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v ok K Bk Bk I b8 A Ak,

AZRFETRAER QBB C d 6 g i I R %6 B b4
M. FEAKMEG, RAVRB/ET —HREARFASGTAREL LR TR
MERTE., BT EHFORGHANERGHE C HRAFRIAE
BmETSAR, BEREOECRELRR. BRERALFLE.
BIE .

B kAL ABMEREIEAFALETOEEINFA L, (Tanaocki %,
A YAk F fo 4 Yot 32 5F % 38 . (Biochem. Biophys. Res. Commun. ),
135: 397-402 (1986); Gross %, A 4L#H® ¥ (Biochem. Pharmacol.)
40: 343-350 (1990)) Feshsb . F &, (Steglich ¥F, XA ZHBEEM
% # % (Angew Chem. Int. Ed. Engl.) 19: 459 (1980)) £ A& K
ELBABRERG LB ERR MBI T, ZELSH TR ERR
A H MHBE (arcyriarubins), BF— X W #:& & % (Myxomycetes) £ 4
A, BE. SR A L kB EELSH L PKC BN,
FEFETRAEELRABRBRIAFTNGHF Bit, R. A. F, &9
3% E (. Med. Chem.) 361: 21 (1993)). %<4 &k 8k F B
GF109303X Z &2 iA®) PKC BAgtFH, (Bit, R. A F, WEHAER
(Tetrahedron Letters) 34: 5623 (1993)), F A A M LR LMY,
BF Ro 32-0432 (Wilkinson, S. E., #H#ib5x&E 36: 21 (1993))
VAZ N N - #pif ovg| wf K 3 ok B 2 B K 3R 46 (Jirousek %, HPiL
F&E 39 (14): 2664-2671 (1996)).

X PERETHMAHNERN G RELRBEETRG S &, Xk
O LEABREEESRBHANEANGRE (Faul F, &K
(Synthesis) 12: 1511 (1995) #e Steglich, W. ¥ d14k (Tetradron) 44:
2887 (1988)), RALBEWIHR-3- CHZME T (Bergnan ¥, W&
i 280 1444 (1987)), AABIRA-3- LEBRALSHER-3-C
B i@ it Perkin A4 F XRERES % -3 - TREREEE (Specter
%, ¥4 4E 76: 6208 (1954); Davis, P. D. ¥, W&kl
i 31: 5201 (1990), Bit, R. A. wW&E4kiB 34: 5623 (1993)) 4
ARG R LD RE, REALAT SR RE L RS E K.
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EHEHEL T,

RiE “BE” REA &K, B8,

AiE RE RELA 1-10 ARETHHFKR, AR ILHERKE,
HePk, ik ERi, AL Ak ETE, FTHE 7T
A BTEAS. GRAREAZREA-AIEAART (£ 1-3 AER
F) BRRAMEH—FRE FRREAGEZHZ=ZAFTE,. C-C, KER
BRTF1I-4ABEFaRE,. C-CRALRRBT -0- A NS
C,- C, k.

KiE “C,-C,EREA” RES 1 4ARRTHEBIRERS. C
—CBRANERAEGERTE, BLA, ZEFE, FEAFLE, w
TPEF. AH, “C,-CERE” RESAL-8AZERTHAHZ LK
AFH.

XiE “FE REAFZEXEL.

XiE “BAEBE” Rimd (BFH C,-C, RAK) ¥4 (&
FHE, . RAR). BABRLEBRLIOERTEY. 784, LH
M.

KiE B RESEABRRGEII R0 5 X 6 TELRK, A
RFREA 1-4 ARBE. & FRAYBRAIRALZAT, FRIERX
Q4 AMARE R T W, EEAEARER T Tl R X -CH=CH-Z H
M, HEMZE (1) S2KH 5 KN, ZRTFEERETHEAR
ABAEETF, ERABGRAHLEFSAEFBARET; F (2) SHK
A 6 LFHRM, APARAEAFE. EATABLRRERRZLMNH
AT R & RR T H 3.

RiE “HHBEAGERE". “FHRBEAHEF. A “HERRAH
FRE AHE1-3A AREIRESTHAARK: A, C-C KA, C -
C,EAZ, (Ch), A&, zmE, 25, 4, gRKE, AL F
(CH) NR.R; HE¥mA 0, 1, 2, X3 BHR MR BMIMAEA, C -C,
Wk, £E, F£&, RE5ENHEEHORESHRBF R A 0FH 5
X 6 LI AFEXRPHREEIETY, HEEXAR (AEAREEIK
E) TAERB ML R4,

ARBEFHARARE “BEAH RLARABRBERATTREH.
BE, BEEAARANERIBRABHERBZEAEENRTHFLYE
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HEMEARRT. ARANELAAOE-RATHREE, TRES,
PESRE, ZABE, {4, Bid, fatihd,

ARABFHAGRE “BARPR” AREAG BRI
24, SRNEARSHGECERE Lo, XALHAFTH THA
ABRPEE NHAMEERPRAGHELAFRKRIES, REHLH
EEEAAMENEBEEHTRAREY, FETUERERS TS
EMGHATHESHIER LT, T. V. Greene # P. Wuts £ (&
PA BT EHEP LY (Protective Groups in Organic Synthesis)( John
Wiley & Soms, New York, N.Y., 1991) $3E T ¥ ARy LH.
Rt RZAFPEARTEA_XAFRRAL (TBDPS), RTA-FE
PR A (TBDMS), =X FR, FREA=ZXFE, IRAXFAE,
HEGRED “BRFERL”, BABLATREEAGY A,

ARBEPHAGAE “RARPELE ZRALGERAL, £
BAEERAGHOACERALY, eNFRATHAXRFRAETR
A, TAGREARFENOHEAFAZAHRY, REMEGAEEH
AMENRBEFGTRAREY, FETAEAFRERS FTLAALLHYGE
ATHELSHIAEL LT, T. W. Greene F P. Wuts £ CAMA R
P eiEP XY (Protective Groups in Organic Synthesis)® & Lt
FARTEASRPEAR. AHEETARRL J. V. Barton £ (AL
FPROGPEY 9F —F VAL, RAYRERFESIRTAEARE,
AR PRI, FKRER, PFREEL HAXKE “#PAL”
R EAREGRF ERRGALEA.

ARBBPHANAE “-NH RYPR” ZHAABEFLFES R E,
CMERBEEECSHOALCERALY, FATHHIAEY - M
ERE. MMRANARFPEAFHEFZACKESY, REMAGARELA
AHMENREREEHTRERLY, FAETREREAKRS TAAEHGH
HATAEZELSENSEE. T. V. Greene f P. Wuts £ CAMASRTH
4 EY (Protective Groups in Organic Synthesis)®¥F L%, %
362-385 A¥SlE THANFEPEN. KW -N RFREGERALT
M, BB, REAXFARBRE. MXKE “BFH N~ ZREH
ZSLH - NH &P AR R e A H. ,

A5 v HFruhk-3- CRBES- LGB TAE.
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A RARBIMAKEERRMALY 3-SR, BR,K&HXCH;
EFEOEERAET, BARRKNSIR-3- LHESELRAY
vl E -3- CREBEEMNAE.

