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W,

(B2&ZH 1) 55—t FueFV—1—2FNV—=3—-hrY)TNFnrR
FAET T —VDA K

4, 4, 4—-MNYV AT EEBE=FALO92. 1 g (0. 5
mol) #EM60. 1g (1. Omol) KHMEER, BET
BB EL1IOCUTRAEMULEEE, 35%AFE NIV UVKER
65. 8g (0. 5mol) 1 BMM»ITHTFLEL, BT#H., =
BT, 3l&kk&,. SOCTHBHEBRLEL, Kb, ZRIZ
WHEL, b1 50mL (TVYybw), K600mL RV
Kb+ r Y v A48¢g (1. 2mol) 2Milk, HEE. B
N3kBIiz35%EE154g (1. 5mol) Z®TFL. KT
DREBEPZER UL, BEE2AS50mLT2HERL., BEAFERIC
TEBRTDI LIz, RBILELEHT 1. 8g (I*E;86. 5%
) BREARFHE L LTHE,
LC—-MS (EI) :m/z=166 (M*) , @&:179-1
80°C

(B2EH2) : 55— FeFr—1-TJz=—-3-FrY)T7Fu
AFNET T —LDEK

4, 4, 4—-Fr)V T NAFuTEMEEBEZIFAL18. 4g (0. 1
mol) #FE12. 0g (0. 2mo l) THFMBIER, BET
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BHRELOCUTIRAHLAEEZ, 7=z=AE TP 11. 8¢
(0. 11mol) 20. S5EMAMATTHTFLEL, BT#%., BT
1Bef, Blekta&, 80CTEMMBIRLLE, RIEEZ, ZRICAH
L. &Kk100mLzMaxk, FMTIEHZEBRL, K50mL T
2EIGEHRL, RBREZEBCTERTOIZLICIY, RELED 2 2
3g (IN:E; 98. 0%) *EBERE L THRL,
LC-MS (EI) :m/z2=228 (M*) . BiZ:190-1
92T

(2£613) 55—t FrFY -3 - R ) TAFTBAFALT Y —
WL O A R |
4, 4, 4—-hMNVTNVA T EEBEF L 18. 4g (0. 1
mol) 224 /—N20mLiERITRL, BET., BEZ10
CUTICHALZHE, e F5Pv6. 0g (0. 12mol) %0
SEERMMIT TR FLRE, WT#%., BEET1IKM, 5l&kkx. B
BETOHHABRLL, RIE#%., BRIZHEHL, K1 00mLEY
35%E®,20. 6g (0. 2mo 1) 2z, £ TIHER%E
BHRL, K1OmLT2HERL. BREBEBICTHERTIZ LI
LY., REILE®M12. 8g (ML ;68. 1%) *xAGEFEHELL
THR,
LC-MS (EI) :m/z=152 (M*)

(BEH4) 33— bFLIALR=NV—-5-kFrF—1—
FALET S —NVDERK

XY oEEBY=FALE)FIMNY)TLE50. 0g (0. 24mo
1) 224/ —-A500mlikBBEIY, B 25mL 2Mar,
BET. 97%AFHEFIV15g (0. 33mol) 2ERE
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TO. S5EMMATTHTLE, WT#&, BWRCT2HMH, 5lame,
BREBEETSEMEBRLL, BHEZ, =5/ - VEBREEREL, B
MTF1L200mL, K100mLaemMmxik, 2%, KELZHR
ZTFAL50mL CEHEL, AOELEBR2FIVEZKS OmL,
B AKEAKS OmL CIEAEER L, BohBBzFIVEE, &
ABEBFRN)VLATHBL, BELREEELL, fTHLIEHRK
L, K100mLZMx:, REEHRL, K1 0mL THRFL., ER
BRI TEBETIILICEY., RELAEYW29. 2 g (X7
1. 8%) 2REABRKRELLTHL,

