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FREBAKGEN KL, ENGHELZAAR

AEXPFREHRGE R, CNGHE LA H R (ADP-H4#8)
RGBSR PARP(EC 2. 4. 2.30) %W HMNA TAHWey AL,

X (ADP-#48) R 4% ( PARP ) &L =] & (ADP-#i %) 485 ( PARS ),
REGRBFEAAG—FAYSE (K. Ikai F, (AZRLFE@EL
F &) 1983, 31, 1261-1264) . {EZ PARP 55 DNA BT A B 5 4
% (M.S.Satoh %, ¢ B&K)Y 1992, 356, 356-358) . DNA & 194
ER BB ER PARP, SR ER, 44 ADP-F 3B M NAD % #
# (S.Shaw, Adv. Radiat. Biol 1984, 11, 1-69) . A XA
¥, MBEEA NAD 4. BEEEAI AL TR NAD T, AN
AR EHAK ATP. BB PARP S B AW B ATP £ P
XKEH#H, BBRABREFEATL SR BEBEP AN T,

Gl iiteBERETF NOLALETIFHHE T DNA
MEHFEHBEPARP. EH S RELEARSTHRAEINTRAEAE
AR, BEZIHAIEAGRRFBEIA Y THAED 6 mEX
SEHRE. RCHEARZENARELRES, ATR. SRR
(C. Thiemermann ¥, ¢ X B EHEH F MY 1997, 94, 679-683)
RERHFGEhFHAY, LCEFEERE, Pl SHERGE
BRAEBRAS (£ EL: C Thiemermann %) . E#, & PARP
MWHTRRESFHRSEAIXBBARBEG—F5 X. PARP 4
MERXTREBTEAHFSARNHANETHAR.

PARP ¥ DNARENB AN BARETLE LR RGNS, BAA
ERAmBWHERN D RESHALATRROGN B AR G4
M#&FH (G.Chen ¥, CBENGHFEFTHHAEF) 1988, 22, 303).

MEGERFREZHZORE. REAAKRE. henasig, 2
BABRILRAT R RE.

ZEXAPARP RN TRFH L EWHEM (D.Weltin F, (H
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R By LE) 1995 17, 265-271) .

FHZELAPARPSA LA ZARELZHANEEFEFLRAE
FAE, B R ARBHLY Xfolk Kk %, FELPARPWHTE
TN EREBYOALEY M (H Kroger F, X ) 1996, 20,
203-215; W.Ehrlich ¥, CHEFEAEBHF) 1995, 15, 171-172;
C.Szabo %, (LAEBEXMAFHEKM) 1998, 95, 3867-3872;
S.Cuzzocrea ¥, (BRMHFEFL£.E) 1998, 342, 67-76) .

AEREWMEGBHe, PARPHEMA .3 L PARPEEMF L&,

PARP#HH M - REAXVRKABARBEAN TR EBEF 4R
(S.Cuzzocrea ¥, CEBEHAEF L E) 1997, 121, 1065-1074) .

AALBEREVEPARP W HMNTABRMEALTHERY
%5 (V.Burkart ¥, €BXEF)» 1999, 5, 314-319) .

¥k okt HF Sk, Hb, DE 38 30 060 AF THAL
MR EEHNGRALSTEY. DE 35 22 230 B TH A bk
REWRMGG 2-FREN KL EITEY. EXXRLEARKER
AR ABRARE 2-F X E -k &4 W0 98/06703 F #& A MCP-1
FEHRAH.

Aol PEifoke kst A RRY 2-KE X ok, A%
FEFARAEN 2-XEXHR2e 5S-BEREMEHTE VO
94/12461 T RE A cAMP BB BB HMN. AR X ERTED
% DE 35 46 575 (#de%3%&4H] 15) PAAZXELLSHFFTER
EAMR. E3ELREAw A .- ANABRHFEL VO
97/48697 TR B4 4 cAMP B % — Bs Bs & %) A,

2-FEEAFEHAR-4-PRENGSGRCE (CERALESLE, ARke
LR B 18D 1979, 2303-2307 PHTHME. £ CEHLFLE)
1990, 33, 814-819 TRE T ABEAL L EARKR L& HEH
Rl EReEoaesh. 5—5 @, W0 97/04771 RE T
) PARS 9 X fok~-4-VBEE, HANZL, K PHEHIFRGTEY
E2HEAXR, BBREFRITHAERREE AL FRES
CF. AR, REXEHFFALEFE BI85 PARP t9dv4l, {2
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B PTHEGHTEDBEAXHANGSE: SMNERERTEFHR D
REREMYE, BRUREHIRERLY.

