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1. =
NAD (P)H:quinone oxidoreductase 1 (NQO1)IX., KN TH /L EHE2 b Kk /) V2B FELT
LHEERZTHY . 2L OEFBEE TEDOFEEANTEL TWDHZ EnD YV, FUBAOEOEE~—h
—E LTHBEZED TS, £72, NQO IXEBEMFMRBIIZ X O BBELEINT 52 & bambitTn
%2, LI=h-oT, NQO1 Z B & U7z gt R, A AR & O BFIC X 2 IS~
ML, TAUCESS BWIEEIREER L O D72 RA~ LB T 5 & 2, A
ZECIE NQOL (BRI HE ST D gt 3 v B Y 7> KOS & 5 L7,
U Ay ROSyfa%atid, NQO1 @ X #fs s i 2 KLl o X

T YA 2 E L NQOT IV _n‘*/\ﬁ“é & TV 5 ES936 H4CO, | \_R
KINES1340 25E12 L CTiT-7= Y, ES936 1%, NQO1 OiEHE N\ Z
LI A S ¥ T t% B REIED = Fmﬁémﬂ”ﬂ“?: K g CHs
07 x ) VRS S EES B AS, ES1340 (X KeIMEIL A |
bRV D BEETRE - bk éé(bfb\éo R G o CHs
B UBRICHREFREMMEOH VI VR FEZEATHT ES936  :R=p-NO, X=0
LT, NQOL L OFEETEE 7 = ) — Sy O RENER g ES1340 1R=H X=0
XHLMEL, T—FARAE DL L2 ROTFA=—F Rl o
IV E A S D3 e LT, 3 : R=p-I X=S
ARFZETIE L, 2 KO3 AL, AR, Bk 4 : R=p-Br X=S
WORS A BT T 5 2 LT, NQOL AHEH ET B A ﬁ 5gfp -Sn(n-Bu);  X=0
e St e ae : R=m-Sn(n-Bu); X=0
B RRIR SRR & L C o FME 2 ZERERO IS RRGE L 72, 13 - R=p-Sn(n-Bu); X=S

2. FHik
FERCH I 3 FREFRAR & BEFRATBRA D ARk

Ethyl 5-hydroxy-2-methylindole—3-carboxylate Z HFEMWHE & L. 4 B OKK 2 T
3-(hydroxymethyl) -5-methoxy-1, 2-dimethyl-indole—4, 7-dione (8) A& L7-% . p-iodophenol
F 721X miodophenol LG ESHAZETL RO 2526/ UT-, FEFRAIERAR 11 LOV12 1%, 1 £720%
2% M) TFNAZNTHZ L TERLZ, 31X, 8 & p-bromobenzenthiol %}if“é’é?é LT 4
AL, A0 MY TFALARAXK B 2GR L%, Gk MY oA 7 I TE 0K
B EBRONIE D AR LT,

S =D

BRI N Y T TR KRB R R & L, B EAE W SRE P EBSIC K VT2,
BERS 530640 HPLC (Nacalai Tesque COSMOSIL 5C18-PAQ 4. 6X 250 mm, #iid: 0.7 ml/min, FEEhHH:
AH ) —=)V/K) TITole, FoBEHMEFRROMEE, eHERREORIE 1L HPLC (Nacalai Tesque
COSMOSIL 5C18-ARI 4.6X250 mm, ¥E#E: 0.7 ml/min, BEHH: 0.1% N Y 7 A a4 St A ¥
J—IV/7K) & W,

In vitro % EMEEEAM

(%111, [1]2 ROV[™1]3 &~ v A M <, 37°C, 24 Kfil A v F 2— kL, RKAYICHHE
Radio TLC (2 THEMbSAIRIE 2 K6 7=, TLC & LT Merck Silica gel 60 Rp—18 F254S, JEBAIALL
L LTAE ) —)V/KEF W=,

£7-. NQO1 Z B L 7= b MG HT-29 OMBRMR Z R L, = OGRS %111 E O
['%1]3 % 37T CIZTA »F=— kL, ¥fH Radio TLC THURNL IR 2 R 6D 7=,




AR Y A A TR

R EEHEFERI D HT-29 flfE t L <IT AS49 MR Z R Y 7Y UL, 6 7=/ L — b DK T = /L|Z
PR L7z, UL S OEY IAZ KRR, MaEfE 24 R IS0 L 7=, 18.5 kBq D&
{bEMEETe 1 ml OME, TNEFNO T /UM T 37°C, 5% CO, Bz F T ERMEERL.
B A G e ARRE, 1 ml @20 M VU U ERAEER (pH 7.4) T 3 [ L=, e,
@A 1 ml @ 0.2 N NaOH TiEfiE L, WK OBSEEZ W o ~h o o2 THIE Le, 72, "k
Wyvh o & L o3 7 Y S % BSA protein assay kit THIE L7=. Bk, fMANOILFEEETHS57-0,
EECEFRROEEZ ATV, U U EERRETIR CTYE 2 OfIBE % 0. 15 ml DK Passive lysis buffer |2
TR L, SRR 2 oK PRSI LT, T hvEE L BEL . £ O EIE AW Radio TLC (2 THAT
L7,

