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B ANWNEANVE, BRTIVEVT I AVERZIVE, VERTIVEIVTI ) AN
INZIVEE, JVIRFVVE, BTNV IFTAIVIRZIVE, EBRTNVFNFAE, &
T NVRIVANT ¢ ZIVE, BT IVFIVAIVIRZIVE, (&RIRTIVH ) AT 2 JH,
EAHMERT IV ANEVT X REREITENS,

(AR & XL BZRBEHED T VR VI MR T WV NVETHS Z L 2BIRL, ZD X
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DB T VENVEL UTE WIZIEATFINV, TFNV, F7ai, 47, 7
Fl, AVTFI, sec—TFN. tert—TFIVEDRIEFHAFEUTDE
NEITF N5,

5 —fEX (1) TRENBEWD >, — X1 =X2—HK: —C (R¥) =N-T
RINDETHHEWX. REULEMTH B, 3R FUEEYH» LA DS
CEDBKTEILNTES, FIZIE. AFREFARER 1 0FE 757 25/ K%
KRB N TV HECIVELZ LN TES,

10 Fle, —iR (1) TRENBLEWDS> S, —X'—-X2=»K: —-C (=0)
—N (R7) —TRINDETH2LEWE. AHEERH»LAMOFEREAGD
BOILREVAERTDIELNTED, FIRIE ROFECLIVERTES,
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(A)
r' Y o
R> R>
?H (b) NH
>
N
3 f /\ 3 &
R4 Ccl HN\_/NH R4 ’/N
o \ )
(5) RS RS/\N
(6) 3
(a) | HN N—R®?
N
: (c)
(3) R
rRY o
R2
$H
R® AN
R4rN
RS/\‘j
i
(4) R6a

[ZF, R R?% R3 RABIUROIIERELFEIUEKRZET, R62F EERSD

EEDIH, KBRRFUNDOEZRT]

—iRR (2) TRINBIEWIE REUEEWTH B0, EEFAFUEEWH LA
HMDFTEZHAGHDED I LICLVERTHI N TES, HlRIE Chem Pharm,

Bull. (1972), 20(7), 1513-1521 F|ZFEINT VBRI L VBL LN TE 3,
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TR (a) & K (2) TRINDMEEMER (3) TRINBZN-—BHRERSY
VEERIBIE TR (4) TRINBEEMLTERIGTHY., FIRIETFL VIV
=N, VAXY R EOVERRE BB OREFHET T, BHES80CT~22 0T,
HEUSIZ1I00C~20 0CTHRATEHEIZEIVITD> A TED AR
Acta Chim. Acad. Sci. Hung. (1980), 105(3), 175-188 iZZad&k) .

TR (b) & R (2) TRINMEGYER (5) TREINDZERSVYVEERK
JBEETHN (6) TRINBMEEMETORIDTHY . I (a) LRAKRDOFETHT
SIENTES, ZOB R (5) TRINDUERTIYVEIE, 2200287 I Vi
HTDD, BREBRACEONEFELW,

TR (c) & R (6) TRINBMEEMIR : —ROPTRINDZELZEALT
R (4) TRENDMEEMETEIRIETHY ., 2T I UPLFHFEINDHEKDOEL
BEZBWTBEEAOCLNS RN TE2AVTREL OFUELEET 5 2 LT
x5,

BIZE, THRNVELEATIHEIE. HlAIENOT A7 IVEN Ny VRF
LUTI R B3R LOFR) 2AVT. BIRIERBA Y L% YEDEEDEFET.
BIZIETE =NV, IRAFINBIIVAT I R EDEERT, HIZIE0°CTH5HEE
DR TEETZZLNTE, X, AEL LT F U7 AT ReAwTY Y
JIKRBIESRF NV U LAREDBETHITA K ) =N ¥, ] 2 138K E,
Wil EDIFET. BIZIXO CHLBIEDOHATEET 3 HER EBBIT o5,

e, TUNERBATBEEIE FIAIEBNT A REAWT NI ZFIVTI VR
EDWEDFET. FIZIEEEAF LY. Thoe RO 75 VR EOWEHAT, iz
FOCHOBIEDHETEETL I NTE, X BEL LTIER ANVAVEER AW
T, IR 220 \FVNVHNVRIALIR (DCC) ., IV 7aIVHIRY
AN (DIPC) . 1-TFNV—3— (3=IURAFINTI)FOEN) —HIRY
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AIR (WSC) . RUVRNYTZYV—=I—1—A V=R VA (JAFIVTI)) HA
DL - AFHTIADY) MR (BOP) | Y7 =)WiK AKR=IVTY R (D
PPA) . N, N=HVR=)IIA I XYV —) (Angew. Chem. Int. Ed. Engl., Vol.
1, 351(1962)) %% X DIEEHIDFET. BEICL>TE e Z2iE N—-e oy

AP VA4IR (HONSu) ., 1—REFIRVYNYTY—)V (HOBt) .