AEPHREETRERBANY. B%-3- L EMEHRE-3
- LREEABRTURABAER P ARG F A Fo) S FHRKER
K, REHAMEBRKEE REBAELANOR . KEGHRSZ N-
BARK, AUREAHES 6- LHFHRERKY, fo/S a5 REe 2-
EERAHN., AHELOEXSRA L 28T, L Paqie N-RK&
R FXmd@dsfidl s, g XL REEEERNA
AR B L IEH) o T 7 L8 F AT A o9 R A U.S. P. 5,057,614,
5, 380, 746, EP 0470490A1, WP 91/13071, EP 039706042, EP 0384349A1,
EP 0624586, WO 94/14798, EP 0657458, U.S.P. 5,481,003, #= U.S.P.
5, 545, 636, A A X3 AR R AR FAR I AHELE,

Hikw, ERRKGRE-3- CEBEAX ILLEH:

NHR, ,
O

*

(1I)

X

R, H4, ", gAKE, FRE C-C RALRE, H&GEY
HEARE HRRFHAREARE, EREZERE, —REREAK
X, =REZERE, & C00(C,CHRAE);

R, H &, C,—C,%E, C-CEKRAEE, (CH), X, T&E, BE
BE, BRREL, A, #CH)NRR; AFmnb o 1, 2, X3 H
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R, #+ R, s, C-C ik, $4 ¥4 A5CNARENE
85 BT A A K R A 5 K, 6 IR,

RAMLSPOIEE, Lb R AL, KL ERRFOEER
A, AEARPORARE, B R AL Rtz iBhaiitd
Rods Tl ity 2- L5 R BAKX (11a) S5 04LEH:

{IIa)

R XREAEBRERAY C-C, BIRE. Kk, X H#E-CHN(CH,), #

PEEABPREBRRYGEFTH,
ik, R, H H.
BRIk -3 - LREBEMNERD X (T11) 44

§
R7! (ITII)
-
R, I, Cl, Br, & OR,
R, C - C A,

R.AE, BA, SREL ZHEL BRARE SRBEYHE
Wk, ERRPHRERE, EREAAEARE, —REASARE,
ZRERARE R COO(C-C KA);

Ry A&, C,-C, A&, C-CREK, (CH), &#X, Tk, HE,
BE, AARKE, A%, #(CH) NRR; #

mA0, 1, 2, & 3.

#. M, R, A Cl, Br, & OR, H&4Li%& OR,. R ALZAE, A,

HARE, REAARE, FREFOEIRE, FRARFHREARE,
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FREAZRARE, I-—RARARL,
FIHLa#EAF R 5 RESHAEHE CBEEHN A LB %
A EEAGsd. XERLSHBAX (IV) 24:

NH;
n(Re) /."—-\\ OT { (Rg)m:
)\/

EF VRESLHRRAY C-C, BRARE, L PEdkd A AR (0-),
£A (CNH-) R BbE: (-CONH-) 4. BRI HA b WA HFARE
B TRAKX (Iva) 7844 %:

NH2 Rs e}

Seies®

¥

Rg (IVa)

Fwzh-(CH),~ RARE, P EE HFAE, NRR, NH(CFE,),
# N(CH) (CF,); Ry Ry EMA AKX C, - C, % pAHO, 1, & 2;
HE mBidh 253 REXGX VatboBAXL T A1, AR P
R, A FARugi&4.

sh, Rekidagslfk - 3- LEEEA T X4



10

15

20

25

nnnnnn

(IVDb)

P
m£ Z, FREZLFL, BR ABEELEE, 2L, IEPEL,
REF 4B (IVh) 5 LR MN (111) B, FE T4

QO N 0

e

:/» I\

Rg (IVC)

RERNE, TUAMEERESMTLBEHRLESY IVe; REANR
FAAB I do 65 A& EP 0657458 (1995 6 A 14 H) PR MHE LK, @
it Ry, 845 F ASREAAT R KR, Kk, £ K,CO, Na,C0,, NaOH,
KOH , NaH, #» Cs,CO, &4 T R w44 IVe, TRAHAT X KK
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Ro (IVA)
FIHE, B AL ST 2R B 89 CREBR KA R AT, w325, X, IV
R 444

R3
0
o
N\ @
N0 (CH, )
b 2/m
(CHz)m\l/

(IVbl)

WEEARKRGERE -3- ZEBERESHBA IVaitbdd.

Wit g T sk A (Vb)) 59l & - 3- ZHRESR S, X734
A-3- LREOVD) B ARRSGEIGE -3 - ZHBBRENGRE, Tl
—~FRBFERFAVD. #Fit N-REABAFEAKRADSES (L
T) THAATHRY AL EABERBARENS TFRAESA . A
REALRBREBEARFETALEBRFEFHT—FTHER, RERLLE
ZEB. #Hlde, TETRAY S5 35 Nal £X% 20 44 DMF P47 T 7
B R
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B NH MeQ 7] i
MeO., J 2 0 ©
o

+ 0 N N N

T o o~
MsO . H
>0 —0Bn NaH, DMF R OBn

(V) {IvVdal)

VAR 58% KM R A E) (IVdl)., AXBELEHT X KA Nal/THF ®, &
BRM, m%RKARTES/DNF o, B8R T3t4T,

B, RAXABRKRGAGSELRBEREXRATRAALTHEF
M—F R BT R. X E BB E AR R .

B EIARE, RAVHERSH TRAALEESHIAFHEX;
XAV BRRKEREF S TRAELSFHELT. TRESHE
WS AR XA R, BT R TR A A S e XA,
B REZNE, LTUAEBALPRAERRSY B RA4RE Tk,
BRI EIABEE SRR LRSI RNELHRTEAE R —
4.

AXPETTRER, FLEARZUBBRERA -3- LEBEYRKE
MF AP R R - EPFRRAFFEARFHRBLER, 9%
- 3- LEBERESSA-3- LEREBEENRALYE. KRN BREGHRLE
i, Ats, —aRialtE, RETEE, BrthidtRntEmE
$od T 8347 (KOBu") . R E R At $akitir, kKM K% 0.5-10 %
TR, RAEZRAKY 3.0-5.5 T ¥ RAARBEAAT KBNS
3, mO S ERATHS T PRAANEE.

BERTAESEBEFHERMEOAMEN FRT. XEEHNOE
PERABTFRESN O S wh, RTATAR, 28, F#_FELT
¥, BEENLLERTE, ABEEN 0 - FEATESE, —FEHR,
KUK, RANENAWA %S, B THEENTETRAEXREA,
B f i RS 4.

BERBEFRAKRAGEFBRERETHHNHRN, FEXALEXMNEZ
LRTHAY, REREKAIL 0C - KAR BRSO AEDE.

