 8 1.06 £0.18]0.650£0.029| 4.9 = 0.37 |5.238+0.307

(*P#5+ SE)
B BT hA = MBIV OB MR EEIZ 0.2 ~
09 pg/mL EHESNTNDE 9,
16.1.2 £YZFHEEMHEER
(B A+ Z RIGEEIE A &)L 25mg [TCKD
CL T Hh A = RIE#EIE SN 7L 25mg [TCK] &4 > U X LA
TE25mg &, JOAA—N—FEILkDEREN ] AT



(ELS 4 = FEBEKAIY 25mg) BEERA S 71 2 3iE
@5 LR LR 2 BIE L. 185 h /- REe
)$5 A —% (AUC. Cmax) I22>C 90% (& EX BI% I T
SR 217 - -5, log (0.80) ~ log (1.25) DEENTH Y.
A AN RE AR S N 9,

HEINT A= SENRT A=
AUCo - 24ny Cmax Tmax Tz
(ng-hr/mL) | (ng/mL) (hr) (hr)

ELYnA =R
SRR 7L | 153387224791 | 215.21£28.79 | 1.45+0.46 | 4.53+0.75
25mg [TCK]

P) ALK T
)L 25mg 1531.83£308.37|214.29+31.47| 1.38+0.43 | 4.63+0.82
(Mean # S.D., n=20)
(ng/mL)
s |
£ |
1 2001
3 o VLU= REREH 7L 25mg[ TCK
;/7 - -o- YLYRLHTEIN25mg
2 15047 ”
1 Mean=S.D.,n=20
—E
=
# 100
b}
7J< !
s 50-[1
b= i
i1
0= T T T T 3
12 4 6 8 12

24
R (hr)

(EILY 4 Z REERIE A 7 IL 50mg [TCK])
CL T hA = RIE#IE SN 7L 50mg [TCK] &4 > ) XLA
T 50mg &, ZJUAFA—N—FEIIEDEFNREN]1 TR
(BN H 4 = RIERE/KAY 50mg) BEFRRA BT I AR
ROKE L CIEPRBOAREZHE L. Bon/-EYERE
)85 A —% (AUC. Cmax) 122\ T 90%EEXREIEICTHR
FHAENT %2 4T o 72453 log (0.80) ~log (1.25) O#HEANTH D
HAIDEF RSN PR S N 9

HEINT A= BEINT A =4
AUCo - 24ny Cmax Tmax Ti2
(ng-hr/mL) | (ng/mL) (hr) (hr)

ELyhA=F
1R 7L | 290848+527.03| 435,18+ 126.07| 1.43+0.37 | 5.39+0.52
50mg [TCK]

16.3 9t

16.3.1 HEW#BIT
Ty MIHC-EIL T A = NIERBIEKY 2 B O%E L & &,
Fi+ZEBEr SN SN, E& UTHE. ERIcom L. M
ANOFHNI Do D8,
Fiz. T v M HC- ELY 1A = NIEREE/RIIY % B IRNE S
LizE &, REROFITFRICIEREOMmEEFEE &3 ITERE
PdHBVIEFNL EORITHED 5Nz Y,

16.3.2 EEEEE
t MEEAFEERIE 1.0 u g/mL IRORE TH 35% &—
ETH->7=m, 50 p g/mL TIF 20% (KR L7z 9 vitro)

16.4 X5
RFREATIZEIL Y I A = FEBRIERFMIRH S T W,
REW 2- e FOF I XAFINAROERICES T S NFF 7
O —LA P450 pFEEME Lz & 2 A, CYP2D6 IZ KD EER
FMOERAMENICERD ST 112,

16.5 HEtt
RERABE 18I ¥ h 4 = NIERKIE/KMY 25mg.
50mg K UF 100mg™ & ZEERBEHEIREG Lz & &, 24 FfH
BIRIZ 75 ~ 86% HRE(fEE L TRPICHRt S iz, F7z
50mg. 100mg 58I BV TIE, 24 BERILIAIC 4.5 ~ 6.5%
BREW 2- £ FaF T XFUEE L TRAICHRES Nz 2,

