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oL N K B OE

ERRICAET T L8, B 775 rBolpcd , T RBWEIFET b EPMbh Tn
bo Hife, BAHEFME LTEBIh Thwa¥E, 7757 BoEYTHdh , fUF RIRWES—
5—Vinyl —2—oxazolidinethione (Goitrin) OSEVBHELENC LHEIN TV 5o
Goi trin BT ICHEER TH S Progoitrin & LTHEL , TOProgoitrin@3IEERETD
B, S e B CE T ABEE Myrosinase OFEMICE - TAML , B
EEZ Goitrin ERTAHT EPEbLATWS. LrL, B, K, FBORZECHT S Goitrin
DEBVERE L CHFRBEF DWW TOREEITEA FRLNL N,

FRRIC N Tid, TEEE L MICHINEE L 2 Goitrin TV, 7 CETHCGoitrin
DU REIE R % 2 OLH T CHRE L, 2OMEABRME FRIBNICEIT % VRN S L OB RIR
P& BVE B OME L YBEHT B &5l b ko

1. Goitrin&EFFHOMPRBIERD S

FEGT OB SO, Goitrin $ LUFFMOERTHC LR INTND, £2T
Goitrin LFFFIHOTPRIFEAOLE 2R A/ BRBEB Y 7k~ Y HHEYIE € F 5 ], B
BEEHE (3 v FRE0.6 7ppm ) WCGoitrin F/EIFFME0.05 BO LV~ THEMLT1 4
B%%%Lkontnn005%@&5?@%%@%%5@%3%%%kbkﬂ,%¥mmmf
ZFRRBOIEREBD SN 2o 72o FRIFEAD WL LDAR D, FFUHBRETHEELL KT L,
Goitrin HETHBML 7245, Goitrin EFFFMERBEICRS L T, FRIR 2T
L, FFHOEMA Goitrin OFRIR P TE D ARMBEIEBIC L > TITHIhA. 5T, IF
FHOH FRBIEREH  , PERR LK X VRZBO FRIFBIEOBRIZEW Goitrin OEH
KRS D &EHM Iz,

2. BEFoRKRBHEECHIBZGoitrino el

e CETHGoitrin ODHERBERCOWTOBRBEL T, FRCARIUFREYDE
(Propylthiouracil, PTU) tOh#EAL o

e FOFRIRE , Goitrin 0.0125%~0.05%0OHEICL hRBXOKH 2 ~6 fFEICIBAL,
PORERICHHL T 2HAAERBHLNL (F1) o FRIER ™I LYABME Goitrin ©
BEC LWL, PRIR2 v ZRIL Goitrin OREIC L P LIBIXOK 1.5 ~ 2.1 518 L 7o
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PTU ofREICL b FRIROBAE R bhcst, BRI PIE VAL L URRR I v RBEES
LSETF Lo ®o T, FRIR I L DAL S LUFRE 3 v RBOBMICOW T, Goitrin
& PTU &CREDOHERRE CHEL Thko

Mm% PB1 &, PTU OKREWK LI hHBED 1 0 BT IIEFL , Goitrin00125~0.05
BOBETHRED 5 0~6 0BICET LA (%2) o Radiosterecoassay IC L b fi¥HhO
Thyroxine BETRELALT 5, WX € > TIEMT 100m6% b 1.5 48D Thyroxine %
BFAELAD, PTU ORSTHREDOMNL 0%I1C, Goitrin OHETHGE 0 FICIET Lke o
T, Goitrin¥ LU PTURWTHIMFFRBAANE VA EFBTIRE 2 E5HDR
BRI T Y M7 3/ BRO M % Paper chromatography IC X W HEL 4458 , Goitrin
LU PTU OREC LY MIT/ DIT KB ERL T b, FREA AT SN
MEIINTNB T LIVRR ENA B3)o PTU ORETRI-OYALHMLTH D, PTU I
ORILBRZAETHIDOLMELN DD, Coitrin DRETR I OHNERO bh b orko
FRBAOEMRM ~ e TS Jodothyronines (Te+Ts) OEBIEL, Goitrin ¥ LU
PTU O#HEIC L b BEO#H 1,5 KIETFLTH#Y, Todothyronines AHENETL TWS
T&ER Lo

BRSO Todothyronines BN BX ¢ + Tl | 4§ FFEL 225, PTU ORETHRRER
R erBdHREOH 1 BICHD Lo GoitrinBETHNBEDHT7 0~8 0% 1CHAL ,
PTU OFERICH~NS & Goitrin DVEMIZED L (Fdoke > T, Goitrin &L FTH,
BRBAELE Y BOBRTIE~NS &, MF A1 BOERTHREVWE EBHLIICAINK &
OHEEIC LY, Goitrin BFREND Ok v WML POEREE IITL Th HHH
REEAh o

