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BT, LERZR. KRBERTF; FH Cori, HloFh, TAKAH
A GRC A, LEERKRTE, RAARZ-CF; CoolrfARk, LE
RFEE, KR C oA, LERZGKT AKX, RAHLA-OCF,; —CN;
~C0,CHy; —NO,; R JK (-NH,) ; BAX 49 RI& (NRR) , £ & -NHCH; F=-N (CH.) ,;
F2—N (R°) COCHs, f. 3R -NHCOCH, % Hj .

E—A—LikezE, $1&T7X0Q). Ab). (o). (1d)F= (le)
e, FF R Rf/8 R°2THRBRRARGEL, FALTHRBRA
8 Cadtk, #FlFR. TA, EAXL. AL, ETA. EEAKE
X, TRAETEE R, VAF/R PEA LGN L e THRAL
CEART, LELREARERT; CBRAA, LERFTAE; BMK Cu
EK, LKA A-O0CF; -CN; -CO0,CH;; —-NO,; ERAX 49 R (-NRR), A
A& -NHCH, #+-N (CHy) ,; Ao T IR R, H P THRIRARLAR 4o LB
SRR

ERH—ARiktF |, #1&7X Q). Qb). (Uc). (1d) #= (le) 4L
L4, P RRZEETF.

EH—AMRiaegFa, #&6&T7TX Q. Ab). (1), (1d) A= (le) 4
%, EF RRERT.

EF—AMRiktg 7 &, #&7X Q). (Ab). (c). (1d)F= (le) 4L
a4, AT RVRART, LERA. R EABET, RALRARE
BF.

EH—AHREGFTE, $1&T7TXK Q. (b). (o). (1d)F (le)tt
2%, £F REEXFA-L ALIK) R, £X XS, LA LN
A -0-. -S-H-Se- R FHAE-S(0)-HK-NQR*)-. LK =Z-NH-%~N (CH,) -
EH. Rthik, L' 2-S-RFX-SO)-£H., AxEXdHmd, 4
R ERT; RETHMIRARY ConIRKEHRAR, L2 CRBE,
RAFERTHRAMIRRGRRAE KT ESIFKER; RF ThMIRKY Cry
REBALR, LAR G &L, RALR THBRAMHRTL,
oA, e, ke R A SR R RGBT AR A
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89 Con FARRAR, RETHRBBNRGEE, RF TRBIRAKY CofF
RAR, R TEMBARGLEIR CLEFHEAR, RAL S-R 6-THEIK
RFHRREA, SHA—A AN EARONLER. RARBRTFHER
F, LE R TRk, Bl ked & (Hlde 1-F Hokop-2-
A) . =K, we koo FRASRREL., THELETFIXR
AR L THBALCELTY Ve VEBARTRBRKLY
SRR AR AN AT A G AR LB K, THALETIE %G L
FHAR LW THARREOIEWLT AT UL ST R BALRT
R EERARA., A—AREHXEMNEYT, n RE, EF—UE#ik
WX Ko, L'REMEE, n RE, AZMANLEHT, PHhiLiZ
Jo R o A7 i 64 ST AR IR HG Coo BRAG R Coo RERAE 2K Coorr FHARE IR
Co FH AR, EF —AREMNXEASHT, n LEK 1, A4
W TRARIAR GG NS bt , R THRIAAY C BREEAME, LAR
~CH,—. —CH,CH,~ -CH,CH (CH)) 4. £ % —4AHR kX EkibHmF, L
RSeat, n B 1, ALK RN ETHRBIRK ISR, RAET
HAIRAEY Cs B4, L2 -CH-. -CHCH-. -CHCH,CH,- 2
-CH,CH(CH:)-4&. A% —ARA X EALSHT, L' R4 AL a4
HBTFRAR, ZEAER-S-BRF, n 8% 1, ALK HKitib T Tk IR
AR B bk, AL TR ARG Cos TR R4, L H & -CH,-. -CH,CH,—.
-CH,CH,CH,~3 —CH,CH (CH,) -4 . AX Xt oHh+, Lt ERT.
TAAARELAFT EHEHBRAL KA VAR CEEIHRT,
AERA. £ BXAEETF; AR AT XX -L ALY RER,
AAR TR L; £40D); ComfR, LERFTRE. LA
ERFAAEL; Coiid, LARRAEARKTE; Coomsit, LA
REGE., THAARFARL, CLRATHBA, LELZFTEaEBL.
LRABARFAEZBE; Co £IA, LEERE, RLELR
o -3-K, Hlde -FRKE-3-K, AL, LERIL =%k
- ConFdmik, LAREMBA, CunTml, LEZXAERESR
K, FI CoFmEi, LARw-S-XHE, RAELR I-F4

29



03816935. 5 oM P EE23/4THW

—IH-w9e—5- A, KA KRR, LARRS-2-%HA, RLE
A 1-FA-1H-kee-2-F A, £ CL 434, LERHRRE, &L
HE A3 1-F Ao, REwEd, LR RakE-2-%: K Con
FECEE, LERZFA,
EH—AMgeFsa, #&7X Q. Ab). (c). (1d)F (le)tb
A%, EPRRREHREET.
EF—AHikeFE, #&T7XQ). Ab). (). (1dFfe)tb
4%, XY RNEZERT, VADART, LERA. R. £ABERTF, &
AERBRERT, RF REZWR S AR EA-L A1KY).R°,
EH—AKiktdsd, #&TX Q). 1b). Qc). (1d) F= (le) 4k
od, AP RPFRVEARERT, VAR T, LEZA. . £Xmk
BT, RAERARERT, & R AR A4 AT ey £ A-L' A1k).R°,
EH—ARikeiF|m, #&T7TX Q. (Ab). Ac). (1d) A (le)4b
¥, £F REEET, VAR F £ F—RAKLR AP E 65 7T IR
ARE Bt A
EH—AKigegFE, #15&TX Q. Ab). Q). (1d) F= (le) &
AW AT RPREORART, VR WA A Ak ey T IRA X .
EH—AMRikegF |, $1&£7XK Q). 1b). (Ic). (1d)#= (le) 4t
%, AFREZERT, VARART, LLRA. £. £23HEF, &
AEARRIGERTF, X4 VRELAR-L ALK) R, L2 =R H057R
AR, KEWR A X F—RARRET LG TR EA A,
EFH—ANRieegFd, #&TX Q. 10). (1), (1d) = (le) 4k
2%, AFRREERT, VRREHRR 4 X F—RAELERFEL
T R BB A B
BA AR FE, $147X0). 1b). (). (1d)F (le)4k
A%, EF RFfe &R IR KX F—RRAR LA BT 69 7T i AU,
Bk
BA—AREGFE, HE&TXOQ . 1b). (o). (1d)#F (le) 4
2, £F RFe R & fR4RF & F—BAL L5054 P76 T ik IRA,
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A, RESRT.