A2 AEAARREAGEN A2 L AIHE. B,
F.Pellicciari /& €25 % L #) 1985, 318, 393-399 ¥31 3 7%
TEIGELAREBEY 2-RTEHTLEY, XEZ AL Ann. 1952, 575,
162 &, ERAMETATFRLETFEN AL FAZLELGTPENAE
., APF AKX BERNKY 2-FKREXHF kL EH & DE
2649125 ¥ . E. Seuer /& (3% ¥ 1997, 52, 99 ¥ # M. Benchidmi
FkE CHAFALFLERY 1995, 104, 605-612 FHTHKE., A
Ann., 1893, 273, 320 PRI T A 2L LARK-—BAELGF %
-5-% BT A Y. &£ DE 2732951 F 4= W.Saal k& (EHLF
Ze &) 1989, 32, 1481-1491 P HETHF A 5 FHRMAE 6 A B IR
ENfekek, o, AXFAEFRLLEABRBEEAREIHNZERN
ke 306G 4 A F A A BBEENAE 2 E EABERGE Ik kM

EHFSHFHm T RAEHA T, FRBREARABRESRS
3. hwBey, FEAALHE pHARBNAY pH4E (H 4 5-8 &9 pH
1) TERTEARGEMMG TS PARP R NG MR, AET
HEWKR, Ki, CHEGH S PARPWH M, L2 F A KK PARP
WRMBAXHHSEE: EMEXEpHAT AR FINARKGREZ
HEME, BRRETHRLEY, AHEIVGERDRAARPAT
RAEKZERORGH —RLE (£ W097/04771) . X ER B A,
PR LB _FER, FFIRIAEAIXZIFREEFG. AW
Mok R it B A R KR PR 3EF A A6 PARP 474 .

BFEHR ACEARAEARERN LA NP RERBIERESL
MEHFRLREFTARGHFAMN, B TH-FIATEEARE
X, eMTERBAEFALETEPEREGKREHR.

AXPHAETEX I & 11 A7 E ki, cNAR
PARP ###, FAZ B FHEBSHKERAALKFEARBLEH.

AXPFERABX I 11 7GR G F %
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R Z &. C-C.3E. —CO-R’. SO,-R’. - (C=NH)-R®#-(C=NH)-
NHR®, #=

r20. 1. 2. 3. 4, #

ERRSETHFA2AREGER, X r=0. 16853, BT
& NRURY. NH-C,-C. A -¥ & . vl k., ke, —HA%%. Tk,
AR, BTH CCREMC-CIRE-FERKGRE. AAZET
#C-CREMC-CRE-FEARRGGRE, #

R'Z&. C—Cii. X%, XEZXETHREZ 2AHAHBRARAH
R'ERK, #

R" % OH. C~Coe%. 0-C—C . £. i#. 8. . CF. A
3. NR'RY, #o

R?% OH. C-Coxi. 0-C—C. . £. &, 2. K. CF.. 5
2. NR'RY, #o |

RRAZ CCxA. ¥4 CC.RE-FE, 0-C-C.RRE-¥XX,
FLEATHRS 2AHRAXFRAGRERK, #

R % OH. C,-Ced&. 0-C,-C.he. £. #. #&. K. CF. A
3. NR'RY, #o

RRRZE&. CChik. C-CRE-XE, ¥, XEZETHR $ 2
AMRUVERK, Fo

R T A% OH. C—C: &, 0-C—C. ki, £. #. 8. £. CF.
M. NRUR™.

AKRBRAZTTVTRERRGBEREZA. KRANEREZAR:
1,2,3, 4 wWEALE, 2,3-—&4H. FER. ROk, FAR. K
ThAILAR.

KEGX [ X TSGR FESTASFAGRE: AP ARK
LHRFK, R.FPARREA, MREAFLESN, AHpROF 1dmg
£ 0. 142, R"FRYGERBEIHIEAHSC-C.RE, RRALA. C-C,
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REMEE, RLA. C-ChEf C-CRE-XRE, AR TULR
CRAGIF44EE, APAERAPRIAHAEIERESY.

