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1. RIMEY, eIRxtiE, EXmRERE, SNERRYFIETIRIRS
s Y, M#ZRE
R1

(f)
~~X-CONHOH

)
ey

10

(@R URARBACK . Sl 1. 283N BRESTBARIIRE, s
15 REMIEEIRERT, (140RE-, ZAFE-, BE-, 140k
FE-, FEE-, (1BOURE_EE-, HE-, 8&-, (140KEESR
-, Z[(1HAO)FRERE-, (140 BE-=E-, sFEE, HafblE
ARBARH] . Begkl. 28 EUAER IR, B REMIIE R
BT, (1-4Ck%E-, SRPEE-, BE-, (40RE%E-, 130Tk
20 EZRE- HE- 8-, 4O RERE-, Z[(1-4C)/E IR E-F(1-40)
S T
19
(b)FRAI LLRREBUACH . BiAE L. 2B 3 NI EFT BRI S &, Frik
BREMVEEHAEIRT, (140)5HE-, =/ FHE-, BE-, (1-40)
25 WEH-, FEE-, (130)WkEE S, M-, 88, (140)kE
R, Z[(140)REIRE-, B(1-4C0RBERE-
R'FATR UL A AR EAR, HFHESERETF, (140)4xH-, =/ FHE,
R,
X Z2AE S 6 8 T MVRIR TR ESE I ik, Heo— CH, /] LIS EmR
0 BTRE, BHET 2 MRETRER C=C A, FHLERBHKEH—
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PEPINIE B (1-4C) bR = R R T HBURE B U

2. WEARRZERIPAINLEY), ENRXTEE, JEXTBLRAE, MY
RO ENIREEY), MARE

HA

G

A VLRARGERA . 5tk 1 5k 2 NEVRERMERIZER, FriRBULE
0 JEBERE-, (1H40REHE, TEE, sixH,

5
O

R LR ARAEHA R B xR R FER IR EE,
R'F1 RS AT UUHHRIECA R, FERERET, (1-40)5k#E-, ZFFHE
KE,
X REE S, 6 87 MrEFHEETRE, XHR— CH, /] A EH
0 JRBTHRE, BET 2 MRETHER C=C W, JFHEHER RN —
ANEEPANE B F . SR T ERERTEUR.
3. BACRIESR 1 52 Wikad, HikE
8-(3,4- &~ 1H- 7 HEmk-2-25)-F IR R R B
8-(6,7- & H-3,4- Z5 - 1H-FIEWR-2-30) - PR ER E Wi
25 8-(1-FHAFE-6,7-Z FEFE-3,4- — 5 -1H-F mk-2-3% )- F B2 LI
8-(6,7-— R E-3-F 2-3,4- “ 5 - 1H-FHEmk-2-55)-F IR H W %
8-(6,7- 2 F-3,4- "5 -1H-BHEMR-2-35)- MR A L%
8-(6,7- - 1- 53 ,4- 5 - 1 H- R IEM-2-5)- F IR T g
8-(1,3,4,9-U&L- B -PRME-2-F5)-F IR PR HEBERZ .
4. HRKBBAESR 13 B T WA, HRBEAFESEN

3

[e]
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WAIEET, R T H@ﬂcﬁ%—'ﬁiﬁ IV I & 4
R1
l N\H (L)

Heb A, RIAIR BFERCHEK 1 PArE L& X,
Z-X-CONH-O-Y  (IV)

0 HP Z B—AMABARER, Y R—MrPER, X BEEMMEX 1
R E XHE
e, BEEBERRTEY.
5. ZMAEsY, HASKERMER 1-3 K I S WE EE R,
A L2 R TR 1 B R 71 o

15 6. KERAMER 13 HUEUERSERAEAR LBERBE
(HDAC) #HIFEHRIZAY T HIN A -
7. REAFIER 6 KAWL, 1E 040 I 1 7).
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PUERLBERT A, EATRHIE T EAIVE ) 40 Bt 78 #0177 80 N A

AW KSR RTEY), SETMZAHE, HEAEAREE
VEMEBIINGUREENE, Rl BT NSRRI VAT . RREIEY
Rl Bk T S AT AR 53, 8 R & BN E S M EA ]
eI &5 RIS, BTk 259 A TEE B Bh Y 1 G A F 7= A U Pl 1
0 FEEA.