16.6 HEDERZHIT EE

16.6.1 BiipeREEERE
LT A = FIEBIE KRB OER TH D, KD K
DICEMERERE. BRENMETL TV SEERE TIEFRE
HAPERYT %, LEF>THREZ VLT FZ20 20T TR
(CLer) 2B E LI-BEOREIISUC, #E5HEEL2H TS
PHEVIERICE > THREBZE A%, HERVCHER
+AERTHILENH S Y, [9.2 2]
50 = CLer : FRHIE B REEERE I & 121EF Co
20 = CLer < 50 I F B A EREMIC LI 2 BITIER T 5.
CLecr < 20 : PRI EMEEFEFICE LK 5 ZICERT 5,

YL A = FIERRIE/K A 50mg BEREOHREGRICH T2 BikEEE
BEOEMHE/ SFTA—Y

Tmax | Cmax t12 vd CLtot

EiRE Cler o
(hr) |(ug/mL)| (hr) (L/kg) |(mL/min)

(mL/min)

CLlcrz80 | 6 |3.1%£0.6]041£0.08|3.4£0.2|1.48+0.19|2800%37.5
80>CLcrz50| 10 |2.7+0.8]046+0.03| 5.7 £0.3 |1.46£0.11|1828+11.8
50>CLer220| 8 [3.1£0.8|051+0.05]9.3+1.1 |1.70£0.15|1234+193

T A7 0954259206 | 45.2791.59| 1.45%0.36 | 5.45£0.63
(Mean * S.D., n=20)

(ng/mL)
% 5001 |
w0 |
< 200 L o VL IH1( = REREH £ L50mg TCK
4 “o- HFLYRLHTEIL50mg
7 3004 Mean#$.D.,n=20
F s
5 ‘ .
% 2001 |
7K -
s
7 1004 <o
% —

0 51 T T T T 1
12 4 6 8 12

24
R (hr)

MEEHREIN I AUC, Cmax ED/8T X =413, #HEHEOD
IR (R OPRIEE - S OHBRSMAIC & > TRZ SR
WD %,

20> CLcr | 8 [3.8%£0.7|0.63£0.05]23.7£2.0|1.46+0.11| 38846

(‘F#9+ SE)

F) AR OARSNIZAERCAEIX, 1 H 150 ~ 225mg %= 3
EZDTTRETH %,

17. BEPRAU

17.1 BHMRORLMICET BHE

17.1.1 BB
DEEMSNINGEEZNRE L EEREBRRIC BT,
LY H A = FEBEAHIY 150mg B5EE 88 i, YV T3
R 300mg # 58 87 flTOLMUBEIE. T PN EHKE
M 51.4% (37/72 ). 33.8% (26/77 fl). HEEHREL £
M 70.8% (51/72 1) 54.5% (42/77 fl) TH -7z, BIWEH
HHRIZUL S H 1 = FEREKFIYIRSEET 8.1% (7/86 )
THD. FLLOIEAB. HENETH > 9,

17.1.2 ERE IERER
EEMEAEE R E L S EEREERBIC BT,
LY H A = RN 150mg 58 41 Bl YV 3
K 300mg % 58 39 fl TCoLMNEBE L. ThENEHNE
M 41.9% (13/31 %), 26.7% (8/30 ). HEEWREL LA
67.7% (21/31 f). 46.7% (14/30f) TdH -7z, BIERAF



BTRIIEN T A = FIERBIE KRS T 5.1%(2/39 fl) T\
DAL DI, WHARETH 72 1%
17.1.3 EASE DI18H5R

EEEIIMEE R E L ZEEREERBRICBL T, L
THhA = RIERRIE/KAY) 150mg/ HEE 37 5. 225mg/ HEE 35
BlITOEBERE L. TN ZFNFHNEN 53.3% (16/30 fl) .
59.3% (16727 ). % EE L L2 66.7% (20/30 ).
74.1%(20/27 fjl) T d - 7z BWEFRFIHEIL 150mg/ HEE 5.6%
(2/36 fil). 225mg/ HEE12.1% (4/33 1) TH V. FxEIE
FigFoLuon, BEE7uvy 7, QRSEEZETH -7 19,

18. ERHEIE

18.1 {EFHIRE
Y HA = Fid, Vaughan Willlams 5 053D 7 5 A Ic
BT AABIRIGERIT. Na 7+ > 3 IUVIIHIERIC & 0 AR
IR{EF %7~ 9. Sicilian Gambit DIRIET 2 ZH 53 (HARR)
IZBWT, LY h 4= FiZ Na F v > 3L 2 RIREGIHE L.
K. CaF v >t tica. BRUGLANY B EITIE
HELEZVWHOE LTHEBEDO TSNS 17,