LC—MS (EI) :m/z=170 (M"), 125 (base
) . BEA:1517C

(EH5) :3—Vv7/)—-5—-tfeFxv—-1-Tz=p¥E7Y/
— )V D AR

7=Yyv5. 6g (0. 06mol) ixAk120mL, 35%i&
B15mL%zMx, BEIERZ, O~5CITKkmEHRT, EMETS
hUwad., 2g (0. 06mol) 2FMEFLAK24mL 2
FL., 1BEBRL, ARV EBEVvOTYV=v2EZRRLEL, K
WT, 2OV 7Y=L BOKBR Y-V T ) ans/ByzF N
10. 2g (0. 06mol) MEYYr120mLERKIZ, KK
BET. BTLL, BT#., K®TTLIHRM, 5laks, ZRTI
BREBR L, RIE#®, 2% kBT ) VAKAEK240mL 2
Mz, 2KMABEELELZ, KWT, KIGKEZKET. 35 %EEK2 4
OmLIC@ETFLE, IHLEKEREZERL, K1 0mL THRHEFL,
BREBRBITERTIZLIRED,. REBELLEHOEKERS. 4 ¢
PABARERLLTEL, 2hE, Y2FLz—TV-FH=—7
AL BREL, EREEBICTHERETIZLILIY, RBELLEY
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5. 7g (MHE;51. 3%) 2YREBEERERLLTA:,
LC-MS (EI) :m/z=185 (M*), 125 (base
) .BE . 190°%C

(Z2ZH16) :3- (2, 4—-YrvmTz2=,0) —5—t Fnx .
V=1 —-XFAEI S ADARK |

TR UYBIFAIYTLE22. 1¢g (0. 13mol) 2Hi
TFL200mLicHEBL, KAERT. PV FAT
14g (0. 29mol) . iﬁ{l:’\’f‘/’r:f/'?lxl(%. 7g (0. 1
dmo 1) ZIRKMxc, TOBBKE., 40CTEREBRL .
#. BUKAL., RERALOCUTF2RSL5. 2, 4-Usn
BRYYVANMI eI 4 K20, 9g (0. 1mo 1) 1B/
THT L, MTH, ZET12EMBRZ2BIZ. RIEEILS %
BR200mLE2WTL, AHBLYBRLE, BohrE®RES.
AKE5EOmLT2E, MfAKAKSOmL CIEKRGEE L%, BET
REZBELL, BRIZIVBONAEBEK, 2% /—24100m
Lezmxle, BT, BIHZ1O0OCUTIRARANLEZ®Z, 35%%F
MERITVUKRBHKLIB., 1g (0. 1mol) 2 1EEMATTHE
Tlic, MT#%, ERTLIMHM, 3/28%, 80 CTIMMEBEL
oo RIGH., BRICHAL, K300mLE2Mx., AR+ 382
WHR Lk, fd2Kk50mLT2EEEL, BERSEEICTERT
DI LITED, RELEW12. 3¢ (NE;50. 2%) 286
H@mELTER,
'"H—-~NMR (300MHz, CDC1l,) :6=7. 53 (d
;J=1. 8Hz, 1H), 7. 2—7. 4 (m, 2H), 5. 6
8 (s, 1H), 3. 54 (s, 3H) ppmLC~MS (ETI)
tm/2=242 ((M—1) *),  BA:221-223%C

1

v29.
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(26 7) :3— (3, 5—-Y=bmw7z=)y) -5 -t FuF
V1= FAET = NVDEEK

v vy yBIFALLY) 7 LHELIL. 0Og (0. 07mo 1) ZEE
TFAL100mLIRBEBL, KBWBEHT., PI=FVT7IV14.
5g (0. 19mol) ., Hik~s/x¥vyAs6. 9g (0. 08m
ol) ZIEXRMxT, ZOBBE%E2., 40CTORHABHRLIZR,
BUOXKAL, REENS1O0CUTE2HE-2LY., 3, §—YV=}Fnr~
vYANLIBRFA K11, 5g (0. 06mo 1) Z1BEMIT
WFLE, BT#%., ERT1 2HBBREZRET L. KISHEIZS %E
B100mLEZBEFL. ABELZMR Lz, BOhILABEZ, K
50mL T2, MAAKEKAS OmL CIEKERLEE. BRETHE
HErBELL, BRIV ELLEEEKL, =¥/ —/+100mL
Pz, BETFT. 97%AFAEFFY 2. 4g (0. 05m
ol) 2ZBTHTFLEZ, HTH%H. EBT1IRHME., 5l&#k&, 80
CT3IRBBRLL, Kb, BRICHAL, K300mLzMmx
VERTAREREERL, BHREAKSOmMLT2HEFRFLE, &5
NERBEZ250%TFZ ) —LAPLEREL, BEREREBICTER
F5-rizky, RELEHW4. 2g (NR; 30. 2%) 2FKE
e LTH,

! H— NMRfE (300MHz, MeOH—-d4) : 6=8. 90
(t :J=2. 1Hz, 1H), 8. 85 (d; J=2. 1Hz,
2H) , 4. 60 (s, 1H), 3. 783 (s, 3H), 3. 3-
3. 4 (m, 1H) ppm, LC-MS (EI) :m/z=264
(M*) . & :230~-231T7

