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5—1, 35 (2H, m), 0. 96 (3H, dd, J=8., OHz),
[0158]  (ZEfEHI4)
ABBMT7VEZVLEELTCTF NS —n—TJFILF7VEZULTOIRE
AWTBr—TAIMS I —TAIZ8EL, &I -TAIZBAVWT, EF
FUHREEAMUEEZZSAL K,
[0159] Br—TAIl (40. Og, 191Tmmo ). FrkS—n—TFLTV
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[0160]

[0161]

[0162]

[0163]

[0164]

E=UL70OXIK (TBAB, 3. 7g. 11. 5mmo |) ZRHEEF
ThLITY (100mL) ICAEIELE. 25CTI VST MDA (3
4. 4g, 230mmo |), #HHBK (1. OmL) #mMx. 100CT2
R L 2.

RIGEZZERFETHEANE., —HeY, 700RIVLICSEBIE. Kemx
THO®RL, BONEEBREZAR /7O NI S 714 —ToMLEEET A, |
—TA I ~NDEIERIFI8. 77%TH>l,

EERRIEEREZ. 1 0%KREBKEF M) DVLKAKR (60mL) . 10%F
AMEEF M) D LKBR (50mL) , K (BOmL) THEL., Bohik
EMBEREREL. BBERELHR/OY NS4 —TEE LLER.
| —TAIA48. 4g (Br—TAIH»SDNE: 99. 0%) EFNT
W2 &amaER L&,

AR (29, 6g, 453mmo ) Z2THF (48mL) . LTV
(34mL) ICBBEIH, 26~30CTE*E (15, 1g, 94, 5mm
ol) #3. SEEMITETF LI, TDH%R., 55 CTHRICARLMEED
| —TAIl (48. 4g. 189mmo |l) (BWEE) % 1. LEEEMNT
TEFL., 55CTIWKERIE L, TDE, RIGK%E3 OCITHEL. D
TL (45. 1g, 135mmol) ., MLITY (97mL) ZMA. BEAE
T10%Pd /C (1. 249, 1, 17mmo ) ®N, N=IXFJLR
VLTI R (12mL) BEKRZAML, FET1 SREBIE L&,

RIS TH#. RIGHKIC. 16%1EHE (108mL) #25CTMA. AR
TIRERHLLE BELAk, AIHEEZREMNEHRKIEKRAHEE 7270
DIEEERET CTORKRBEFATDTH >/, BONLERICEICTO
%G (30mL) ZiMx/k®, 40CTIRERBKLE, BRONCERE
ZK (93mL, 165mLx2) ., 1 0%REKEFN)DLKER (1
65mL) . 1T0%FAMEBF M) DLKER (165mL) . K (93m
L) TH&EL,
EMBAEMRELAEE. MLIY (80mL) ZMATHERMET B &%
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2OYRLE, BONLBBZREEZXY/—JIL (100mL) [IBE@EXHE
GEMR (ST LBRNEHEEA, 1. 71g) #IZXT. 40CTI1H
EE® L, RIDKREERBL, DVEEXSY /) —)LBKRELTHLE (DVE
54, 4g,. DTLICNT2IXE: 90. 7%) .
[0165] (EfEHIS] (1 —soOAFH v EZREWEH)
TRATRINZRBETV, IVETILHVFEREEE L,

[1£28]
Nal
TBAB
/\/\/\C| - /\/\/\[
toluene, H,O
100 °C

[01661 1 —sOO~*x#H#> (1. 21g, 10. Ommol) . FrRSTFILT
VE=ZYL7OIN (TBAB, 161, 2mg, 0. 50mmo |) &k
VI (6. TmL) (CAMEIHE, 25CTavibrbbYoL (1. 804
12, Ommo |) | EBK (61 ul) ZFHFMLAEEZ., 100CT21
BFEBIE Lz, RIGRZ—B&>T/7O00RIVALICEBIE T, ARx/0O7
NTST4—THHLIEETH, 1 —F—RAFHUADELERIZ96. 8
4%TH >,
[0167] BoShA1 —aF—RAFHVICDODWT, "H-NMREZRHELLERETRT
"TH—NMR (400MHz, CDC 1) §:3. 19 (t, J=6. 8H
z, 2H) . 1. 82 (m, 2H) ., 1. 31 (m, 6H) ., 0. 90 (t
, J=6. 8Hz, 3H)
[0168] (EfEHI6) (1 —TOFEAFH Y ERWEA)
TRATHRINIRIEZTW. VTV A VEEFREZEEL
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[1£29]
Nal
TBAB
/\/\/\Br - /\/\/\|
toluene, H,O
100 °C