3—khRaFY—4—-FFY-3, 4-YvRo—-1, 2, 3— RV KNY)TIV

(HOODb t) REDFMAIZIMAT, 2L ZIE RXRv¥EY, MNVZY, FV LUk
YOEEBRIGKZRBE,. ThoeRorysy, 1, 4—IAFV oo —5
WVREE, Yooy, zagilha, 1, 2-IJr700T&¥oNaryy
{ERAKEERIBEL, IAFNVHRIVALT IR, IAFNTEINTI REEDT I RAY
B YOI VR EDEEEAE. 22T NL0RABEDTRETS I LNTES,

K (4) TRINEEYWD 20D~ NH—-EHDKERZ R"D S LKEREFLUSND
BIIEHmTsZ L2k, — KX (1) TREHBEEWD L, — X1 —-X2—-»
RN:—C (=0) —N (R7) —TCRINDIETHIIAMWEERTIILNTES,

RIbgfe LT BEOAE. FIZAIER : RTX® (XSERABRZEDON O VR
FeRY) TRINDIEEMEPIZITREH Y U LAEDEEDFET. DMFZ0DHE
VI, Z5E~10 0°C, #EUL I 7 OCTRASE3 4 (Chen, Pharm,
Bull., 42(8),1601-1604) %, & : R7TOHTERINZ/IEWE MY 72 =IbikA 7
A VBLOVIFNTIIAIVARFY S5 — NOREET. THFEDIT—F)VABEH,
BEE—-10C~100C, #ELIZ—5C~25CTRBEXZHEE (Chen.
Pharm. Bull., 42(8),1601-1604) HZFbN 5,

PEDEBIETRRIZENT, &RIDOEMEEMAKEBE, 73 ) EF 21T VR
VEBBED XS %, KIBNCERELERETIHRAIIE BEIIBUTINSDEEFD
HE LR CRELTEE, TNTNORBEEB LR EZ RV OPDRIER
EMEU 7 BRIREREZRETEZLICLY, HHLTHEMERIILNTES,
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KERE:, 7 E WVAFVNVERERRETIHERL LTI BREBILED
TECHOLNSEEDORERE 2 AONEES, 20X REEEDEAL L UHBREIL
BEOAEIESTITD 2N TES (AKX Protective Groups in Organic
Synthesis, JOHN WILLEY & SONS, 1991 4EiZZa#kd k) |

BIZIE, KBEOREREL UTIE A MV AFIVE, FhSeRovsovaEn
ENRETON, TIVEDFRERL LTk tert— TFINVA IV HINRZIVER ER
BIFoNnd, ZOXD RKBEOHRERX. FIZIX HE B BB Y OBOF
R, BKAZ =), BRI )=, EKFINI NOTS VR EDEERTR
BERB LI EVRETZIEMNTE, 73 EOGBEEE, M2 k. Y
TNZOERR EDOBOFET. &KF o Nav sy, EXFL >, yoosk
Wb, EGRAZ ) =V EOBEHERTRIGEIRDE I LICEVRETLII LN TE S,
ANVERFIVNE L RETOHEDREDOERL UTIE HIZIE tert— 7 FIVT A
TN, ANVNIZATIN, BT I REEPBITOLNE, Z0DXD REEEDREIL
tert— 7 FIVZ AT NVOEEE. HIZAIBEBORET. GKEEPCRIGE®SZ L
KX OFDI, ANV DZATNVDEEE. FIAIK BKAZ )=, GKFNSER
75y, K1, 2=VANFVTAVRELOEERTHRTUIRL, 5] EHEOTK
BALF DY D LLREDTIVAY TR 2 Z ik ViThbh, BT I ROBEEIL 4
AR B RBR L OBOFET. K GKAZ )=, &KkFrhoeRrarzsy
REDEERTRIGI I LIZIVITFHI I NTES,