(2£H8) :3—~rmuw—-5, 5=—VrFN—-—4, 5 -Vt Fn
AIVFTHFY S —NVDEK
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T4/ —N500mL, REAKFRFTF)VAL63. 0g (0. 7
S5mol) #Mx, BERTERIYE, AV TT7VFRA84. 2¢g
(1. 50mol) 2R&EAAHLENH0. 5FKM%E, 7T0CIKER
L, 9280 FRZVihtdFdFybD40%A4 Y70z —F VEHKE]
31. 3g (0. 5mol) ZREKIZHEAIZHETL., FIE TS
ME® Lz, 25 CUTETHBL, ABIZIVEBEGRZREL
T, 62C/1. 1kPaTHEARBZTY., BEEEFHHEED 3
—s/wu—4, 5-YVe ey FHy—2132. 3g (NE51
%) zEGEHRKREL L THL,

'!'H-NMR#E (300MHz, MeOH—-d4) : ¢=2. 838
(s, 2H), 1. 41 (s, 3H) ppm, LC—-MS (EI)
:m/z=133 (M*), 118 (base).#HH:50C/
0. 7kPa,

(BE£H9) : [5, 65—UAFNM(4, 5V RugItFxH
Ve —3—ANV)] FAINVRIFF IV UVEBEOAR
FETREL16. 8g (0. 2mol) =¥/ —H100mL (
0. 51 /mol) WKIZ, 35%%EE4. 17¢g (0. 04mo
1) 2mMx, BERTERLEPXL3I-mre—~5, 5-YUxAFL-—
4, 5—=Yev ru4yFF¥Yy—126. 7¢g (0. 2mol) %
IREMM™MTTHTL, Bl&kk&E. 30CTIMMBEBRLE, T
RSB MV 100mlEML, BMET. BE2BEETH L
.58, 3gnoHBAKRBFTHELEZ, BohitERERICAY Py
WTNa—p300mLEMABEELERTS2ETHERE, Relc
BALT, RELAH38. 5g(NE; 92. 0% 2 EBEREL
LTHEL,
!1H-NMRE (300MHz, MeOH—-d4) : ¢6=4. 84
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(s, 3H), 3. 08 (s, 2H), 1. 46 (s, 3H) pp
m, A :147°C,

EEFAL b —btFeXxy—1-RAFNV—4—-R2AFNVFFAF -
3= MY TNFRRAFALET S~ VDA K
BEF1TERLES -t FaFs—1-AFV—-—3—-hrY 7
ArAFApEITI Yy — N1, 7g (10mmo 1) EXkEE{FT MY D
50. 6g (15mmol) 2Kk10mLiKEMLE, ZOBK?Z
ERTEBBLEZEL, 35%F V<Y VEKL. 7g (20mmo
1) 2HTL., RRTLIRHERHLL, Zhic, 10%FT kD) v A
FAAMEFYIFKBRT7. 1g (10mmol) #FHRTHTFL,
6EEMMEHBLEL, RiG#%., 35%%HE5. 0g (50mmo 1) %
WFLRE, WHLAERRZ2ERLA%, K5mL T2HESR L,
BEEBRBICTERTIZ LI, RBELAY1. 6 ¢ (X7
2. TR)2BEGRELLTHE, BONEERZ, K- 2%/
—VhbBREREL, AERK&E L LTHEL,

'!'H-NMRfE (300MHz, MeOH—-d4) : ¢=4. 86
(br, 1H), 3. 64 (s, 3H), 3. 56 (s, 2H),
2. 02 (s, 3H) ppm, LC-MS (EI) :m,/2=22
6 (M*), 179 (base) . ®KR:123~-1247C

EHH 2 [ (-t FurFy-—1—-RXAFL-3—-}+rYT7tnR
FAETY R -4 —AN) —2FNFF] XRUEUDERK
BEF1ITARLES —EFaFs—1—-AFL—-3—hrY T
FRAFAETYS =1, T7g (10mmo 1) EXEF Y ¥
L0. 6g (15mmol) ZXK1O0mLIKBERLEL, Z0OBK?2
ERTEBLRE®EL, 35%FA V<) VBEKL1. 7¢g (20mmo
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1) 2TL, RBETIEHABRELE, 2k, 47z —11
1. 0g (10mmol) 2B THETL. TEEBRELL, I
%, 35%HEES5. 0g (50mmo 1) 2HBTFLE, TH LK
mEBRLILE., K5mL T2REBEHF L, BRGE®SIC CESRT
Hrlick, REBILAW2. 2 g(NEBT6. AN)2RERER
ELTHBE, BohhkER2Z2. n—~"F Y v—2—-—7uaX)—nh
LbE/RL, BAERLELTEL,