HANEENX I X IITHGHAFSTALAHRE: Ld A
RERLERR, R RPHARLZ4A, aRAEALESI, ApAOH ]
g0 142 R'FeRPHEIBINNGEH C-CIRE, RFEA,
RRAEE. C-CREPFE, BARTAEFRCLRFG 4L, EF &
HEMAFRAMBERLBRESY.

RIFX TSI TAERF K, FHh s34
FERAER., R EE b sd, WTRH el RS
EWHRANBEBAXIFX IIRSIREMNG T REKRITIFRN
w573

AEREFEX IS HGANRER LT FHEALLSS.

AXPBEFELSGH I TINERLEZFHGE, SMTE
A I 556ENBRABA AT, CENBRIABAIADE
Fortschritte der Arzneimittelforschung, 1966, Birkh&user
Verlag, % 10 %, % 224-285 AP A &Mk, o,
R BLE, LR, BR. YR, LBR. TR, LxR. §F
LmES, UAARALA. ARiLksE. SEAHF Tris.

BHHARBAEAAARBABX IH ITREGDGLESH. RA
GEPTAIRARLE, KREROEETRE. BARLLTFF.

XNk IR IITAARAFANE, AESRFTE 1-3 P
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CHO
A + CO-R
NH, NH,
Vi vt
RaNH,
Rx=0- R £
R |
CONH, R
H-"\Z : '
T e Vil —— H P
R = NHNH , T
A
A

Vil

R4
"Y |
A

EVREE_BEOBAEN %re VII, ZAAEREENH b
LEBEX—FAYREBEFTARGGEE., BF2 80-120C F AR
LBt F. SEEAEAEGImAGEALNE LA ADE, E4
ARBERERMA.
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SRFHE 2

Too'ﬁi COOH
A = - A + Q CO-R
H H,

' R* R
CO-R
5 ‘:2 | H H,
A
Vit ‘

Xl

LE-_BVIIIFYH RAINLYE, HERABEAEZLETHALS
B I, T, ZRAOC-RE HNEETREERRE, CENANS
HMEBEETHARGOEATHA, FAKK I 5 —F @, B VIII
TAEBRBREN B LBLELE THRFLETRAEA-TATHREY. £
¥EHGEEHKE 80-130CTFE5 AL, /288 VIIT(R= NHNH.),
ARETABVTERATASLRALERYBEK L.

REwEHFEGREAEST (AL V-VI) FIAFH I F65X5F
kb A (R°=H) , REXEFEHMARAEY R-L (L= Lpik
HEERE) (FRLF%E1).
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o o Vil

Vil

KAFE1ITPHTHETRVIGEERY, ETREAXTRHE
P XI(HARFE2) AFRBiELXIV(ALFTE3) REXTR, X
BHAEDGHEESRRETR VI §H&XM. K XI F#, & VII
MEASMABRREE. B4 FVR XI ARFBEN T LXK
VIII R B8 8Ek XII. ATRER-RBEMFRAEAZASLE
Houben-Weyl, Methoden der organischen Chemie, #% 4 )&, E5,
# VEX C.R. Larock, €54 AHH4) , VCH g4, 1989 F,
2 o2 RUATHAFFFALGRE, REELGHREH 4 60-
1I80CTF. AREAZEME - FLTEE. FRARERTLRIA
BEATLRT, FASRFEH KL,

= VIII 5F A XIVS R B R HEFRE44F T AT, st
THEAEMN S —_FPEAPSREF AR, XFELHOERATH
v 60-200C T4 M £ &4 & . R i, &7 4= Houben—-Weyl, Methoden
der organischen Chemie, E5, % 1304 ARATHEFEF. (£H
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4a PR Y . a- BAA am aan

Fe4AE) 1957, 427 F CAMAF R EY 1987, 1017 FH &,
% R RF BB & Bk 69 FHRF k.

FERBARGEFkk T 1125 (ADP-H38) B 48 & PARP (EC
2. 4. 2. 30) B &9 3 ) A .

ERBRAREH R T [T G4 4FA T AR AR F A6 8
REERE, MEZKEARRGERE., AXFHFARNEXHFRE 1
Fo 11 3t R (ADP-#548) % 6-8% X, PARP (EC 2.4.2.30)Bseg 441 FE M.

WX T A IT AR E Sk Z K (ADP-# ) R 68 (PARP)
v 4R (ADP-4#8) 4% (PARS) &9dv 4l M, HBARTA TSR A4
TG X EEGEREHALGER.

RIFPXNIIAEGHTRAATEFATET AN REERGHA
ERRTHRGEABETHRGHFE A HH.