EH—AiktsFid, #14&T7XQ). Ab). (c). (1d) F= (le) 4k
o4, EF R A R & A B4R 4 X F— A% 50 AT i 69 7T i AR AX,
i, VARERTF, LERAR. R, EABMET, RALLZARER
T, REF R BRI A AR EA-L (ALK) R,

EF—MrikeiFd, #1& 7K1 . 1b). (1c). (1d)F= (le) 4L
A4, LF R VFRE 2R 4 X F—BALNIATE 6 T IR
KRG E

EF—AMhkFd, #1&T7TX Q). (b)), (o). (1d)F= (le) 4k
A, £F Rfe REBRMRTHRBIRNKGFEEBQGIBALRA, #
WA Co RBE%AR, RAWH Cuifiitd, LERTHRBRRMIK
A, KTE. REAIRTKFR & CL.HA, LERATRBRNKY
WAL, FOHA, FEFAIKFEFRL, TRHRAETXEAFERY
RIEAA R LB KLY TEARRECENRE T, LAZAXAR
F; Codidk, LERTHA. T, AEARFAL; CooBA, LR
TEEXCAL;, 9K CAHE, LHEA-0CF; -CN; -CO.CHs;; -NO,;
FaB AR G R A -NRY) ), LA RZ-NHCH, #/=-N(CH,), £ H. £—4kikt)
XELEHTF, VESRT. £ —HKBGIXLESHTF, R Z IR
FHRM A, ER—EALHXENSYF, FEDERT, LERZR.
f. EXBRET, REAARAKKERT, #AHRRT. AX—4HKiL
WX ELSHT, R°R R4 AT ey A H-L (Alk).R',

EFZ—AR&WFE, #6&T7X0). 1b). (lo). (1d)F= (le) 4k
A4, £F f PEEMRTERRKGFEERGRABEALAR, &
4 T ARG Crw BRAEAA R, KA N TR Cy 23R
wE, LERESHF —AXFHA-0-. -5-. =S (0)-. =S (0) ,—. ~NH-H-C (0) -
REFRELBTABGTRBERAN Co &0 EA. LAREG TR
AR 4 2 SRAE AR A H) LA T IR 5-5 6-AARRK, &8 —
MR A FREGERTERAERTEAR, LARTHRBIREEK
A wEHkhL WREYE, WREL-1-84d. 9EES-1,1-=
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fY. kEA WEREHE. OREHE. DRAEH-1-ALHRW
SEh-1, I-— R AR, THRAETIEFEBOERBARLAA L
AR AEGTHERKEOERNR T, LARZARALRT; C o mE,
AERAFTER. TE. ALAIFARL; (G REE, LAEARFAEXRTE
73; ﬂ’f‘h Cl—sﬁbi?}g, )'C—ﬂ'-f%"OCFs; —-CN; -CO0.CH;; —-NO; %"Kx’fjﬂéﬁﬁ.ﬁi
(-NQR™ ), AHLRZ-NHCH:A=-N(CH) X F. %4, BREHGLHIE%
EHASAKRT, MeEeT#ER-L), A1) RURA, £+ L'4Likik
A-C(0)-&-S(0)~, ALK’ 4Kit3t B TN Ce BIR R4, LERZ
-CH,~. - (CH,) ;=3 ~CH (CH;) CH,—4%, A& TR A2 Ce BIT A4,
£ & -CHL-. -CH,CH,L’-. -L’CH~K-L°CH,CH, 4%, #£ ¢ L°Z-0-F-S-
BT RA-NI-R-N(CH) -X& H, R"ZERTF A TiomIK o9 KA,
EFRETRIRAR O EXTFEX Q) A X8 R B2 L eg sk
RFAKAH., A—EKLG XL ST, VEIERT. £5—uikit
M XNESHT, RO BRI A ATEMGRE. £5 —ER LR LS
¥, FEIET, LERR. R. 2ABARTF, RLEARKLETF.
EX—Hkikeg X KM T, R R A A FFiEed £ B -L (A1K) R,

A5 k4R EL T HE TR AY:

(28)-2-[ (- -3-BARKE[3. 5] F-1-%-1-K) RAE]-3-4-[ (3, 5-
ZRAMBLE) RAI XL B

(28) -2- (-2 -3-R AR - [3. 5] F-1-H-1-A & K)-3-[4-([2, 7]
Bo-1-ARK) XX A8,

(29) -2-[2-F ARA-3-EAR-T-R £ -3 [3. 5] =-1-H-1-X) &
A1-3-[4-([2, 11 e -1-E /&) L] AR,

BE . BRI, KidhFe N-Biedy.

AFTHRRALELSTHE T .

(28) -2-[ (-3 -3-E AR [3. 5] F-1-0%-1-K) RA]-3-4-[ (3, 5-
ZRAEBR) KA XK) RER TS

(28) -2- (2= -3-A AR -3R [3. 5] =-1-H-1-R & A)-3-[4-([2, 7]
Fog-1-R 8 A) XA Ak LBs;
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(28) -2-[ (- R A AE-3-FAR-T-8 L& -3 [3. 5] =-1-H-1-£) &
A1-3-[4-([2, 11 o -1- K R A) X K] AL TBEs,

BEHL. BRLE. KibdhF N-Bid.

AFHEOUBRLELES T4 4

(28)-2- (238 -3-F AR -3 [3. 5] E-1-%-1- R R ) -3-(4-[ (3, 5-
ZRABEBER) RAI KK Aeg -2 X TR,

BAE. BHLS. Kibhf -8,

LD, (b)), (Ac). QdA(le)LoMRA HtyiEHEMas XRE
AIFHH ., XA HTA T RIE@EKEE, AR FRE LT
AR, Q@RI EELPREAG X E., XL GERIE
ROEXMEXTE (BB RBEELT L. REXRSEABME) . 3
EMWRA. RIFFRBHEHEF. BRAB. EMABRFD (FldEBRR AL
) Fomfe KWWk R. XA He Fl R4 F) £A D48 £ R
1643 Bl R & B Fr ¥ 4] % 3% PCT/GB 02/00206 ¥

AFERL, FTXHAFAEAX D44, 228 K545
Rl A FX Ab). (lc). (1d) F= (le) o4 64 4] 4.

B, ERAKBANFEF, #X Q) HERAKY - EAXRABK 54
W ATV L E, FEXN(DKeY. BEETERAEGRHEMTEAA VY
8 B

Bdm, ZVRELERX, WAL TIAERGEETHT, Bk Bl
CRE, BlImRAME. FABRTAREA R & FHehib R, RET
AR e R T 46 BFAE 4 5] R Al A8, Bl RALE. B TR
ESHEMN T HRAT, BB, FlTE; &, fllrwikwh., -FEE
L. 1,4-=780%; LB K, TR RAREBUE, Flie N N-—FRF
BLAR; RAE CBLES, #l40 LBL T 88,

BRFEHG—NH5E, YRAIRTF, LEARILRTF.

KA XA 7T vl #) ) RATBBARA R B0 695 A X, Ar'OH BE 41
&, Pllo@EAZHRAT, Flio 110°C, 5 PR, Hliestst
®, #leBBf, XAFELEQMERE, FliikKiEi.
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X Ar'OH R Ar'X' F AT AF A LR REBFRE A $iFS WO
02/069393 & A7 ik 7 ik 41 &-.

EALPFETHVEAEA-COX, YRAHETF, #li BT, MNA
M A HRAT, EBRMAET, Blimdid, Hlsioth, XA,
Blhe = TR N-F X Dok, ZEMNF, #lg KR, sl—RIRIT
f sk, RAEIBILEFRTFEN, Floobli, Flio—FEFBuk, X458,
Bl he KB, FlhewSrkd, XA, Pl B TE, flARFRE
F.BuR AT'COCL =T vAF) Bl RARBRIK KA R Cdm bl 75 ik ST BL 69 B 41 4.

YA BKLE, BCAEA TAEAR &4 TS, AR (&
AR Y CA-00) , EHAHNNHET, Bk, Hld 1-(3-
—HERAAR)-CEB_BER N, N-—RTEE B, A AE
BT G AET, Bldo N-BENEY, bl N-RE =, fip -
=k, ABRRLE, TUENEBARE IR ERE KT KA
B R, Bl F B LB,

A A KA BBARA R TSR, B AT A8 id B R MBS 8
B EA, Blde CER-AE R K KB,

AR NRLEE, ZREAFEFE VEEXE-S0.X, R BT A
HHAT, ERNOGET, BlmEidh, tlimEieth, AFk, Flw=1T
FEB N-F Kok, EZEANT, #legKE, Fle_RTFRIERALK,
BB, Pl FAPEBRE, XA, PR, #lom ks,
Bl EFEBE T.

KN Q) ¥ AR HEFBY, MRRELAN S —FH.

—FER T AT ARFEHX Q) LeHhE:

U-REXK)-20)-G-RK-T-R £ ¥ [3.5] T-1-H-1-K &
A)-RAMETEE,

ERALRHH—F &, X Q) FEKRTREE X (4) oW 695 RH%

J Am A ) & ON Ry
R o
\ 4)
RY Rz
R2
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H¥ R, R R, RFREWRILHFZLHN.