' H-NMR/ (300MHz, MeOH—d4) :¢=7. 1-
7.3 (m, 5H), 4. 86 (br, 1H), 3. 99 (s, 2
H), 3. 61 (s, 3H) . LC~MS (EI) :m/z=238
8 (M*), 110 (base) . @ms:152C

EHH 33— [ (b—-EFeFI—1—-2F1-3—-+)T7F
RAFAETFT B -4 —AN) —XAFALFF] —4, 5 -Vt Fnm
-5, 5—VURAFNANAYFTRH IS —NVDEK

BEH 1 TARLES—bEFrFY—1-AFAL—-3—-}FrY TN
v AFArELI =1, 7g (1 0mmo l) &XkELFH YT
L1, 6g (40mmo 1) Z2K1O0mLIZEBLE, ZORK?:
ERTHEBLENS, 35%F LV~ UEK]1. 7g (20mmo
1) 2% TFTL, MET1I®RERERLL, Zhizc, [5, 56—V xF
V4, 5=V RV FxH e -3 —-ANV)] FEIAVKRFY
SVVERE2. 1g (10mmol) K1 O0OmLAKLZERT
WMTL, MEET2HRMERLLE, RIEH., 35%HEES5. 0g (
50mmol) #TF LA, LR EZERLEZE, AK5mL
T2HER L, BRAERBIITERTDIZLIZLY, RBILLED
2. 5g(NE80. 1W)ERBERHEL L THL, BohFE&
. n—-~"FYFr-2-TuRX)—-LrbBERKREL. BERERE L
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THI,

l!H-NMR/E (3 00MH z, MeOH—-d4) : 6=4. 838
(br, 1H), 4. 08 (s, 2H) , 3. 64 (s, 3H),
2. 91 (s, 2H), 1. 39 (s, 6H) ppm, LC—MS
(EI) :m/2=309 (M*), 177 (base) . Ba:
115—-—1167%C

=Wl 4 3— [ (-t Fedxvy—1-2FNL=-3-F)7VF
BAFAET S H—4—AN) —AFNFE] -4, 5-VEFRH
—5,5—9%%»47%%#7—»@@&

21 TAERLES—EFRFY -1 —-FFAr-3-FI)TN
FuAFAEFYS—A1., 7¢g (10mmol) £28%F VU
AANFYRKDORAZ ) —NVEKG6. 0g (30mmol) 225/
A1 0mLREMLE, ZORBEZRTERBLREAD, ATF
ALTATFE R, 7TghaBHAL. ABRTIEMABRLLZ, Z0IZ

[5, 6 —UAFA(4, 5—VEFRufVyFxHyw—-3—A
)] FAIALEFFIVUEBRE2. 1g (10mmo 1) &=
ECHEAL. 2EMERLE, RIE#%., 35%EM®S5. 0g (50
mmol) #BFLk, BEitAk1OmLEMX, fTHLICREREZER
RL7x#%. K5mL TC2E%EE L, BREBBICTHRT I L
Tk y. BELAW2. 6g(NE8 4. 1%)ZREAGBRAELLT
B, ' H-NMRA~Z bV iZERH 3 & —B LT,

E=WH S5 : 3— [ (-t RFeFx¥yr—1-XFV—-—3-h+I)T1F
BRAFLESSu—4—AN) —AFAFAE] -4, 5-VEFRnm
5, E=—UAFNMAVEF - NVOERERALTRBOREICE
WT., EEPRBEIYVTL4L. 2g (30mmo 1) REARLZU
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M EHEG 4 L RABEOREICLY, RELEH2. 3 g (KT 4
Z%A%%ﬁéﬁ&&bfﬁkolH—NMRz&ﬁFW@%m
3 &—%LTk, |