AXWTHAAE R -3- LBERMNKH AR o8 54844
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&, —fM, LEEBREANXRBTH LKLY KF S FeldnanP.
L. %, &% %% (Synthesis-Stuttgart) 9: 735-37 (1986), Downie

M. %, w&Hik 49(19): 4015-34 (1993), Rone N, F 4 IR
(Synthetic Commun) 25 (5): 681-90 (1995), Oikawa Y. ¥, XX
(Heterocycles) 4 : 1859 (1976), DaSettimo JOC 35: 2546 (1970),
#o Rawal U. H. w@fkifisk 26: 6141 (1985), MIAXEIXKHAZE
ARERAALLANESLE, KRB A LR TEHH (25% wt. T
K AR T (<-60C) A2 vk, W54l & LREBXA.

Wk -3- LERELAAAMARTREGOT RKHE, XEABE
Aldrich # 3% 3, (Aldrich Chemical, Milwaukee, WI, & B %
% 725 W (1992-1993)). H L EEMABRRKRXAXARTAFLOAR
Rubottm G. % %4 & (Synthesis) 566 (1972) ¥ AR s Kit4r, E
X KAELERFARIAESRE.

REAFERTEMEARE, EYHAACEHZLARFHRE
A B BB A 1 #iE.

B R AR 1

oF o

(I

Qj i
) (::I (

l %

Ih’f\— OH

i - \]

H H i

I}

{I)

:!:-Z

—

A (VD) o (VII) ( RXAMX ) TERUAR B RAH T 5 5 i k.
kb 4k E 2@t NMR, i, A IR A4E. HERE ((VID LK
B (D) TEABRIBETR, 474 -3- TEBEARRKH, #
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“AE A HClL, S ARAKSMSISR-3- Lo, AEARRALT IR
ok, B, KAWHKELAT, £k - 3 - TERERTRNH,
OABEATHRANSIRREHHIFL. Kk, BTRA HCl LR
B, 4#H VIDTRERA—BEREARLARE "D,

Lvlek - 3- LK (IDHBRAY, HEAETUREKY 1-5
HARITEE, FAR AL ARIE, RARBEEFAETMA
%, AL ABRETRAFES SR, £k 4-5 eq. B, TRRE—F ik
EFHERRE, AMmEKY 15 24 -1 MHAZEFRL., Hlde, 24
RERGRP A FRAG% % -3- LBRETRER-REERASLE
B 111 34k, BB A EE L BT, KEXT 9%, FEALEMN
ABRLLIBEEFAREERE., 4ARTOR, FREANEEPL
A Bk ek - 3- LB, L ARALFR NS R E D R, A
FEES A 98% Fv 84%.

THEAAALALPERXBEF OSSR EY EZAEF, BENHEATE
B EELAREEI -~ FEHELEPEE, KXPRMLT L4
BliE—FmAdE, PALPEEEAFRABRT TR EES, £TH%
b, FE CNMR” R “MS” A TS L S A NMR & &4 2.

ik

#r 4} %.3% B Perkin Elmer 781 A #4Lia k. "HNMR A # KA QE 300
MHz LENETBTRE. FAERELTHRE: 4R L ppmn X7
FAGKEPASRAGLFES, SEAHBR(b=R%, s=8%, d=X
et = ZF8, g=wWEYS, qn= 2E%F o= $EE), Ry,
1845 3 (Hz) #=3E4. °C NMR A8 QE 300 Mhz (75.5 MHz) B#EA A
FTETE RFEBUSHKHREFWPRAARY ppn £4RE, KA
EAEEAEDAE (RAEAHF L 77.0 ppn, DMSO-d, # 39.5 ppm). X
BAMw Eli Lilly A RIS EBRELR. SFHRELELE V6
ZAB 3F % VG 70 SE X # 4L EF 3. 44 % & &% & EM Reagent 0. 25
mm A & 60-F . LT, BERA UV AT 7K.

#HEH 1
1-FHA-"%-3- THE

F2F, ¥ -3- ZH(10.0g, 64.0mmol) &y DMF (50mL) & &
BB 544 (3. 33g, 83.3mmol) #5 DMF (20mL) BF& W. #HAHF

12
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B4 30 54, REAHE 0C-5C, ZFHMmAFHEBE(13.63g, 96.0
mmol) % DMF (30mL) k. BMHR S FETRTHEH 3 I, XA EtOAc
(300 mL)#= 0.5 N HC1(400mL) K& &I A ER 54, fF & (MgsSo,)
HWE, REAZHREEHN, F5 16.34g (O100%)F b4t =4,
GEHAERA R THAZEHRFTREE, FaBERWE LA T &
(4.13g, 12.8mmol)—#24& CH,Cl, (100mL) &4, ki A,
KEMA 30% T A EKER (33nL), EZ A 20% (wt. )NaOH K&
% (26 mL). BHIR B EFTRE, HHF 21 bE, REHM CH,Cl, (650 mL),
IN HC1 /&#Z#& (500 mL)#K (500 mL) I . F 3 MgS0,) AHE,
AEwEEHN, BIALMEERY, REALTRATK (100mL), it
X—RAW, A 11 1 CHCL: &k (00mL) A A %k&k, TRERFEI
8.45g (70%) 474 > 4.

NMR.

MS (FD) m/z = 188 (M', 100%).

A ELH C,H N0

i+ EE: C, 70.19; H, 6.43; N, 14.88.

La{k: C, 70.02; H, 6.17; N, 14.99.

#&H 2
1- (2, 2-=F4 -1, 3-—&&HFKE-4-TH) -3 "%~
3- LBk
Z0-5CTF, ¥w%|= -3~ L& K (13. 5g, 77. 5 mmol) &7 DMF (50 mL)
kB A 44 (4.3g, 0.109 mol) % DMF(50mL) Z¥&A. A
RETHEHFRSD 11, RERBEMA4- 2-FFERBREL
£1-2 2-—wHh -1, 3- ZR&LFEX I (Tanis, S.P.F, A
{52 & (J. Org. Chem.) 52: 819 (1987), 34.9g, 0.116 mol).
BREFFETETHHE 16 I, MEXRA EtOAc. #HAKH 5%LiCl
KRBT, TR MSO)AME, AEBEXENGE, F—dkad,
AE T mATE: EtOAc (4:3) (225 mL), &&=, 458, THRE
5% 19.4g (83%) = 4.
NMR.
MS (FD) m/z = 302 (M', 100%).
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AFETH CpHpN,0;:
#H4E: C, 67.53; H, 7.33; N, 9.26.
Sm4E: C, 67.72; H, 7.38 N, 9.3L.