RALE =
BEXETEARSML, BENREEARETCEER—FEESE

. —HERNERELHE TARMNEL S, FEHTENMRRA, X
15 BEHMEFEEET. EXAEESE RO EH—A A HLEEDNAS

M, KBS ATEIRFITEAEEDNA 5 B /A 8 5k

EMER. B O0ATEN IBARER R T/ IMER BB, ER

LBUWRET, BIMEREFLEER, HARERX, »—FE, #Eid

RODEEBR OB iR /ME, SRAT LTRSS . AEREH LB
0 REHAEAZIEBELE (HAT) MAEARZERERE (HDAC)

FvE M BT RSl TR, B8 KILHDACHIHITE JLAN 28 2 1) 28 44

M, QIESEEEE. T-20 Moy 5 A 20 (i s 40 B b A ) A KGR A2 v 4a

FAZET: . EERPEHFRITLTEBIERBERXRBEENSMHT, EARE

MRS T B BFE B, HDACHI 2 1897 B A 196 AU & R 455
25 (Koyama, Y., %., Ml (Blood) 96(2000) 1490-1495) .

R T LM SRR HDACHIHIF], 3 2748 T Marks, P.M., J. Natl.
Cancer Inst. 92 (2000) 1210-1216. 5 B4, WO 98/55449F1US 5,369,108
RiE 7 A A HDACHHIE M R B R 25 R

B RINFELNEMEATED R B IIAEEEMERE, LHER
SRR KRR, XA 2 B THDACHIH,

<<

-
J
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RHARE
RIACR R, A T AINNEAMRERTAEY), EA1RX BE, JEXT
BRI, ANEFEIRCAIRRAY), MARE

N (n)
“SX-CONHOH

o

(a) T~ Al LLRARBCH . Bl 1. 283 AN EARZE T BRI R E, Bk EL
REMTHREETERT, (140)KE-, =& FE-, BE-, (H4OREE
5 FEE, (B0OWHEEZSHE-, WE-, 8F-, (40)mEFEE-, —
15 [(1H4C)EEIEEE-, (14052, HERE, HaUERRARKR
Wil 28BN EAREFEARR, FTRBAREMIIEBRIRT, (1-40)ked-,
ZEFE-, BE-, (140KEE-, 1B30)mE_AE-, HE-, &E&-,
(140 REEE-, [(1-40)REIEE-FI(1-40) B E R E-,
2,

20 (b)RRTLLRKRBAK. Bidk1. 283N BUREFTERBEINEE, ik
BAEMITRENRIRTF, (140)5EE-, =FFE-, BE-, 140k
HE-, FEE-, (1BO)UREZEE-, HE-, &, (H40)RER
H-, Z[(A4ACKEIEE-, (40 REIEEE-,

RARME W ATMRARAR, FERERT, (1-40)kkE-, = FE,
25 5P,
XEAES. 6T RBRETFHESETFE, Hg—-CH,rl LI E R
FAeRE, RETANBRREFRAC=CAE, HHERERARK S — R
FAMIE B (1-4C) kM K R 7 T KBRE T
SHTFEENIRRE, JEENERTHN, 2FIWE, &, R,
30 HERMAC)KREN, REWHEE, o2&, WE, #RE, TE =

2
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2, TE, JERU4OMEEN, 2FIWREERE, J8E, NHEE,
FRNEERT EE; JUR(AOREEEN, EHMRESTE, &
FEBNERE; JERI[(14OMEREN, BHIWMZHFERE, N-
LEN-FERERE, —Z2E8E N-FENRFNEEREI_REEE: &
s BR(- A0BEREN, EUWHEBREE, JHBEE NBERENXT
BEE: MY ER(3C)IHEEZAEN, BROIMTER _SE, T
AEBTHN _EE.
AKRAKNERETEDSENARERZG W, BHEHWEILE
BRI INERE:, IRV EEIRE mER, SRR, WK, o
0 B, =8I, ITEREDKE.
3% B PR AR B VD S e PR AR R N 3,4- Z -1 H-F WA K 1,3,4,5- U &
-MHRE 3 [4,3-b]05 Bk Ek 1,3,4,9- PO S - B -k
Mg A K B i & R IR ST A9, efI1rxreE, JF
ST R, SMNESEMREAINREY, MEfINayE

15

N (n
“~X-CONHOH

H

; o

RATURREBAMN . Bl B BRET R ZE, Frd BUCET
EERE, (140)mEE, FEE, BORE,

25 B,
()

AT LLRAREURRT . Bt R R 7 BRI R,
50 RUMRMELETUARRIEAR, FEESET, (140)kE-, =HHEL
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i%’

XBEES. 6B M RR TR ERET i, HF—CH, T IAEE B R
THRE, BEP2IRRTEMC=CIE, JfBHLERIAH. Btk
BN B . BEERE T RBUREFTEU.

