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JEOR AR 500 B FH AR v T A A PR S rh A B IR BT R 2282 1E. 'H NMR 7E Varian
EM-390, Bruker AMX-300 ZURZHEIX FIN5E . IR i Bio RadFTS—185 BILL 4Ry A3 Ll 52,
A KBr Fe Fro B HUTUE (MS) Hi HP-5989A R i S 52 , yC 2% 70 M7 B3 A AL 23 B
I 5E o LAY AL AT BL AR S b SRR A :R. Kikumoto and T. Kobayashi Tetrahedron,
1966, 3337-3343 ;Baiocchi, Leandro ;Giannangeli, Marilena ;Rossi, Vilma ;Ambrogi,

Valeria ;Grandolini, Giuliano ;Perioli, Luana Farmaco, 1993 ;487-501,
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Al LILD

[0086] BRI T, AE 100mL — 3[R Ge It b 02 W R i b AVE R i 2 . B A
UG LA AL(0. 50g, 2. Tmmol) <2, 6— — SN AN (0. 36g, 2mmol) « = Ji% (1. 5mL)
AR T (30omL) IO B =0 . IKAKBAET R 0°C, 12 A VS ALK (0. 3g,
1. 5mmol) M) S HHEHE (15mL) , i 58 Ja M L VKK, REE8HE 20 /M InAUK (10mL) ,
Wk, pHANE. KEH PR & IFAHUHE, A JCKER B8 T4 . o uERR 25 il
A, JEIBHE BR 250550, S ( SR/ Ak ) 340 E AR 0. 500, 774 64% .
[0087]  JCEAMHT 52U (H4EAH ) <€ :78.79(78.80), H:6.90(7. 10), N :10. 17 (10. 21).
[0088] 'H NMR(300MHz, CDCL,/TMS) : & (ppm)7.6(d, j = 8. 1Hz, 1H, Aryl) ;7.4-7. 1 (m,
TH, Aryl) ;6.8(d, j = 8. 1Hz, IH, Aryl) ;6.7 (t, j = 7.5Hz, IH, Aryl) ;7.6(d, j = 7. 5Hz,
1H, Aryl) ;5. 0(s, 2H, CH,) ;2.9 (hepta, j = 6. 6Hz, 2H, CHMe,) ;1.2(d, j = 6. 6Hz,6H, CH,) ;
0.9(d, j = 6. 6Hz,6H, CH,).

[0089] MS :393(M'1.17),350(100.00),227(34.31),351(27.79),219(15.56),
233(12. 20), 121 (10. 64) , 218 (10. 57) , 220 (9. 92)..

[0090]  IR(KBr)cm' :2959,1657, 1635, 1606, 1592, 1457, 1313, 767, 754,

[0091] S —

[0092]  Pifk L2 [H5 %

[0093]

Al L2
[0004]  RUSARYT T, AE 250mL = SR e In 2 vl R 0 R0 P i vl 1 o B
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RGBS AL (L. 1g,4. Tmmol) .2, 6— 3 4% (0.61g,4. Tmmol) « = Zi% (3. 3mL) Fl—
LT (100mL) IR =S0HH . UOKIBA IR 0°C, A2 A PUSULER (0. 45, 2. 4mmol)
(1) S P BER . (15mL) , 3 5€ S L UKOK I, GREE4 4 40 /. IIAZK (10mL) , i3, 43 HH
AWZ . KZH TR, G HA VA, A TCKBRER S T4 1 UE Rk 2 A, S8
JEBRZSER, i (SR / A sE ) /L0 A 1. 06g, 773 65% .

[0095]  JCELAMHT Sl ($1454H ) :C:73.17(73.04), H:3.72(3.79), N :12. 08(12. 17).
[0096] 'H NMR(300MHz, CDC1,/TMS) : & (ppm)7.6-6.8 (m, 13H, Aryl) ;5.0 (s, 2H, CH,) ;
4.9(s,0. 35H, CH,).

[0097]  "F NMR(282MHz, CDCL,) : 8 (ppm)-121, —123.