*Ofh, Goitrin ORFREEAX OB SHMS I e>rOESL bELL , FFARRD
HEE PTU ¢ R a2 EHDOAZ. 4, CoitrinOfE (21 B %Hib#E d FRIROE
Kt e BT 205, MAFRBE R AT LA BRBARRvE Y SFRESO BRI
Foe  RBE, Rk 2 BHRE W B TEPRARKERCEET 202 Tl % {, Rebound
HRIC L 5 PRIEHEEO —RHTTER RS C L A6 2 ICE i,

3. EFICHITBEGoitrin O BKBEREM

v A Goitrin O FRBEERENS Y PTU 2HBEEYHEEL T, 40D Index KDW
TRFTHEBEEC L VRIEEH LA (F£4) o Goitrin OPLERBEERERD , BRIBIEAER
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on Tk PTU ©# Ly, fipBRRFA 2 v A EFHEATE PTU © Vi~ 15,
ZLTHERB AR AL - GHRIGEWERKBEL T PTUO Loy ~ 145 Thoke 5T,
Goitrin OV FRBEAEMEIL PTU KHE~NXBEE V. 34, TORRBArE MBI T 25
YRR, FRIBICAVEAICH~NS EH RO LTI hi,

4. BEKBRICHEITZGoitrinofEBigE

FRIBRIC B3 5 ke w BRI T 2R MBS T EENICHNT 5 ADIC, in vitro K
05FRBEEAREI TR oo & F L VML APRIREKRP Buffer (pH 74) THIEL
%o Buffer ~OGoitrin®FM (107 7~1 07" +*M) THREHN MIT/DIT HOLEH,
Iodothyronines OEIFOMIEVROLI, FIETOMKBL in vitroRH T THERL %o
Goitrin EFRBARCEATMIT O3 v R LS DIT GHH IV MIT, DIT OMERIC
L% Iodothyronines OBNEME £HH T L 40 LEL bk,

KT, BRBRICETH 1~ OBILBRBICHT 5 Coitrin O¥ELT , KC10 LA 1™ &
HMEBRIC L W EF Lo PTU O EIC LD I~ HHEREZHEML , GoitrinWEEFITHI™ B
HERERE L D 3ETFT LA #-T, PTUEI OB bEBL R (HE T H2, Qoitrin &
I~ o AR CmHle T, L AMEE£THEMKS 2856 I Sho

I ~MIT %4 72KRP Buffer P CHRIELZHEFE L, Iodotyrosine (MIT) fav
FIEHICH T2 Coitrin OEAEZHE Lk (£5) o WLBEBRIE CERM MIT ©28% M
av#EANLo Bufferi€l OmMDGoitrin 2T 5 EHa vERILABS L, TAEK 28
M Goitrin T HEL A FKENATH MIT B3 vRIAROETHEO bh e ® T,
Goitrin EFRBAD Todotyrosines Bia v RILEMBEIL , FRBEAN I ™ ORecycling &
BEFeLoaEREF T2 0LELbhb,.

BIETOHB L Y, Goitrin BXFRFEALLOHRLEY Y (Thyroglobulin®AK#¥e L U
Todothyronines OBH) WKHL OB LI T EOHRE B %o Thyroglobulin ®K
EY (Be) BWBE e+ TIlH50% TH ok, PTURELF THELL (ALK LD
L, Goitrin¥Ee >t AREHEOHEEERD O hA D 5 ke PTU EBRIR H € » D&MW
#7035 TSH OEA%M LT, Thyroglobulin Kife: i L5 &R IND, —F,
Goitrin¥Ee >+ Th TSH OHWIETIEL Tt , KEEOHERBD LN A 57O T,
Goitrin X TSH @ Thyroglobulin KBEREEHALBET 30X L bbb, T/, in
vitrolC &t s FRENS D lodothyronines Ofgthid TSH OHEMTES L A Law
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(K1), TSH LFERIC0.05mMDGoitrin #8MT 5 & Todothyronines MHOETL,
1mM Goitrin OFMIC L > T, TSH OFEME#K 1/ KRR LAke 5T, Goitrin &
Thyroglobulin OKEE®ZIHIT 20T % <, TSH QBRI kA €~ BT I H %
BELT, PRBE>OMF DR OHW LT 2ERA2ETAE & b H D,