AEAPHBX I IIGEFRSLERTRATET ARG AR
B, M (FRBMG) . XEEh, 3ABRTE P FRELRY
HETHER, ikt RREERX TEHBER. REHAKEN
FENCERER, PRAE FHALRERBEAE, #E X
KPR IETERRREAGARIRBEEE o HH, PELRGRS
RAENE, RTATHAARESHFELRESEGREFTAHR
BhEHESRE, i FiExs. SHTREXFHBHL
Bz EEENRE. BX IR IINABETATEFLBESR
BEFLEFEMR (B TPA. B L5, S8HITHIAR
X & Rotablator (B R BEHA) MHKATH)IIEFTPZEHAY
RE, POBRBBRER. IRBEWRFPCESHIBTRZEER
MR E. AERBEFEBRDRGFLETHRFA L PICA FHF
R, EBRXREIRADIRALBRIRGBLETBRGERLT,
RAATHREREALZBGEI vk IR ITHMT25. b, mEHF
sk T IITHETHBARAEBRLT, FTATEFTIXEFR
BHERERERBHRLT X.

ERAZVHBBHNOLEFTANTORGH IR IIRARF
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3G W T A

st TR, i, REIREFMN, FHRS TRAER
REHLE, FRBRABFAMR0001 £1FF% 4% 0.001 £0.1
TEWNEARA.

ETAR, AMREALE. & kg AEREMNLH 0.1 £
100mg. HRERKGHERPZERLE, ANTAHEXLE 1 AR
.

HFHABELEFARASCENR, BEREALAAGHHHN L
FABRAKPBENRRERERS. STAHHRIA, ATREASEH
BEANERLE, A%, CAELERE., TARELAALE KRG,
BRKR. BL_K, RERKRRL_EE. LAXLEGE., BAK
L. LEHFFLB. ETHAAGEHINLE, F 8B, LE.
H. WERRLHRERE.

RTRALERENE L LETRRRTITARFTALAERYT
*, AkH, BEHN, sLiMPERTH.

FIH PR ERR S AN LA AN R R A E N AR A
RGP RREEAFETBESHNFAREREZERRSAMEN. &
HAAERAFXES, PHloBARERRTEFTARE N AN
-

HHHUNTAEHFXELY, oo RLH, FRIMLHiENE
SRBRBREE. LTER, BEAEZHAEHL Y. B, TH
MHAEZRH., Lk, WERPEHER. BH. KETHN. FEAM.
&, k. @ gEa.

%4 A: J (ADP-##%) RSB PARP (EC 2. 4. 2. 30) & ¢ 27
#l

96 L EH Z M (Falcon) A& & (II-AS#; SIGMAH7755)
., ARBY, FAZOEXETHEEEL & (0.05M NaHCOs;
pHS. 4) EX E A 50pg/nl. MEFZRGEALE 8 A 100p] X 5
NEOERZFRLIR. RERLIABOER, SALEZEETAH

11
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200p] EEBRELFRTH SREGBA(FaFaky) ki
200, BEREEENF% (£ PBS ¥65 0.05%=L38 10) Z% 3
). N TEEE, 50ul R EE % (5pl B 5% A% (IM Tris-HC1
pH8. 0, 100mM MgCl., 10mM DTT), 0.5ul PARP(c=0.22pg/pl),
4ul 7%t DNA (SIGMA D-4522, 1mg/ml £ %), 40.5pl H.0) £ %
ALF R 10p]l WHMAERRZS 10 5 4. BREBT A 40ul
BWER (4pl REEF% (R EXL), 8ul NAD E % (100puM A K
3), 28ul H:0) Fr¥s. REMBAAEERT 20 24. AEEAEA
REEFZR(ARLLEI)RE I LML, BERKEFHRRE-B-ADP-
BRARAEEZRTRR LIS AARAZLELER-F- (ADP-H #)
#M “10H” (Kawamaitsu H¥, (1984) “B (BRF—_SKBEH)H
EaBERAENFRAEHR" , CE£BALFH 23, 3771-3777) . B#
TR $ L ERAK.

