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872432
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A AYRB AR O T F Rl EaE 2018 (ZHEHL L CIERR

AN
BAERA F7<J—ILEE

FILIIS =52 .5mg
KILII =)L 5 Omg

MERCAZOLE® TABLETS

BE 2.5mg : IRIREAD T 4 )V a—T 4 T EE

#l i i _ .
BEbmg  REEODT 4N ba—T 4 L TEE

BOA o B X | AAGEERN (EE-EREOLSZICIVENTHZ L)

BE 2.5mg : 18 HRET 7~/ —/L 2.5mg

B - A& .
i a $Ebmg : 18EF HRTF T~ —/L bmg

e

M 4 FT7T~— (JAN)
£ 4 : Thiamazole (JAN, INN)

B B AR A A BEEOTRGRIEA H | SR 1 | BEEBRAER F

O KL UE N H - $E2.5mg |20204F 8 A 17 H |2020412 H 11 H | 2021 4-2 A 18 H

= Ly
BT R s 20064 8 A 24 H | 19574212 1 1 H | 195645 7 A 5 R

BoEMRsE () - LG : b+ 0 WK L&
e - st sn | R 7¢ B0 M A TR U= 4t

PR R 25 &

O PRI RA <O HHR=
TEL 0120-848-339  FAX 03-5484-8358
PERRBAFRE AT AR — L=

https://www.aska-pharma.co.jp/medical/index.html
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1. BESA VH P a—7 +— AMERORKE

P F SRS O SR A B & L C, BEIRAERMNMASCE LR, IRISTELKT) 8365,
PEFRELY CRERT - SEAINTE O BEFAEFH DS B EH LB B O E R 206 3 2 BRI,
I SCEIC RO S T A AT 2 ISR ZME AL E R G G0 o V) | SRS E ORI Y
(LAF. MR &Ws9) S TEMOBNESROE R 2 L CTHFRZ M L T L TETW5, ZOBICHE
IERAMBRINCAT T D200 HRY 2 e LTERMA v Ea—T4—5 LLF, 1TF &)
DI LT,

1988 AT A AP E AT (LA, RIRSE LIET) FIe 2/ N EBS8 [ F OfCEMT, 1 F ok
K I FREEEHEARE L, £ O% 1998 I HRFETING 3/ N EB R, 2008 42, 2013 ££1C HIRFEE
HIFREESN | FRldEHOUGT 21T T & T,

I FROECERE 2008 LI, 1 FISRELAROM1-& L CoEF O PD FEOE T —X L LT
T 5 Z EFRIE A oTn, THUCK Y BSHSCEOEBEREGET NS > A1, KGTORILT —4
ZBIILTZ T F SIS NG 2 & Lotz BB 1 Fid, ERLERER AT CLT,
PMD A L %) OEBERAEIRLIEFRRZEDO~— (https://www.pmda.go.jp/PmdaSearch/iyakuSearch/) (Z
TABESNTAFAREL 225> TWVA, HIFZKTIL, 2008 4F L 0 HEHSL O 1 F O R A a A5k
LT /¥ Ea—Tr—bate) Z2RE L, Hx 01 FAGRMASCERMET 2 EERE#RE LT
HEINEA « BT L T D,

Z DR, 2019 FEOWRMCEFHEHEHOE T ICAbE, #izic HRREREHRER S U2 &
. 1 Fio#EEE 2018 & LTAE SN,

2. IF&ix

[ Fi NRASCESOEREMTE L., HAMEOERMNEREFIC L > THHEERBICKNER, EHEMLO 5
EEBOT-OONH, WHHFOT-OOMER, FREIOT-OOMER, EIRGOWE EMHO-HORH, 3K
FNIREBIF T T DI DEREDEN SR AR OESRMFHE L LT, BRE il EEs
WIE L, AN O 72 1 Y 3% F A O BRI AERR R OB 2 RHH L QWO 258 RE S ArE T
YRR

