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AP H T EXXGRA,
(3) @X (II) RABHEPHRERERPER, FPRTX,
KRB GRSHERAH X THRGE.
B#ATR P RAEBRKX
o F M ARL AT &,
AFALBFTENRSBTAREH X, RERAFFARY A
BB, kM EMOELEANR, FAi®, SRR, AR, AR
BRaL; S5ANR, PR, To8R. FRR. FTHR. HRR.
PEHBRETHRGL; 545, s 7. HAEYE; FHR,
Wi T, BB, 8K, B ETRBLANMNE. HATFTRAENL
LM TIARBHXEAN, ENTAFATERLHE, RZFR.

(1) ¥¥&1;

o (V1) H54uddh (V) ISR B TESEYEN T AR
AR Fo sk A A T AT

et (V1) HRENEPLAATRALANREHTHTREH
FARPER. ARRRPEAN EH CERAR KRR F E-1K
SHREEBE (FrFREAJFAPMAFRERLE). KARAE
BE (AR TREAZE). I-HEFTREFEF. X+, RBRKA
HEAEE, RAERTRERE.

2% (V1) EPEEAGEAOIERLRE, BUREGELK
Fait ik T G IEHMAR BT R . KA R . KA L., FREKERE (H
w¥E). FE (HEL) FopeyRE,. COR XHAGRAELHE
REZBEEZE. BKABEAEZL. KEREEZE. FERKBER
AEE (FXREBL) PFREEE (HXAEER). X+,
BB A EREREAEY, RALRZEERER TREKXE,

BERBANZHOETERT (AERT. £RTF. BERT )
BEAREE (ARTHSRE) FARBHARERE (FIF=ZRTE
BRAR) T EASBRER (Fllt TEHBRAL). ¥, ZFR
F, tideB RFFR T, PEREEHBREL, Flir= KT X%
FARKEY, RARBR TR RTEHMBEAL.

1Eo B BT VA JE Suzuki B4 BA B &4 FT#AT, £F 44, (a)
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Synth. Commun. 11:513 (1981); (b) Pure and Appl. Chem. 57:1749
(1985); (c)Chem. Rev. 95:2457(1995); (d)J. Org. Chem. 57:379
(1992); (e)Acta Chemica Scandinavica 47:221(1993); (f)J. Org.
Chem., 60:1060 (1995); # (g) Organic Letters, 3:3049 (2001),

A o B L3 A F Suzuki 154 B B AR (Hlrie Rt
A ). THEREAiEAN, Blwde (11) AR (H L8,
fibde, —ER (ZXAR) £F) fie (0) AR (WZXERE
%) LELRNTRAELEEA, E4AKEN 1-10nolek, Kk
4-6mole%.

AERESTFEEARANSE (11) HAH, FllBEel Rl
ert, RAERHEPABRIEREBEAFATRAE. BOXHALE
ZEREMR. ZEAR. CTAR. ZZARY, ERREMNEHE
BoFATHMEE. ZCATHARE. = (ETA) RHAREF. B
R T BB AT A 3-50mole%, ik 10-30molehdy L F4LA .

Aridepgind, e Rttt R T, BEHEN,
B4R EARAE . TR T RE SR EH TR, LN,
Pl B it BEEE (B8, BT ). B EEREANL (KRASHM.
BEENE) BRAERLEAY (FlA RN, LRLFF) FF
M, PR EAE (—AARE. Z0E. —FRARATETF). wRE
(o2, —FRAAME) F3RME (1, 8- RAEXIKR[5.4. 01 +—2&
T3, 1,4~ R AR [2. 2. 21 F R Bk, 4-FRAGKF). Ak
EBE (LER-RALE) fRE (LEAD%) 2RKEG, AT
vA 1.0-3.0mole %%, it 1.5-2mole H EHKFFRBEA.

TEA4E RAEATER, REBEARANRYAB/EEEFT, Hli T
A RAEMER. KR EH. RAGANENGEHER
BB Flde —FRAFEBEF N-F R RM ). FEHER(H X FX).
B (Hleos. 9%, —FTRACERF-REKTEK). 8§ (i
FEEf LB ) PEMNGRAS. FP, B, LHAR N-FEatSRE
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AR T 5 egAAR, A48, AAELALAFHGTEE. X
# QRX-CH-#9%H, Y R %, COR RTLAFKEMNK (IV) &
B, B o-BE-V-TAREFE-2,O-—FRE (L, -BEE) -4-8
MLBMEAE, LRRS-H, HEATFEAKXANGT®.

s, F—AK (V) Wit sdm:

CHs0 Q-0-Y
(HO)ZBI;/ (V)
OCHs
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CH,0 Q-OH
O (VIll)

OCH;3

AFPHTE L KHBE. RG0S Ef4T4L, REL=
KB EMBBE R, £ RGLSHKBFRIESE (V).