EAWENHTUT BERAEAMER, bt AL, E2BMALH
HET, Hliose, EB8AKL, ok, REANT, Pliod, $liow ek
wH, XAEBE, Pl FERCE, A48, FlwlBLE. RETUAEK
AETERHAES 10 BEHTFibAT. AHHERLEE, TUARAKFELR
YR, Bl fl—HE R, ik, EROFET, vl s, FF
A RGBT AR R KB AAR ot ik, 55X Q) 404
., EF RGBT HRARIRARN AR 14 Com i,

N @) PRI RITHE), MRREAY S —F &,

—FRANTHAFARAFTEHX D) EHE:

3-4-REEARE)-2(9) - G-EAR-T-RLHE[3. 5] F-1-H-1-A K1)
AL ¥ LA BY.

B, #BALANS—F &, X@) PEATRAIHESNE, #X
(5) 444

S R' A R R o KA L8
5 X, (68) , (60) /At FA -

RY RY
Rx o . Rx 0
£ Re
o) o)
Re R

(6a) (6b)
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EP R VAFAREWARAIFELY, RRE CoR AR FTARE.,
B T A QSR A TARK, iR TA-FATARARX=TF
AFaiAK. |

BORELT VAKX A AT, B—FBHRENXEHN RS T, Hldoi2, H
F B, HlEARTE, KRB, Fli 1, 2-—HLRIX_A TR, X
B, Pl LBRUEE, £ 0CEGABENBAET. wRLEHE, b
Jo B4k A X O) BeGER, TUARAFIR, Fll—FAKXTERZT
i 38

A (6a) & (60) ¥ F4RT A F| A B IR & A w355 W0 02/069393 F Ff
e S X K-

BHEAALNA, KO PREAZTILZHL ETHIGG, UTAAAH
AABBARAAR oty ix &, #lde, ¥ R Z-COALK XA X (5)
o 1) 4 T v 8 3t A R BR 44 BEALAE R e h ) -

ERAF RO —AFE, RAZRER-COALK,

EARAFTHWHH—FE, RALZEART.

KA A, TR, FldeFHEE Ar'V. (5). (6a) 3K (6b), e
RARH L ETHEE, ARLALLT AR A RAAREARKAR Cde bl F ik dn
A S, RABA T L#PiX LY : Rodd’s Chemistry of Carbon
Compounds, Volumes 1-15 and Supplementals (Elsevier Science
Publishers, 1989), Fieser and Fieser’s Reagents for Organic
Synthesis, Volumes 1-19 (John VWiley and Sons, 1999),
Comprehensive Heterocyclic Chemistry, Ed. Katritzky et al,
Volumes 1-8, 1984 and Volumes 1-11, 1994 (Pergamon),
Comprehensive Organic Functional Group Transformations, Ed.
Katritzky et al, Volumes 1-7, 1995 Pergamon), Comprehensive
Organic Synthesis, Ed. Trost and Flemming, Volumes 1-9, (Pergamon,
1991), Encyclopedia of Reagents for Organic Synthesis Ed.
Paquette, Volumes 1-8 (John Wiley and Sons, 1995), Larock’s
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Comprehensive Organic Transformations (VCH Publishers Inc., 1989)
and March’s Advanced Organic Chemistry (John Wiley and Sons,
1992) .

P RE REE, BSEFRWRA R Z RS 6 R T vA &4 K
ARG T E, X (DA HHAX (DEH, o THE,

#h, BEEHER (Flwik) XA QRRABE (FlrRARE
RIRABSE) HRE, TURLET FRIARTFTHX (DHEHFE LY
RREDRATHX (Db, LETAXHRT, EENT, bliosk,
Blho SR B, Fliewa Kok, RABYF, Fl0TRTE, £4 0°£ 30°
BRET. ZERAEEHGER, MR TATie M XA H#AT, AR,
Bldml, Bl =Thk, EGRBHAET, Hll—RTFIX.

i, @iEX HL'(A1K).R), PEAKES LS FEEERTFHX (D
MR, TUAHEREF REXE-L (ALK).R), 6§ X (1) 1é4,
¥ L #ldo R Se. S. 0K NQRY) . KA TARXMHEHRAT, EFANENF, H)
Jobk, HlIRE, Flewird, ERXRYTERT, TRRARNAL
F, Hldekk, ek, F REALBA-SAIK)., REAELTUAX
~HalS (A1K) &4 An A ZH, L F Hal RNARTF, Hlf.

B A ARBEARAR FTARHE, RE RETAELTX 1) 4LE
Wby R AR P ARATAEAL, Hldede BRI,

i, ©AER A HX (DRSS TAr IR, F2X Q)98
KA FAATEY (Hl4eB ) K biostere,

B, AFZETUATKELY R EEA-COALL 49X (1) 8, 47
B4 R E-COH KA KX (1) 14, KR TIAXHRAT, AR
Ak, ZARHMTF ALK 9B, Fldo MER, #Hlde = T B, RH XA,
BidmdE ., AR KBS, THRILESKAIER P, #liloBtlk, F)
e B ARG B, Flie— FEATBUE, XF8, FlKE, flowark
WA, RABE, HleTE, ARRBAEIHAREGERET. ¥
REBWE, TR X EER 69 RAW. AT R B RE T AR —
FHAN, Hlef A RABREARAAR oot iT kT H TR, Flok
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BRAEILA 9 AT, Hldest-FRXRER, HX-H0AK'BRE. HABNK
W, TURAELHN, Flo_BTk, #lwl-G-—FRAEARHE)-3-
AR TR N N-—3RE R T, HAMAEMLHNGELET,
Bl N-2 R0, Hlio N-BRA =, flde I-BRA K =, KAH%
Rk, K(OBTAZHBEREBER, RARERBUNGALET,
%3 5 —# X 1) &,

LAy, BBEGERTASE /R ERSA BT K
bd, XTARGHE., ELHROELTRTFERER —-F-FX
W E-D-E G B .

B ARt A, X (DA%, Bldofe KT ST ik A4 A&
AR, REEEALN TR, TUAR—FH—FREFIFAEESRF
EAATAEA, RABRK. E. TRIEMEE. BIRKRF %
G AL, FEA, RFR. B, ARBL. Kb, BB,
AL, FEALAIBRIY, HHAALNL, EFELTAR FAEH K
EBHHEMEEX DB RE TR ELT K, Ld ALY
b HEEZELHER

X () /o484 N-B AL Bl 4o T oA X HH &, 28 ENH, Hldeid
AL, EBNOALET, tloli, EAZHEAET, tldok4 70°C
E 80°C, #4Tat i B RALMEA, RAGABRLE, EEHNTP, 4
W RFRE, EFRERET, 5—FEBRAE, #Hliwit LHK.

KWW BT E, EESNGENREHNRSHT,
Blhe A HGER], Fliolk, Fllo T8, REE, AleTEE, AAFTAL
Z, XA EEZLINBAN.

WwREEZFHX (DS asimik, RATAHREEES
F o2 s R F T LIS ek b ERE.

B, #Flde, #X (1) stsKRAY. dlestlkmEE L6 Fi
Aot . BlimFHBR A, TIALRIFATBRARITEY, Flodk. RET
U EEEZ T FESE ESTBRR, #)doifl it 4 o, B S IKATE Ak,
Bl e Est ok 2 —F LG P, ABRLE, a
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EAR—FHoTEY, TAARFHIZRARABE L EN>BX Q)5
Wk, ABRLEE, PREZMNE, ELRKEAFTEZI—F£A
EHEFMF AR, TIAFR 4R et sk, EAHBRMLE, S7ne
o T B A MR R, Blde Bl — AT BRBE ATES KA, REIUVAERR
BI 69 BE 3T BRAK S0 3F BAR 2B Y K AR B, VT LASF B 4% 2 oG 3 B4k,

PREZFIFRGRLNIATRHER, RLAELTUREE. T4
MR TALE LA T RAARRL Y.