3. R
FERCHE 3 O FEEERRAAR & EERR AT BRA D A Rk

FEIAETH D 1 BN 2 1IZFNFINR 27%, 13% TERTHZENTE, F-BrikThD 4
VTR 21% CTHRk L7z, AEERRTERAR 11, 12 X OV 18 X F N FHUUER 17%, 13%. 20% CTohk L7z, FEiE
FRAESITRNY TFAXE N3 D HINER 82 THAL LT,

AT A E LT Mo er Ry oA 2 RERAWEREFEBRMSIZE VTV, 11 5
(129711 % HehH b2 R 82%, b b2 Rt 99% LA b LI RE 2. 1 GBg/pmol BA EC 12 5 [*#°1]2
% LRI 69%, AL FAOME 99%LL E . LEHURE 1.7 GBq/umol LA ETHM LTz, Fiz,
Bl LTraT I T2V 13 205 113 & G E AU 69%, B b E I 99% LA ||
e HE 1.1 GBa/pmol CTH AL L 72,

In vitro % EMEEEAM

(15111, [*¥1]2 RO[*1]3 o AR TA o Fa_X— KLz A, [BI]11, ['"P1]2 @ 24
W% O RZEIEDEIEIZE HIT 8L T ThH 7=zt LT, P13 TIXIT%LL ETHY . w7 &
MAERCP113 1%, P11, ["P1]2 L L CLETH D Z LB HER I N,

F 72 NQO1 2 3Bl L7z b b ASAGHEEAL HT-29 O M IAMEE H C 2l A o F a2 X— K Lizk Z A,
[(1]1 ORZBAEDE G 25%LL F T, 7098 EOFETEEDY p-iodophenol DEAFIZERD HT-, —
5oL P13 13X 90% LA ESRE R E UTIFEE L, fEMITIZ E A TR I N> Tz, L EOFER
N5, NQO1 & efilaiEfgim <, P11 o= —F AT, P13 OF 4 =—F Lk
ENBETHDZ LR ENT=,

FIATR 0 AL B
HT-29 ffa~o P11, [%1]2 KO [151]3 25
DI AT % T [B1]1 RO [15T]2
I MIRAPIEL Y A F AT B (T 20
Bash ~ O BE R L=, —F7. (5113 1%
[11]1 K OM['T]2 & bk L CHRIIIN ~r5 <
Y SAE AL, Z DB ORISR b b 72 5o

. T/O/;\
10 \‘\L
72 (Fig. 1), MBI TOER & HAB 0, \*\i\\\

S e b R ORIR 2 TR L 5

#H Radio TLC I Th#r L=k, [*°111 &

%ID/mg protein

[1]2 OREAEOEIEIT 10%LLFThH - 0 _
7R, P13 Tl 85Ul S ARZE LIk X L 0 % % Teomm
THEELT, Fig. 1 Uptake of [**1]1, [**1]2 and

HT-29 |2 2T NQO1 DFEELNKT 5 {55\ 113 into HT-29 cell line ([**1]1, A;
A549 ~['51]3 DHL Y AL % T b5 112, <; %113, &)

HT-29 ~DEBICLRTHEICEGWERE2 T~
Lice T2 OERBITIFERIL 3 DIFAE T CTHRICIESNZ, ZNOORENS, ['P1] 3 O
JOLERE X, NQOL [ZHF AT, TORIABRIIKGFET D Z LR EnT,



4. £

AW TIE, NQO1 ZARRY & T 2 st g o Rk 7o ve LT, [1]1, [*1]2, ["1]3 #5%
L. ZOARICEKEI LTz, =— 7 fEEZ o111 O™ 1]2 X, ~ v A MAEH Cldbhignd 2
ETHo7=A, NQO1 2B L7-Miad Tk, =— 7 /ViEBEMAREET 5 = LaRanTz, —J7,
[(PI13 IX VT NOHE b IR ZE TR IR E LTINS NS Z E BN EnT, 72,
['¥1] 3 OfIELEREIX. NQO1 TR T, ZORBEIKGFTH 2 ENRESNT, U EORERIZ,
NQO1 Z Ay & 92 B ERA OB ICA AR MR 2 525 b0 EE 2D,
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