I FICECHT 2 E L OWANT BREANEE LTz 1 Fao#iEE i IT 5, 7277 L, [E3R, ks
WEONE, AR OZ ORI T 2158 CAT, 3L L) 1285 < AGRFHA L
T5H0, BEPEOKESICRD S b O R OSEAIRTE & 255 « HIW - 42 XS FEEX T F Ot
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WZETIER 0,
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BAEARD T FiX, PMD A DOEFRHEEEERERO_— ISR E STV D,
RO TR H Ea—T 3 —DMEROF5 &) ITE->TI F Z2AFk - 124692725, TFD
JRR 2 E 2, ERBGICRE LT DR T F YRR L E R oD QoM
READA A E2—IC LV IEXTER DANEEZRESE, 1| FORMMAEEZEDDIMLERH L, -,
RERFCEET SN D Lo ESICRT 2 HFHEICBE LT, I FASGETSNS £ TOMIT, YiEEELD
BRSNS D U SCECR I S CES, B2 WIS O ERNERIRA— b 252 X b KA
BisEE ST 5 & L bic, [ FOMRICHTZ - TE, SO IRMCEZ PMD A O L RS
THERIRIRDOR— U CHERT D LERH B,
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B9 2T A SRR FEICED L Z 3B 0 . ZORYFNNITHIEETRETH D,
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I. BiZEICEAY 5IER

1. FRROERE

1940 4E{X, Astwood © 73, thiouracil (2 HURRASVE AR A FRET 5 2 L2 K0 | FRVHLR

IRBSREMITIIEI S 5 5 = & A 1L LCEOR, toa & FHRIRAIASB R S, 77~/ —LEH

IR BHERE TTEE DIBIEIC VBN D L9 Ic o= 14,

AT —VEE Bimg (3 2015 4 10 H 1 HAMIEE> 5 do 9 BB SRS AR SR AR AS KAk S LT,

MERE D IHERMAOEEN LN -T2 Linh | ST MRIKI ALY —/VEE 5mg & FEKEE

NS T 4N A—TF ¢ T BEICER LT ETANLS Y —LEE 2.5mg ZBH%E L. 2020 4 8 JiC
e B Lz,

2. HROBERFNETE

OQANTY =D F T~ —/id, FEIRBEREITEIEICH L, e e rFAr T
(propylthiouracil, PTU) & & HITJAS Wb TnWa, (TVIL 2. (1) 1ERASML - AR ©
HZM)

QEKRRENWEH & U TRIMEREA . AN RERN, BEIERERGE, AifEkEd, K72 heovr
MAE, FHVIKRFRZAE, f/ WA f s PESRBE R . TR RERE S . S, 2 RMERAEI KR
SLE #RJEfR, A AU o H R REGRE, BUEMEMZ%, SuarhEiia g sk (ANCA) B E
RIEERE, BEUHRREN S STV s, BEARY) (VL 8. (1) EXAEMER & WEIERK]
DIHZH)

3. HAORAIFHIEHE

Hrz7e L

4. BEEMFRAICEAL TAMT NS5

BEIEFERICET 2 EH#M. REERAEENS S K54 U%F HiE
RMP
BIMD Y 27 F/METEE & L TR SN TV LB
BwfE HEE T A R T A
PRl - oD R T S LEE

A P

5. RREHERVRE - #FALOFRER
(1) A=B&EH

BE STV



(2) @ - ERALOHREE

B4R

6. RMPDFE

BEARRNA



I. AWMICEAY5IER

1. BR5E4
(1) #04

AV H Y —L®EE 2 5mg
AV — LR EE bmg

(2) *4%
MERCAZOLE® TABLETS
(3) BMDER

1-methyl-2-mercaptoimidazole ({b#4) (ZHIK

2. — 4
(1) fi& (&%)
F7 <=L (JAN)
(2) *%& (@BK)
Thiamazole (JAN, INN). Methimazole (USAN)
3) RATL

R

3. BEAXIETHER

CHas

]

4. DFRRUVODF

4512 1 C4HeN2S
SSF-& o 114.17

(¢)]

- EF% (@) XIEEXRE

1-Methyl-1 H-imidazole-2-thiol (TUPAC)



6. \BRAA. A, BS.

&5 : MMI



M. AMRSICEYT HEB

1. YEEFEHEE

(1) 548 - tEIK

F A~ B OREE TR IEO AR T, ENTFFERRICTBOL A H Y | BRITE

(2) BfEE

KRX(F=Z = (95) [T, YF Az —TF /WIEITFIZ< U,
(3) WBMHE

R L
4) Fim (PR, B, BER

il 0 144~147°C
5 - 280°C (Merck Index 12th ed.)