%mMG(%%Wﬁ%ﬂbU7WﬁD%?W§®%%):4—[(
5—-k F‘uﬂ?v—l—f%ﬂ/—B—}\U7llx7kn7<%/1/t°§‘/“a—
4—AN) —AFNVANT =] P Z U DEH
ﬁ%ﬂlféﬁLKS—tFu%y—l_;?w_g_}y7w
FuAFLETS—N8. 3g (50mmo 1) Lkl MUY
53. 0g (75mmo 1) »Ak50mLICEBLE, TORB%E
ERTRBBLR2NBL, 35%k <) vEKS. 5g (100mm
0l) »IBFL., AETIMEMEHRLEL, ZhiZ, p—- PVEZ YA
AT 4vEEFFYY L9, Og (50mmo 1) ZERTHERAL,
Zﬁ%%#Ltoﬁm%\BS%ﬁ%25.0g(250mmol
) BB FLE. EiA1O0OmLEMA, FHLEKBZERLE
%, k20mLT2EEE L, BRAEBBIC THERTII LICX
p . EHELAMW1 4. 0g(INEB 3. 8R)EHBRAEELTHE
!H—-NMR{E (3 00MH=z, MeOH—-d4) :0=7. 62
(d :]J]=8. 4Hz, 2H) , 7. 39 (d;J=8. 4Hz,
2H) , 4. 85 (br, 1H), 4. 32 (s, 2H), 3. 6
3 (s, 3H), 2. 44 (s, 3H) ppm, LC—MS (EI
) m/2=334 (M*), 179 (base)., BhA 135

C

i%%7:4—[(5—tFu%V—1—%?W—3—bU7Wﬁ
ﬂf?WE§YD—4—4W)—%?WXW7%3W]%WIV@
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B R

B2EZp 1 TAERLES - FeFy—1—-AFNH—-3-F) TNV
FrxAFLrETYy—1. 7Tg (10mmo 1) EABEFT LI Y
A0. 6g (15mmol) Z2DMF1OmLiEHELL, ZOF
A ZETHEBLERL, RSHFNVLATATERL., TgzRAL
 RETIEEBRLE, ZhiZ, P MV VALV T 4 VBT b
Y Al. 8g (10mmol) 2FRETHRAL, 2HHEERLE
RS, 35%HE®5. 0g (50mmol) ZHFL, BIC
AK1OmLuEMEZ, HHLAESREZBRLLE, K5mL T2EHE
ML, BRZERBICITERTIZLICLY, REILLEWS. O0¢
(INRK 8 8. 2%)2AGARKHELELTERZ, ' H-NMRA~XZ b
BEmEE 6 L —K Lk,

E£WH ] : 4— [ (-t FueF¥—1—-AFN—-3—-1+)T7A
BAFAET SR —4—AN) —AFNVANVT =] P T O
& R
BEH1TEHELES—EFeXY—1—-2FNV—-3-FJ TN
e xFAbEs5Yy—n1. 7g (10mmo 1) &XKEgRI{LF IV
A0. 6g (15mmol) b1 0mLIZEELEL, ZTO
B ZRETHEBBELERL, RTHFALVATATERL. 7TgZ2KA
L. RIET2 ABHBRLE, ZHIZ, p— MVZUVALT 4 VB
FhrYnrl. 8g (10mmol) 2EETHRAL., SHHER
Lz, RIS#%. 35%#HE®S5. 0g (50mmo 1) ZHT LI,
FieAk30mLlaemzx, HLAERZERLZE, K5mL T2
EeE L, BRAEBBICICERETIZLIZLY, REBLLE® 3.
0g(INEL-8., 2%)2HRAEAFERLLTHL, ' H-NMRA~
J PVIZERR 6 L - LT,
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EEH 9 : 3—- [ (B-btFueFxv—1—-Tz=—-—3—-rYT0
ARAFVET B -4 —A)V) —AFAVFF]) —4, 5 -V F
=5, 5 —VURAFAALIFTFYT S —LDEK
BEF2TERLEZ, 5—btFeFxv—-—1—-Tz=p—-3—-}1Y
INVEaAFALEIT S —A2. 3g (1 0mmol) &kEis +
V7 A0. 6g (15mmol) #2Kk10mLICEELEZ, Z0OK
BREBBRTEBLENS, 35% & kA<Y) VBEKL. 7¢g (20m
mol) #MWTL, RETLHMBRLEL(REKL). e, ke
fkF YD a1, 2¢ (30mmol) Okl 0OmL I [5,
S5—VURXAFN(4, 5=V FugVFxHyue—-3—-S1)] F4
INRZXFIPUEBE2. 1g (10mmol) 2Mx. 1EAME
L (KEK2) . REBEIEZRBE2EHTL., 2EBMER
Lic, RIS#%. 35%%#6. 0g (60mmol) 2WF L%,
PV 20mLT2E, MBBREZITVY., Bbh bz v ER
AK1O0OmL, BHMEENKLIOmL CIEREE L, BAKEF Y
DATHBLEE, BET., Vv v 28EL, ZEE®W3. 3
g(RK8 9. 2%)ZHUEYWELLTHEL, ZOBEYWESL, BE
T, 2EHEBETS L, kL,
"H-NMRME (300MHz, MeOH—-d4) :¢6=7. 3 —
7. 7 (m, 4H), 4. 90 (br, 1H), 4. 16 (s,
H), 2. 92 (s, 2H), 1. 37 (s, 6H) ppm. BA
:89-92%C