A (1) TRINBEWE HEAIEIRPOEE T LD EEN, Lkdto
T INLIEFTEIFL UTHRE SEHEERDO AR WO N B & I I3k
EHERTRLZLNTES, BETHNE BONAETLIhe, VBRI /i3t
FHNEND DR ERIAROFEIL L > THEITE LR’ TEB, HELI
HFEEREF OB RBICE 0TI IHPEIT AT VAT — .S 5, B
BOEWIDDIT AT VA= BIAIEDBIRER SR EDRFDTEIC & > THET
B5ILNTES,
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[FaRISv 7] LUTIR ERRNTEZIIASES N, RN (1) D&YW EE
ET2EDONEITEN, FIZIEIVRFVNVEEET2EWTHNEZDIIVRF
SNERT VAT RNVRZNVEL BolAbE& Y. TIVERIVF A HNVRZIVEL ko
FALEY. FRIETIVFINT I VRNV E L o b&WhE T b, Fi.
BIZIET IV E2ETEMTHNE TOTIVEBRTIVHI ) A NVETERES L
TNHI)ANT R ) ELRIEEY. TIVaAFI VR VEIZI VBRI W TV
AFTVANKRZINT I ) EL BTG, TIVAFIAFINTI)BEL oG
Vi, &7 ROFINT IV ERoACEMNEITONG, AMXIKBRELE
THEEMTHhIVE., TOKBEPRIE T INVEICIVERINWTT Y OFVEL 2
27ALEW. VVBIATIN LR o7AbEY. £-ET7IOFVAFINAFVEL R
DAEEMBREITOENG, IhbDTORIY TIUZAVIEDT NV FNVES L LT
FRTR T IVFRINVEPBIT b, ZTOT7IVFIVEITESR BIZIEREEFHRI~60D7
NWaAFTVEEFIZIY) aNTHTE LN, FELWHIE LTI BIAIEIVRFIIV
ERT N AR Y TNVRZNEL ot AbG e iz iE, A NFYHNVR=L, =
MY ANVARZINV R EDER BFIZIFRBHL~6) ThAFTHVR=I, X bF
VANRYIVARZI, TRRIARNFIYRNVERZN, 2= A NFVITNEFTHIVR
= 2= ABMFVZPIFIUANFVIIVEAZN, ENAALOFTA NS IIVAZ
N EDTIVAXVEIZL VBRI NAER BFIZIERERL~6) TIVvaxThv
REVDBETLNS,

N (1) TREINBEEWE ULIZZDOTO RSV IR BEIJSUTEEL LT
HBEINORLTDILNTED, TOL BB LT R 2I3EH. Bk=H
. W VUL YO OF ; X BEE. TV IV VB Vo v,
STV VY OB, EAWR. TANRTFEUE, JIVAI VR Y OEBENIVR VS
LD ; ARV RNV, RUYVANARVEE, p— NVIVZNVKAVEE b RO
FIURVEV 2RV, Ve RAFIRUE U ZINVE VIR ED AR VIR Y D
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B BLO

e ZIEF PNV ILE, AV ULEREDT VA &R ; AV ILE, TRy
DANEZEDOT VA LEEEIE ; TR UL NVIFAVTIVE, YUY
W, CaVUE X )—IVTIVE, I ranFINTIVIE N, N —IURX
VINTFUVUITIVEDEENETLNS,

e, A (1) TRINBMAEWH L BZDTO RSy T EABZNLDEEL
UTHERINDIRIX Tho Dk, KW & /72 38 EfMTh>TH Lo,

AFELEEYIE. IO E2EREL UTHWRIZH 2V BROME 2 IERONICERE
THIENTES, ThbbBEAVCONIRERE. FIXITWE. B 8%, »
TRNVEL oy TH BEREOHBE TROMIBRETEZLNTE, HEWL
FlIZIX, ZOBIK. AF. BEEOFBIZ U6 DR ENOB CHERORETEZ L
MTED, BHOBTEBRETEZILHTES, FROBYLBEFEIX. 5213
HABESINSEHEOWEME, BEF, HEA. ZEH. FHRACARILEY 2G5
TLWEVEGETH I LT ES, EHFIBEITHVWSEEICIE XX FEIh
WBES. VAMRREER. SEREFEMTE I TES, BREEB XORSERIL. H
ZIE WERE, R Fl, BB BESBRICIoTELRDZH, EBEITRAIHL
1HHAY 0.1~2000mg #7 &£ U< 1d 1 ~200mg % 1 B F /4 138E (HxIZ2~4m)
R TRETHIENTED,