ARSI &

Al AR 40T A TS BB & R TTVER 2% 318 1Y
SLEATEYEE IR A A . A TR AT SR e AT B E 1
BN, RRFTEAEARKARSASMFE, FREEDT FRREMS

10 SEREGIREEIGEE, FETREAEET, mRRSNIEH, A, R RUX
HA LICATE XH T & . RAILERIIRMERR 7 R RE 06 7 KR G
Y. IXSSEIRY R H] &R T R M A AR R I M RO SEHER . i,

DAFE TR AR U I AR Le A WAL 2 K B B oK v P9 S B s 4 U A
K17 VRARAA R TR IR AR .

15 (a) — M & IRALE W RIDLIE 77 A R A TR 1 & P i AR 3
R1

l N (1)
SX-CONH-O-Y

2

20 HPYREEHRPE. AU SYRFTRLEY, FEEETEAKRHN

H

EEMEIPERLTE-, WN-PEEFE-, N-THEEHRE-, =XHF

-, AFEEEMNM=FERERE- R FE T ERRRE-. K
BRPENSLHERN . BRYEREFE-B-FREFTEN, Xt

s WRNERAESEZE LN EEBEEATIPMEFERNSZET, EHRRE
FEAEAT, EEEETFMENFENETRITHEMRRN, ik
BARGIG06R, RIS, LARPELNT EEHRE-, = FFEH
FREFEG I = R EFEREN R E- N T EFERERN, 7£-20C—60

C, LIEOC—HERE T, EFERNEAG TEHRN. B U ESR

30 FZEEMWEEFIFII OBEL R ISR, ISR CRE AR R
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W PRI ERR RG] I = & AR B = - T B R e 2
if, FEMEHEETPI M &R+, 7 ERYIRIED R s AL
0T 48 B4 T AT R
IR U S A AT AT A B e RSk Bk, B, ©
s AUENEARE. AHENRHREH RN, THeENMLEE S,
PR ] ani B - & R IR s BN S A ALY, BUInBRIEREN, TRIRER, Tk
BRe5, SEMMBEERME.
EAFAERFESERBI&ME T, B Nt 52XV
WA RN R IR RUHI 54

10 R?

N (111)

HrpA, RRFRZEE FXrEXHE X,
15 '
Z-X-CONH-O-Y (IV)

HpzZ RAIBEHRER, XAYEH L 0HE X4 Lo
SEWAEROERZE, FlmsREREEERE, FlmE. KB, 5
20 TAMCEEE N -EBE . SEORE, FlaE IR, W,
2,6- " FREENENE, SHEEMNE, 4- " FEEHENE, =28, Wk, N-H
FEMGOREL — BRI [5.4.01F—B:-74, Bt & B s E
SALY, BIINBRERGN, RERE, BRE, SALMREEIM.
EHRESEHEEBENRBRANEAST, ERMBETRN, ik
25 EHEFSHBEN G R EREED FE., 28, RAENRCRLIE, =®
I P AT ER, BwlIErRm 1, 4- I8k, &
VAR 3, BRIBARIER TORAIIIN,N-— B RS, NN- 7
f&, N-CEEMRESe-2-fR ek — AR WK, EFIa110-250°C, {Li£40-200°C
(IR R R R AT B R

30
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(b) 75 — & IR SR IRIE T AW R VRN Y SRR RN