[0169] 1—7OEAFHY (1. 65g, 10. Ommo l) . FNSTFILTF
VEZYAZ7OIRN (TBAB, 161. 2mg, 0. 50mmo |) %k
IV (8. 3mlL) ILAMEIE, 25CTIVbr YL (1. 809
.12, Ommo ), &®EBK (83 uL) ZHRMLAE. 100 CT3H
BB L, REE—EE>T/7OO0RIVLISEEIRT, AR7O7hK
TS574—THOMLiz&El 3, 1 —3—RAFHUADEIEFII. 54
%TdH 2Tz

[0170] (EHEHFI7) (2—7OERYIIILTOI RERWLAE)

TREATHRINZIREETW. AT AVEEFEEE L,
[1£30]

Br Nal Br
TBAB

Br > I
toluene, H,O
100 °C

[0171] 2—-7OERYIY)L7AIRK (2. 50g, 10. Ommo 1), Fh3
TFILT7VEZYLT7TOIR (TBAB, 161, 2mg. 0. 50mmo
1) ZhJLTY (12, EmbL) (TABIE, 25CTIVEEFTRYDL (
1. 80g. 12, Ommo ), ZBK (125ul) ZFHmMLALE, 1
OO0CTIONRERLL, RIEEE—EE > TV OORILICERBIET
AROOR NI S 74 —TOMLEETSH, 2—7AOFEXRYIHNI—-YR
ADEALEIZ9 9. 64 %THo /-,

[0172] HBoh/c2—-7OERVYINLI—=IYRIZDOVWT, "H-NMRERIE LK
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RETRT,
"TH—NMR (400MHz, CDC1l;) §:7. 53 (dd, J=8. 4
, 1. 6Hz, TH). 7. 43 (dd, J=8. 0, 1. 6Hz, 1H)
. 7. 25 (ddd, J=15. 2, 14, 8, 1. 6Hz, TH) ., 7.
11 (ddd, J=15, 6, 15, 6, 1. 6Hz, 1H)
[0173] (E=MEHI8) (2—2O0-5—208XFIEY IV ERWEA)
TRATRINZIREEZTV. AVETILHVFEEEEEEL 2,

[1£31]
Nal
X Cl TBAB N |
B -
Ci N toluene, H,O Ci N
100 °C

[0174] 2—-4OQ-5—200XFLEYYY (1, 62g, 10, Ommo |
). TNSTFALTVEZDLTOZIR (TBAB, 161, 2mg, O,
50mmo l) #hILIY (8. TmL) ICEMEIE, 25°CTavikr b
)L (1. 80g. 12, Ommo |) | ZHBK (81 ul) #HMLE
%, 100CT2 1HEABK LA, RIGEZ—B3&E >ToOORIL LIS
IETC, ARI/OXYNITST74—THHLEEZSH, 2—-90O00—-5—3—
RXFILEY O VUADEAEXIZE83. 1 3%THo7 i,

[0175] HwBbobh/z2--00-5-3A—KAFILEYIVIZDODVWT, " H-NMR%
HE LIZHRERT,
TH—NMR (400MHz, CDC1l;) §:8. 40 (d, J=2. 8H
z, TH)., 7. 71 (dd, J=8. 0, 2. 8Hz, TH). 7. 35
(d, J=8. 4Hz, 1TH). 4. 18 (s, 2H)

[0176] (EmHIQ) (vOoO7E b= bMYILEBWH)

TRATRINZIREEZTV. AVETILHVFEEEEEEL 2,
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[1£32]
Nal
TBAB
CI/—CN . I/"“"CN
toluene, H-,O
100 °C