T 5 5k 4] £ Anid b B iE AKX R ENRIT F AT H X IR

#IHEH.
iR RESACH. #ATHEE:
EtOAc - T8 TBS; DCM - — &, F #%;
MeOH — ¥ 8% ; HOAc — Z.BK;
EtOH - Z.8; Et,0 - = Z.8;
DMSO - — % 2 I #K,; DMF — N, N-— 9 2 & BbA:;
THF - w9 £k HOBT - 1-& K XK 3 =w;
nBuli - iE T A 4%; LDA - —F A A R A 1ksE;

EDC-1-G-=FRAEARX)-3-CHAK -t

BT % NMR #F2 /£ 300MHz X 400MHz F /32|84, FFA P 8 4k Fa 5L 56 45
#RRAE8h Beilstein Autonom (¥TA MDL Information Systems GmbH,
Therdor-Heuss—Allee 108D 60486, Frankfurt, Germany 3£4%) 4% 49,
KA BT — KL AR, HI5h ) R FBELES (propanoate) & #) F TUPAC
ARy, MARRABL (ABES (propionate) ) 48y, HFAAR
JEBLE (468 ) KErow—4-% .

¥ ] 4k 1

3, 5-—H R -4-A B

F-18°KTF, # 3, 5-=&K 2% (5. 00g, 33.8mmol) 4§ THF (25ml) &
WA NP LDA[A nBuLi (2. 5M T34, 14.9ml, 37.2mmol) fe—R &
B2 (4.10g, 5.7ml, 40.6mmol) £ &)%) THF (25ml)E& ¥, FEEE/
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BEXAR., FRAEME-T8FTHH 30 2047, REHEA C0, A4k, F5)E
HHBERR, BRIERIR, HE 2 DREHRERT, REAKQ0nl)
K, £ Et,0 (100m1) 5 1M NaOH (100ml) = 8] 458z, 9 BAKE, AR
HEBME pH 1, REMA4A 10% MeOH 49 DCM B (100ml x 3). A4
HME, TI&MgS0), AATTHREEAN, FEHBEEK, NLBFE
$dh, EATT TR, BRGNS, H MM é ik (. 63g, 41%),
SH (DMS0-d°) 8.74 (2H, s). &C (DMSO-d°) 163.5, 147.7, 141.0, 126. 7.

& 8] 4k 2

3, 5-—#JF MEL R,

Bkl (1500 BEASH —FA FBLE (1. Sml) 49 F X (450m1)
Y. RIEBREGWEDATHE, FINEE 1 JEALTRABHBE
(132.8g). £ 110°C FLEH 201 HE, RERATAN. AXAE
THREEN, REFALWATKE, FIIFHLI TS, HKEE
W, XEEH,4 0 (151.3g, 92. 0%k &, b.p. 70-72°C/1. OmmHg) .
SH (CDC1,): 8.64 (2H, s). ESI" (a/z+1) 209.9

g &) 4k 3

-RA4-Q-(NN-—FRHE) B L-1-F) g

¥ 4-F K -3-R Ao [#B . Prakt. Chem. 338, 663 (1996)
#) & 1(8.0g, 67.8mmol) 5 N,N-= F 2 ¥ Bt = T 4 & (11. 0g,
74. 8mmo1) 4§ /K DMF (50ml) /& /& 140° N, THH 2 K. A H —&
- N N-—F AT B — LB (5g), £ 140°FHH 4 I of. EEAF T,
MREEL M, #FT1FREmA EtOAc (300ml) 57K (50ml) 2/ 5B, &
&40, KEM BtOAc RFER (3 x 100ml)., &FHMERE, ALK
(30ml) 6%, FH&(Na,S0), RAEMREAE, 3k, AATYARL, &
B KRR _Lsh 637, A AR & B4R (10. 1g, 85%) . 8H (CDC1.) 8. 49
(1H, s), 8.25 (1H, d, J 5.9Hz), 7.29 (1H, d, J 13.2Hz), 7.09 (1H,
d, J 5.9Hz), 5.25 (1H, d, J 13.2Hz) = 2.99 (6H, s); m/z (ES, 70V)
174 (MH).

¥ iE] 4K 4
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-2, 1-Hor i g

¥ HCl S ARBABEEHTHEIK 3 (6.2, 3.58mmol) 44K TER
(50m1) 57 (0. 64ml, 3.55mmol) & P ik 1-2 94, HRAEREME
40°m AP B 18 B, EATTYREELY, FIABEALY,
AKALEG x 20ml), EAETERKL. ¥ARBEFEARA 40nl &
LB E, kb, TRKEREHREKR, FEEHANLEY, HAREH
4 (5.2g, 80%) . &H (DMS0-d®) 12.5 (1H, br s), 9.38 (1H, s), 8.84
(1H, d, J 7.0Hz), 8.15 (1H, d, J 7.0Hz), 7.89 (1H, br dd, J 7.0,
5.0Hz)#2 6. 85 (1H, d, J 7.0Hz); m/z (BS", 70V), 147 (MH).

¥ 84K 5

# 1-R-2, T-F%

34 E4K 4 (5.2g, 28. 5mmol) HEEBLE (75ml) 4 110°F HEH 24 A
., EAZTHREELY, FRAWEHDH, FLEAKRES G
NaHCO, K &% (100ml, 44 20g B4k NaHCO,) 5 EtOAc (100ml) ¢4 44
V. ANRAE, 2B, KEMA BtOAc AFIRQ x T5ul). 44H
MEBGE, MK (15ml) #bik, FHBWNa.S0), AAZFTRL, FIE
Fio, HHEEIK @ 0g, 85%) . 8H (CDCLy) 9.45 (1H, s), 8.81
(1H, d, J 5.7Hz), 8.47 (1H, d, J 5.7Hz), 7.66 (1H, d, I 5.7Hz)
#7.60 (1H, d, J 5.7Hz); m/z (ES", 70V) 165 #= 167 (MH').

¥ 9] 4K 6

- RN -T-REHE[3. 5] F-2-46-1-BF

4% v9 S twh—4- B (14. 7g, 0. 11mol) & DMF (0. Sml) ¢4 DCM (150m1)
AR EBA (1. leq, 10.9ml, 0.12mol) ZRFLAE. 1IHE, AT
R4 R RAY, G REM Bt,0 Q00ml) A, SRR EFFRL
W, BRAATCRALATHE (40% w/w THRE®R, 1.3eq, 18ml) 4, K
J& A = TR (25ml, 0. 19mol) , ¥R BHBEH 11 KX, L8, AZRE
Bk, w2l &g (810, 5:1 EtOAc: &%), F3 M H,. #
E & (12.1g, 59% . 8H (CDCl,, 300K) 4.85 (1H, s), 4.23 (2H,
q, J 7.1Hz), 3.89-3.75 (4H, m), 1.88-1.79 (4H, m), 1.47 (3H, t,
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J 7.1Hz); m/z (BS", 70V) 182.9 (MH),
a4k 7

T-8 &3 (3. 5] F4-1, 3-—&

¥FEK 6 (12.1g, 0.67mol) F= 2M B8 (26ml) /£ 38 T B At
24 B, KPIREBRRBET, KGRRM B0 (25nl) 2ok, FE4F
MY, HRE EHK(8.93g, 0.062mol). SH (DMSO d°, 300K) 4. 80
(2H, s), 3.78 (4H, t, J 5.5Hz), 2.62 (4H, t J 5.5Hz); m/z (BS,
70V) 154.9 (MH).