R
[ N (V)
~X-COOH

HrpA, R RUEIXER EXCATE XK E o SR N B 5 K 7 00—
5 (two-step one-pot) EfF. TEHE 9, FUAVHARRE. EHEEFN
FIR &M T, EEEENEBER S, FInEZ TR, —fERBla
MRI F AT IZ RN . S ENRKESET AR, e, fliniEid g
S5LNBER RN ERNBER, ARTIBRERS M ERESE: BEH
RE, FaEdRERPRENRTRAT BRIV RNRE: 7EHEE,
10 FlIESBS EB L E AR . Bl =5 L8 1 AR B .
LEE. AW, TEEN-BERFI=RKNEBNE; BEA, #luE
RSB —FEEUHES TR NEHRMEE MY, BER
(acyl cyanide) , FlWniEd R SEF DW= LEBEHE R N BRI EL
Y, BB WG — I OB R U RN ). 7E-30C—60°C,
15 EFHL, ZE0CEOCULF#ITRE. EFE Z$%, AATEUEBET,
mERT AR, FRZBEERREH AR INEEE.
B KR, MRVIREEPREEA VI ED

R1

l N (V1)
20 ~X-CO0-R3

2

He A, R ROXAR LXXEXHE X, RERE, PlnRE, 4

B T B E. HITKBRA R TERRMMER. BRI ES
25 LER, ARERSnEELE. SEMEREENERNEET, I

MEFEFBN T, MERFERCETHEITRY. JRERTHEN, &

FHEREWEREBHEEAFTRHERR =R ORE S F i BEE s

ST RHAT RN, BT el 2B E Ikt . HRORVEMN, &

FHETEEMEEWR RSB EAFIFMERFMET, EXEMHEHT
30 R,

10
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EAFARGFERENBNAET, BERNAVIKLEY,

Z-X-COO-R? (VID)

s HPZ, XARAHF LICHTE XKE X,
MR & Pk fl & VIR &4

R1

No (1)

10

HAA, RMRZEAR EXCATE KIS L.
FEMBCE, BIImE VUG, g, 2,6-— A, =FElt
15 WE, 4-ZHRESAENE, =28, Sk N-FELRRER RN (5.4.0]
+—BR-7-4%, ROTIE SR LSRR A SRE S, FIERR, K
B, RIRES, S FEMEEEH.
EHRESTEHBHEAFSMBAMAGT, EAMHEIT RN, AR
T E A SR BB e R ER B A R BE . 2%, BRINEEE LR LEE,
20 WEFM & R, KOS, BnNEAKEE]4- "k, SEE
R, SERIERFEFINN-ZREREBE, NN-ZFE LB,
N-Z g de-2- B sk — TR, 7EF1an10—250°C, fLiE40—200"CH]
BT R AT SR .
AH BB TERESERMNLEY, Pk BB 7 EGI K
25 MHoshino, O., %., In: The Chemistry of Heterocyclic Compounds; E. C.
Taylor, 4., 38%, #43, 225 LR THI55%. Wiley, New York (1995);
4K BB Cox, E. D.,#1Cook, J. M., Chem. Rev. 95 (1995) 1797-1842; EkBadia,
D., %. Trends Heterocycl. Chem. 2 (1991) 1-111J77¥%.

30 (o) B=MPARINAEYNIUETEY REFA BRI AN T, 5

11
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VI &Y 5 R RN

R1

5 \ (V1)
N\x-coo-w

2

HdA, R, RRAEXES EXCEXE S, MRYEZQ- 40k, FlanH
10 FEELE.
TEAN T 8 T EF) M BEAT R B 705 14 9 71 B B 77 an F B B O B
T, Z£0°C—100°CHIRE T, ERIMASIETHERET, pHAI—11,
EIEME, BB B
(@) BILE R ARIATE YR H & LXK &Y, EEXIFLEDF
15 BREBEZ —HRE, EZINTEY TR MERARERZEE. D
SNIE T RX AR 2B AR — R AR P R A AT IR R . i,
BN EFERENEBEATFI B MS T, T EFTEX
MPEME A EABERS, BIHEELEYBERYENRHIITER. 57—
AMEERERNZ, FluEEEBmEEE CESRARWNHRIFHE R
20 VREEKRAF) . B, G, SEAEMEFEREERF, Bl
AL EDAEEEBREMAEFWMS0—150C, ERH, 70°CHL
W F70°C PR BERIFATIR IR, BT ad v 771 BRR e 771 51 G 7K A0 B2 4n B2 Bl 2
BEHIVREY .
(e) B BEALIBAT M RFI S I LRINEY, EZINad T,
5 BRFEZ—HN-4C)BEE, TZAIRTED T, ZRAEREE.
A58 B BEAL 7R R ) S AT AR AR 4TS R B 40 IR AU 7E FF AE 0 B ST E
AEHRO L B EEBLCIBIEENRN, S, BE, mREBRE
R, HERRESESNRE, flomIE s8R 5 hia ki
Ykt E R E RN RN TE R RE, FEEEm L CTE XMAE
30 WIBBHIAMET. &%, 4w B0 E LEEnEER TSR,