(01771 soo7Ebh=kYJ (755. Omg. 10. Ommo ) . 57
FNFYEZYLT7OIN (TBAB, 161. 2mg, O. 50mmo |
) Z#RILIY (3. 8mL) ICARIE, 25CTTIVbF MDA (1.
80g. 12. Ommo ) . &B&K (38ulL) ZHRMLAEE. 100TC
TIEEBHE LA, RIDRE—EE>T/7O00KRIVALICABITET, ARV
AOY M54 —THHLEECH, I—RT7EMZ M) ILADERIEERIZO
9. 21 %TH-o7

[0178] B®Boh/Aa3—RK7EbZMYIICDOWVWT, "H=NMRZRE LIERER
ERS
TH—NMR (400MHz, CDC 1) §:3. 51 (s, 2H)

[0179] [(EfeHI1 0] (2—sO0O2vaRVE J vERWEH)
TRATHRINIRIEZTW. VTV A VEEFREZEEL

[1633]
Nal
o TBAB Q
Cl > |
toluene, H,O
100 °C

[0180] 2—/soOoysaR>v4/> (1. 19g, 10. Ommo 1), Fh3
TFILT7VEZYLT7TOIR (TBAB, 161, 2mg. 0. 50mmo
1) Z#hJLTY (6. OmL) [CAMRIE, 25CTIVIEF YD L (1
. 80g. 12, Ommo |), ZEEBXK (60uL) #HRMMLALE. 100
CT2EBH L, RIGEE—EE>T/7O0RILALICARIET, AR
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[0181]

[0182]

[0183]

[0184]

[0185]

IO NS 74 —THOfLizEl A, 2—3—R2oORVEY J UADER

{tFEIZ99. 34%THo7=,
Boni2—-3—RyoaRVYY JVICDWT, "H=NMREZRIE LK

RETRT,

TH—NMR (400MHz, CDC 1) §:4. 06 (t, J=6. 2H
z, TH). 2. 44 (t, J=6. 2Hz, 2H) . 1. 66 (m, 2H
). 1. 47 (m, 2H)

(EfEH11) (1—s0a—-4—-3—RTHVEBWVEH)
TREATHRINZIREETW. AT AVEEFEEE L,

[1£34]

Nal
TBAB
toluene, H,O
100 °C

1—-s00-4—3—K7J4> (2. 18g. 10. Ommo ). FFh
STFIFVE=ZULT7OIRN (TBAB, 161. 2mg., 0. 50mm
ol) #h)LTY (1 1mL) [TAMRIE, 25CTIVIEFRYDL (1

80g. 12. Ommo |), &HBK (110uL) ZRMIMLALE. 10
OCT2 2RI L, RIGKEZ—EE > T/ OORIVAISEEIET,
HZ27OTMNTS 74 —THMLIET S, 1, 4—YIA—RTHYUADE
61399, 81 % TH-o1,

Bonhi1l, 4—3—RKRT7HICDOWTC, "H=-NMRZRIELLER%=
=Y,

TH—NMR (400MHz, CDC 1) §:3. 20 (m, 4H) ., 1,
96 (m, 4H)

(BEHIT1 2) (Ry2)oO) REBWEH)

TREATRINERBETN, 9T HVEERERE L,
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[1£35]
Nal
toluene, H,O
100 °C

[0186] ~vz)usOY K (1. 27g. 10. Ommo l) . FrRSTFLTY
E-—oL703IRK (TBAB, 161, 2mg. 0. 50mmo ) &KL
TV (6. 4mL) ITBFEIE, 25CTaAYFRYDL (1, 804,
12, Ommo |) | #EXK (64 ul) ZFRKMLEE. 100CTI1EME
B LA, RIibEE—S&>T/70O0RIVAICESBIETC, RO KNS
STA—TCRMLEETD, RYTVNLIA—Y RADELEKEI9. 58%T
H 71

[0187] BOSNAERYINLI—VYRICDOWT, '"H-NMREZRELEHERETT,
"TH—NMR (400MHz, CDC1l,) §:7. 39—-7. 18 (m, 5
H) . 4. 46 (s, 2H)