#HE&H 3
1- (3-0-=¥3X9ERE) - %% -3-TLRBE

TRERALAT, %% -3- L&A (5.00g, 28.7 mmol)#y DMF
(25 ml) %% B S48 (1.61g, 40.3 mmol) &5 DMF (25 mL) &EF & K.
FTRBEHNFRSW 30 54, KEAFEH 0-5C. A 3-£-1-
(0- =X AFHE) - B8 (16.4g, 43.1 mmol) #§ DMF (40 nl) HF &,
AEBTHHERES 16 8. &EXM EtOAc (700mL). 7K (2 X500 mL)
F2 3K (200 mL) RIAZE B4, T MgS0,), FAZRLENE,
23] 23, 1g H5 4, hmlatd&Eal, £R 11 1 K AR
B, 535 12.45g (91%) vk 4p. @A EtOH (50mL) F i M Lit iy
R B EAK, £3 9. .65g (TI% A=,

NMR.

MS (FD) m/z = 474 (M', 100%).

A DHT CagHyoN,0,:

#H14: C, 80.98 H, 6.37; N, 5.90.

Z@{&: C, 80.84; H, 6.59 N, 5.62.

# &l 4
1- (1-#%aL) 9%-3- L&k

w2 F, ¥ 3- %89G (3.00g, 19.2 mmol) %) DMF (30mL) & &
#% mAE] S4L44 (1. 08g, 27.0mmol) 9 DMF (10ml) &iF A& A. £EHE
BHEasWw 30 54, REMATHK 3- %8 (4.87g, 26.9 mmol)
& DMF(15mL)E%. ¥ERAAEERTAEH 3 8, RERA EtOAc
(250mL). 0.5 N HCl K% #% (200mL. 7 (200mL) #o &K (50 ml) R
BE Y, REBEERN, F7 6.91g Ol00%) mH AT, &
EHEREALE TR THEAESELS 1- (1-FFFE) —HR-3
- LERE., B Rk TR T & (Tonl), A ER S A4 (85%,
12.7g, 192 mmol) &%, FmEHFRABEHMDARERL 1 IH.

14
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1 et REREERSHHEAR AP, A 6NHC1 K& & (35nL)AF
MEE pH~-1. £MA EtOAc (300 mL). K (200mL). 3K (50mL) 32
REXBREY, TR MSO)AME, REAZHREZERMN, F3 -
Bk, stmditdei &4, &R 20 1 AR kxR, %A
95: 5 P& : MeOH %ML, 453 2.73g (61%) 1- (1-&#XFHE) -
ok - 3- LELE.

NMR.

MS (FD) m/z = 232 (M', 100%).

FAEAH CHeN;0,:

iHME: C, 67.22; H, 6.94, N, 12.06.

L®ME: C, 65.99; H, 7.24; N, 11.0.

#&# 5
1- (—FHREAL) -"%-3- LR

A 40% — 9 B & (13.5 mL, 0.108mol) 42 1- (¥HistE R
£) -wwk-3- L& (1.0g, 3.20 mmol) % THF(15mL) &2F &, &
HIBRAAER, AERTHME 18 1. MERM EtOAc(50mL). K
(2 X 50mL) #e 3K (25ml) B BRAER B Y. 5K E, A EtOAc (3 X 25ml)
FRER =K, THEMSO)SHEHAWE, REAEZRIERN, K3
0.77g (92%) 1- (—FREFE) -7 -3- LB,

NMR.

MS (FD) m/z = 259 (M, 100%).

& 6
wlek -3- THERTFE

AT, %7 (2.0g, 1.70 mmol) # Et,0 (20mL) % & %37 %)
0-5C, EGCHBRETHEAMAEASA (1.5 oL, 1.70 mmol). A%k
BPREAFRERKE 30 94, REAHFH-65T, £<-58CHIR
B TFmA 25%wt. FEBEMAER (7.8n, 3.4 mmol). MESRHRA LI E
&, A 10mL K, SEAFRESY. FAFERAKREEZRT T8 F3
3.21g (93%) A&,

NMR.

ﬂﬂﬂﬂﬂ
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MS (FD) m/z = 203 (M', 100%).

AE 5 # C, HNO,:

it H44: C, 65.02; H, 4.46; N, 6.89.
EPE: C, 64.93; H, 4.25; N, 7.03.

FE&H T
(1-FHh-wx-3-K) - LEKFE

AT, B N- FA R (2.0g, 1.52 mmol)# Et,0 (20 ml) &
#AF 0-5C, EGCHBETEBAMAZRSL (1.3 oL, 1.52
mmol). EXKBFRIMF[EEFLKE 30 24, REAHF-65T,
A-58CHBETEEMA 25% wt. FEH (7. 0nL, 3.04 mmol) ZE&.
RESBEFETER, A 10nL &K, LEHFFREY, FHAFEK
AEBTFIR 535 2.93g (89%)i7Hib4-Hr.

NMR.

MS (FD) m/z = 217 (M', 100%).

A ZH CoH NOy:

R i C, 66.35 H, 5.10; N, 6.45.

ZA{E: C, 66.29; H, 5.39; N, 6.665.

3 &#) 8
LB 3- RAE

#3-32-1- A5 (100g, 0. 720 mol) #» 4 — — ¥ R I WLT (8. 79g,
72. 0 mmol) #§ CH,C1, (500mL)##% (0 - 5C) RN Z&F (74. 7L, 0.792
mol). B R S £ FRAH 4 I8, BEKRMA CH,CL, (200 mL) . INHCI
A& (2X300mL) . NaHCO, 4 A% & (2 x 300 mL) #= 3% K (200 mL) $%
RABRE BY, AZHEEMNEHE 128.52g (99%) LXARAMIL4H.
NMR.

MS (FD) m/z = 180 (M, 100%).

&4 # CH,0,Br:

A {4: C, 33.17; H, 5.01.

L@l: C, 33.69 H, 5.09.
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#&H 9
3-#-1- (0-=¥XA¥%) @8

H=(AFEK09g, 0.391 mol) % F CH,Cl, (500 mL), ¥4
RARATAHE 0-5C, WmA=ZTEK(59.4 nl, 0.426 mol), #ZF
A 3-8 - 1- &8 (49.4g, 0.355 mol) & CH,C1, (100mL)%E#&. &=
RERBBRAWHALEERTRSE 4 8. RELM CHCL, (150 ml). X
(500 mL) A3k K (150 nL) R E R £ 4, F5& MgS0o,), A5Ekk
BEMNEFE 144.6g B, tmdadteik &E44, #£8 22 1- 1
1 #¥Tht: CHCL, #E®RMK, F2 105.7g (78%) LikizAiLé&dh, #
— B4k,

NMR.

MS (FD) m/z = 380 (M', 100%).

JOE 2 C,H,, 0Br:

i H4E: C, 69.30; H, 5.55.

LM4E: C, 69.10; H, 5.48.