S

DRSS %, EplE L ORBREIC LY, X HICEFRMICHIIT 25, ARFHH
FH L LY ZHIZREINSG DT, M, UTOEHHE X ORBRHNIZBNT
RINALEYEIE. BTUE I UPACWHELEIZHES EDTIERW,

SEZjEf 1
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4— (1-YRSIYZV) —1 (2H) =745V EEHEOEE

(1) 4— (1-ER5IY=)V) —1 (2H) —785I )Y

4—-r7nno—1 (2H) =745 04, 12g (22, SIYEN) . ¥RS
V11, 90g (1383VEN) BIXUZFLYZYVa—-)V4 0mLOESYE
190—-200CT6. SMHMALL, RKGBEMEERETHAL. ZHiZ5%
KA T LKEEEIMA T ORIV AIZTHHE U &, B %8I atiKic Tk
HU, KRR N ) D LTRIELU 5, Bl BHELZ. BoNBEET Y BTN
HAIGALIZOAXNT T 74— (Si0, ZHOFRIVA: AX)—)V: N)IZFNVT I
v=20:2:1) ITTHERL., 4— (1-¥RSY=)V) —1 (2H) —745Y
Jv4. 18g (80%) %187,

'HNMR (DMSO—dg) & ;12.09(s, 1H), 8.21(d, 1H, J=7.5Hz), 7.92-
7.79(m, 3H), 2.98-2.96(m, 4H), 2.91-2.89(m, 4H).

(2) 4— (1=-¥RSY=)N) —1 (2H) — 745V EME

4— (1-RFY=)V) —1 (2H) —7&5Y)v4, 13g (17, 93
E)) AV TEENTINI—IV]1 6 0mLIZHT7 O CTHEMIY., ZOBKEKN4
OCETHHAIL, TNIZAHEDERE - AFY 5, 38mL (21, 53IVE
V) BT LR, ZOREWENT OCIZRRL, M7 0°CT 1 IFf@EReg. BT
FERMETHAL, THITKMUTEEZEERL, ZOEGFRZHY 70NV T7IVa—
WITTHHE Uiz, BbNz4. b8 gDEBEDSH, 4., 33 ghi Y, HiERE (K
STEMNZRNUI) RITFWV, 4— (1-ERSVY=IV) —1 (2H) — 7825 )
WIgE 3. 49 g%/,
'HNMR (DMSO—d,) & ;12.23(s, 1H), 9.35(brs, 2H), 8.25-8.22(m, 1H),
7.99(d, 1H, J=7.7THz), 7.94-7.82(m, 2H), 3.29(s, 8H).
Bl :300CHE

BRI
(FEESB L UFe)
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- DNA BB RRES) (F A 51 T A7)

CZOAF VBT IRTTEVIXIVAFR WD FASATAY)

- [CHINAD( [ 7 57 =>-2, 8-"H]-NAD) ( NEN(EfRw#E) Life Science Products, Inc.
CRED . &M 1402 GBq/mmol)

- PARP( b PARP fHE 2 &, 660 2= b /mg) (Trevigen, Inc. CKE) )

- RUZATI N FDEHEETIZEGR))

c96 V)TV —hUENS—T7 =7 ST V— R RY TEEL V) (CORNING Costar
CKRED )

o1

cBVINVTV=NRATIAT 7 AN=T 4 VE—: TV Ty N T A=< v b
10  B( double thickness, 90X120 mm) (PerkinElmer, Inc. CGK[E]) )

BT F === Meltilex(BdRmE)A  ( 73X109 mm, ~4 g/>—

M) (PerkinElmer, Inc. CKEE) )

s T4 NV —+T U F V=2 —DE AV TNy 7 (PerkinElmer, Inc. CEE) )