(5) BAIEEMMER
pKa=#J 11.7
(6) HERIHRE
3~4 (pH1.8~8.0)
() Z0MD X7 R4EE

pH : K/l 1.0g 27K 50mL (22 L72#R D pH 1X 5.0~7.0 ThH 5,

2. AMHSTOERERTICETS2REN

AR L

3. ﬁx)]ﬁf. \o)ﬁﬂhnt%ﬁiis E%iﬁ
Ot BRIEA

Elzigi)%ji F%T"‘?/‘—/I/J @ﬁ%muuiﬁ%ﬁ
i) XTI =bhaovgk (M) B bY o ARRICE D EE
ii) REEF MY 7 AHIRIC L D A
Q@EEE
ARG [F7~Y—) OERECELD
ek



V. ®HHFICEHI HER

1. Fif
(1) FFzDX5
T4 T—T 4 T EE

(2) HEADHNEERTIER

W 58 4 A VT —)VEE 2.5mg AV H Y —)LEE Bmg
el WD T 4V ha—F ¢ ThE WEODT 4V IT—T T hE
* (] L # ] s

4 B

EAK 7.2mm  JEXH 3.2mm  EH &K 132mg

AR AVF)—)L 2.5 ANHY—) 5

(3) #Aa—F

LR

(4) HElDWE
AHNT D & B AT 7 RGN SEA DI E O 5 EEABRIEIC LV BB &7 5 L&, 2
HWET 5,

(5) £tk

BEARRANA

2. HF O

(1) BMES (EHERSD) OEERVHRMH
R 7 4 A VT —)LEE 2.5mg A VT —)VEE Bmg
R L e PP 1 Ve

HABEARFY., vhoEFnaTo T BTN Ty —b T T A
‘ NI ATT VB~ T XU A T ain—A BIEFH <
W A g s 6000, BAF AT

=Rk A = TR gk




(2) EREFORE

LR L

(3) BE

A% L0

3. MTBEMEOHEMRUVRE

LR

4. A

BARSANA

5. BAT DEIREIED &H 5 RHY

AR L

6. HADFTEEHTICEITIZEN

<A IJLAHY—)LEE 2. bmg>

AR TRAFH ] TRAFTERE iR

SRR 40°C, 75%RH 6 7 A PTP,/ bt v —fuds HE

EMRFAE | 25°C. 60%RH 36 71 A PTP, &' = —/f 4 A
PBRIEH ¢ MRk, MERRRABR, MIEERUSR, WA —ME, EHE, EE

<A ILHY—)LEE dmg>
AR TRAFH ] RIFFEHE i

JIBEE 40°C, 75%RH 67 A PTP, &' = —/f 4 A

PBRIEH ¢ MRk, MERRRAER, MIEERUSR. WA —ME, EHE, EE

7. BRABERVBEREOREMR

A% L0

8. fhFlEDEEEELL (MEILFHEIL)

LR L




9. AHiK®®

RNH S — VB Bme R EHERE]. A LJ S — LEE 2.5mg & RRIAN L L. & RASEA B
BT 0D AL IR SRR A K5 4 > (PR 1248 2 1 14 B, IR 64 ) 1055
X WBREEM LR, WIS L A S,

110
100 — ®

o -y

80

- //

60

. /]

40

30 / / —O— ANHYV—)LER Sng

20 // /(/ —o— ANAY—LE2.Eng |

0 5 10 5 20 25 30 35 40 45
e[ (53)

(R) HEFSFH

() IENBELES - A%, NMELSHRLES - SRCHT IS
AR L

(2) a%
(A LAYV —)LEE 2. bmg)
100 &£ [10 $£(PTP)x10]
500 & [10 $2(PTP)x50]
(A VA Y —ILEE bmg)
100 &£ [10 #£(PTP) X 10]
500 #E [10 $£(PTP) X 50]

Q) FHEE
A% LR

(4) BHROME

PTP CERY Ly T
vte— T AI=UL-RITFLY



1. BlgiRft Sn 2 EME

R L7

12. Z0fth

s ERE L



V. AEICEY 5IER

1. FEEX(ETHR

HIR RS BE U E

2. MEEXIEHRICEET HEE

RESIN TN

3. AERUVHE=E
(1) BZERUVHEEDREDR

FT~Y = e LT, @SR L CTEIAIEE 1 A 30mg % 3~4 B HERR NG5 5,
FERSEIED & ZIX, 1 H 40~60mg ZfEH T 5, HEETEIERNIZIFHER L2726, 1~4 18
M L, MEFFE 1 B 5~10mg & 1~2 [ B 0 #4535,