#&H 10
1- (Pt RE) w4 -3-THBE

REAAT, £1-(1-#X5/%) -%%-3- T8A(1.68g, 7.23
mmol) o = Z. A& (1. 41 mL, 10.1 mmol) #§ CH,Cl, (20 mL)%&#% (0-5
T ) HZFmAFEEBEA (0.67nL, 14. 5mmol). R B £ &S FHH+ 30
540, &G XM CHCL, (200mL). 7 (100 mL) . NH,C1 4&F= 7K % #% (100mL)
Ao K (50 ml) RERLEBR BH, FFH MeS0) AME, AEREE
HEZ—B4k, &M THF (15nL) B4, L&, TREFEH 1.58g (T1%)
LR ERAESD.

NMR.

MS (FD) m/z = 310 (M", 100%).

7’5%57\% C,4H;gN;0;5:

i+ A {4: C, 54.18 H, 5.85; N, 9.03.

SM{4: C, 54.64; H, 5.98 N, 8.97.

WEH 11
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1- (ZXEFRA) -2- (2- MI4-3-ZBE) &L)
- 4-Thkh=8

FTRT. ¥ L2-(—FEARRLEGSH)-4- THRZE (9. 5g, 65.07
mmol) & F 100 ml CH,Cl,. AmA=k=: (8.85g, 130.15 mmol, 2.0 eq),
B FmARTE_FEFTEEE R (16.99g, 61.81lmmol, 0.95 eq).
B[REETZBTHEHE 4 b0, REM NHCl BERLLEP, BEAHE
%, ARARBRETR, REAL A—amkd. HbhkBET 80%
LEAERY, FETRTHHE 24 . WRELERF, B CHCLH
B, AEBRANBPERPKEENFAWE, 8 MgS0, T8, %KE
EE, By—wRY, tmBdEE#ESL, F5 14.2g 1,2,4- (R
TRA-XRA9REEL) - TR=Z8, AEBHHRE (T1%kR).

ERT, ¥ L2,4-(RTE_FXEFAKRAK)- THK =58 (28 0g,
81. 4mmol) 35 F 400ml CH,Cl,. A = Z A (13.6ml, 97. 7mmol, 1.2
eq), X HmA=ZEFHEF(25.0g, 89.5mmol, 1.leq). KA B4
EEZTHRA 24 PW. M, NHCl BEREERE. $HBAMERLEK
ik, JER MgSO, T, REARA H—wikH, dtmdEdh&Eid
(7/1 &% /EtOAc), 3% 40.9g 1- (=Z=XEAFEAE) -2, 4- (&
TREAZXAFRARAL) - TR=Z8B, S50 HKkP Q6% £).

¥ NaH (5.0g, 124.2mmol, 1.4eq)# T 100ml THF. H¥# 1- (=
FEFAK) -2, 4- (RTEAEXXAFHELEAR) - TR =5 (52.0g,
88. Tmmol) 35T 400ml THF 7% ki NaH R B3R N, ¥R EHE 45
CThedl 18, REZFMAEHE R (13.8n], 159. 7Tmmol, 1. 8eq).
¥R B AT Fiotk 12 08, w NH,Cl BBRLIER . HAKREEH
FAHMEFR MgS0, T, RERL, H—okd, tnBdHeEEL
. (9/1 TE/EtOAc), 5% 44.8g 1- (= EFPAEX) -2- (2-
BBARE) 4- (RTAZFEFRRAL) - TR=58, AEWH
KA (81% M),

¥ 1- (ZXAFEE) -2- (2- BFHAK) -4- (RTE=
¥EAFEEAL) - THE =8 (3.6¢g, 5. 76mmol) & F 30ml 1/1
CH,C1,/MeOH, ### % -50C. AR EH TR LR 30 54, FBEXF
FafFrigRe ThtiTEn. REMHERE-S50CT, mAMALL
4 (0. 43g, 11.52mmol, 2.0eq), A LLZ B W E 3| £ RiT R, wNH,Cl
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EEELEEE, ¥HEAMESR—F MAKKE, FA MgSO, TR, #A
EEE, Bk, prdidie#si(3/1 TI/Et0Ac), 73
2.3g 1- (Z¥AFHERE) -2- (2-BACEE) -4- (BRTRA=
FEFRAEAL) - TR=%, HAZEHBKE (63%kFE),

¥ 1- (Z¥AFEL) -2- (2-F£RACTEE) - 4- (BRTHE
—¥APRKERL) - TR =% (18.6g, 30.0mmol) & F 200ml CH,CI,,
b5 -5C, mAZTEKG. 201, 37.5mmol, 1.25eq), KREFHE
B FaEBLE (2. 8ml, 36.0mmol, 1.2eq), MM {HZEIMLT 0T.
£ -S5CTHRBEE 30 94, REM NHCl £IERE, FHTHANE
A Ak, FEM MgS0, T, REHL, A3 19.7g 1- (=XK
FRE) -2- (2- (FRABRAD)TZEE) - 4- (RTA-XETH
BELA) TR, HEFEHRY (96%4&E). & 60% Nall/ ¥ %
i# (5.18g, 129mmol, 1.5eq):& F 400ml DMF, %% % 0C. &M
AW - 3- ZBuAE (22. 6g, 129mmol, 1.5eq)fE 325ml DMF ¥ 895 %&,
AR ERKTOC, REAAAREDEAER, EF 21H. &
ANEEHWE 0C, BEMA 1- (ZERXAFRE) -2- (2- (&
AR ZERL) -4- (RTEA_XEATHREAL) - TR=%(61. 3g,
86. 4mmol) £ 500ml DMF P &9iE#& ( & 20vols), MmABRAFERA
T 0C. ¥AEHE OCTHERE 140, MEREHNER, AL
A. M NHCl B&R#Z&ILE B, F A EtOAc A8, KAEMFANERR
AfE DMF. REGHELAEAzAE, MgSo, TR, RAREXAXIRMUT
B, 25 7-1- (ZfAFHL) -2- (2- (3% -3- TEE) &
A)-4- (RTAZEATRRAL) - TR=Z8, JukEébRky,
GEBMAER—FHARABERTHAFTIRE. (TY= 68.0g).

B1- (Z%AP&EL) -2- (2- (%% 3- CBul) &K) - 4
(RTA-ZAFHEAL)- THK=%(68.0g, 129mmol) & F 100ml
IM BALve T4e6) THF B K. $ABETETHH 6 I, AEMK
#or B R, M EtOAc BB AKEN BB, HAFANER LA RE,
# MgSo, R, REAKE, F—HRewkdy, #mBTEEHSKEL
(1/1 &5/ - 100%% 8) 41k, 53] 26.0g HALEY, Hkaé
A B (55% - HwF K E),

L4 1
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3, 4~ (3-w|=p%) - 1H-wkek -2, 5- —&

FRARLAT, ¥ -3- LB (1.00g, 5.74 mmol) %R
A-3- L% FE (.28, 6.30 mmol) £ THF(10 ml) F# EFRA
| BREERTEAN THF 3% (17.2 oL, 17.2 mol) &&E. £ZF&E
THENBHELEALRSRSY 3 b8, REMAK(37%) HC1 (8nl) &
®, B Ra#. AB EtOAc(125mL). & (2 X 100 mL). #7 (25 ml)
BERARE Y, T 5% MgSO) AME, EEREENEFI—BK,
midid ik e g, #A 20 1-1: 1 TH: EtOAc HERK, &
7 2.04g (100%)EME % A [1.28g (68%), ARALHEBRANHL
Fl. ATA% 3, 4- (3-%%L) - 1H-# -2, 5- =FA EtOH
FL D, RS EEE (9% F S E B8 RFHALEHEHNLELE
.