(GRER 1)
15 BYSIROTIEN L, FEERR (50mM Tris—HCI(pHS. 0)/25mM MgCl, /KYAHE) % L 7=,

AR T VEID 96 RIE TV — M, B b 20 w 1/ )b, 10 u
g/ml O DNA &> 1 w M PHINAD(EBVEME 7 kBq/m1)30 w 1/ )b, 4 2=w ~N/ml (6
u g/ml1)PARP ¥R 50 p 1/ TV BRI, R T L5 B, Kb TI W
(RERNER DR ARFERCIERE X, DNA:3 1 g/ml, [PHINAD :0.3 u M/ HeiE#E 2.1 kBq/ml,
20 PARP:2 2=w h/ml (3 w g/ml)), Ktk 24mMDRVZXTI R% 9 u 1)U IVEH
(I 2 m) UTELEX ¥, KRIKH D PARP % &)U/ N—~_ 2 & — (HARVESTER 96 (&
BPEiE) , TOMTEC Inc. CKRED ) THV—MAIIAT 74 N—T 4 & — FIZEIL
Ute, TS RT 74757 4 VA —(3 PARP EINERIIZ 804T& ) —)L%5E L. PARP [H
W, 80kT& ) —)VTTV—h D&Y )% A EVEEL T, WERE 7S A7 74N
25 =T NWR=TBE U, TIARTTAN—T A WA—%BFL VI T3 ~4 50 LT
RIS, B VT L ——Y— NE 2HERTY Y Wy ZHiC A, g —
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WMIZEVHALUE, Tz 0CHe—&—EIZBWT YV F U —& — % B\fiR X,
T4 NVE—TERES . BERICELUTTV— NAS Y V& —(1450 MicroBeta (&
#FRE) Trilux, PerkinElmer, Inc. CKE) )T. PARP (ZfiN& 17z poly(ADP-
ribose) D PHID A Y > b (cpm) ZHE L2 (10 23/ 7L — 1),

PARP yEMEIZHT B RBHERIX, ATFORZHWTCEH U &,

FERO)=[1—(UbEYRINY = VDAY > N (epm) — AW 7 7S5V KA U N
(cpm)) / AEEHIFEGSINY =)V D F37 > b (cpm) =23 7 775 2 R 7377 > b (epm) ) ] X 100

Sy 2275 R v h=Ab&W - PARP JEVRINT VD7 > b (cpm))
HRBALEWIZDOWT, BHEREn=2THEL. IC,E2EHL -,

(RABRIRS 2R

1—[4— (2—=70H1)N) —2-ERSY)N] —47x2=)v7R5IY 1EE
1§ -

IC;,=0. 36uM,

Il—rno—4— (1-ERXRSFTI)) 7855I HERE :

1C,=0. 28uM. |

4— (1-¥ERZV=)V) —1 (2H) =785V v HEEE (Eif 1 obs
W) |
IC“=O.034MM4

EEZE E DRI DR REME

AFERLEWE. PARPHEERAZEL. o THAIX PARPHEEDTIEI
FRETSERE, BIA BEMPEE, wREEIERE. MG, SEEIME. HHEHEE.
FEPRTA. BIMEDERR. B U IZBIMEERIC & DiHaskE. KE, HEEBE.
. BRE, TRE BHBE. ARRES JCBEEE, BILE, BRAEEE,
YANAT ¢ — OB, EROE/L, AIDS, ZBMBEOBRETFHRHADEL
FOWRBEIRL UTHHATES.
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B OR oo #OB
1. —&=K (1)
Rl
RZ X3,
T
N
R3
R* N
RS/I\/
i
r® (1)

[, —X!'=X2—3x:—-C (=0) —N (R7) —F7XxlFZ—C (R8) =N—-T
RINBGEEZRL, RTUDKERTF., BED U IEEROTIVRIVE, BHb UL
FEEHEOT NV VE, EHED U IEEERO TV FoVE, BE U < ITEEHR
D77 NFIVE BEEE U IHEEROS 707 VIV T7IIVFIVE, Ei#b UL
IEEWROT VT IVFIVE, BEE U IMEBROGEGRRE, Bifd U IER
HORIFIANT OERE, F2I3EHE U IHEEBRO T IIVES, RYFEHRE LI
BEWOTIVHIVE, BHE U IIEEROT IV r=)VE, Bifd U IKEBHED T
VR Z)VE BHAE U IMEBMDOY 707 IV)VE, By U IMEERoT /0
TIVFINTIVRIVE, BHE U IMEEBROT V-V T IVEIVE, Bt UL I3EE
HDOFERE, E#d U IMEEHOEMANT ORE, Bt U IZEBROT IV
2. NOFVETF, £33 ~0R%*, —NH,, —NHR82 —NR#&2R8b,
— SR8, —SO,NH,, —SO,NHR®*%L<|F—SO,NRS*Rs*TERINDB
BEeRYT (RE2BIUR L TNENMIZLL T, BHED U IMEERO 7 IV F )V
BE2RY) .
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R!, R% R3BIURHE ETNEIWHSLU T, KEREF. B U I3EEH
DT IVFIVE, BIRE U ITEBROT IV oIVE, B#d U IEBRO T V3=
VE, B U IHEBEROT 7 07V IVE, B U IHEBRRDOS 707 V%
NTIVEIVE, BHE U IEBIEOT VY =V TV FIVE, B U IMERROT
EfEE, B U MBSO T ORE, & U IMEERO T IIVE, N
O VR, b 43R —OR'2, —NR!2R!P§ L F— SR
ENBEERT (R1*BIURIY I FNZWNIUT, KBRREF. @RS
UL IBEBBRDT NFNEEET)