g[8 4K 8

3-(4-ARAEI)-2()-B-FAXKFE[3. 5] F-1-H-1-A RI)AKRT

FiEA ‘

AHRFEN -E-U)-KXARBE B L8 (23.0g) (CAS No.
58816-66-3) #9 — R F A (230m1) 5K (230m1) HERE R AN 46 - 48% S,
FhER (1.7g, 1.1mol eq). 9 FBEZE, KEAZFRFH% (100ml)
EE, AF =R FHE, AKQA00mL) Fatbfe 2K (100ml) Zik. HA M
AT MeS0), REAATYRL, AR EFKEFE 4-MEA-L)-XA
RB LB, B AMABETHSHG R TR (120ml) , A AL [3. 5]
F5~1, 3-—8R (CAS No 455264-97-8) (12.9g) [& N, Wasserman, H. H.
et al, J. Org. Chem., 38, 1451-1455 (1973)]1, RlBt#tdk. 16 J 8f
J& &) 4 4L Z 7469 (HPLC) . ¥R Z RAWH A — & F I (120ml) #
B, A L% 4%E% (100ml) . 4af 3K (100ml) ik, KEFIR
MgS0) . AAETHRZENE, AL EKRENSE 3| iFM1400% (32. 4g,
Fobbeqoh, #4848, nop. 120°C). SH (DMSO d9) 8.39 (1H, d), 8.17
(2H, d), 7.56 (2H, d), 4.33 (1H, s), 4.31 (1H, m), 4.14 (24, q),
3.29 (1H, dd), 3.15 (1H, dd), 1.43-1.70 (8H, m), 1.30 (1H, m),
1.15 (3H, t + 1H, m). ESI" (w/z+I) 373.3

Zi#%B

H4-AA-(L)- XA RKBRCB LML (100g) &% £ T T H (590ml)
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¥,/ 25-30°C F A 16. ShEKBR 475 % (150m1) \ & X A4efe 3K (T0ml)
vk, REHZ 10 24 B AW EmAZ I [3. 5] £5-1, 3-=# (61. 0g)
8 LBR LB (310ml) & T, HAMRAMAE 20-25°C FTHHE 16 e,
BAHAANBEWHIPLC RAMAEZE, BRARSWAER SWRBRAAE
& (T0ml) ok & FK (T0ml) ik, EXAETAAVNADT RIBEEH T
BB (6728); ZBRMELRINEAFH THROER. BREWAHE
30°C, RELEMmANKL 88ml), XFHRSMHEES, BHALNHF*
Wie, itbl &M s, —LEARAERTT, FRODIJ—FTAHAHEO
-5°C, M &% &R Q90ml) B, BBAFEILESY, AAe4 30%T
B LB BIToe R (2 x 270ml), REBAESICAZT TR, BRI k8
gk (m.p. 121.5-123.5°C, 131.2g, 96. 7%4#). 'H NMR (D,~DMS0):
1.12 (1H, m); 1.18 (3H, t); 1.32 (1H, m); 1.57 (8H, m); 3.13 (1H,
dd); 3.31 (1H, dd); 4.14 (2H, q); 4.33 (1H, m); 4.35 (1H, s); 7.54
(2H, d); 8.17 (2H, d); 8.4 (1H, d) ppm.

F a4k 9

3-(4-RAEK)-2)-C-RAKE[3. 5] E-1--1-H AHX) KK T

Fik A

£ 20-25°C F, J& 10%3k4esk (1. 5g) B AT, ¥ FH4K S (30g)
64 LB 300ml) IR AE 10 B EH FRAL. RERK#KE, EE2hH,
K4 15 54v 5, SHFEIRIEE, A HPLCHRERE N TR, BR R
At celite iTI8, R L B (100ml) T4, REXENER
Bl ARAEALAY, A IRAAGH (29. 558, R EIKE).

A 20-30°C F, 42 (61%K%) Shil4esk (1.Sg) AAT, #+im
8 (30g) 6942t LB 300ml) ERAE 5 ETFT AL, RERA#AY, &
B3, K4 35545, A6BIIFL, A HPLCRERE K F4 MK,
BB RA MBI celite ik, B BT LB (100n]) AT, KK
B G R RIS, AHRAGH (29,558, L FAE), SH (DMSO d°)
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8.32 (1H, d), 6.88 (2H, d), 6.48 (2H, d), 4.93 (2H, b, s), 4.30
(1H, s), 4.10 (2H, @), 4.02 (1H, m), 2.88 (2H, m), 1.4-1.75 (10H,
b, m), 1.16 (3H, t). BSI' (m/z+1) 343.3

% E 4K 10

3- (4-AH A EK) -2 (8) - G-FMR-T-FR 437 [3. 5] -1 -1-K RHK)
AR T B

¥ 4a-E-LO-XARB OB EME 8. BFE_RTK
(290m1) &, @ 2 P IR Ao A BB 4T (8. 0g) 897K (100ml) 3B3%, F) ot BE 3.
Bk KADE, BAMERKEEQ x 50ml), KRBT Na,S0). Bk
FRAE, KEARF KT (16 1g) M AZ|BHHFH AT IRER
B W FTARRASMAE 20-25°C RTFHBHER., WERALEA SWERRE
K% (100ml) Fosk (2 x 50ml) #6i%, KBTI (Na,S0)), REAALZR
bR, FERAFHEMLSY, ARG EBK (38, 6g, 99. 2k FE), SH
(DMSO d*) 8.78 (1H, d), 8.28 (2H, d), 7.66 (2H, d), 4.54 (1H, s),
4.52 (1H, m), 4.28 (24, q), 3.84 (2H, dd), 3.72 (2H, q@), 3.46 (1H,
dd), 3.25 (1H, dd), 1.97 (2H, m), 1.38 (14, d), 1.31 (14, d), 1.28
(H, t). ESI' (m/z+D 375.2. "

¥ 4k 11

3-(4-FAER) -2 - G-FAR-T-REIF[3. 5] F-1-H-1-K RHK)
AR LA

AE 20-40°C T, /& S%ik4esk (3. 0g) 9B AT, ¥ P a4k 10 (41. 4g)
69 LBE (400ml) sk s 10 & F &AL 1 bat. A& 40°C AR THEL
celite it B EABILA), KRUEA IS LBERAE Q2 x 50ml) . A%
K, 40°C AT ARMBREKRY 300m] B2 5, HAGERSN, TRALEAE
FEA Y (kG 4K &K, mop. 157-159°C, 36.3g, 95.1%). oH
(DMSO d*) 8.5 (1H, d), 6.88 (2H, d), 6.49 (2H, d), 4.92 (2H, b,
s), 4.38 (18, s), 4.12 (2H, @), 4.07 (14, m), 3.73 (H, m), 3.58
(QH, m), 2.94 (1H, dd), 2.77 (1H, dd), 1.88 (2H, 2dd), 1.43 (IH,
b, d), 1.31 (1H, b, d), 1.18 (3H, t).
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¥ a4k 12

2(8)- (-8 -3-BA-FI[3.5] F-1-WH-1-HX RA)-3-(4-MAX
A)-% B LB ,

FE20-25°CF, M4 90 4rmiey N-R R34 BE 2 Ak (4. 98g) &~
I A B|BLIE b 4R 8 (10.3g) &) LB B (100ml) & ¥ . B4t
30 0445, ALCEANRAEZE, AL (0.5g) HK (50ml) &
BRBREL. KEHRAVARRKkHFEQ x 50ml), FH MgS0), L&,
Kk, B3 FH, AAhAERKNL 4g, T FIE), 'HNMR (D,~DMSO):
§0.95-1. 84 (10H, m); 1.28 (3H, t); 3.14 (1H, dd); 3.38 (1H, dd);
4.19 (2H, q); 4.85 (1H, m); 7.64 (2H, d); 8.20 (2H, d); 8.98 (1H
(b)d) ppm. J+: (ESI) 451.1/453.1

F a4k 13

-(4-FA-EXA)-20)-Q-£-3-8K-F[3.5] F-1-H-1-£ &
) -A . T8

ZiE A

Ak 84Kk 12 E3ETF T8 (100ml) , EiZiERImA 50% K245 5%
#4e5 (0. 5g) . KA+ &4k 20-25°C RAETEMA, AEERK
B AR EWK, LCETERERN LT L. TRBREIBLNE, £
ATHRREERN, F2 758, ARAERKAL 1g, 95 3%).