12
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AMEEFIA-30—120°C, FEA AR E 0L T RES T TR
WA R A — M, R#E T W EXHE XS5 ABRRER

B KA SR SR RATEMO WA SY, NEnhER. A

EYMTURETORAHHRR, MAFERE, ETEHMES (B

s TEEREKAN, KT, ALA, mMERBER) KEX, WEEBHR. BER
BRI, ETRBALHER B ERAERETHERHALHER, o
Rl BE, , FRAEYn R HE MBIk & . BELLS5-5000 mg/
SER KPR R TR, E140.1-100 me/ke #8047 718K V0 S A BE SR
mEeess, FBERETHTERBFE. BAFER 0 HFHER

10 EEESZHI1-250 mgKIEHRT . Mk, H/A1-50 mg/kef HIE.
RTT, RIEFTVAITRITE . BB BENFTRT MRR = ERE,
DAFESEAFE. FHit, SERNERETEARENEITRRE.

WA KRB B —ATE, B4ME T LR LRI AT
AY), AT EEETANBSIARRNET k. S NIRFHEIL, £x

15 BRMLEEEAEEESERE, AAZEREEHTENNAERR S
BREEMIGIE M AR . Bk, ARG DRE T —FiGT S
FUTA I T . Rk, AR B AL S T AT R A I B A F SR VA T
iE, FrRREITILRE, g, ShE, EE, BE, myikE, B
PtiE, BRIREREEE. H4h, KBEAKAMLEWEFTI—RIINGE

20 MR WMERGEMMBSEBEGIW. . 57 RMBERRA R S
N2 PRI RE AV

Hit, KBAKERIXANT7M, B4t 7 L 3epr e ORI PO &t
RATEMRE MW RENEAYTYRA, FIRAYA TERMLEHY
Flan A=A 4 s E A .

25 WA RPN FHEE S —MEE, &ttt T —FMEE s m A
R A U ST AR O, TR B s B EIXME T, BAXT T
R4 H R ER I _E ST E X VIS RERT A

B3 R s TE R T W AR A — P SRR T RN, BUR T
ARBHALEYUSS, B AFE—MREHETRIEYR, § e
30 & BHIIIE 2 RIEIFIWACER; EAF I, R R

13
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Bihz: WEAZMRIR, WELEREERLRER: siRE?HER, ws-
FEERE, FHMBIE, PIEREMEER, 5 flW, B\ARER, 6
M ERFEREER, LB, mihZB5: DNAS AR,
HOOME; B, WMRABUGES; miINFABEMSIR, mikKEeE: &9
s RMETY, WMTIMR; MREESR, DTERRERNMREES, )
INHTHERCR 292800 (4°-F2E-3-(4- R I 3L )-2- 52 26 -2- -3 (=
BE)-N-ABLRAZ, iR THluDeVita, V.T. Jr., Hellmann, S., Rosenberg,
S.A.; In: Cancer: Principles & Practice of Oncology, 3% FLhf., Lippincott-
Raven Publishers (1997)F ' EGIT AR XFEEE Va7 AT @ AR
10 JRIRECER LS Z5vRIT R B A5 LISEIL . IR BB AR B AYIXAN 5T
BT —FAE, HAEEHETBREETREEND B3 E XPAIH HE
Mk B AT AL AN _E ST RE S 5 SN RITTAR T A J5R -
T2 T iR A R )P e SE M g 22 B A A R B, FERTIR SEE
WRARFIINE
15 () BRSPS ERRBTER, HAEBOOEEBRERA K E &
TR EHITINT (work-up) FE/F;
()ZEFRBRAEI18—25°C, RIS EmTME R FIATEAE;
(iii) 7EM BE. Merck, Darmstadt, % [E fJMerck KieselgelsE i B Merck
Lichroprep RP-18 RAHEEA L ATHEN CETRETERF) mEEHE
20 g (HPLC) ;
(iv) SRAEIIF=RALR N T 2541 3 B R B T A 0 2 Frik B R &K ME
(v) 1# FiMettler SP62 8 3l1J4 s — A ELK ofler BRI B4 A5
(vi) B CE¥RRT) MR (NMR) FUREHA CFIAAPCIHY
Micromass & I ELA FH B ZE 4k FIMicromass & ZMD) # A IR £ 7=
25 IRIGER;
(vil) BEATERMATEE, FFRELERZITFTAE.