5. BERBCHITBZGoitrinoERKE

FRREDECFREAC S TERT 205 TR, FRBAK SN T FRE & v L8
BT b bPabnTnbde

JEBIM Index & LT " Ce ZANT, & HELEK &5 9 v ROBMR w5t L kR, 1B
DEGHMIC T3 VEOBRAERTH L &t BiLko in vitro KPDsHEEOavER
B L ' Loop technique @3 v ERIHERK BT, Goitrin BrrBEEBRLLO
ERE T 0L N

KAT, RIBHARICE TS Thyroxine OfEICKS T 5 Goitrin OfFfl% , Radiothyroid-~
cotomy CEDHFRIRE IR L2 F AW TR LA (387) o ™I -Thyroxine #R5#
2 A R 1] ~Todide v W Goitrin LU PTU OESCEFL, I—
Thyroxine CHAERM L 24, Goitrine XU PTUGKREICL Y , tiIp e s 9] -
Thyroxine @ Turnover rate #fiEFL (#£8) , LI, i, HWKET s 1 —Thy-
roxine DI ¥ MR Lo - Thoitrind L PTU HAFEY , A% OFRMBHERIK
W T, Thyroxine DT v FLEMHEL T, Thyroxine OR#ME MBI T 0EEL LN B,

L LOFRBIBICH DA T, Goitrin OB EZROMBEHLALE (82) o Goitrinld
FERIBNIC W Tk DIT 86, Todothyronines (Ts +T4) BHZ®CHMHIFT 221, 1™ @
@B LHEST, L AT 50 361, Goitrinld lodotyrosines (MIT, DIT)
DU g v BEEEHAEL , Thyroglobulin OMKIHE LTFRBHLOR e O Z M
Hl32. FRBAC SN TEBF ST S EREMTIL , B, BRSORBUBRKC T,
Thyroxine DB a v (L %MHEL T, Thyroxine DRHZMEIT %0

Bz ToRPRIRDEOWMR T, FRIEN Todotyrosines OB 3 v RKIEHE LFRRIE
B0 Dok A E v DR G IEIT BERRE CRE IR TR AL, ¥ T, b FoBRpEsLE A
T 5 Qoi trin OFEBEEL , bR PRIBWHER > TRENZ IO TH 5,

—275—



% 1, BRBES,BRBEBIEN A, LUV
BRI v EHCXT 5C0ITRIND 1B

Treatment Thyroid Thyroid Thyroid
weight 1311 jodine
(mg/100g uptake (ug)

bw) (% dose)

Control 5.1 10,1 L,73

Goitrin 0,0125% 12.1 15.9 7 .41

Goitrin 0,025% 17.0 18 .4 8.86

Goitrin C,05% 29.8 21,6 9,8L

PTU 0,0125% 50,4 0.hL 0,16

* 2. M BHKA AL EY LRALECKT %
GOITRIN @ {E Hd

Treatment P1asma Plasma P1leasma
% PBI thyroxine

ppl3l1 (hg/dl) (bg/d1)
Control 70.0 0.72 1.49
Goitrin 0,0125% 50.0 0.38 -
Goitrin 0.,025% L4 .9 0.31 -
Goitrin 0,05% 1,2 0.30 0,88
PTU 0,0125% 4.6 0.05 0.20
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%3. BHRBRANITFPTI/ BOBECHETS
GOITRIND 1F A3

¥/

Treatment % of thyroid 1 MIT/DIT

1° lodothyronines ratio
(T3 +T4 )

Control .2 Tl l 0.77

Goitrin 0,0125% 3.9 7.4 1.49

Goitrin 0,025% L,g 5.8 1,66

Goitrin 0,05% 5.6 L.7 1.89

PTU 0.0125% 27 .6 3.0 4,52

Abbreviations: DlT, diiodotyrosine; MIT,mono-
jodotyrosine; 1 , iodide; T3, triiodothyron=
ine; and T3 , thyroxine

R4, £ FITH T 5Q0ITRIND ¥ Pk RIE B IS

Index Re]ativea c 9g%d

activity o?iéiigce

Thyroid weight 0.31 0.22-0,42

Plasma PBI 0.11 0.08«0,15

Plasma % PB'311  0.06 0.04=0.09

MIT/DIT ratio 0.05 0,03=0,06

Iodothyronines 0.04

(hg)

a Relative activities to PTU (1,00)
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# 5. Iodotyrosinefii 3 v EiEMH X ¥ %
GOITRIND ¥F A