WIS U TR 5 %L E~10 ekl ClE 1 B 10~20mg. 10 mbh E~15 A ©
L1 H 20~30mg % 2~4 [AlZERR D& 535, BEETTEERMIZIZHEL LR D, 1~4 1
W Wi L. MEFFE 1 B 5~10mg % 1~2 [ EfR 0545,

WAL LI E 1 B 15~30mg % 3~4 [EIZERR O& 59 %, e TEER ™M
EER L2726 1~4 B EICHR L, HEFFE 1 H 5~10mg % 1~2 [BZ Bk D& 535,
I ITREED FUR I EER A 2K T Le vk 5, 2 BEEICRE L, LERKREEZ K59
%o

¥ AR, ERIC X 0 EEHRET S,

(2) RERUVAEDRERE - RN

PH LR L

4. AERVEZEICEEYT 5FE

BRE STV

5. ERERALIE

(1) BRERT—2/1\v7r—2
B E e L

(2) ERPREEIRABR

MR L

10



(3) RBRGERAR
AR L

(4) BIRHBR

1) BRI
AR L

2) ReHES
AR L

(5) B - AR
AR L

(6) AR

1) ERARERE (—REARERE. BRECRABRERE. ERARBLERE) . RERTERT 42
N—RHE. RERTRERABRORE

BA)- L A
2) RBEHELTERFEOARIIIERE L-HE - HBROME

Y LA

(D zoft
AR L
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VI.

EMEE(ICEHT HEHE

1. EEPHICEESHSILEMXRITLEYEE

FAT VAR — 4L TR EALTFF T TN

EE B H 2L EWOREE - WREFIL, BFTORMLELRRT L L&,
2. FEIBER
(1) EFERL - VAR

FARIRO NN A X o X =P R LETDHZLICLD, avEOF A aT ) o ~0fEE %R
1L, Enica—FKY Ao rh)a—FKYb1fa=2 (T3), Y1 ax v (T4) ~DOHEE
IHET D Z IS THIRIBFLVE L OARERET 5,

(2) EMTERMATDHHERAAE
OFDHRIRE AW FEBR T, 77~ — 33 vRICx LIEOWBRAEEZ R L2,

QFHLIEFFARIRIE G L 2 FRIRBERETLEIE 7 » MCTF 7~V — &5+ 5 & ARREHDTIE
MELmflEns ),

@RI R 5 K ONER 7 ~ b @0 homogenate @ cytochrome FR{bEESR, =~ 7 Wik
FEE ORI, F7 Y — A2 X D IHl S b 2 &0 bR OB LAREE L IIH 32 8,

(3) YERASREIRERR - FrHEERRE

AR L
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VI. EMEEICET SEE

1. MAREDOHTS

(1) ARELEDGOHRE
LM R L

(2) BRRABRTHR SN -MPRE

<A JLHJ—)LEE Smg> )
TEEERR N BRI (7 4 v ba—TF ¢ 78 bmg) 1 SEXIIHELASE 1 5 (Bmg) A HaRIF
HER ARG Lo R, w0 £ PR R EMES MR S vz, EWERE T A — & KON
PRI TO LB ThoTo,

= w AUCo-48 Cmax Tmax T
el i gk (ng-hr/mL) (ng/mL) (hr) (hr)
A#l (5bmg) 24 1179+146 128.5+25.6 1.0=0.6 7.5%+0.9
PELEE (Bmg) 24 1204+186 129.8+23.6 1.3+0.4 7.4+0.7
CE¥E =R 22)
(ng/mL)
180 -
160 | —eo— A&l (5ng)
T ---o--- §EZ§E (Smg)
m 140F ¢ FELIRERE. n=24
H& |_,_ > 1= ﬂ"—!—ﬁl\ n=
120 i
a'_
7 100}
7 i
Y 80 e
I :
6ot |
= )
B a0l |
20 +
0 : - ' —0
0 6 12 24 36 48

i (hr)
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<BESHEANT —H 0
FOR IS EE IE 7 11 51112 60mg Z BRI O 5 L7 & 2 A M RR 1355 1 R[4
I1Z 920ng/mL & @il 7e v 24 REEZICIZIFWEAL L2, Tz (150~360min) (% 6.4 FEfH] T
HoT,

(g ~100mL)
100 -

1l 80+ 60mg B [F1#% 1% 51 (n=11)
mean +S.E.