SE 511

o)
OH
30 [ji}vA/\/vk.

N
H

14
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8-(3,4- — - | H- 77 PEmf-2-25)- F IR R A W i
(a) FEVKIEF, 3.2 g (20 mmol) O-FEEZEA &MY FE150 ml - HEK
BAEBPIAL m=2 . #THAEEZERERER. K5, A45g
(20 mmol) © EAEE, REMAS.6 g (22 mmol) —-(2-F-3-TEM ) B
s BRE. MR T HEFE18/NET . F150 ml IME /K ER BRZE BV A VR P 1K,
FF150 ml IMBRBREANZER IR . A T ERE G, DRS¢ (78
%)L PR A 8-TR-F IR FAE-BLK . MS: 330 (M+H"),
(b) #0.39 ml (3.12 mmol) 1,2,3,4-I0E FHEWE, 1.08 g (3.3 mmol) 8-1R-F
MR EIE-BEEF10.46 g (3.3 mmol) FRERHIFE12 mIZ fE KO UMH ZE |
10 W2/E. AHETRERSE, MAK, FRLKROEEER. FAKEEE
BLAR, BREREN TR, dvE, HEREN. FFEAEANERA, @il XA
HPLCAWIRRY). FILIKSE T RERERA1 ¢ (84%) 8-(3.4- & -1H-FE
WR-2-25)-F R T A E-Bii%. MS: 381 (M+H"),
(c) TENEREFMENT, ERBY LFAEENELHT, 30 mFiES
15 200 mg (0.53 mmol) 8-(3,4- — - 1H-FIEmk-2-)- BT E £-BL e S
th. BT IEEBRMELT], HERER . FHIIRE T150 mg (98%)3Edm
T R 7 8-(3,4- 5 - 1H-FEmk-2-3%)-F PR B Z . MS: 291 M+H").

S e 512
20 CH
O ) 0]
Qm\/\/\/\)\MDH
CH, :
8-(6,7-— & -3 4- & - 1H-F WM -2- - F IRFE A BL i
25 (a) URMBLT LB 1(b)KI 7%, EFFERKERST (0.18 g, 1.4 mmol) FIDMF
ERBEFRIMEZAFET, (F8-R-FIMFAE Bt (LHBIL (@); 03 g 1.3
mmol) 56,7-ZFHE-1,23 4N FEMEE Y (043 g, 1.3 mmol)
R, AR JLF LB RI8-(6,7-— A E-3,4- — & - 1H- 2 EMR-2-35)-
FRFTEEBR (77%F0.28 g, 49%; FFHEERFIVEABERRTIH 2.8 2 E8:
30 FEE=9:1, BIEEITRAL) . MS (M+H) =441,

15
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(b) VAT EHEH(c)HI 7%, Afhs(6,7- —FAE-34-“5-1H-FE
Whh-2-25)-F IR A B IR, DUR ML 3 0598 % B HE & FE B4 AR LA &
Y. MS(M+H"=351.

s SCHEI3

O : 0]
] l l .OH
?;H N\/\/\/\)LH 0

3H,C” "CH,

10
8-(1-F R HE-6,7- = F 4 E-3,4- Z 5 - 1H-BMEM-2-35)- L RSB
(a) AEBATEHEF 1 (b)HI T I, FEIFEMEEH (0.15 g, 1.1 mmol) FIDMF
EABERBE&MHT, F8-R-FBMTEE-BE (ZLHEH1L (a); 03g
1.1mmol) 51- 5 %-6,7- —HEFE-1,2,34- IS REME S (03 ¢, 1.1
15 mmol) XM, LREJLFLBERNS-(1-FHNE-6,7-ZFEE-34-25-
1H-FEmk-2-25)-F MR A AT (F5%0.1 g, 20%; FIRAREBRMIEL%
A LR ZER, @A BT RALL) o MS (M+H") =483,
(b) BARPIT LR 1R TR, F8-(1-F R EE-6,7- ZHEAE-3.4-—A-
1H-FEmf-2-36)- N B W%, DARHEE BB EE IR H. MS
20 (M+H) =393,