Pretreatment Addition % of
deiodinated
P31 mrr
- - 27 .7
- Goitrin 10mM 22,3
Goitrin® - 22.9

injection

a Goitrin (15 mg) was injected subcuta-
neously 2 hours before decapitation

&6, Thyroglobuling K B Ee (- 5t ¥+ %
GOITRIN® fE B

Treatment Autoproteolytic activity?
12 hr 2L hr
(incubation time)
Control L7.6 53.8
Goitrin 0,05% 48,5 58,0
PTU 0.01% 78 .4 77 .8
131

o % of autohydrolized [-thyroglobulin

# 7. Hesdh(Z 51+ 5 PhyroxinetIodide®
g4t ¥+ 5G0ITRIND ¥E FH

Treatment % of total ]311 in excreta
Iodide Thyroxine

Control 70,1 25,2

Goitrin 0,05% 63,0 31,4

PTU 0,01% 59.9 33.9
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¥ 8, Pl I-Thyroxine® Turnover ratell
X9 % GOITRIN® 1E f3

Treatment Half=time Turnover
(hr) rate
(%/hr)
Control L,9 14,3
Goitrin 0,05% 5.3 13,2
PTU 0,01% 5.8 11.9

— 3001
o) ——
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% 200r _L.
% T
0 1
@
()]
[}
L _—

- 100 g 3
& o
+
m
[ |

A

Addition None TSH TSH TSH

100muU + +

Goitrin Goitrin
0.,05mM TmM

B, Iodothyronine® fx & (2 %t ¥ A GOITRIND
£ B
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®F E B R 0 B g

FHECSTh T 2P FREHE)~ 5 —Vinyl —2—oxazolidinethione (Goitrin) DF
F- RECHT>EBERATCC FOERABHECBL T, ThETRELALBRIAT V.
KBTI X D MR R B L7 Goitrin R AWT , e OHBEE B X OSROF At 3
L8, e O FRIBBIEC R T2 ERS LB A DRHT THREL , BIL, ZOHFERBERAE]RD
WS % AP RIRA & KT 5 & 3hic , FRIRAIS LOFRIBMC 31T 2 Goi trind fERlkkEY
in vivo ONC in vitro DHEX hBELLHDTH %o

v e TSR THERBELNHI L, SEBFET T LXA5R T30, ZOERD
—2¢ LT, R RBRYBEOF 2 HHT 28EL S\ o FHIIMEA DLV~ T Goitrin 2RI
Bl Ce > MR LR RENGESC I DEEMDOETIZ Goitrin MADMOERE X % %
DTHBHIEEZWBII Lo Goitrin #E Liker cik, FRIFEENES L{#HML, BR
B BT Gua s o s, BRI 1T RO ET 31 0 1 1 o A0 OB EREH LR,
BB RE A Propylthiouracil (PTU) , Methimazole, Methiocil L& EREL K
BEL3avERBOBENE LI &R s Thko GoitrinOBER LY , FRIENCZa vRE
Bosgm, MIT O, MITH (o oo k£, Todothyronine BOWMADIED bR,
Goitrin ODEEShitT 5L, FREM L€ VY ERERS IOMHALEY VAT, Bbd L%
2BHREV S D TR N EFREB IE T 504 T, —~HICBENEL  TETS
Rebound BEEAR Db hico BYORNRECHCON D FTRBEELHEALT, e ET2
Goi trin DHFRMIEE ¥ HE LR, FRBIERERZPTU K Ly |, mkr v v~

DETFEMEPTU DK Yoo~ Y5 » FRIERE L 2 v SRABIERIZP TU OF Y50 ~ Y55 ©
Holio o T, Goitrin OFFREERAEERP TU RIS & bie DBV ¥io, ZTOHFREKR
A v RS B YRR BFRERIEA R A N5 L 55V 0 & HlfF S hico

e OFRIEY in vitro THEEL , BRI Goitrin 2HMUTE OFFIBB LB LITER,
Goitrinik TSH ORRIEA Thyroglobul in K#HEME S LU Todothyronine O BH{EAESF
BAR MR 50xCis <, PR ERE LT RREA L 5 v SRR IISH 5 & & 20D T BRIR
NOEBERE LT, Goitrin X PTU & AR, SIASORTERC BT % Thyroxine
RS2 e 2 o L2 fEndian, Efc, Goitrin OHRIEMAE LT, BT 22 v FORI
EHET D EHEHET L LD

LEDX S, KRIX Goitrin De F¥THEBEMATHFMCHIL , ARPAREA L &
R 52 ORRRIFABEAY YD THLIE LD TH Y , KEXRBFLOELLRBRT S & 2 A5

AEVo Lo THEEA—RAR, FHCRFELOFULRETLIMETHIOTHD LBDI0
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