EEFI10:4—- [(B-tPFrFs—1—-Txz= -3~y
NWFBRAFAELT B -4 —AN) —AFARLTF=)0] RUP
> D E K

BEF2TER L, 5—tFrFy—1—-—7x=,0-3~}hY
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TNFaAFrEsyS =2, 3g (1 0mmo 1) &KkEI{LF b
Yy A0, 6g (15mmol) Z2XXK10mLiREHELE, ZOH
BrZERBERTHEBBLENL, 35%FLb<) VEKL., 7g (20m
mol) *HTFL, METIRHBE®HLL, Thix, "vr€rvrz2xn
Z74vEBFIFYITAL, 6g (10mmol) 2EEBTHAL, 2
BFMBE®R L, RIG#%., 35%HEEE6. 0g (6 0mmo l) i
Flie, bz 20mL T2H, MHBEEZITH, Bbhk by
TUBEAKLOmL, MAAKALOmL CIRKSS L, MKk
B Y)Y LATERLEZE, RET., P rv28EL, KBS
3. 4g(INELB8. 1N)ZHMEMELLTHZ, ZOKMEYE
., BRT. 2EBREBETD L. Rkl

'!'H-NMR{E (300MHz, MeOH—-d4) : 6=7. 33—
7. 9 (m; 10H), 4. 91 (br, 1H), 4. 44 (s,
2H) , 3. 63 (s, 3H), 2. 44 (s, 3H) ppm, @
m:122-1237TC

EZREFALL: 3 - [ (56—t FeXFyr—3-hrY)TAdrrFy
FYm—4—AN) —AFANVFF] —4, 5-YEFr-5, 5~—
CRAFNA XYY —VDE K

2EH 3 TERLZ, -t FueFXFT -3 —-br)TN0FuXFN
S —EEE1. 9g (10mmol) &AM T AL

2g (30mmol) 2kKk10mLiIzBERBLE, TORKL2ER
THEBLENL, 35%F VY VEHK1., 7g (20mmo 1)
HETFTL, RETIKREERLL(KEK L), Bz, XEgkr rY
wAhAl. 2g (30mmol) ®XK1O0mLEBKIZ[5, 5—U
FA(4, 5—YE R YVFFH e -3-oSV)] FFINVRF
HIVUEBE2. 1g (10mmol) 2Mx., 1KHEERLL
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(RE#K2) » (RSHL1) © (RS#K2) 2T L. 2MER
Lz, RKIibt#. 35%%HE6. 0g (60mmol) 2B TF L,
SNT, REAEF MY Y AERERODHMST LB LD EHRE
SMzte, BEBEZFA20mL C2H, MEBRELTV, Bbhi
Pz vEsKk10ml, AMAEKLI OmL TIEREE LL., &
KBiBE S b Y Y ATEHBELLE, RET, BBz FLEEEL, %
BEaw2. 4g(INES 1. 3%)RMMEYEL LTBR, 2O
MM EE, ZET. CAKETSE. BRLLE.

! H- NMRfE (300MHz, MeOH—-d4) : 0=5. 35
(s ;1H), 4. 86 (br, 1H), 4. 10 (s, 2H),
2. 92 (s, 2H) , 1. 39 (s, 6H) ppm, LC—MS
(EI) :m/z=320 (M"), 163 (base). f@x:
131—-—133°%C |

EMHI 12 :3—- [ (55—t FeXy—-3-F)T7NrFerFrr
VM —4—A)N) —AFNVALTF=)N] PV UDER
BEFITERLE, 5 FrFr—3-hF)TArFeRrFN
BT — A EREL1. 9g (10mmol) L/kEILFII T AL
2g (30mmol) 2XK10mLiZBEELE, ZOBKETZEER
THRBRLZ2AL, 35%FcV~Y) VEAKL. 7g (20mmol)
»ETFL. AETIEEE®RLE, ZHIZ, p— VI VANLT 4
vEEFFY AL, 8g (1 0mmol) 2EETHRAL., 2R
BE¥LZ, K%, 35%%HE#,5. 0g (50mmol) 2HTFL
2o BiZA20mLlLZMx., HBHLLEERZERLZEZ, K1 0m
LT2mEkH L, RREEBICTHRETDIZ LTI, XELE
2. 67 g(NE]83. 2% 2RBEERERLELTHEL,
!H—-~NMRE (300MHz, MeOH—-d4) :0=7. 62
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(d ; J=8. 1Hz, 2H), 7. 37 (d;]=8. 1Hz,
2H),5.34(S;1H),4.88(S,1H),4.34
(s, 2H) , 2. 43 (s, 3H) ppm, LC—-MS (E1)
:m,/2=295 (M*), 163 (base) ., B&E:130-—
133°C