[0098] MS(EI) :345(M'6.21),73(100.00),44 (42.92),236(24.52),59(20.55),
77 (16.24), 156 (14. 91) , 74 (12. 34) , 43 (11. 76) ,

[0099] S =

[o100] Ptk L3 4 %

[0101]

Q

Al L3

[0102] BRI T, 76 100mL — 35 [ Ge b e W mi il b AVE e i v 2 . B A
SJE, B A4 AL(L. 0g, 4. 3mmol) « ZE i (0. 39g, 4. 2mmol) « = Z Ji& (2. 9mL) F1 — & T &5t
(50mL) AN B =S A o VKAKIEAEI R 0°C, G2 i A VU G4k K (0. 57g, 3. Ommol) Y — &
FE IR (10mL) , ¥ 58 S L UKAK I, GRSt BE 40 /S InANZK (10mL) , 1L 3€, 73 A HLZ .
KEH R PEEAERG & IR MU, I TSRO BRI T4 . 1L BBk 25 WA, P8I Bk 25 95
), Eefin (e / AmEE ) 1S AR L 1g, =% 85%,

[0103]  'H NMR (300MHz, CDC1,/TMS) : & (ppm) 7. 5-6. 6 (m, 13H, Ary1) ;5.0 (s, 2H, CH,) »
[0104] St A5 DU

[0105]  FCAA L4 1A Rk

[0106]
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[0107] SRS T, 76 250mL — 35 [ e e R 1 2he v 40 P R0 4B s Vi v 2 o B
R, LGP AL (L. 1g,4. Tumol) « K F —2— g L 2R LR K (0. 94g, 4. Tmmol) \ = £ %
(3.3mL) A& F L (100mL) AR =3 . VKAKBAH 2 0°C, 12 A DY FALEK
(0. 45g, 2. 4mmo1) F S REds I (15mL) , i 5¢ f M 2 UK K , GREEBHE 40 /NIF . A K
(10mL) , ;L JE, 7 HAWLZ . KIZEH ZEPEEAEG & A HAHE, A TR B T4 . ik
B 2o [ A, DBV B 22550, DO AT E AT CREE / SRR OlE / — &= 8/1/0.1) 133
4 1. 55g, FER 79% .

[0108]  'H NMR (300MHz, CDC1,/TMS) : & (ppm)7.6-6. 5 (m, L7H, Aryl) ;5.0 (s, 2H) o

[0109] SE it 191

[0110] 4K L5 1A Ak

[0111]

B1 LS
[o112] BRI T, A6 100mL — 3[R Ge It 02 W me i b AVE e i v 2 . B A
5 AL BL (0. 55g, 1. 5mmol) <2, 6— — 5 AN (0. 19g, 1. 5mmol) « = Z % (1. 7mL) F1—
SLE (50mL) I =IO A . VKOKIBAEI A 0°C, 21835 A DY &AL EK (0. 23g, 1. 2mmol)
(1) =S BERS M (10mL) , 5 56 Jo S L UIOK I, RS dE 40 /N K (10mL) , i3, 43 tH
AWZ. KZHZE TR L A IFFANAHE, A TG BRI T8 . o JERR 25 B4, S8
JEBRZSEEH, TREAEENT CHHEE /) LR ABE / = L= 8/1/0. 1) 13l 14 0. 43g, ;=%
59%
[0113] 'H NMR(300MHz, CDC1,/TMS) : & (ppm) 7. 6-6.8 (m,9H, Aryl) ;5.0 (s, 2H, CH,) ;
1. 4(s,9H, ‘Bu) ;1. 3(s,9H, ‘Bu)
[0114] S 7N
[0115]  $&HR5 FaRARAR 776 R L6 L7 L8\ L9 AT L10 :
[0116]

L6 L7 L8 L9 L10
[0117] 3 HrEdian o
[0118] 16 :MS(EI, m/z, rel. intensity) :453([M]",100% ) ;

11
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[0119]  JTEAMHT Sl (FRAB{E ) :C:71.32(71.51), H:3.77(3. 78), N :9. 30 (9. 27) ;
[0120] L7 :MS(EI, m/z, rel. intensity) :465([M]",100% ) ;