0 150 300 450 600 750 900 1050 1200 1350 1500 (min)
Iy f

<AILAYV—ILEE 2. bmg>
AT —)VEE 2.6mg (X, (5 &A 72 288 0 B RA O A PR RIS T A KT 4 )
\CEES &, AVH Y —)UEE bmg A AEWERIFI L U= & & IRHZREINE L <. AR
EaipEndz, (MV. 9¥EHM] OEBR)

(3) i
AR L
(4) BE - HREOHE

MR L

2. BEWEERINT A4S

(1) FRMTAE
EER R L

(2) WRUREFETE $K
BRI L

(3) HEREEEHK

EER R L

14



4) 29VT75 R
AZEER R L
(5) nmEE"
630+110mL/kg
(6) ZDith

LR L

3. BEE (KEal—ay) @
(1) FB# 73k

LR L
() 1’5 A—SEBER

AR L

4. DRYUR
NRAFTXAZEVT 4 W
AUC 7.05%=0.95pg - hr/mL

<BE>HEAT—F 0
I &0 HLNTRIN SN D,

<BE ST TORNERES

7 v M UMC—F 7 =Y —/b 20mglkg Z#EH ., MEEN, FFIRNES L7oRER, #o. RN

B G2 1T 2RI R 2 7R LT,

5. o
(1) ik — A BA P @ @ 14

MR L

15



(2) k- RREEEFTEBYE
AR L

<BESHEANT —H
IR 14 B RO 16 B OIFIFIZ 36S—F 7~V — 2RO 5 L84, 2 BEf#% ok R i
TEP IR RIS PR E IS 4. 0.72, 0.81 TH -7,

(3) RA~OBAL
AR L

<HES>HENT —H
REAL gAY, 1.16'9, 0.98 1.03" LW HENHRE SN TWD,

(4) BEEA~OBATHE
AR L

(5) TOMDMMADIBTH
B L

(6) MIEEEHaE
WM DR L

<BESHEAT—H W
FEEAERE LRV EDRENDH D,

<BEZE > TOENBIRES
7 v MZ UC—F 7 =Y —/b 20mg/kg Z#H, JEFEN, FRIRNIES L72RER, Freilmk~o
BAMEERRO b, MIRE ARG RIL % TH -7,

16



6. {tit
(1) RCHERL R DR SR IR
BRI L

<BE>TYTORNEIES

T M UC—F 7 <Y —/L 20mg/kg Z#% 0, MEVEN., FRNES L7oRER, 2 ED
X7V v A RAERT, FOEITKREG RIS LIRT T 36~48%. B H T 4% TH - 7=,
<BE>SH L= —LORH O

3-Methyl-2-thiohydantoin (% Carbimazole #5-® 3% 278D b7z,

0
HC—CH HC—CH “c—cH,
J E i J NH ; J EH
i M, e " rd
mh\%f/ cugncﬂ;\?” cH;“ﬁ/’
S S S
Carbimazole Methimazole  3-Methyl-2—-thiochydantoin

(2) RHMICEAS5T 2EE (CYP%) OHTHE. HEE
AR L

(3) WEBEHROERRVZOHE
AR L

(4) REMOBEOERRWEL, FELE

AR L

17



7. et
MR L
<BE>HENT —F 10
FRRIREERE IE 11 12 60mg Z HERR A& G L7z 2 A, 24 R £ TIZR5-ED 11.6%
IR AN PR S vz,

<BE>EHY TORNERES

v MZ UC—F 7~ —/L 20mglkg Z#% 11, MEWER, BRIRAEE G LIofias, TR HEm s
BB GREEECREME 27~ L, 85 24 FrE#% TlX radio-activity @ 80% gkt X, 296 14
~21% BRI TR S LT,

URINE MMI
Cum. % of administered dose

12

10

4

mean+S.E. i
12

1 | 1 1 | 1 1 | 1 0
0 150 300 450 600 750 900 1050 1200 1350 1500
MINUTES

FRIREREESE S 11 Bk ARPHEM (REEICHT HEE)

8. FIUARKR—E—IZET 5K

MR L

9. BIEICLIREE

MR L

10. HEDERERT OEBE

LR L

1. Z0ith

R L

18



VI ££% (EALDOIEF) (CEISHEEB

[

HAREZDER

[

==2
1.1 EEGEFEMIKENTICIREMIBER 2 s AURIZRBE L. RTICESEFlLHESH
TWd, 2L REMB®R 2 v AR, RAIE LT2EIZ 1R, £hllkEd TR
HIXASEZEH-MEREZERL. FHKOBMERNFOEENZOoNBHEIC
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