[0188] (EMEFI1 3] (4—-OOBEEXFILERBWLAH)
TRATRINZIREEZTV. AVETILHVFEEEEEEL 2,

[1£36]
Nal
TBAB
MeO,C~ > Cl = MeO,C~ >
toluene, H,O
100 °C

[0189] 4 —/OOEEEAFIL (1. 37g,. 10. Ommo l) . FhSTFI
PYEZYALAT7OIR (TBAB, 161. 2mg. 0. 50mmo |) %
MLTY (6. 9mL) ([CA@EIHE, 25CTa2bFrbYUDL (1. 80
g. 12, Ommo ) &wBK (69ulL) ZXMLEE. 100CT6
FREEBH L, RIBRZ—B&E > T/ OORILLICARBRIE T, A#R/70v
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[0190]

[0191]

[0192]

[0193]

NTST4—THRLIET D, 4 —3— REEBEX FILADERILEIZ9 9.
55%THor,

BoN/4 -3 —RFEEAFILIZDOWT, " H-NMRZRAELLERET
ERS

"TH—NMR (400MHz, CDC ;) §:3. 69 (s, 3H). 3.
22 (t, J=6. OHz, 2H). 2. 51 (t, J=7. 6Hz, 2H
). 2. 10 (m, 2H)

(EREFI14) (X9 Y RIVRVEEANF IV ERWA)
TRATHRINIRIEZTW. VTV A VEEFREZEEL

[1£37]

Nal

TBAB

toluene, H,O
100 °C

XV ANWERVEBAFIIIL (1, 80g, 10, Ommo ), Fr357
FLTPVE=ZYLTOIRN (TBAB, 161, 2mg, 0. 50mmo |
) Z#RILIY (9. OmL) ICABRIE, 25CTI VT MDA (1.
80g. 12. Ommo ) . &BEK (90ulL) ZARMLAE. 100TC
TOREIEBH LA, RIDRE—ERE>T/O00KRIVALICABIET, ARV
OYKTST4—THOMLIEETD, 1 —F— RAFHUADELEIEZI9
. 82%TH o7,

(ZfEFI15) (p— MLIVRIEVEEANF

TRATRINSIRIEZTW. I3VETILD

VIV ERBWA)

vEEEKESE L,
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[1£38]
Nal
TBAB
I - NN
toluene, H,O
100 °C

[0194] p—MILIVRILKRVEEANEIIL (2. 56g, 10. Ommo ) . F
NSTFINFPYEZDLTOIR (TBAB, 161, 2mg, 0. 50m
mol) ZhILTY (13mL) ITE@ESHE, 25CTIAVEFHMIDL (
1. 80g., 12, Ommo ), #&%BXK (130ulL) ZHRMLELE. 1
OO0CTI1 9REB® Lk, RISREZ—ZEL>T/O0RIMLICABIET
AROOR NI S 74 =T LEET A, 1 —IF—RAFHUADERL
K83, 29%THo71,

[0195]  (&&HI1)

TRATRINIRIEZTTW. EFFVESKEREL L,

[0196] [1839]

m;j
O
\J
mgj
0
O
N
m

[0197] H#AK (7. 51g. 115mmo |) ZRIEBR/PTTIZEROTS
¥ (THF, 50mL) IC8BI#, 25CT1, 2-Y70EI9 Y (4
65mg, 2. 47mmo |) #&HKML., 6 5CTIVEBHLE, TDE
. 25CThRYAFIYIOOYSY (181mg, 1. 66mmo |) &5
L. 1 59@EBH LT, EEbELUABRMROBEBEREZRARL -,

[0198] EXEME L/-ESAROBBE®RIC. BIETIAVIEFT MY DL (8. 604,
57. 4mmo l) . FhSI—n—TFITVEZDLI—YRK (TBA
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[0199]

[0200]

[0201]

[0202]

. 1. 06g, 2. 87mmo |) &M% 55~60CT5—7O0FS
EBMIFL (Br—TAI, 10. Og, 47. 8mmo |) Z&ML., B
AT 8IFAEEI LT, HmMEROBREAR L,

RISHEZE—8 &Y., 7O00RIVAICERBRIE, 1 0%EMEMATHREL
. BonfBRBEAR/OY NI S T4 —THoMLIEECA Br—TA
| WMHR (4) TROINZILEMADERALEKIZE5 9. 06%TH >,