EHF 13 :4—- [ (3—-¥YT /-6~ FeFv—1-Txz=n
E?fu—4—4»)—x%wxw7¢:w]k»zy@ém
BEHSTERLELI VYT /) -5~ Fu¥xyvy—1—-T=z=2
vy —n1. 8g (10mmol) &ABEBIILFINY YLD, 6¢
(15mmol) 2XK10mLICBEME L, ZTORKZEETER
LadBb, 36%FRNV~) v BiKkl. 7g (20mmol) 2@T
L., RIBECT1IEEBRLEZ, ZHWIZ, p—MvZVvRALT 4 V@RS
FYVoA1l., 8g (10mmol) 2FETHERAL., 2EHERL
o Kbk, 35 %#HEE,5. 0g (50mmol) 2 FLk, &
Ck20mLazmx, i LeREEBRLAHE, K20mL T2
B L7, BASBEIC CHRATA LICLy . RELAYS.
Og(NELES5. TR)xHKEGBHKBLLTHEL,
! H—NMR{E (300MHz, MeOH—-d4) : 06=7. 4—
7.7 (m; 9H) , 4. 86 (s, 1H), 4. 40 (s, 2H
), 2. 46 (s, 3H) ppm, LC-M (EI) :m/z=3
53 (M*), 197 (base) . Bhi:214°C

L1144 [ (3-IArFFL-—5-bFrFr—-1-Tz
ST R4 —A)N) —AFANRALT F=)N] PV UDERK

BEFAITERE LS —EReFY—1—-2F V-3 ~-xhFy
ANR=ppEITS—=1. Tg (10mmo 1) LABILF Y Y

40



WO 2005/095352 PCT/JP2005/006806

Al. 2g (30mmol) 2Xk20mLiciEB L, ZOBK%
ERTEBBLEADL, 35% KLY VEKL. 7¢g (20mmo
1) 2 TFTL, RBETIEBMBERLE, ZhiZ, p— Mz v2a L
74 vEFMNY) AL, 8g (1 0mmo 1) ZFETHAL, 2
BREEELLZ, KiE#%, 350%E#®5. 0g (50mmol) %
Tlie, BltAk30mLzmAx, WHLEHKEEZERLLZEZ, k2
OmL T2EEFLE, BRERBICTERTIZ LTI, XE
tedm2. 6 g(NEL82. 9%)2HBRKRELLTEL,

'H-NMRfE (300MHz, MeOH~-d4) :¢6=7. 52
(d ; J=8. 1Hz, 2H), 7. 33 (d;J=8. 1Hz,
2H) , 4. 85 (s, 2H), 4. 61 (s, 2H), 3. 65
(s, 3H) , 2. 42 (s, 3H) ppm, LC—MS (E1I)
:m,/2z2=310 (M*), 155 (base) . B&:228TC

£HHI156:4— {[3—- (2, 4-Y/wvmwTz=) -5 -t
FeXy—1—-2FEI/m -4 —ANV] —XAFVAVT =)b
1 bz AR

BEFE6 TARLE3 - (2, 4-YruvaTz=)) —5 -t
Fexsy—1—AFALETY— 1. 3g (5mmo 1) &KEML
FhYVo 0. 3g (7. bmmo l) 2% ) —V5mLITER
Liz, TOBKREZETHERLENDL, 35%FL~) VEAKIL.
0Og (11lmmol) 2®TL, MIETIEMBHRLLZ, Zhic,
p— I VT UVANT A VEFPITAO. 9g (5mmol) #=
BCHEAL., 2HHABERLL, KIE%., 35%E8HE2. 5g (25
mmol) EWTLE, BIoALl5mLeMa. Wi LiiESEN
RL7Z#%., K1 O0OmLT2EEERLL, BEREEBICTHETS
cieky, RELE®2. 1g(NXKI0. 3%)2HREARERE L
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THTL,

'H-NMRME (300MHz, CDC1l,) :6=7. 0—-7.
4 (m, TH) , 4. 24 (s, 2H), 3. 69 (s, 3H) ,
3. 50(br, 1H), 2. 43 (s, 3H) ppm. LC—-M
S(EI) :m/2=410((M=-1)"*), 255 (base
) L BEA . 20090C