AR B R ARE % 1%BSA A& PBS ;0. 05%+=L 32 20 )# £ 1:5000
R, RMakBErREEIRE, EEBTRARERARERKR1 D
. ATRHROGZEARRAISTALDEB/REGI DA 16
( Boehringer Mannheim) , £ R AR 5 KBS ZPE M £ 1g6
(SIGMA A-6154) , 2B AKREKZE+ZHHE 1:10,000 4. A%
BkhEk 3 KRG, A 100pl/L B & XM (SIGMA, TMB mix,
T8540) EXE B THIT B ER B Y 15 54k, it mA 100pl 2M H,SO,
RiIRERE. Z)53piEfrA £ (450nm 3 620nm; ELISA “Easy
Reader” EAR340AT F 4 £ # &, SLT-Labinstruments, Austria).
ZREHHANG IC ARERERXLEFRRRXERTEIF N R
E.

Lp| B: KEHEGRE

FEMNEGLEGPEBETHRARGK Y, A8 RAERKEN
BRERAY E pi5-6, ARAHNELMGERRSIRE. pRAF
BBRFRAREREBIY, ARXECETRIEH_FEHRF, R
ERAHRE (ZFEAELRELIY%) , ZEHKHAY pl. & PARP #
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# A NU 1076 (WO 97/04771) AEEXB P2 FEXEME<.01% @
AL LB 1AW EME. 5%,

% 36,41

LA 1

2- (A X-4-8E-1-3FTR) Xjfok-4-F 8 Mk x 2 HC1

a) 2-RE-3-(HX4-RE-1-RCA)BALEEXTRTE

¥ 2.4g(9. 9mmol) X 4- (R TEB L) ELA-HFO R E &K
2. 7ol (19. 7Tomol) = ZEE T 70ml £ K w &k, HAE-10CTF,
A 0.94m1 (9. 9mmol) K F R L& A 26ml LKW EAS%H FHE
B, REBRAVEOCTHRBE 14K, 25, A 1.6g(9.9mmol)
2,3-—RAXTFRIE, GRGVWAETETHKF 16 bH. HizRAE
BRAWBAK- R ARBEARERERBRE. BRXBALRLT
BMER. ARBREAERAARERPREE, TRFIATKRS.
/B3 2.7¢ .

b) 2-(HX-4-RE-1-FTR)EH %k 4-BRTE

2.6g FH 1a £ 80ml ZEPHA LW, RERAERSHAE
K%, FFARRAEALRLEARBEHKERZ NS R, ANABAK
ik, TRIFAZKE. HMEFARLPWAEHEELL (RBLER: T8
LE/VE=-3/1), 458 0.7 9.

c) 2-(RA-4-RE-1-FTR)FH%k2-4-Feh

0.65g W% 1b 5% 0.6g(11. 9mmol) K& M—R A
5ml ZEEFER I 4. BREGVRGAZTRE, BN Y, £
e —~FHEARTT—FRE.

d) 2-(RX-4-8E-1-2RT X)Xk 4-4-F 8K x 2 HCI

B lc G EHE S 2g ALK/ KF 20m] = F K F B
Mok d. RERSYEER 1 M. A6, ERRAL, Ex
AERE, BEePAARLE, FIAAKZEABESL. HREETH
A8, HFheABHER. MHEREZSREES. 2 0.19¢ 4.

'H-NMR (Ds-DMSO) . & = 1.7(2H), 1.9(4H), 2.2-2.4(4H),

13
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3.4(2H), 7.6 (1H)#= 7.9 (1H) ppm.

%4 2

2-(3-FARTE) F ek -4-FRE

a) 6-AE-2-BEXVEBE

52.5g(0.2Tmol) 3-MENRE-_FHRKAEZTRTA 30 04 A5
ETHERHFETRAZ 750l REAYT. REKXKEZRSGBAHFE O
C, Rk e, 228EE. gRgddoSm#E T 1250
K, JikikmA 25.6ml 29K BEHER. FERGHALHEOC,
SERGLE LAY REES. 435 45¢ W,

b) 2-RE-3-HEXFTR

# 109g(1.9mol) S A A4PE T 400ml K, H4£ OCT, Hiw
11m1(0. 22mol) i&. KRG A 1 LB R wA 45g(0. 21mol) ¥ 4 4k 2a.
ZERERRBEAEOCTRE 1IN, MEETETHRHE 16 I H.
B AL BFAERY pH AV E 56, LER HRE. 53
30.8g 4.

c) 2-REA-3-AME-FPRLE

¥ 30.8g(0. 17mol) F 4k 2b A S 170n]l Z&EF, IS
A20ml RAKRE, AR 24D, REKEARSH DS K/
R[ABRSYHY, TREBRR. 535 28.8¢ 4.

d) 2,3-—RKEXFRLE

28. 8g (0. 14mol) ¥ M 4k 2c /£ 200ml Z® f e A 1g 48/ % (10%)
BaAA., FERGWHEE, BRATKE. 759 23.5¢ 4.

e) 2,3-— R E X VB <2 HC1

23. 5g (0. 13mol) ¥ i) 4 2d & 200m1 iE T & F he A 50ml K& Bk
A 100CTim#k 16 o, ZREWREALZKRE.