HENEEOBRREI0OCETHAL, MLy (27mL) . (4S, 5
R) -1, 3—Y~RyYIN—3, 3a, 6, 6a—FhSERO—1H-F
T/ [3, 4—d]1A4X¥Y—N—2, 4—I4> (DTL, 6. 834,
20. 2mmo |) ZmMAt, TD&E. FDET10%PdC (314mg
. 0. 296mmo |) ®DMF (2. 5mlL) BB®kAaHKML. 25CT
1 5BFEBITE LA, RIGRTHR., 25CT1 6%EHE (24mL) ZMA.
FIRTOREBHRLAE. BBLA, EOoNERESZK (30x3mL)
. 1 O%KEBKFEF N DLKABKR (50mL) . 10%FAWRBFT YD
LKAE (50mL) . K (30mL) THELL, EBEEREL. TF
J) (3aS, 4Z, 6aR) —-5— (1, 3—IRVIYIN—2, 3, 3a,
4, 6, 6a—-~"FHeRO—-2-FFY—-1TH-FT/ [3, 4—-d] 1
- —-5—-A4YFV) Ry /)F7—h (DVE, 9. 64g, 100
% :DTLICHTZINE) 2157,

/BONEDVEIDWT, i (I R) . "H=NMRZRIELLER
T

ERDOETITT—F -

IR (KBr) v:2932, 1691cm-1,

"TH—NMR (400MHz, CDC1Il;) §:7. 08—6. 95 (10H
, m), 5. 13 (1H, dd, J=8. OHz), 4. 59 (2H, m)
, 3. 99-3. 72 (6H, m), 2. 71—2. 62 (2H, m), 1

99—1, 95 (2H, m), 1, 88—1., 72 (2H, m), 1. 4
5—1. 35 (2H, m), 0. 96 (3H, dd, J=8. OHz) ,
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sEoR DEIFH
[sEKkIE1] TRk (1)
[1E1]
R1
\
R2—C—X
RS

(1)

(XA, RT~R3E, NOFVRERF. TRATFTIVE, AIRFIIE
. Z7IRE ZMNJLE ZbOE PLTERERTT N VEDD
BENZDRLEE—DODEEEATVWTERW, FILFILEXIZT
SILFINEELLIRKERFTHY., R'~R3E, TNENEA—OD
ETHoTH, BERZDETH->THLW, £, RT~R3&E, 7
FIEXIFTIIVFILETHBHFE, BWICHRELTERZEAL TV
THLW, XiE, 7vREF. BREF. RREF. A2OFVEX
B hOFVENSBIINZETHD, )
TROINDTINHVFEBGE,
BHREH,
TR (2)
[1t2]
R4
R5-—-lll+—R7 X'~
=6

(2)

(X, R4~R7E, FIFILEXEET7SLFILETHY, The
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[553K1R2]

[553KIR3]

[55K1R4]

NEA—DETH>TH, ERBZETH->THLL, XK T7vRE
F. BRRET. RRERT. AVRERTF. KBE. XIHBKRETH
%, )
TROINDAB]MTVEZ YV LIBDEFEET.

AT A)EBREEEBRIEZ I EICLYRBIHE,

TR (3)
[1t3]

R1
\
R?—C—I
R3
(3)

(R, RT~R3RIER (1) IKBIFZEDERETH D, )
TROLINZAVCTINVHVFEEREEET S, 307 HVEE

EDEETT %,
BHRBED, HMBERETHIFKIER N ICEEHDOIVET I A VE
BHROHEET %,

KEET. I3vb7ILh)eBELEMIED I EE2/HHET 25
RIBVICERBOI VTN A VBEEEROEERE,

& (1) TROINDTZILAVEEHELATER (1A)

[1t4]

X2
(1A)
(P, RiZ. REH1~6ODTFIFIEXERFERT~110T75

IWERIVETHY, X2E, BREFXERRRFTHS, )
TROINZE—/N\OF/EFEBIZATITHY.
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X (3) TROLEINZIVETI A VFEESTERX (3A)
[1£5]

(R, Rix., giEx (1 A) ICBTBEDERAKETH D, )
TERHOLINDE—I—RFEMIRTFITHD, FRKE1~30EH
MTIBICEEHO I VLTIV VEEADOEEFE,
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