ZikB

ik 8 (10g)EF LB TE (100ml), & S0%KHH 5% 408
(0.5g) 9 HFAETFAE 20-25°C RAETAMAL, —EXRUEARTLY,
T LR, F 22 30 247 61 RAR S A A B 4G N-i8 3% 26 Bt T B (NBS,
4.1g), LR FTXZLUBERT S0%SEILA . MEIA S 56 NBS
(1. 0g), WASHAEFTABFE. A 1%LABRAER Sm) BRE L, HM
FARAZFEI (2 x 50ml) . LRI A RS — R K BEHA I IR k6 B4R,
JE 60°C A ¥ TR, FAAFMbH B.T7g, 74.9%kE, LC 98% PAR).
TR &L T (AL, 4 2-5% MeOH &) DCM) EBE £ 26529
(1.22g) AR —f-H =6 -K M (5% 0.72g # 0.12g). 'H NMR
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(De~DMS0) : &1.02-1.88 (10H, m); 1.28 (3h, t); 2.89 (1H, dd); 3. 08
(1h, dd); 4.20 (2H, q); 4.71 (1H, m); 5.01 (2H, (b)s); 6.53 (2H,
d); 6.94 (2H, d); 8.94 (1H, (b)d) ppm. JFi¥: (ESI") 421.1/423.1

& 6] 4K 14

4-PER-S) -EARBRL ALY

F<20°C F, H-FRAME (68. 3g) BT L =8 (994ml), KA
B 4-AA-C)-XARABKL(198.7g), FIRHH. ¥RESHMHKE 80
-85°C, BiZBmATHRELIN, LCEALHRAEE, 4| &hbhitd
60°C, A AR =M., —BLRHOE2F4, RIFRER#A—FT S HE
20°C, BHER, TRKE 4-HE-O)-XARRELTABERYE, 3
WA —FERAETHK (795n]) sk, REE40-45°CATTFIRERE (4
G R, mp. 195-197°C, 187. 0g, 73. 9%i< %) .'H NMR (D,~DMSO0): 83. 27
(2H, ddd); 3.42 (2H, m); 4.01 (2H, m); 4.27 (1H, t); 4.88 (1H,
b, s); 7.52 (2H, d); 8.11 (2H, d); 8.76 (3H, b, s) ppm. Jfit: ESI
(m/z+1) 255.0

P A4k 15
3-(4-AAEKR)-208) - C-FAR-T-RE¥E[3. 5] E-1-H-1-ARE)
FEk TR B

JE 20-25°C F, FBEAKIE[3. 5] 451, 3-=F (70. 0g) Am A BBt 3¢
FEAH = TH (64ml) ¢4 & 4K 14 (120, 0g) ¢4 8% 8% (1200m1) &k
T, REBRSKBRECHERRTHE 2 0, Exek L0). HZR
HEBTmRE, ¥8E&WAHE 20°C, mAK(360ml)., MEMA 2M
8% (d6ml), vLAY pHM 6 £ 1.5, BEKAaE, BAWEELS A 10%
K (330ml) . SUBKBR4AE & (250m1) F= 10%2EK (2 x 330ml) #ek, &
BRABRETIR., EATYRELERET, FEFMLEY, HBEFHH
B E—|EMB (LC REILFEA 160.5g, 94.1%) ., ZFPEKABZATFTF
—# . 'HNMR (D,~DMSO0): 81.07-1.70 (10H, b, m); 3.16 (1H, dd); 3. 37
(1H, dd); 3.59 (2H, m); 4.14 (2H, t); 4.38 (1H, m); 4.40 (1H, s);
4.88 (1H, t); 7.46 (2H, d); 8.19 (2H, d); 8.38 (1H, d) ppm. J&
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i#: ESI" (m/z+1) 389

¥ E 4k 16

-U-BAXE)-20)-CG-BAR-T-E L E[3.5] F-1-H-1-£ &
XR)-F B LI B

A SWI4eEK (61%K %) (. 4g) 9T, P 4K 15 (68. 5g) &
LR T8 (350m]) ImR AR 5 & fn<30°C TEAML, AEAARFERIFLE (XY
1 oBF) . R EAR R B TBEREARRQ x 100ml) B, &HF
MER, EAZFELET, ARRLEZTKERI ALY, HE
FE8K(63.2g). 'H NMR (D—DMSO0): &1.08-1.79 (10H, b, m); 2.88
(1H, dd); 3.04 (1H, dd); 3.64 (QHm); 4.11 (1H, m); 4.18 (2H, m);
4.39 (1H, s); 4.89 (1H, t); 4.99 (1H, b, s); 6.53 (2h, d); 6.96
(2H, d); 8.33 (1H, d) ppm. JE: EBSI" (m/z+D) 359.1

5] 1

20 -[G-AARIE[3. 5] F-1-%-1-£) RA]-3-(4-[GB, 5-—fF
JEBA) BAR] KK R BR T8

E0-5°CTF, #FE4k2 3 1g) 9=R T OCM, Sml) &k &
B N-F Aok (1. 68) 5 F 4K 9 (4. 64g) 4§ DCM (40ml) ik . Btk 1
NG, FAAARE LA M A (10m]) . 10%8% 8% .44 (10m1) Fedbfo i
K (10ml) e, RETHMS0), ZATT AL, FEXRFEHNK
(6.72g) . WM ZHEHBFAERN 2:1 THTE: PARTAMER
(60ml) ¥ AT, HBARAIp, I8, BKA 1:2 LB TE: FAR
TABRKEZQx30m), AAZFTFREME T ROFHLSY (5. 268,
72. 4%} %, m.p. 194°C). 8H (CDC1,, 300K) 10.86 (1H, s), 8.78 (2H,
s), 8.34 (1H, d, J 8.5Hz), 7.56 (2H, d, J 8.5Hz), 7.25 (2H, d,
J 8.5Hz), 4.36 (1H, s), 4.20-4.11 (3H, m), 3.13 (1H, dd, J 13.8,
5.3Hz), 3.00 (1H, dd, J 9.2, 13.8Hz), 1.67-1.19 (10H, m), 1.17
(3H, t, J 4.1Hz); m/z (ES", 70V) 516.0 #= 518.0 (MH").

S‘\ %glj 2
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2()-[(Q-#-3-FRAARE[3. 5] F-1-H-1-H) RHA]-3-{4-[(3,5-=
RAmMBA) B RXHK) &L T B

A 0°F, &4 1 (500mg, 0.97mmol) 5 = Z A& (2eq, 270pl)
% THF (10ml) 5% A& (1. leq, 170mg) &9 THF (Sml) iE&RiEAE. 20
oG, EREMBEMRETIE, KRG EtOAc (100mD) #&B, KA
oY A teFe NaHCO, Kk 20ml) o 27K 20ml) 2674, F 18 MgSO0.) ,
Wk, EATZTRE. AGHAKRLLEELHE (Si0,, BtOAc), F3)
AEBEY, HaEMK (Sling, 0.86mmol, 95%) . SH (CDCls, 300K)
8.48 (2H, s), 8.05 (1H, s br), 7.52 (2H, d J 8.4Hz), 7.04 (2H,
d J 8.5Hz), 5.81 (1H, d br, J 8.3Hz), 4.98-4.91 (1H, m), 4.21 (2H,
q, J 7.1Hz), 3.21 (2H, d J 5.3Hz), 1.70-1.66 (4H, m), 1.53-1.44
(44, m), 1.28 (3H, t J 7.1Hz), 1.20-1.16 (2H, m); m/z (BS’, 70V)
597.9 #= 595.0 (MH"),

k4] 3

2(8)-[ (-8 -3-F A [3. 5] E-1-W-1-F) RAI1-3-(4-[ 3, 5-=
FAmBLE) BRAIEA) AR

L4 2 44 (511mg, 0. 86mmol) &9 THF (5ml) 3% A LiOH. H,0
(50mg, 1.19mmol)#§ H,0 (Iml)BAR—AMAE, ¥EREMWEETETH
2 e, REAAN HOAC (RTHE, ImD)BXREE, EAFTFHXE
K. RECOHEAWMAK (10n]) #47RE, AETREKERE, HZd
HRAKHEEQ x Snl), EATT TR, FRIFHLEY. Hmudy
& B4R (421mg, 0. 74mmol, 87%). SH (DMSO d°, 390K) 10.34 (1H, s),
8.67 (2H, s), 7.53 (2H, s br), 7.26 (2H, d J 8.26Hz), 4.67 (1H,
m), 3.26-3.22 (1H, m), 3.13-3.08 (1H, m), 1.67-1.21(10H, m); m/z
(BS', 70V) 569.9 &= 567.9 (MH').