NMR.
MS (FD) m/z = 327 (M, 100%).
FFE A CyullN; 05

#H44: ¢, 70.76; H, 5.13; N, 11.25.
@44 C, 70.97; H, 5.22; N, I1L.12.

F A 2
3-[(1-F&) -3-m5A]-4- (3-7% %)
- 1H-v -2, 5- =¥

FE 1l RAAT, #1- ¥4 - vl%-3- L8Rk (1.00g, 5.31
mmol) Few] <k & — 3 - ZEEM T & (1. 30g, 6.40 mmol) [ 1.32g( 63.6
mmol) %k - 3- LAEBLEIA THF (10mL) ¥ 89 & i R A K& T 45,
RER 1 BREERTESS THF %% (15.9 wl, 15.9 mmol) 432,
KRN EEERAERSHERS PRI 5 24, BIEZRTHA
95 B, REBME GMACL (8 nl) £ E, REHX. AR
FtOAc (150mL) . & (100 mL). 37K (25 mL) $2BUSE B A B #, 5 T #& (MgS0,)
FWE, AEniEMeRs—R&, #mnddiidéful, =R 2
1-1: 125 HMEEEN, 53 1.66g (929 FALESH[ RALT
RELA A% 1.38g (76%) 1.

Fk 2 RAAT, ¥l%-3- L&A (1.00g, 5.74 mmol) A 1
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- WA -wwp k-3 LA TR (L. 50g, 6.91 mmol)#& THF (10mL) ¥
HESRERSEAY, REM1BEREERTENN THF Z& (17.2
ml, 17.2 mmol) &%, ¥ BUBRIEARRESHERBTHRH 5 4
W, g ETBTHRE25IH, RERAKGIHHCL (8 nl) 22,

W E B . A M EtOAc(150mL). 7 (100 mL). 3K (25 ml)FARL
BE Y, T8 MgS0)AME, AEREENERI AL, Rl
AR, A 21— 101 R AR ERE, /3 1. 71g (87%)

ALY,
NMR.
MS (FD) m/z = 341 (M, 100%).
AFEAH CyHi N0,

#HME: C, 73.89; H, 4.43; N, 12.31.
S@4{E: C, 73.31; H, 4.57; N, 12.27.

£ 3640 3

3, 4-[(1-9&4) -3-w<fgX]-1H-w%& -2, 5- =M

FTEERAAT,.¥1- ¥4 - w9 -3- LBk (1. 0g, 5.31 mmol)
Fo (1- A -wk-3-4) - LHRTH (1.38g, 6.35 mmol) &£
THF(10 mL) # #9 &% & A 1 BREERTEFY THF #®& (15.9 ol,
15.9mmol) & 3. TR T HHMFR L LK 2 o, K5 m INHCL (25
o) LB B . WA, 15 04GR 4 & 50, 73] 1. 88g (99%)
ARSI

NMR.

MS (FD) m/z = 355 (M, 100%).

ﬁ:‘%ﬁ\ﬁ C22H17N302:

i H4E: C, 74.35 H, 4.82; N, 11.82.

TR 4: C, 74.25; H, 5.03; N, 11.55.

% 764 4
3-[1-(2.2-—F%k-1, 3- —E XKL -4-THX -3~ i|%K]
~4- (3-v|=pk) - IH-wv& -2, 5- =
RERT, ¥1- (2, 2-=Fh-1, 3-ZREFA-4-CT5)
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—3-wek - 3- LEA (1.00g, 3.31 mmol)Felek -3 - LEKRTE
(0.81g, 3.99 mmol) & THF(10mL) ¥ & Bk Ae KB F4AHF, REH
| BEREERTESFS THF %% (14.9 ol, 14.9 mmol) % E. HAHF
MEZEEDRAAMERS TR S 54, B ETRTHEHF 1LAIH 1S
4. # B EtOAc(125mL). 7 (2X100 mL). #K (25 L) RERAEER B
M, FF% MeSO)AME, AEREENGRIA—BK, HmBLIR
G4, A 2 1- 10 1 TR EtOAc A%, 73] 1. 41g (93%)

o R
NMR.
MS (FD) m/z = 455 (M, 100%).
AA L CprHysNo0y:

i E4E: C, 71.19; H, 5.53; N, 9.23.
TR 4E: C, 70.32; H, 5.72; N, 8.8l

%4 5
3-[1-(3-0-=ZXF&ARHK) -3-m%K]
—4- (3-w=4) " 1H-%% -2, 5- =M
SEAAT, HF1-(3-0- =XFERE)%-3- LBk (1. 00g,
9.10 mmol) AWk — 3 - LA ¥ & (0. 51g, 2.51 mmol) A THF (10mL)
B ESRAKSTAY, RER | BRRERTEANY THF &R
(6.30mL, 6.30 mmol) &L, BABSPREMBOABIZEREREGH 5
b, Bz EEE TR 2 M. BEFRMA EtOAc(125mL) . A& (100 mL) .
HA (25 D) REBABE S, H#F8 MgS0,) AME, REBREEA
GRS —Ek, SmddiideEh, A 10 1 LR AFRK,
#%3) 1.20g (91%) 4= ML &%,
NMR.
MS (FD) m/z = 627 (M, 100%).
i‘%“ﬁ\ﬁ C42H33N303:
% {4: C, 80.36; H, 5.29; N, 6.69.
Tal{E: C, 79.35; H, 5.67; N, 6.29.

L) 6
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3-[1-(3-4HL) -3-m4A]-4- (3-%%K)
- 1H-w% -2, 5- —®

FE L RRAT, #1- (1-#2%8%) -v%-3-L8&kK
(1.00g, 2.10 mmol) Fevi|=f & - 3 - ZBE® ¥ & (0.51g, 2.51 mmol)
A THR(10mL) P # &k ks TAY, REA | BEREERTEHY
& THF %% (6.30 mL, 6.30mmol) %, ¥AFHBEZEREREHE
kiSRS 4, BXETRTHRY 2, REAAKQGTHHCL (8
n) A ®, Fm#Ei | PHAKREELG XL KHEXRA
EtOAc (125mL). # (100 mL). 3K (25 nL)RRELER S, T
B (MgSO) AME, ASXHEEMERH—BH&, #nddhEFis
i, A1 1k AFEXBK, &% 0. 66g (82%) #7440 .