¥ 50g AR EFT 200m] —FPRPEBE/K(1/1). LA
ZARSM DR (FLEAEE) mANGESFRT, FHERGD
£ 100CTFhm#h 8 0. REKRAIE, ERATKE. ¥AR4P
BETVYEVE, ImAREWBRE. KRS SHE, HHhLESH.

14
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BRATRE. RERERVWBRARETIER, F oA ZLAY
HABRER. REBGZHERETE. £33 31g 8.

f) 2-(3-FRIKTE) Efokek 41— B

5 %% 3a £, 1.4g(8.9mmol) 3-FEKOIRERL + W 4k
2e BB, AXFHFXFHGHMAL 7 &k 3b XM 3r4. 53 0. 2¢
.

'H-NMR (D:—DMSO) : & = 1.1-2.3(8H), 3.2(1H), 3.3(3H),
3.6(1H), 7.2(1H), 7.6(1H), 7.65(1H), 7.7 (1H)# 9. 2 (1H) ppnm.

LA 3

2-(4-FRFXTLE) Xk -4-F B

a) 2-RA-3-(4-FAXTH)SE KA X Pobak

# 1.4g(8.9mmol) 4-FRARCKRELE T 30nl wa=*wh, #
AO0CTF, H4MmA 1.9g(1. 8mmol) N-3-—FHREF/E)-N-ZE
B _ B < dBR4ePH. 1.8g(11.6mmol) N-Z X X == f
1.95g(19.2mmol) = Z . KZRESBHKHE 1 . REMA
2.0g(8.9mmol) 2,3- — KR XA X ¥ Bt B x 2 A B L Y H
1.95g(19. 2mmol) Z L M. HRAWREALEOCTHRH 1 b0, H A
FRTERH 16N, BRGVWAXEAFREFAALELEERET
K, ¥AMMMEHN, FRIAZKRE. £38 1.5¢g =,

b) 2-(4-FARTE) Kok -4- B

1.3g PRk 3a £ 60nl RZE VARSI PN, BREAWREA
TR, RELYRMEELRGEL (RBER: FH/ KPR =-1/20).
5% 0.8¢ 4.

'H-NMR (D,~DMSO) : & = 1.1-2.3(8H), 2.9(1H), 3.0(1H),
3.25(3H), 7.1(1H), 7.5(1H), T7.6(1H), 7.75(1H) o
9. 2 (1H) ppm.

% 7.4 4

2-(4-(2-(N,N-ZZR&E) ZAR) R TH) Xk -4-F BB
x 2 HC1

15
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a) - (C2-N,N-ZZRA) AR AR IUKBER LE

¥ 1g(58mmol) 3-HREFILR-BRELEG _FTEAPESREERA
FTRTFTEME 2. 7g(64nmol) AL AH —_FHL PR EZRT. ¥R
SHBRF 3054, REBMET-_FEATERETH® 7. 8g(58mmol)
N-(2-RZHA)-N,N- L, GRAVAZETHRIF 160K, &E
PSIMANYER, MEAZREARESY. BB AE LB K
ZR 5, FAWERTRIFAZKRE. AZHFZAFHGAED
RGHE#EEkil (HbLk: TH) .

b) 4-C-(NNN-ZZR&RK) AR FILKER

¥ 1. 4g (5. 2mmol) ¥ 4k 4a A %) 15m]1 K/ Z 8 (2:1) F ¥ o
A 0.4g(10. 3mmol) S8 MH. ZRAVAZTE TR 2400, Rk
AZERE. MFAFHIWWATT—F L.

c) - E-3-(4-(2-(NN-—ZER&A)ZEB) o X)) A L -
¥ 7 BB

55k 3a £M, 1.2g(4. 9mmol) P4k 4b 5 2, 3-—RHEEXF
Bt x2 HClLR B, BHRFHIFARATT—VAE.