EZHH 16 :4— {[3—- (3, 5-Y=btvryz=) —5—t
Fedy—1—-2FA4E58 -4~ )V] —RXFALARANVT =)
I hrvzro&dpEsERA4TERLEZ3 - (3, 5-Y=btwox
=)N) -5 -t FfueFr—-—1—-2AFALEITY—L0. 65¢g (2.
5mmol) LAEBMIFFYYAO. 15¢g (3. 8mmol) %
TZ ) —VE5mLILBEMRL, ZTOBBREZR CEBLRZ2SS, 3
5% FrN<) VAEKO. 5g (6. 5mmol) 2 TFL., RET
I1RFMBBR L, ZhiZ, p— M ZUVvAVT 4 VBT RY YLD
45g (2. 5mmol) #REBTHRAL., 2EMERLLZ, K
W%VSS%E@Z!Sg(25mmol)%ﬁ?bkoﬁkml
SmLZMAx, HLAEKERZBEERLZZE, K1 O0mL T2E%S
L7, BRERBIITERTIZLITLY, KELEHWO. 9 g(
INE8I9. 3R)2WERIEL LTHL,
'!H-NMRfE (300MHz, CDC1l,) :¢6=8. 88 (t
;' J=2. 1Hz, 1H), 8. 52 (d;J=1. 8Hz, 2H
), 7. 55 (d;J]=8. 1Hz, 2H), 7. 16 (d;]=
8. 1Hz, 2H), 4. 43 (s, 2H), 3. 85 (br, 1
H), 3. 76 (s, 3H), 2. 31 (s, 3H) ppm., LC
~-MS (EI) :m/2z=432 (M*"), 276 (base).,
BE:192-1947T

42



WO 2005/095352 PCT/JP2005/006806

EXLEORARTEMS

§—bRNuXF V-4 -FFRAFANET S NEAYOFRRTE
HREESRESIND, ABEBOFEIZIE, — %KX (1) TR
ENB5—-—EFeFI Ty —NbtEYHLL, BHREXGEED D
WiEERMB2RMELDLIREREGRZRAWVWDZ &L, BELRBRER
BEROBRBRIREHETT, BE—IBTWREI<SS5-—tFeFxy—4
—FFEAFAET =LA BERT S, Lirb, s L<iE
BHEEBICBETI2AFERREENLEENICAER LRV D, BE
CHELLS, TE2F AMEREW,

¥l BRLLTAKZAVWIRBEIRINLE, BIZEREIZHLELL
IEMRFABESAENLD ERD,
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ok 0 % @

nHl

1. —f&=X (1)

R2

&%ﬁnH (1)
(b 1) Rs

(XH, R, BAFERF. TLVXFLE, BREZBAELTHLEVWES
BRLAKFRE, XRIBREZFALTHLEVERBEELFTL, R, &
BFRGEEEZFT, ) TRINBZES V- VEIZ, HERVFNL
ATNVTEFOFET., —H&RX (2)

({k2) X-=S(0),~Rj @)

(X, XRAFRFXIEIEBEEZRL, R, 37403 0E, BE
EFELTHLDRVWEFFERRIEARE, XIBHREZELTHLEVESR
REZTFL, nlEF0OXIR2%Z7FT, ) TREhIBELEDZRIE
SHBZEILED, —M&KX (3)

Rz){S(O)n—RS
/
N o @

N
L

(£3) R

(XF. R;, . R, . R, . niz, MiIBLRALE%RE2TT, ) TE
ENB35 -t FeFy—A4—-FFAFALET VS —L{LEYORES
%

2. nB0THd, BREIRHBEDOS —b FueFd—4—FF 2
FAET S VIEAEYDRIES %,

3. nA2THd, HBREIRHFEOS —b FuFP—4g4—F4 2
FAET T NVIEEYOREFE,

4. R, TRENDIEFRIIMERN) I Fu X FLETHB
VEREBEI~3OMANIEICEHNOS ~E FeFv— 4 —FF A
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FAET =ik AYOREFE,

5. R, TRSINDIEFRSIMERYT /ETHD, HKREL~
oMLl BERBEDOS —t Fuexv—4—-FFAFALET S —
MeE o BEFE, |

6. Ry, TRENDIEFRIIBERTNVNAZVIARFVNLEX
EITNVEXRUNVERNLIZZOEBETHE, FERE1~30@Mh
P1IEREHBDOS - R XY -4 —FFAFLET S — LW
D BE FH I,
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