53 20 RAAT, # 1- (1-#&R/%) - 9%-3-LTkk
(1.56g, 6.71 mmol) F=wI<k & - 3 L& & ¥ & (2. 73g, 13.4 mmol)
& THF (15oL) B e ks fibdp, RER 1 BRRERTEFS THF
%5k (26.9nL, 26.9 mmol) & HE. KA BHBLEREREHEXRET
BES 4, BXATRTHIE I, KEFHMRGTHHCL (10 nl)
W E F. MEEA EtOAc(300mL). 7K (2X200 mL). #5K (50 ml) 4%
AR B Y, T % MgSO) AME, AXEhEEMNERFE—BEK,
mildtkid G EsL, £8 2 1-1 1 Tk ARFERK, % 3
9.56g (100%) #BAL &9,

NMR.

MS (FD) m/z = 385 (M, 100%).

7,57‘%5}7}7? CosH N30y

#1448 C, 71.67; H, 4.97; N, 10.90.

T@{4: C, 71.08 H, 5.17; N, 10.32.

= XN
3-[1- (3-—WHEAERE) —3-vRE]-4-
(3-vwe4) —1H-wte -2, 5- —#
ik 1 SAET, H 1- (—FRAAAL) - "%k-3-Tk
B (0. 60g, 2.31 nmol) Aok & - 3 - LBE# T ES (0. 94g, 4.63 mmol)
£ THF(10mL) ¥ &9 Bis kA ks P A%, REM | BRIERTBH
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ce . L Lot oA

& THF #3% (9.3 mL, 9.30mmol) &%, WM BB EZEANREGIE
RS PRE S N4, X ATERTHI I . MG R EtOAc (100mL) .
& (2X75 mL). A& (25 wl)3RBRAFE SH, 5T MgS0,) AME,
AEREENEGRES L. 13g 8k, WwARSB SuL) ZEHIEEXY, *
MEDME, SRS E, FREFH 0.80g (84%) AL E4.

Fik 2 ¥B3-[1-FH&EARE) -3-"%K]-4- (3-%%
£) -1H-wk% -2, 5- =& (70.39g, 0.152 mol)#) THF (1015 mL)
Bk A 40% W HAZE & (423 L, 3.37 mol) &2, B4R IAEM,
BI—%E, BZATRTHEY 16 8. BEKRMA CH,Cl, (1500 mnL)
FoK (2X1000 L) RBRAEE B, AERXENERE 59.98g (96%)
AN SY.

NMR.

MS (FD) m/z = 412 (M, 100%).

7’57%3!'7\% CosH24N, Oy

¥ 45: C, 72.80; H, 5.87; N, 13.58.

Z#{E: C, 71.80; H, 6.31; N, 12.93.

Lpl 8
3-[1-(Patsimlt) —3-w<Rk]-4-
(3-vw=pi) ~1H-% -2, 5- =8

FREEAAT, ¥3-[1- (3-AF/K) -3-9%L]-4-
(3- W) - 1H- vk -2, 5- =M (41.84g, 0.109 mol) ¥ CH,Cl,
(1200mL) & :E& AwLeT (26.3 ml, 0.326 mol) &2, REFA FHER
&F (22. 69 mL, 0.130 mol) &2, FBF R B 2.5 8. £E KM 0.1 NHCL
Kk (3260 mL). A ( 1500 ml) A3 K (500 mL) $ERAE R H 4,
9% MeSO,) AE, AZHREEMNEHFE 49.96g (99%) B 4474
5.

NMR.

MS (FD) m/z = 464 (M', 100%).

AE DA Coll; N35!

#E{4: C, 62.19; H, 4.57; N, 9.07; S, 6.92.

Lam{f: C, 61.52; H, 4.72; N, 8.74; S, 6.88.
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AL EA. SAemA Add®) FXAFREE "
B& #=#H s (Eq.) I11#) Eq. Add*F X' F& (%)’

1 THF KOBu* 1.2 A 100
(5.5)

2 THF KOBu® 1.2 B 100
(5. 5)

3 THF KOBu* 1.1 A 100
(3.0)

4 DMF KOBu* 1.1 B 36
(4. 5)

5 THF NaH (83.5) 1.2 B b6

6 THF NaH (3.0) 1.2 A 39

7 DMF NaH (3.5) 1.2 B 31

8 THF  Et,N (3.0) 1.2 A no rxn

9 WX  NaOH/TBAB 2.0 - no rxn

10 7K NaOH/TBAB 2.0 - no rxn
LA X A= @B xF P, mAFX B=RXA BB F. * E#F
15 JFE,
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E#&H 10

/ A K KOBU .
(\==h\ \ / THF
¥ i
Ry Ry
(II) (III)

ATRERARANGER, dAPE—FFABRKRGT%R-3- Lok
oM, WA 3 eq KOBu' , 1.2 eq. "l -3- LEHEREAE THF
PR AR TERARGDGEE -3- LBREXMNAE., EREAMEY LR
BB RPN E R, ARRG%R-3- LEBES ARAH T
R -3 LEEERANHESSEEK (68%) (£ II, &% 1-2). &
BREGEFEZI, HTHEABRAVES ZRTWERF TARHA
R é HPLC 547, Bdm I T LEE ZEERA.

& II: XIFFALLXR

B% R, R, Ry, FE (%)
1 H OMe H 100
2 H cl H 68
3 CH3 OMe H 92
4 CE3 CL H 76
5 - H OMe CH3 87
6 CH3 OMe CH3 992
7 O,Jr OMe H 933

AP
8 NN g vE oMe  H 91
NN 0y OMe H 62
10 ~" 0w OMe H 1004
11 A" NiMe). OMe B 72
12 A" NiMe),  OMe  H g44
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L@ rE, 2R INHCL KERRILRBEABMELETH B
B3 . *RAEM A5 eq. B k. M 4.0 eq. HA 2.0 eq (I1I)
FEBITRE.

Kk 11
10, 11, 14, 15- W& - 13- [( =X EFHRE) F&]
-4, 9: 16, 21 - —k ¥4 (dimetheno)-1H, 3H-=ZJf [E. K]
whed 55 [3,4-H1[1,4, 1318 L& —& & -+t "&B -1, 3CQH-—M

B1- (Z¥EAFER) - 2- (2- (B%-3-LE8EB)ARL) -4
~- TH =8 (24.9g, 45.3 mmol)#& T 250ml THF, AwAW|k-3- L&
& P& (18.4g, 90.7 mmol, 2.0 eq). WX KRERALHZ 0C. B
A 1M KOBu® &) THF ¥ (181ml, 18lmmol, 4.0 eq.). TRERER
AHREEALE, RASRAMELHETR, RILA P NLCLE
RUIER B, HH EtOAc 8, BHRAMERK, HAKx#E, MgSO,
T8, fRIEHEESEKETEAREIELSR, ZEXLAFE 31.68 3
S [1-[2-[1- (=% EAFEAER) -2, 4- TR=H]- CRAE-3-%K]
~4-3-wleEA) - IH-wkk -2, 5- 8, RLEEAK (9% F).