R5E, ERSTVVEEDBBETHY ., FELRVD, F/id1d U IXER
E—EZIFEL>THERELTELL, ERS U IHESHEO7IVFIIVE b LI
BEROT IV =IVE, b U IMEEROTIVF=IVE, Bid U IZEEHROD
ToOTINEFIVE, BEEE U IIEBBROT 707 IVFIVTIVRIVE, BEE LI
WEWOTV—NTIVFIVE BfEL U IMEBEROFEFRE, BHE U I ERR
OFIFINT IR, BHRE U IMEBROTVIVE, NaFUEREF o £k
I3 : —OR®%2, —NR®2R5PE LK IE—SRE2TRINDGEERERT (Ro2BLT
R5*%, TN ENHSILU T, KERET. FA3ERS U IKEBROTIVFIVESE
x£7) . '

RO, AKBET. BEHL U IMEEROTIVFIVE, BHE UL IMEBKD T IV
FoIVE, BIEE U IFEEBRO T IVFoVE, B L IREBROT 707 IVF
IVEE, B U IHEEMOT 707 IVEIVTIVRIVE, BE U IMEBHROT Y
—IVTIVEIVES, BHS U IMBEEMOTERE, b U MEEROMRIA~T O
BRE, FA3ERE UIMEERO T VIVEERRT,
ITRINBMEEME ULIFEDOTO RV T ERIIENLDOEREL L THEIND
He&HT2KY (ADP—UR—R) HU X5 —VYHEH,

2. EMEEE. BEET, BEZEPHORERE. BUEE. REEEE. S—Fv
VR TIVINA IR N F U VR, NG, EEAME. BEHEE. R
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. EILENERR, OFEE, OFHRNEEREE, JubE. TEIR L. 18k
BE Y v F. REMERR. BILE. B E23RE0BOBERTHS, ERE
152 DR) (ADP—VYRE—2) KV A5 —FRHEH]

3. #RE1RBROMWR (1) OBEWD LIZZTOTO RS v 7 ER3TNhE
DESEY UTHESNBED. RY (ADP—UE—2) KU X5 —LIHERDEE
RS B,

4. FERE1REOEN (1) DfEEME LREDTa NIy I ERiFEzN5
DEZFEL UTHASINSIED, MEIMEE, MRk, BERPRO%RERE BI2E w
REMRE, N—=F DV URHE. TWINA—F, NUF 2 UEER Mg, 5
WAME. TG, WERE. RIMENEE. DEFEE, DHROEEREE. JuliE.
RENR. BRI, BRI v RKEMBR. BULE. B, EAEEEOELD
TBEAIDELEITRT DA,

5. BELDELILEEFIC. FRELZHKO—ER (1) DIEEWH L IXZED
TRV ITFELFENLDERERL UTHRINDELHRETEII bbb, BF
WZBIFBEHRY (ADP—VR—R) RYRXS—VYDOHEEFE.

6. TWREEZDPELITIBEIC. FBREIGZSHO—MN (1) OEwsE LIEED
TARZY T EBTNODEEL UTHAINDEERETHI L hbRD, M
IMFEE. Mized, MRREROBBE. BIPE. MREEERE. S—F Y UK. TV
YN R/, NF VR, . EEAME, BHERE. BERR. R
DB DREZE, DERNFEERME, JOME. FEIR BEE%, BEELSG) U<
F. REWRESR. BIE. B £23REDOEOBELE

7. —&K (1)



10

15

WO 01/79184 PCT/JP01/03107
25

Rl
2 1
R X3,
1
=N
R3
R* N
)
R® (1)