L4 4

20 -[G-FRF[3. 5] F-1-%-1-F) RA]-3-4-[G,5-— &K F
EBLA) BRI RK) B ¥ T K BE

R 2 (31 0g) B AANF A BEHE G FEIK 16 (50. 0g)
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69 LBR B (500ml) 5 = e Q5ml) imd b . BBishipddr, AR
FEARFART 25°C. #3 1.5 DB, RAGBRAERA R LA, AR
Bk Rat A K (150ml), #2028 IM 588, vAM{&pH £ 1-1.5,
SBE, BAMAAKQ x 150ml) . S%EKBE4AERE (150m]) Fo 10%3E K
(2 x 150ml) %ok, KR/ETH MgS0), idJ&, EATTRL, FIFM
b, AEE-B/EAK(TL 1g, 95 6% %), 'H NMR D~DMSO:
81.1-1.73 (10H, b, m); 2.98 (1H, dd); 3.20 (1H, dd); 3.64 (2H,
m); 4.13 (2H, t); 4.24 (1H, m); 4.39 (1H, s); 4.87 (1H, t); 7.28
(2H, d); 7.59 (2H, d); 8.37 (1H, d); 8.81 (2H, s); 10.88 (1H, s)
ppm. Jfi¥: ESI" m/z 532/534

E ) 5

2(9)-Q--3-F A3 [3. 5] F-1-M-1-K AH)-3-{4-[(3,5-=
FAREE) RAI XA} AR 2-L R LAB

ZikA

¥ E&H) 3 4La4 (0. 5z, 0.89mmol) 49 DMF (2ml) 3% Am . EDC
(190mg, 0.97mmol). HOBT (140mg, 1. 03mmol) F=Z —8B%F (2. 5ml). ¥ &
LM FIR T B3 48 B, RS BtOAc (15ml) HK (10ml) X 6] 4-5e.,
SERKE, BHAMEAK (B x Sml). #HAKUA0m]) #4&, F3 (Na,S0.),
Tk, EAT VRS, BAHEK, BEHELEELFE (S0, Et0Ac),
F3 Mt t, HE EHR (287mg, 53%) . SH (300MHz, DMSO d°) 8. 88
(1H, d, J 9.2Hz), 8.79 (2H, s), 7.59 (1H, d, J 8.5Hz), 7.26 (2H,
d, J 8.5Hz), 4.86 (1H, m), 3.62 (1H, m), 3.25 (1H, dd, T 14.0,
4.6Hz), 3.04 (1H, dd, J 14.0, 9.4Hz), 1.58-1.79 (6H, m), 1. 37 (1H,
d, J 12.7Hz), 1.11 (2H, br),

Zi&B

FE0-5°CTF, W% 2 D of3rm ey N-R JRABL R (19. 3g) 43k he
AFB LS 4 (60.7g) ¥ TERT B (610m1) K& T, AA LC KA ER
A2, R RALERL, T4E, A B4 (3. 0g) 45K (60ml)
BEARBREL., HAVAAKEEQ x 100ml), RERSE, F2 =49
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8 25% w/v Kk, RINAEXKETARBHEFEDTR., 2ZTRERN
FEWFaesE Bk, BB 2 A IE 20°C, BHLRE, LRMFE
W, & EARA A (0-5°C) ZEL TBE kA (2 x 80ml) . /& T0°C A EFF
WERBEES, FRIFHNLSY, HEZEKAERK ([ p. 210-212°C,
63.2g, 90.6%I4&%). 'H NMR D,DMSO: &1.05-1.78 (10H, b, m); 3. 04
(1H, dd); 3.25 (1H, dd); 3.66 (28, m); 4.19 (2H, t); 4.84 (1H,
m); 4.90 (1H, t); 7.28 (2H, d); 7.59 (2H, d); 8.80 (2H, s); 8.92
(1H, d); 10.92 (1H, s) ppm. Jii¥: BSI' (m/z+]) 612.0

34 6a

3-[4-([2, 71 Em-1- A FHR) XE]-2(0) -G-RA-3%[3. 5] £-1-
H-1-AEA) AR TE, —-U-FEXFBH-2R),3R)-BHHERHE

b E4K 5 (35.6g) mA B PR 9 (81.6g) #9442t TBF (727ml)
BERY, REMARMAMAWY LR RE, B4 AETH B (1. Snl)
A LB (89nl) F RTAFEY, RARARSMAERTMAE 40°C
ik 16 v, AZCTEGHMDBERRE, REAKAETRSE, #HEAMN
TN LB TESAERE (820ml) . AN EFREES, WEIERM 159K
HAEG x 400ml), REXHTHR. EDAYEN, AZ-(U-FXT
Bt) -2 (R), 3(R)~iE.G BL (92. 1g) ¢ L BL T8 (440ml) 55&, B EHER
W, A, REHZ 12 DA E 20°C, Bz sd, AR
TEE A (2 x 220ml), MB A 45°C A= F TR, BEFHRREKEEK
(156. 2g, 76. 5% %), 'H NMR (D+~DMS0): &1.22 (1H, m); 1.28 (3H,
t); 1.47-1.84 (9H, b, m); 2.48 (6H, s); 3.07 (1H, dd); 3.24 (1H,
dd); 4.26 (2H, q); 4.28 (1H, m); 4.45 (1H, s); 5.92 (2H, s); 7.22
(1H, d); 7.31 (2H, d); 7.50 (4H, d); 7.78 (1H, d); 7.87 (2H, d);
7.99 (4H, d); 8.28 (1H, d); 8.51 (1H, d); 8.76 (1H, d); 9.64 (1H,
b, s); 9.93 (1H, s) ppm

% 3#4] 6b

3-[4-([2, ] Boe-1-A RA) XK]-20)-G-AAK-3F [3. 5] £-1-
W-1-A R A A, FME
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A4 50psi T, FE4k 8 (20.0g) 69 ZBE (80ml) IE & A 4 50%K
269 5% w/w PA/C (2.5% w/w FIRILA)) &4, AERAHIEREIE, ¥
BAMitiE, A CBE (60ml) k&, @EBEARMAFHIK S (8.04g) 2 T
BEE (0. 383g) 49 LB (15ml) 35k, HRAMAE 60°C Tk 3.5 VB,
WBEBRASIHE 20°C, MAZCTE(5.93g), REWERERLE, AT
BE (10ml) 7%, AmAZEBR (4.62g) 49 LB (15ml) ik, K AFE4K S
ey A, LKL, KRS pidiE, A B Q) ki, £
P IR Y, HFEBK, 14.7g, 53.6%. C: 63.72% H: 5.71% N:
9. 88%, CsHuN0,-&K C: 64.26%, H: 5.76%, N: 10.00%. 'H NMR, DMSO—d*:
§1.2 (3H, t), 1.4-1.7 (10H, m), 3.0 (1H, dd), 3.15 (1H, dd),
3.9-4.9 (2H, %), 4.15 (3H, m), 4. 35 (1H, s), 7.10 (1H, d), 7.20
(2H, d), 7.70 (1H, d), 7.75 (2H, d), 8.15 (1H, d), 8.40 (1H, d),
8.65 (1H, d), 9.5-9.8 (1H, &), 9.95 (1H, s).