S a4

GHy

N\/\/\/\/U\ .OH
0 N
CH,

25

8-(6,7-— A HE-3- F2E-3 ,4- — 4 1H-RPEW-2-2)- F IR E B
(a) IRBITSLEF 1 (o) 7R, 7EFEmERH (0.3 g, 2.2 mmol) FIDMF
ERBHIRFET, F8-R-FRFAE-BlE (SLHEHIL (a); 0.7 g, 2.1

16
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mmol) 56,7- Z A HE-3-FE-1234-WEREMEELY (05 g 2.1
mmol) &N, VLMt )JLFIakERis-(6,7- —FEE-3-FHHE-3,4-~5-1H-
JTHEMR-2-25)- RN EAEBZ (F7F0.35 g, 37%;: FIAREERAE Lk
FI OB LR R EE=095:5, BITHENTRAL) . MS (M+H") =455,

s (b) URMITFELHEF1(R T, Eiks-(6,7-FEE-3-FHE34-—5-18-
FERERR-2-FE)- S BRRE B, AR EA8%, JL L AR AR
B EY). MS (M+HY) =365

SEHES

gm/\/\/\/\gHOH

0]

Hac)

8-(6,7-— A -3 ,4- A - 1H- R EmR-2- 55 ) - F IR IZ FE WL %

15 (a) ARIFSEREEN )M TR, ZEFERES (0.16 g, 1.2 mmol) FIDMF
PERBE R E&MT, F8-R-FMFWAE-BE (LlFl1 (a); 038 g, 1.2
mmol) 56,7-— 28 F#-1,23,4-NEFEMIETLD (0.3 g, 1.2 mmol)
RN, VAREELFELRERN8-(6,7- 2 28 K-3,4-Z 5. 1H- 2 m-2-25)-
FRFEEEMIE (FFE0.15 g, 27%; AR FIE BRI 28R Z.85:

20 HE=91, BEEENTRANL) . MS (M+H) =469,

(b) LRI T LA 1)K T, Eh8-(6,7-Z 28 FE-34- & -1H- 7
Wh-2-35)-FRRFEREBRE, RS EH8Y%, FFREEFRRELE
M. MS (M+H") =379,

25 KHEple

30

17
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8-(6,7- F A FE-1-2 -3 4- & - 1H-REEW-2-25)- P IR B W%
(a) PARATSEim 1 (o)) 7, FEFARERS (0.14 g, 1 mmol) FIDMF
ERBEFIR&ZET, F8-R-FHTEE-BE (SZHEAI (2); 03 g 1.1
mmol) 56,7- “HEE-1-FKE-1234- A FEMEA SIS (032 g, 1
s mmol) KN, MAIRALIEHRTEEERIS-(6,7-— FEE-1-KE-3,4- "4 -1H-
FEEMR-2-B)-F T EERE (FFR0.12 g, 23%; MAHERFIEAR LR
MM Z BB B =101, BB ML) o MS (MHHY) =517,
(b) PLRALTSEHEFI LRI A, S8-(6,7- —FHEIE-15H-3,4-—F-1H-
RS -2-FE)- MR B, LUIRHT R 98 % WAE R Bk ARE
10 &Y. M+HHY =427,

S 7

15 H
8-(1,3,4,9- MU & -(3- MMk -2- 55 - F IR D R B i
() LIRBITSEHEGI1O)RITR, EFAERRE (0.2 g, 1.4 mmol) FIDMF
VENBEFINEMFET, (F8-1R-FRFEE-HIE LRI (@): 05 g 1.5
mmol) 51,2,3,4-V05-9H-MLBE 3£[3,4-b]M5R% (0.25 g, 1.4 mmol) SV,
20 DURMIESEEKRI8-(1,3,4,9- DU -b-FEMK-2-25)- F R T A LB (7%
0.18 g, 30%; FIFEERCAMENVERFIR 2B Z B, BIREEFRALL) .
MS (M+H") = 420,
(b) LLBITF SR 1c)r 7, E4k8-(1,3,4,9-TUE - B -FRMf-2-25)-F R
FEEEN, URETENHI’Y, FREEEIIRENLEY . MS (M+H)
25 =330,