18.2 BRARESEEZNER
FAEME BRSO BEIC YL Y A A = NEREEKY 150mg
1% 200mg 2 BEFEORS L-5E. AEEE (SA) KRR,
EEEHNEE (AH) BE, DEAREE (HV) BREZ2EES
o 2. AEOEWACH 2 EESE/ 19,

18.3 IDEREICXT T B1EF
R WSRO BEICEIL Y A A = NIEREKY 150mg
id 200mg # BHEFEOHRS LEE. DR Sk
FEFERCHEMNL, —EHREREERICED LizPndng
EEHFENTH -7z 19,

18.4 EERMAEIRICK T B1ER

18.4.1 A XDFEBIIR — FRAEERIC L 2 EERHIRBRZ %] L7z 1920,

1842 AXDT7A=F >, IFZNA Y ROTRLFIUITE-T
FH S NI EBRIREIRZIMH L 7z 20 20,

18.4.3 4 X OEBARFAZE S CEET IS HE T 2 DEEAEIR
ZINEI L7z 22,

18.5 EREEFHIER

18.5.1 RAWRORRE(CH T B1EH
EBLEY MAEBICBOWT., BILEEMICIZIEALEEEZEZ
52 &L RAMOEEE (Vmax) % HASKREFEN G L
7': 23)0

18.5.2 SEENEMIFHSE R BN TREICX T SR
EILE Y MLEMHOEBBEMERERE (APD) ROBBARISH
(ERP) ICEEREZ Ielpo72 2,

18.5.3 DEMEIDREREICH T Z1EH
A XZBVWTERHEIC X2 DEMBOFERESE LR S 2,

18.5.4 BEABRDBNUFERBNREICK T H1EH
AXDTIVF L IFEIIBVWTTEFILA MO T 7V FI T
FHINDBEBHSE L OFHREBEEZMH L 2,

18.6 SEMHEHEY DI EIRIER
A XEEIR ZBAERAREIR IS T 5 2- E RO F 2 X FILED
HARRMEABE IV H A = FIEREKNYOK 1/4 ~
1/10 TH -7 9%

19. BMWSICRET DIELFMAR

—REEF © EL T h A = NIEERIE/KAIY (Pilsicainide Hydrochloride
Hydrate)

! N -(2,6-Dimethylphenyl)tetrahydro-1H -pyrrolizin-7a
(5H )-ylacetamide monohydrochloride hemihydrate

b 2% &

4y F I CivH24N20 - HCI - 1/2H20

7 F & :317.85

L = 12105~ 213.5TC (Ho5r» CHiBKZ 160TCIZNE L
T8K)

i s

fi
gl

HsC
O

- HCI -

o —

N
H
CHs

% R aEORRERIEEEOMEKETH 5,
FeER (100) IO THEITR T K XY =L
I4/7—)L (99.5) IZEFRT L,
0.lmol/L i RICE T 5,

22. a%

(EILY A = RIEEIEAH )L 25mg [TCK])
100 77t (10 77+ (PTP) X 10)
(EILYh+ = RIgESIE A I 50mg [TCK])
100 5 7t (10 /7 7+E )L (PTP) X 10)
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11) FEOEAEM @ FEWERE . 1997 5 12 (S) @ 255
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13) =mEM—th : FEHEIBE . 1989 ; 17 (7) : 3195-3205
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15) #raf—ith : /EREEFE. 1989 5 26 (2) @ 201-215
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17) HFPFEFMFE: NEW EHE2 NEIHE7R. EILE.
2017 ; 382-387

18) FHE mifth : FEREEIE . 1989 ; 20 (4) : 677-685
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20) Aisaka K, et al.: Arzneimittelforschung. 1985;35 (1)
(8) :1239-1245

21) HEF#fh  EBEC K. 19925 26 (13) : 4927-4931

22) HEFE#ifh : [SFHZEIE . 1988 ; 36 (6) : 439-447
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998-1002

24) Inomata N, et al. : Eur ] Pharmacol. 1988 ; 145 (3) :
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