[Rep, —X1'=X2—FX : —C (=0) —N (R7) —TRINZ3EEERL. R"IZ
KERT. BHRE L ISEBROTINVFIVE, BHE U IZEBRO T IV =)VE,
B U IEEHO T IV =)VE, BIES U IMEEROY 7 07 IV)VE, &
E U IMREROY 707 IVFIVTIVEIVE, B U IZEBROT V-V TIVF
JVE, B U IMEBEROGERE, Bifd U IEEEORIIIANT ORE, £/
IZEHEE U IMEBRO T VIVEE, REIEHRS U IMEBHO T IV FIVE, B
B U IMREHRDO T IV =)VE, BHE U IMEEMROTIVFoIVE, Eid U IE
WMEHODOS 7 OTINXIVE, BHE U IMEEBROY 707 IVEIVTIVEIVE &
B UL IEEROT V=7 IVFIVE B U IMEEROTERE, BHE U<
IFEERORFINT OBRE, B UIMREROT VIVE, NarvIREFR,. £k
#:—-OR8: —NH,, —NHR8: —NR#=R8> —SR%: —~SO,NH,,
—SO,NHR®*5 U< IE—SO,NR8*REVTRINBELRT (RE2BIURSP
. ERENHSLL T, BEE U IHEEBOTIVFIIVEERT) |

R, RZ REBLIURYL ENZEWHNILT, KBRET. BEHD L IEEH
DT IVFIVE, BHE U IZEBRO TV oIVE, BHd U IREBHREOT V3=
VE, B U IMEBEROST 707 )VRIVE, B U IEEROY 707 IVF
VT VFIVE, BHEE U IHEBHROT Y -V TIVFIVE, B L IJEEROF
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TR, S U MBSO T ORE, &b U MBSO 7 IVE, N
Oy VEF = b, F/213RX: —-OR!'s, —NR!*R'°H UL IF—SRI=2TH
INBEERT (R12BLIURIPE ENENWENLUT, KERET. AIGEHRD
UL IMEBHO T IV INVEEZRT) |,

REX ERSTUVEREDBEHETH Y, BAELZVMN, F21E1H U IFEH
F—FE/EB R > THEELTLL, BHfE UIMBEROTIVFIVE, BfE LI
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DFIFINT DERE, B U IHEEROTVNVE, NasVETF. = haHE, F-
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£7) .

ROk KBEF. BEDUIMEEBRO TV FIVE, B U ITEBHEDO TV
ro)VE, BEL U IHEBHBEO T IV RoIVE, B U IEBROY 707 IV
WV, EBHS U IREEHROS 7 07 IVRIVTIVRIVE, B U IEBRDT Y
=TV IVE, BH#E U< IMEEMOFTERE. B U MBSO~ O
BE, FAdERD USIMEBBRO T INVEERT,
1ITREINBIEEME UKIZZDTU RSy T ELIXETNLDERE L UTHERI NS
1.

8. ROWKEERERFTHB. sERETHBOILEMH LIFZDOTO RS Y T E7
FTNODEFEL UTHAEINDIHE,

9. ROTRINBERSYVEBEOBHBRENFEL 2\, BERET7 /213 8 5i#k
DAEEME L IFZFDTa RS IERIFFNLDERYL U THEINEHE,
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10, RTPWKREFTHD. BRET. 8 xZIXIHBDEWE LIKEDT
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%,

14, JEMFEE, B2ed, AP ROREE, BREE MREmEE S—Fv
VUSSR, TIVINA =R, NV F 2 UEETR G, EEAME. SHEHRE. b
JRIA. RIMDERE, OHFEE, DEBRNEERREES. JoliE. ARk Bk 8
PERES Y v~ F. REMEER. BUILE, M. E23RE0BDRERTHD. R
1 3FEEDESE,

15, FERET~11DWTHH IEIZEHEOIEEWE LIZFDOTO RS I %
FIEZENLDEZREL UTHBRINBED, RY (ADP—VYR—R) R AS5—FH
EFDOELE TR B,

16. FERET~1 10T IEIZEHEOEEWE LIFEDOTO RS v 7%
FIENODERE UTHESINDIED, MEMEE, B2Ed, 2R O%EE,
MATERE, ERMERRR. S—F Y VR, TIVYNA IR NUF VN U ERIE.
ML, BEEAME. BMERE. BERR. BIMEOEE. DEIEE, DB E
H.OPOE, AEAR BAEiL. 1BERBEEY v KEEBRR. BULE. B 403
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B8 DEALDIEFRIDOEIE IR S,
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