[0121]  JTEAMHT Sl (FRAR{E ) :C :69. 71(69. 83), H:4. 15(4. 12), N :9. 11 (9. 05) ;
[0122] L8 :MS(EI,m/z, rel. intensity) :401 ([M]",100% ) ;

[0123]  JTZEAMHT - S2 (FRAB{E ) :C :80. 99 (80. 78) , H :4. 79 (4. 77) , N :10. 47 (10. 47) ;
[0124] 19 :MS(EI, m/z, rel. intensity) :379 ([M]", 100% ) ;

[0125]  JTZAMHT «SEill ( BRAB{E ) :C :69.01(66.41), H:3.26(3.18), N :10.99(11. 06) ;
[0126] L10 :MS(ET, m/z, rel. intensity) :501 ([M]",100% ) ;

[0127]  JTCZEAMHT 52l (FRAB{E ) :C :78.73(79.00), H :6. 33(6. 23), N :8. 51 (8. 38) .
[0128] S

[0129] P& C1 KGR

[0130]

L~ CL-

=N =N

O O

[0131]  Z/SEP R, £E Schlenk J2 B A% mh i AL &4 L1 (0. 73g, 1. 9mmo1) F1Z, — 8 —
R A VR AL ER (0. 54g, 1. 8mmol) , BEHE <. MA TR F L (30mL) , R NIRGWEEER T
PERE 24 /N o W R 25 KEB VSR, NN B (10mL) , i e R 2 v 844 ] £ Bk vk v
(2X10mL) , ARG AR A 0. 94g, 773 88% .

[0132]  JTZEAMHT 52l (PHE&{E ) :C :52.54(52.99), H :4. 52 (4. 45) , N :7. 00 (6. 87).
[0133]  IR(KBr)cm' :2962,1676,1629, 1609, 1456, 1717, 1317, 1236, 1153, 766, 751,
[0134] S )\

[0135] ECAW) C2 Ak
[0136]

[0137]  E/SEP K, £E Schlenk JZ BV 4% /b i AL &4 L2 (0. 55¢, 1. 6mmol) F1Z, " —
R A R AR (0. 48g, 1. 6mmol) , BEH A< AR F L (30mL) , R VIR GWIEEER T
PEHE 48 /NI o R 25 KBV, N ZBF (10mL) , i iR 25 v 814 ] 2 Bk v
(2X10mL) , B2 TRAFLER K 0. 83g, F7% 92% .

[0138]  JGEAMHT 52l (FAAE ) :C :44. 55 (44. 73) , H:2.84 (2. 32) , N :7. 13(7. 45) ,
[0139] SE L

12
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[0140] P& C3 HIE K

[o141]  HSRY T, 7E Schlenk R N IIAALAH L3 (0. 31g, 1. Ommol) L [z —H
HIRLER (0.31g, 1. Ommol) , B # A <o AR T L (20mL), RVIR AWEEET

PERE 48 /NI o W BR 25 K3 0 V), NN Wk (1omL) , it iR 2. [ 4R ] £ Bk

(2X10mL) , AT RAF AR A 0. 488, 773 90% .

[0142]  JCELAMHT Sl (F1E54H ) :C :47. 37 (47. 78) , H:2. 94 (2. 86) , N :7. 73 (7. 96) .

[0143] S+

[0144] AW C4 K5 K

[0145]  E/SEH R, £E Schlenk JZ B 45 /b i AL &4 L4 (0. 42¢g, 1. Ommol) F1Z, " —

A4 IR AR (0. 31g, 1. Ommol) , BHE /<. MA ST HE (20mL) , [ MRS WAL EIR T

ik 48 /NI o WS R 25 KRV, N 28k (10mL) , i R 2oV [ 14 ] 2 Bk i

(2X10mL) , B2 TRAF A ER K 0. 55g, 4 86 % .

[0146]  JGEAMHT 52U (HAAE ) :C :50. 54(50.99), H:3.46(3.01), N :6. 17 (6. 61).