LB T

3-[4-([2, 71 o -1-F ) XK]-2(8) - G-F AR - [3. 5] £-1-
W-1-AERK) HER T B

bR S (24, 3g) AP 4R 9 (45. 8g) Bt LB 300ml) F, &
FTFm#ME 60°CiL 4 )0, EAZTRELE, RkEAMWETLRT
B (350ml) . /5 H ko o 3 B AR B AT (10. 4g) 449K (100m1) 350 . 4
ZbeFa K (100ml) ik, AAZTEAKXLKRLEBERET, A4
Bit AR Gk, AE 10%T 86 LB LB L, 1534810
Ay, e —% E 8K (56.9g, 90. 4%k %), 8H (CDCL) 9. 61 (1H, s),
8.65 (1H, d, J 5.7Hz), 8.25 (1H, d, J 5.8Hz), 7.71 (2H, d, ] 8. 4Hz),
7.63 (1H, d, J 8.5Hz), 7.12 (2H, d, J 8. 5Hz), 7. 05 (1H, d, J 5. 8Hz),
5.80 (1H, m), 4.55 (1H, s), 4.29 (2H, q, J 7.2Hz), 3.13 (24, m),
1.87-1.25 (14H, m); m/z (BS', 70V) 471.1 (MH").

R

2(9)-(2-8-3-FA-3F [3. 5] E-1-H-1-K RHE)-3-[4-([2, 1] &
w-1-RRHE) KK ] AR T B
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FikA

A2 0°F, HHEHE 6 £ 71049 (300mg, 0. 637mmol) 5 = 25
(1. 2eq, 100ul) &9 THF (10ml) &A% 49 DCM 5% (2% v/v, 2. 1ml,
1.2eq) AR, 12 MHE, ¥REHA DM (50ml) #HE, &4 M4
A= NaHCO, AR R 2, FHE MgS0), Lk, AATHRE. HEBH
BRA = ABAH, EFERK, EATT TR, 23 FH4400%,
AEEZEHK (0. 45mmol, 76%) .

ZikB

HKkb) 6a (2508) 9 LELTEE (1500m1) Bkl 10%8 B 47 KR 3%
(545m1) L3, F2) 5340 7 4H IR, K55 A K (250m1) F= 15% 2
K Q5ml) sk, REARBEEBZFAIHE-10C, £-10 £-5°CF, f
Z 1D EZERS MmN N-RIRIABLT A (51, 4g) . —EAHRENE
BN, T 1D HEWBRE 40°C, RBAEZBETRIES 2
DB, A OHPLC 0B L itA2, —EL L34 T AR IIEE, 2B
A 2% BB A KIS H (200m]) B R L4 A . A AR A K (250m1) Fw
fofeth K (250m1) ek, REJK TR, BEARBR LR L8 LE,
T WK 25%w/v sk, Es&ThE TOREHEMN, —a i
REKRTFAR, AERK63m) ZIRHEE. EFHZ 4 A E 20
HiE, RAER—Feqefh, SRABRE, B2EMLOY, A 214
Bo: CELTBE (150m) Ao tt (150ml) #7%, KRB AL 40-45°C At T8
(m. p. 192.5-195°C, 147.8g, 92.3%).

W EAR 13 (14.4g) . FIK S (6. 47g) Fe b3t L BE (140ml) Au 2k
E 40-45°C, ERTHHE. LCUEMNEFREL 12 1 HERFANY, F
RWmANZCTE Aml), $REHHH 0.5 0., ALZD
(40-50°C/50-100mBar) ¥ R X B A B, RAGH A E-L & B K Y
(31.1g) £ ZBX T8 (150ml) 5 /K (100ml) X /8] 4-Fe. K484 T 8 T B8
(50ml) RER, REAFHANE, EXAAETHRME, GF 3KBEN,
XTFEHGERRERT. £ 75°C TOREERBN, REFEZ I )
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HedhEzHRMmARK (140n]), BINERFZERE. KEKFWERS,
BRAMBEIHNE 20°C, R¥F 10, RETE. AEKKEEQ2x50ml),
A 60°C FTFREEE, FEHEZY, HEEEEKI[LT. 9g, 95. 1%k &,
LC 93.8% PAR, 91.2% w/w M AL (5K ) => 86. ThFH R
%1, SH(CDCI:) 9.81 (1H, s), 8.64 (1H, d, I 5.7Hz), 8.29 (1H, 4,
J 5.8Hz), 7.75 (2H, d, J 8.3Hz), 7.60 (1H, d, J 5.8Hz), 7.12 (2H,
d, J 8.4Hz), 7.08 (1H, d, J 5.7Hz), 5.91 (1H, m), 5.03 (1H, m),
4.28 (2H, q, J 7.1Hz), 3.29 (2H, m), 1.81-1.39 (10H, m), 1.35 (3H,
t, J 7.1Hz); m/z (BS, 70V) 550.0 (MH).

E 4] 9

3-[4-([2, 7] B -1- X KX) XX]-2O)-[C-&NR-T-F L -%&
[3. 5] E-1-M-1-JK) RAK] AR LB

#FUBA (Inl) DA N B BEH A6 LB (S0ml) F, HBRKS.
REKZERMABBIEG T HEAK 11 (24. 0g) 5+ E4K 5 (12. 0g)
69 TBF 200ml) BAR Y, ¥AKRRASHAERK T HKZE 60°C & 2 I, A
AEFRECE, $ERAWET LHRTE 300ml). KELERA 594
FA4EZ (100ml) . 2 AKQ x S0ml) k. Fi—% L RkPpFo
KAR. KA AT B (Na,S0) , By EAREKRY 100ml, BHERL
Fmegst s, £ 0-5C FHHE L IHE, 5 BiFMkdd, £ 50°CHE
2o FiR (28,28, K& E B4R, mop. 112°C, 85. 6%k ). SH (DMSO d°
10. 02 (1H, s), 9.73 (1H, s), 8.78 (1H, d), 8.33 (1H, d), 7.98 (2H,
d), 7.89 (1H, d), 7.44 (2H, d), 7.32 (1H, d), 4.61 (1H, s), 4.42
(1H, m), 4.36 (2H, q), 3.94 (2H, m), 3.80 (2H, m), 3. 34 (1H, dd),
3.17 (1H, dd), 2.11 (2H, m), 1.69 (1H, d), 1.58 (1H, d), 1.40 (3H,
t). ESI" (m/z+1) 473.3

FE 4] 10

20)-[Q-FAHMAE-I-FKR-T-F HK-F [3.5] L-1-%-1-%) &
H1-3-14-U2, 1] B -1-XFR) XX AR T8

A 0-S5CHRT, WmRBLR (13, 6g) FmB| —F &L —sifbdh (25. 0g)
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B e Skl (THE, 150ml) &Y. H# 30 0405, $BrALDR
BLR B ST R ERRBFEB AT LB 9 (30.0g) 45 THF
(500ml) i ¥, REAMFBET. AT 2N 85nl HEERE, &
FHEHLE TSN, A 10%HBREMER 1TSn) BRREE, D ELLE.
KA LB T B (100ml) 3B, &3 AMERE, KRG AMmFiK (100ml)
ik, EXETEB, RATH B GHNANGER Xk H T8 (650m1) ,
AT R, £ 2000 THBIZER, ¥AEELOYA LK
Pk (2 x 30mD), B S0-60°C AE T T4 (26.9g; 77.5%ICE, %X
& &M K, mp. 221°C), SH (DMSO d°, 390K) 9.83 (1H, s), 9.52 (1H,
s), 8.94 (IH, d, I 9.5Hz), 8.65 (1H, d, J 5.6Hz), 8.15 (IH, d,
J5.7Hz), 7.78 (2H, d, J 8. 5Hz), 7.68 (1H, d, J 5.6Hz), 7.23 (2H,
d, J 8.5Hz), 7.12 (1H, d, I 5.7Hz), 5.26 (1H, m), 4.19 (2H, q,
17.1Hz), 3.81-3.76 (2H, m), 3.64-3.55 (2H, m), 3.20 (1H, dd, J
13.8, 4.3Hz), 2.96 (1H, dd, J 13.8, 10.3Hz), 2.81-2.74 (1H, m),
2.06-1.93 (24, m), 1.50-1.47 (1H, m), 1.32-1.28 (1H, m), 1.23 (3H,
t, J 7.1Hz), 1.07 (3H, d, J 6.6Hz), 1.05 (3H, d, I 6.6Hz); m/z
(BS", 70V) 547.2 (MH),
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