AL ETRAREAMNESEGEN P ARAF LT, B
WEHOE—MEREARE, Pl FTRAMS, —AARNT,
FlkBREERY, Pl FER, LERF, BT EIELNE,
Hllome & B R (RS, LAALYHF). 488 RYE (&
Méh, KR ) PRLABRELE (KRAHF), HNR, #
PRAE (Z0BE. —ARARTEYF) foate X (R, —FRER
WL F ). FEMMEMNTUEA, REEAFARAHRYBAEERT, Hli
TUABRA K, THF. Bcl (N, N PR FEBSF). 8 (9iEHF).
FR(FEF) e (Z—RTRF), REMYRLEMN, LET
HAEWHBEMN T AL 0C-2 100CHEE THAT, REATREYH T0
C. AKX A TRt ABALENAFEBEALN, A= X FEXAL
ik ,

PRI ZKEKEENRENR L TRAERLSOWARLEESE
, MBEHEZKEREMBBESEHEMNVTE LT, REHRE
ETURZTFTRE, ETERYE, RTAEF, RAEAN=REKLARS
TUAR=ZFTEMEN., =AM, EMMENTAERA, RER
HARAEAELT, AR ANEN, Flost (T8, W%
WE) EMARSGEN, FEXARATALESY (Hl-100C) £
TERNEE TR,

KBTRARESENHEMNT AT, ROXHOIEANR, HlT
B, SRZRATER, AN, S8, ABMR. M2
FTAE R, REEXAFRABEY AR LI T, Bk hEy, 4
it (L8, 9EkHF) RENYHYRLSEM.

(a8) ~a-[[ (1, 1-—FEZEE) ZERTER]4-2EXXHRT
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BiAe (aS) —a-[[ (1,1-=—FRZHRE) ZRIRE]-4- (ZRATEH
mEL) EAMLEAMNA J. Med. Chem. , 33: 1620 (1990) #=
JP-A-7-157472 F 358, 4—k-3,5-—FHREF XM A M4 T Med.
Chem., 20: 299 (1977) ¥ #id, L THE L TFEME.

HO OH CHL0 02CH3 CHsO H
B f@ qu Br
H Ha CHg

4k, 4-R-3,5-— LR EXTRUTFTEAFE 4-3£-3,5-—FRE
EVMTE, CHELRAY 4-8-3,5-—FREFEHR. TALL
BTELLE —FTEARABRBEIRALETEASEZEN (AR TE) F
BAidtsr. RETHALEXEMN (FlfioaEs. MEALHFMANL
&) E2ERN (Flrwfickw) ¥RREIAT.

EAZRALA PR ARLEE P, KiE “RERL A#HEAH 1-
6 ABETF, Hik 1I-4 A AERFHLANZARE, ATFTE. TE.
AE. FEE. TA¥. K “KRERKEEL” ARELH 2-7 M8k
BF, Rk 2-SARBRFOAMX AR EEBE, A TRERE.
ZEABE., REEABE. FAEAREX, TAREEEF. XF “K
BHE” RIBEE 2-TABETF, Kk 24 ABRFHELARIAR
A, HleHhi. Hak. FABEF. K#F “REHFAEREL" £
BAEK 2-TAMBETF, Kk 2-4 AR TFHELARIARAERE,
Pl EEEARE. AREEARE. RAMEREBLAF. R#
B R RBEH -1 ABRT, Hik 24 ABARTFHERI X
sk, Mk, 2-FREF. K “REAKRERERE” AN
AKF -TABRERTF, Rk 24 ABRTFHIAR XA RERERE,
Lkt RERE. 2-AREAAABESF, Wi, “RTAX” £
#1L,1-—FERTHRE, |