d) 2-(4--(NNN-ZZRA)ZAR)HKTH) X Hfkd-4-Flk
Bz x 2 HC1

M dc G HETHE 5% 3b XRAFEE. THhildé#Ex
it (RBlik: TH/—&K¥FHX=1/20+0.1%NHO0H) . BREHk&E*
Wi hE g,

'H-NMR (Ds—DMSO): &=1.2(6H), 1.3-2.3(8H), 2.9-3.5(9H),
3.7(1H), 3.8(2H), 7.5(1H), 7.8(1H), 7.9(1H), 8.0(1H),
8. 5(1H) # 10. 2 (%% ) ppm

5%#&M 1 24895752 MARNEATRED:

%34 5

BREA-2-(4-REAFTE) Xkt -4-FEBE

MS: m/e= 256 (M)

%3 6

16
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BX-2-(4-(REALR)RTE) Xk -4-F 8B

MS: m/e=270(M")

L4 7

2~-(4-FERTE) £kt -4-V B

MS: m/e= 257 (M)

L34 8 |

2-(3-FERTE) Xk —4-FBRE:

MS: m/e= 257 (M)

FL3kp 9

2-(2-F AR THE) ok d-4-F Bk

MS: m/e= 257 (M) ' ’

&4 10

2-(B-FRABRKEARTE) Xk —4-FaLa

'H-NMR (D~DMSO) : & = 1.2-2.3(8H), 3.1(1H), 3.5(1H),
5.0(2H), 7.2-7.5(6H), 7.7-7.9(3H)# 9.4 (1H) ppm

L4 11

2-(3-RAXRTHE) FHkd-4-F 8t a&k x HC1

'H-NMR (D.-DMSO) : & = 1.3-2.3(8H), 3.5(1H), 3.7(1H),
7. T(1H) #= 7. 9 (2H) ppm

THLSH TR L PR e 5 ke4:
C2-(OAR-4-BE-1-RER)E ke -4-F R
C2-(BRX-4-BE-1-RER) E ke -4-F B
2-(4- VT E-1-FTE) Xk -4-FE ik
2-(2,4,6-=ZFE-1-RTE) kb -4-FEE
2-(3-RAE-2-FE-1-RETA) X Hfkb-4-FaL ik
2-(2-#E-1-3p T R) Fifkd-4-F 8L B
2- (B X-4-(1-RE)-1-3R T &) £ kb -4-F 8L B
2-(4-2X-1-3r T E) X Fkok-4- P RE B
2- (X -3-REA-1-ZRTR) E gkt —4- VBB

O 0 =~ O U1 W& W DN
P ’ ’ ’ ’ ’ v

17
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10, 2-(RX-3-8&E-1-3rT X)X %k -4-Fau

11. 2-(4-(1-EF/HE)-1-FR X)Xk -4- P BB

12. 2-(4-(1-ETH)-1-5F T ) F Ik vk—4-F B

13, 2-(4-BRTE-2-FE-1-FCE) Xk -4-FEi

14. 2-(3-H A -1-r X)) F %k -4-PE &

15, 2-(RX-2-8E-1-FTE) E kb -4-F B8 K&

16, 2-(3-#E-1-5R T X)) X fked-4-F 8t i

17, 2-(4-ZRFE-1-RTE) Xk 4-Fack

18, 2-(2,6-——FE-4-2H-1-RKO X)Xk -4-FEEE

19, 2-(4-8A-2,6-—FR-1-FKTA) E ke 4-FEMB

20. 2-(4-%K-1-FKOh) X%+ -4-Fak

21, 2-(4-(4-8EL)-1-FT ) Ffkd-4-F BB

22, 2- (R XA 4-(MTEAERERETE)-1-3r T X)) F k4
¥ B B

23, 2-(4-BREAFA-1-rTH) Xk -4-F B

24, 2-(MX-4-BE-1-r2 ) Xk -4-PB b

25, 2-(4- (L RE)-1-RTHE) F k4t -41-VBLik

26, 2-(4-(=FRE)-1-FTE) ¥k -4-FEE

27. 2-(3- (=T RA)-1-%eX) Fifkek—4-FEE

28, 2-(B-(=FWRE)-1-5rTX) Xk —4- 78k Bi

29, 2-(4-(=FRE)-1-3RCA) E kb -4-FEBE

30, 2-(MX-4-(ZZRAE)-1-ZRTE) ik -4- TR K

31, 2-(RAX-4-(ZZER&A)-1-FTHE) F Ik -4-FEE

32, 2-(AX-4-(ZFPRE)-1-RTRE) Xk —4-PERE

33, 2-(AX-4-(FRE)-1-FTX) ¥k -4-FELE

34, 2-(4-(ZRE)-1-rO L) E ikt -4-FEeE

35. 2-(MAX-4-(ZRE)-1-FKO L) Xfokrb-4-7 8t i

36. 2-(BX-4-(ZRE)-1-ZFT£) E ok —4- PRI

37, 2-(4-(FRE)-1-FLE) X fk-4-F Bk

18



38.
39.
40.
41,
42,
43,
44,
45.
46,
47,
48.
49,
00,
ol.
92,
53.
54,
95,
26.
o7.
58,
59,