SCHERIS
PLS SRR -7 TSR AR 7 =, #l& TRt &9:

18
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(a) 7-(3,4- A - 1 H-FVEMR-2- 5 )- RIR P B Bl iz

O
@M/\)LHOH
(b) 6-(3,4- — & -1H-ZHEW2-F)- DRI EW

QoY

(c) 8-(3,4- — & -6-F K- 1H-FIEMWh-2-35)-F IR IF E W iz

’\/\/\/\forn‘OH

(d) 8-(3,4- "5 -7-FEF- 1 H- W 2-2)-F R 2 B B

ooy

(e) 8-(1- =7 FF 3E-1,3,4,9-104- B -IRMK-2-2)-E MR E B iz

%\/\/\/\)?\H-OH

(f) 8-(6-%-1,3,4,5- VU S -FHLRE 7+ [4,3-b] 5| WE-2-55)- 2 IR IR FL B ik

H
N
. QH\/\/\/\)OLH.OH

F

25

30
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25

30

(2) 7-3,4-Z & -1H-F MW -2-5)-5- F 3- R BBk

(h) 7-(3,4-— & -1H-FHEW-2-5)-4- F - IR R Bz

@(\)N /\/\‘/\)ku.OH

CH,

() 7-(3,4-— & - 1H- 7 Wek-2-55)-3- FH - FR R R FE L ik

() 7-(3,4- & -1H-FWEMh-2-3%)-2- F - BR IR R B W i

O

@3\‘ /\N\(U\HOH

CH,

(k) 7-(3,4- —&-1H-FEmh-2-5)-2- A - R IR PR Wi

o)

@@JWH.OH

cl

(1) 7-(3,4- Z & - 1 H-FHEMR-2-15)-2,2- — R H- BRI P2 FE B iz

@(;’ HCCHH

20
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15

20

25

30

(m) 7-(3,4- — & -1H-FMEMR-2-55)-2,2- — R -RE R EBZ
O

[:]::ﬁ ot B

(n) 8-(3,4- —& - 1H-FHEMK-2-3)-2- F R - IR R BRI
CH, H
(0) 6-(3,4- — & - 1H-Fsk-2-3%)-2- F - DR B KB iZ
CH3N
©C‘\]/\/\/\)\r( "OH
O
(p) 7- (3,4- &~ 1H-F e M -2-2)-4- 7% - RIRFL S iU i

[::I::T/\v/\o/\vjimfﬁi

(@) 7-(3,4- — & -1H-FWEWk-2-55)-3- F 3E-4-F Zx- R P B i

CH O

[:j::y/\\/\oJ\¢JT$OH

(1) 7-(3,4- Z & - 1H-FIENW-2-35)-3- A J%- R R E B

@/\NO\)OLH.OH

21
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10

15

20

25

(s) 7-(3,4- Z 5 - 1 H- B e h-2-35)-3-E -5 M- R G IR S B B i

0
A~ O\, .OH
oy

(t) 7-(3,4- —5 - 1H-FHEMR-2-55)-3- 8 2=-5 ) - BRI B B i

O
: :N/\/"\/O \)‘\u'OH
(0) 7-(3,4- 8 -1H-FIEMR-2-2)-2- F 53-8 7% - R R PR AT

0O

@:\/yl\]/\/\,o\,)LN,OH
CH,

SEHE519
PP AR B L& Y HTHDACHI I BE

Al 72 A K AL A Y HDACHI I G, AU o - LB BUERR 1Y
EEEFEERVEDEABNEY, #TER., ZRROCHHEHELET
Hoffmann, K., 2., %3 (Nucleic Acids Res.) 27 (1999) 2057-2058.
MAEHFPH#ANTE, 7210 nMIRE FIEAREEWHMENER . B
R B FTE NI E R R TR

1
TR LR AT &Y 710 nM - BIHIEIER, L% RS
1 54
5 26
6 26
7 26
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