5% 36,41
Rt FRAEARR—FTHARKZAGHEF E, £ T KEH
F, RS, Wk THF, REFEERLTRAGREHE IR,
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(0S) ~a-RA-V-ZHEFE-2,60-—FHE (L, V-KXE)
-4-AH R T8
F—4#: (25) -2-RE-3-[4- (4-ZHREFE-2,6-—FHRE
EE) XXM LE
(aS) —a~[[ (1, 1-=FEZHAX) ZX]RR]-4-TRETE-
22,6-—FHRE (1, -BREX) 4-ARLE
-2 1 (28) -1 (RTHAEHEE) -RE]-3-[4- (4-THR
ETE-2,6-—FHREXE) -FEA]RRLE
F—a# 2 - (RTEREBRE) 4- (&-THRETE-2,6-=F
FAXE) -L-EXAARTE |
(aS) ~a~-[ (2,6-—REFEL) KX]-4-THETFTE-2,6-
—ORE (L,I-BRER) 4-ARLE
B—a# 1: (28) -2-[ (2,6——XFBtL) KA]-3-14- (4-T
FEATE2,6-—FREEXE) RR]|ARTE
F—H 2: N-(2,6-—REFTHE) -4- (4-THRETE-2,6-
—PEAER) L-XEAAARLE
(aS) —a-[ (2,6~—HEFTHRE) RE]-4V-TREFE-2,6-
—FAE (LU-BEK) -4-AR
B—44 1. (28) -2-[ (2,6~——%F8ck) £ EX]-3-[4- (4-T
FRAFPE-L6—THREXR) XE] AR
H—a#k 2 N-(2,6-—RETHE) -4- (S-TZHREFE-2,6-
ZFREAER) L-XEREAR

L4 1

(1) 2REAAT, £ 10CHREKBAET, Hwbmz (130.3g) o=
F. TS EF (170.4g) #HmE) (aS) —a-[[ (L, 1I-—FRZHAX) &
EIEA]4-LEAXAMRTE (170.0g) E=RFH (1L.7L) &%
By, ARASATHRHE 1 S0E, QRSHTHMAK (850nl), R
SHENMARETHRME 2 . AMEA 1058 KATMBIERF S K
Wik R AT RS, AARYL TR, AZREENAE (aS) -
a-[[ (1, 1= FEZEE) ZBEIRE]4- (ZATESRBRALRL) X
AR T (242.5g) MR,
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MS (m/z): 441 (M)

(2) ARLEAAT, & (08) -oa-[[ (L, 1I-—FREZHE) HEIR
Xl-4- (ZHFRABBEAL) XBHHR LB (66.28). 4-THE-2,6-—
WEAELMEB (54.0g). =K XM (9.83g) o N-FERAERER
(330m1) RSB FIALHRE (1.68s) AR (24.9g8),

RAWAE 90CHhk., AHRBRETHRIELINE, FREBHED,
AFEFK., AMER 108 RITHRER ot fo s KEAHERR
&, AABGTHR. AFTRELEMN, #3 (aS) —o«-[[(L1I-=F %
LEE) BRIKA-4-CRETFTE-2,0-—FTHRE (1, P-BKEL)

-4-FB Z 88 (90.1g) #HR4.

HEDERLECH (33001) §, EARANTEHRREKS D
(28.5g) &, RAWA T5SCTHIE 2 . ANHIAERE, Be
WRAERFEILE, BRALERE. A4WANATERELRLEY,
A, dRKELERREY, TRFS (aS) —o-RE-4-THE
FE-2,6-—FHE (LI-BEX) ¢-ARATERRLE
(63.4g).

MS (m/z): 387 (M—*f FEXBE), HB& 127-129C

(3)# (aS) -o-fREV-ZEREFTE-2,6-—FHRE (1, -BEXK)
-4-FER PESKBTE (29.0g). HBRAM (15.2g). K (290ml)
F LB TE (290m1) HRSHT A ISCHRATH M 2,6-—RAXTH
AR (9.68) RAMERFBRETHIE 30 24. LRLEERIESH
SARBAPHERE, ARARETHR, AZREIEMN, AR H
B-K TR LAH (aS) ~o~[ (2,6——FEFBL) KL]I-4-TRE
FE-,O-—FRE (L 1I-BEER) -4-ABRTE (26.4g).

MS (m/z); 527 (M'), ¥ 5. 87-89TC

(4) &£ 15C, At (2.9g) AXK-wf % (31701-159ml )
ek P ma (aS) —o-[ (2,6-—REFHE) KA]-V-ZEET
2-2,60-—FHRE (I,U-BELE) 4-AM L (31.7g), REDE
FARERAE FHHE 4 Sur, AR IN EMTHE, KAEREFER.
MK B, i M A RILRY, & M- KT HFE (0S)-a-[( 2, 6-
—REBRE) RAI-V-CHEEAFE-D,-=FHRE (L, I-BRERK)
-4-% 8% (28.8¢g).
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03808990. 4 oM P FE1a/16m

MS (m/z ). 499 (M), ¥ &: 154-155TC

%k 2

(1) ZRAAXAT, # (a8) o-[[(1,1—FETHEEK) REIK
E1-4-£XRRTE (11.17g). 4-CHE-2,6-—FREXEMR
(10.80g). ZM4m(0.34g). =X EM(1.57g). ZARBMIF(12. 44g).
N-F A abe it (56m1) FoK (11ml) & RESHE BOCFHHF 50 &5
. EEARZRE, WROWNSPHETR, ALRLUBFRER. F
BER 10%4KATHBIE R fotbfed KELQEREER, AARELT
Bk, AEREER, A3 (0S) o [[ (1, 1-=FETZHXK)
BEIRA]I-O-LRETFE-2,60—FRE (L,I-REE) -4-AR
Z® (20.4g) k.