60

61

62,
63.
64,

----------------

2- (A X-4-(FRE)-1-R X)) X Hfokk—4-F 8B

2- (A -4-(FREA)-1-50TK) X ok —4-F bR
2-(4-(BAK)-1-KTX) E ok —4-F 8L i
2-(AX-4-(RRE)-1-ZRTE) Xk —4- PR
2-(RA~4-(BRE)-1-FT X)X k4t -4-FEE
2-(3—(ZRR)-1-RTE) X ok —4-F Btk
2-(3-(FPEA)-1-HRTE) X —4-F B
2-(3-(HRE)-1-3RTHA) F ik —4-F BB
2-(4-(N-ZE-N-FREE)-1-HFOE) ¥ fked-4-FEE
2-(3-(N-ZE-N-FRA)-1-KEE) FHfoked4- PR
2-(4-(N-Z A -N-BAR)-1-ZF L) Eifvkmdk—4-F BB
2-(3-(N-ZE-N-ARA)-1-re X)Xk —4-FH K
2- (4 -1-A-1-F T X)) Fofk ek —4-FEL B

2- (3% -1-E-1-HF LX) E %4 -4-Fo k&

2- (X -4-RR-1-F-1-FTH) Kk -4-Fam

2- (AR 4-"%T-1-A-1-3R T K) F kb —4- Pt i

2- (4B R-1-A-1-ZR e X)) kb -4-PaL

2-(3- 3 -1-K-1-FRT X)X k4Pt

2- (R X -4-BR-1-B-1-3R &) Xk -4-FEb i
2- (B R -4l ~1-R-1-3r ) X ifoknk—4—F BB
2-(4-(4-PERE-1-E-1-RTH) ik -4-Fak i
2-(3-(4-FE%RE-1-X-1-3R T R) E ik 4-FEL B
V2-(A X -4-(4-FRERE-1-A-1-F T X)X 4-78

2 (B A 4-(4-FERE-1-E-1-REO ) Xk -4-F 8
2-(4- (e -1-R-1-3r X)) kb —4-PEb

2-(3-(H-1-A-1-rCR) X 4-FEREE
2- (MR X-4-(%B-1-E-1-rE) Xkt 4-FEE

19



65,
66.
67.
68.
69.
70.
71.
72,
73,
74,
75,
76,

B B

77.

Bk i

78.

...........

2-(RX-4-(hd-1-KE-1-Ro L) Xfskd-4-FaLk
2-(4-(4-F X kg -1-X-1-F ) X Hfoknk—4-F 8l
2-(3-(4-F Ak -1-E-1-KOE) ik -4-FEEEE
2-(4-(4-F B vkdk-1-E-1-2RE) X ok k4-FE B
2-(B-(4-FEhFE-1-K-1-R T X) kb -4-F B
2-(4-(4-FEkE-1-E-1-3(TR) Xk -4-FaE B
2-(3-(4-A AR -1-K-1-3R T HL) EHfokek-4-F o
2-(4-(4-THERE-1-E-1-KTE) ¥k 4- Tt
2-(3-(4-TE%E-1-K-1-FTA) X fkk-4-FELE
2-(4-(4-FH%hFE-1-2-1-ZRTE) Xk -4-Fac B
2-(3-(4-FH kB -1-A-1-3R T X)X ke -4-F B A
2-(4-(4-(N-FP A HRE-1-X)-1-ZreE) kb -4-7F

2-(3-(4-(N-FAFHRE-1-2)-1-FFTE) Xk -4-7

2-(4-(4-(4-% % -1,2,5, 6-m At -1-A-1-3r &) %

ok vk —4— ¥ B i

79,

2-(3-(4-(4-¥%4-1,2,5,6-mEakw-1-£-1-;re )%

Hookok -4 F 8RB
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