% 3-[1-[2-[1- (Z%AFEAL) -2, 4-TR=Z8]- CAEL-
3-wsk &k ]-4- (3-w=pik) - 1H-wE -2, 5- —#(10.0g, 14.2
mmol) 35 F 100 ml THF, ##%#4% 0C. AAM (3.45ml, 42.8mmol,
3.0eq.), RJEFHMmANF KA (5.10g, 28.5 mmol, 2.0 eq.). XK
FEER TR, #2508, WNHCLERZERE, KRG NalCO,
K&k HE pH 2FH, FEMBHANER—FMA NIC F&k., EAKK
#, MgSo, T3, AERTEX (R THFARE, ARERZLRN),
Eaae Bk 3- [1-[2-[1- (ZXEAPRE) -2, 4- FHREEAL)
- T=®]-¢EAE-3-"%4]-4- (3-9%L) - 1H- -2,
- =8, ASHAER P, ABATT—FHEP. (Tr=1L 1g).

¥ 3- [1-[2-[1- (Z=%(AFAL) -2, 4- FH&EL) - T
=E]-CEE-3-"pA]l-4- (3-7RA) -1H-wE -2, 5-
—#& (4.0g, 5.12mmol) & F 80ml DMF ¥, AL (414pl, 5. 12mmol,
1.0eq.) P F BB ¥ B % A9 4E4T8 . fmA NaBr (5.26g, 51.Z2Zmmol,
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10. 0eq), MK B £ 50CHH 3 8. REMmANHCl HRALRE,
# i EtOAc A%, KL FAME R K AR & DNF, /A 3K 2k, MgSO,
T, EEAB-8E6AGH, XS MAEWF/Et0Ac &, F3 3.11g
3-[1-[2-[1- (Z¥EAFEL) -2, 4- (B#) - TR=F]-T4E
—3-wemA]-4- (3-wE) -1IH-wE -2, 5- —H, HREE
B4k (79% 7 &),

# Cs,C0, (213mg, 0.66mmol, 1.0eq) & T 75ml DMF, 3wt %]
100C. £ 30cc EHRELETH 3-[1-[2-[1- (ZXEFEL) -2,
4- (8) - T=8]-ZR&A]-3-%5K]-4-(3-7=E) - 1H-
W - 2, 5- —% (500mg, 0.66mmol) & T 25ml DMF. £ 100CT,
#3-[1-[2-[1- (Z¥EFAHL) -2, 4- (£) -T=Z8]- ZAA]
~3-werK]-4- (3-vgk) - 1H-w% -2, 5- —WERE 1 D
BAZEME Cs,0,8%A. WLZE, ERBETHE 1IH, RS
BEAEWDEI TR, M NICl BRLERE, A EtOAc HF. K
IR AWERKARE DNF, REJRALEAKE, MgSO, T8, AXF
3% %Y, HmATHESESEL (100% i - 1/1 T/ AFEH),
423 328mg 10, 11, 14, 15- W& - 13- [ (ZXRAFAL) FA]-
4,9: 16,21 - =k ¥ % (dimetheno)-1H, 3H-=3Jf [E. KI#t%Jt
[3,4-H1[1,4,13] R =& % - F+~8H -1, 3QD-=#H. A%E
B4k (73% > &),

xwp] 12
10, 11, 14, 15- W& - 13- [(=—F&K) FX]
~4, 9: 16, 21- =Rk ¥k (dimetheno)—1H, 3H-=ZJf[E. K]
ek [3,4-H1[1, 4, 131 B — & & - F+S&E -1, 3QH-—H
10, 11, 14, 15- W& - 13- [( =X A FERE) ¥H] -4, 9 16,
91 - = sk ¥ % (dimetheno)-1H, 3H- = % J [E. K]wt = jf [3,4-
HI[1, 4, 13182 8% - %+ ~%8 -1, 3QN)-—FRAEFERHB
BA, FHiRRi. BN FE/DMF 3CRA AR b A8
EeRAK, ABRAFRADY =T .
BB EBRY R &0 kR Tk 8 B BT A T 4 A AL
MR E PKC, A B PRKCHFALAGRE. ZR, RELAKXAHE
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RO S AANERATHZLEGGAKRAE, GFEMEANL
S, ARER. $RANEARREFEABAEL. KEH TEAIESHT
REEAR, GEvR. A%. 24, KF. AF. #KA. WAX
BRBE FTHHELE, AEAP4HAERAANEAKY 0.01
mg/kg - X% 20 mg/kg. KA ANEHKRY 0.05- X% 10 mg/ke,
HHEERY 0.1-4 5 ng/kg. K, BFEAGRAHNZTAFE cn’ &
fmmksy 1- K% 500ng 4%, KRS HEMEHRY 30-
300mg/cm?, #HKiA K 50- K% 200mg/cn’, HHZFMALZEAH KLY 60- X
% 100 mg/cm’.

L4 13

O o
N N
Ccl H H

Cl

BAAT, B7-8 - 79k -3- LK (0.10g)F 0.137g T-R
~vgle R - 3- LR PEA 3ml THF R4 A 2.4 nL (5 eq.)1IM
RTESY THF 5%, AERTHREHEBZEGAERAY 1 M. A
&R (1pl), HIERFEH 15 94, HPLC £ 15.29 S4F M4
A 32% 4, £ 14,43 S4B 60 % RBLAK 6 IE TR (S LF 138
~ 139 W KUV). EXIeAREN, A& 77% FHF 13% F ik,

HARERAY 1 MG, BREBTEHLATH, FRELEHN
T, MA 20m] EtOAc F 20mL K #HE. AAXTRIGANE, 7
—hik s, BT /EtOAc R4, 3] 0.21g (100%) =4, it fm & CH,CL,
b4, 25 0.126g HAK,
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RS 14

cx,
H o e o 0
M _
CH, o
0 N — )
N
N N
H H B H
(L) (2)

£AATF, B 1.0g ()% 1.21g (1.2 eq) (2)# 10 mL THF ¥
RA, R TFMA29.2 oL (5.5eq) 1 B REERTEAE THF E&.
RO ACERET AR LS E, KA HPLC BRRERESH. £ 0
Joutet, {554 38.4% ()4 8% F4. 1.5 8 Em¥k HCl LR M,
BT A (20 ). A EtOAc (F 100mL Z#& v 25ml) #4TRA
#, Ab AL 22.3%F WA 20.2% (1).

A 100mL K. 25 mL EAREEHAE, TH MgSO,) FALARER
S, 29 2. T1gH TS, FFA T HiAS E EEM, B 4.5/4.5/1
EtOAc/ %5 /MeOH 750, 4§%)] 0.38g (2.1%) RF=0.65.

L@ HmARTARRARE., RAZATERBEHES X, £
REAARYEEPRPOLARHBTXELEAAFALE, BAK
AR ERLPREGmERMESY. EXRGERAXBIAGHERLT,
AAABEARAAR TA# 47 & &t = T4,
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