WEHERETH (10001) +, ARAXFERREKRSY
(5.7g) &, RAMWE ISCFTHRHE LS Iud, £SIE, REWAFE
MEITE, BRELERE. AAWERATRILATEY, 45,
WS Rikdy, FREEH (af) - RE-V-THERAEFE-2,6-
—HEE (1, -BER) 4-AR FTEHRE (13.80g).

(2) L3, (1) FRHHASBAEHES] 1 (2) £ (4) kY
A FEAE, 3 (aS) —o-[ (2,6~——REFTHRL) £X]1--TH
EFE-2.6-—FHRE (1, -BEXL) 4-AR. i L KEH
1 ¢ 43)44F.

g4 3

# (aS) —a-[ (2, 6-—=R¥EFTHE) KE]-4-TREFTE-2,6-
—HERE (L,I-BEER) 4-BBTE (500mg) £K (12.6m1) Fo=
FHaik (50m1) FHyRBET AR (12.4g), BSMHE 60CTF
B 60 n, ARREFWEN, SHE4RE. LEBKELRBLE
B, G- Ry ELHFE (aS)-a-[(2,6——RAEFTHBE)RK]-4-
ZEXFE-2,6-—FHE (1, 1-BER) 4-H8 (426mg). 4
BEH xRk 1F3G4EE.

A LHkH 1

18
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(1) ARASHT, A 4-£-3,5-—FREFH (44.5g). =TEFE
FALE (2.05g) #o 20%4- KA RAMER (288g) RSB FhA—=
ZEABE (41.7g), BidA 25-30CTHIEA, £ T0CTHH#
1 pHE, RRSHAH, ATEER. FEXEA KRGS KAL
Mk, MARS TR, ATRIEN, A3 4-2-3,5-=FH&
EER AR (49.58) REHRY. '
MS (m/z); 276 (M'+2), 274 (M)

(2) ERELANT, E-60CTH 4-£-3,5—FREFELER
(440.0g) v fkwh (4.0L) FPHERTHPETESE (1.M ET
Bk, 1.1L), AZHERETHYE 15 545, RA=ZTFEMRE
(249.3g). ¥ ZHRESWHBRE, MBARSITHEHE 1 I H.
QRSB TAm 10%2 KAKRER (835g). RAWA LR LERER,
HER RKfothfd REMBERAR., ERAARKTRE, AER
XN, REBAERRTEREARES, HA¥p, LBKKERR
KW, FRENI-ZEATR-2, —FREXE MR (312.9g).

% & 59-61C.

BHLEH 2

(1) & 4-8-3,5-— X XF8 (95.0kg) ETBRTHE (950L) ¥&
BFRP AR KERS (270.8kg) fo—FTRAAMRE (174 Tkg).

R 50-30C Ty 4 b, mAKSE. AIERKietos
K RAHERRE, BRERR. AeHBEFLATH Y, @SR,
Adp, iEES RS, THREFD 4-2-3,5-—FREXTRYT
B (98.8kg) HIE 4.

MS (m/z): 277 (M’+2), 275 (M), H&.& 120-122TC

(2) AR 445 (46.5kg) £ T (336L) PHERTRAGEKS
(672L) #= 4-£-3,5-—FREXTH FH (96. 0kg) FLF %,

ATETHREFRTSIRAMEAN (31.7ke), REWAEZTRE 45
CHEETHHE I IN. AARSSHEHERINSKERERY, AR
FHIEY 16 Py, ATHREAIEMN, HAEAFH PIoAK (14400),
A SOCTHFE 1 b, S35, SREKES /T, THRES 4-
B-3, 5-—FHREFE (83.3kg) RELH.
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MS (m/z): 249 (M+2), 247 (M), 3.5 100-102T.
T KAH

ARXAHHEFERSHLEE. HUPLETRFIX (1) 4
SHEATHAWE, B, KXNHFTRAETL EREFFAY.
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