[0147]  $fR5 C4 (U5, 4 il Lo-L10 5 & — T — -G VRAL AR & ik 54 C5-C10,

WEW IR WT -

[0148] FC-5 4 Co: 0% 0 M1 Sl (i 45 {4 ) :C:51.27(51.52), H:4.46 (4. 32), N :
6. 08 (6. 22) ;

[0149] A4 C6: 0 & 20 M« S2 il (4l ) :C :48.61(48.26), H:2.33(2.55), N
6. 11(6.25) ;

[0150] [ &4 CT: 02 40 M« Szl (b 848 ) :C :47.93(47.49), H:2.61(2.80), N :
6.34 (6. 15) ;

[0151] AL &4 C8:JuE 40 M« Sl (oF 548 ) :C:52.74(52.31), H:3.27(3.09), N:
6. 66 (6. 78) ;

[0152]  JC &4 C9: Tt 3 40 M« Sl (oF B ) :C :41.98(42. 16), H:2.07(2.02), N
6.79(7.02) ;

[0153]  fc & 4 C10 : JC 3 73 M7 « S5l (oF &) :C :55. 46 (55. 03), H:4.31(4.34), N
5.98(5.83) .

[0154] St —

[0155]  FCA&4 Cl1 W& K

[0156] % X & ¥ T, 7E Schlenk Jz N & o 0 A & & 4 L5(0. 49g, 1. Ommo1) Al
CODPdMeC1 (0. 26g, 1. Ommol) , A <. MIALEE (20mL) , N VR-EIAE 1R N HidE 48 /)
I o G JERR F IS o AR ZEEIS (2 X 10mL) , LA TS ARLT (A K 0. 618, P2 % 95% .
[0157]  JGEAMHT 52 (HE{E ) :C :58.35(58.64), H:5.51 (5. 25), N :6. 73(6. 84) «
[0158] St ) —

[0159]  7E MV 2E N AR RE T, SR 5 F IR VL2825 1), N4 110°C R T4 3 /bt . 3@
ANCK, B HI R SR . NP MAFZE (84g, 100mL) , B T 50°C i, 3 i+, @
N TR )20 0. TMPa, TEIE 10 4380, BEIK S48, N MMAO FRZRES W (2. 7g, 3. 1mL) ,
PiRE 40 8h . IOAEALT C1 (10 n mol) [ AR WS (16. 9g, 20mL) , 3N &4 fRE e 1k
1. AMPa, Y 1 7B o A5 1R CM » B9 S N 28 B T UK A H), 38 5 RR BV Vi =, Y

13
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H 23g. H GCIEFRMIA, C, MiEEah 86% ., A 'H NRIEFRYT o - IhkE
i 60% .

[0160] S =

[0161] 75 SN2 TP SON HL e RE -, AR5 FF I N385 1A, I 110°C B 48 3 /b . i
NS B HI R VAT IR ZE (84g, 100mL) , & T 50 C M 1, Fra i D, @
NS TRFEFE ) 20 0. TMPa, TEIE 10 4080 i , B L4 N MMAO FR 2R (2. Tg, 3. 1mL) ,
PERE+ %0, IIANEALF C2 (10 n mol) [ FF AW (16. 9g, 20mL) , 1 254, 15475 FE 11 K
1. AMPa, [V 1 /o 2 IR C4, T RN A B T KAl R AL, S5 REWR E &, 18
T 6. 2g. JiI GCIEFRMII AL C & 700 83% . AT 'H NMR I SR o - Jfke
RN 8%,

[0162] SEJita 45 - DY

[0163]  7F V28N FRBERERE T, SR 5 H IR V2825 1), N 110°C I T4 3 /M. @
NG B HI R E . RV I T2 (84g, 100mL) , B T 50 C iy 4, 3 i bt , @
N TRFEE )20 0. TMpa, 1 10 43805, BEI S8, NN MMAO FRZRES W (2. 7g, 3. 1mL) ,
PEdE+ %0, InAEALF C3 (10 n mol) B FF AW (16. 9g, 20mL) , 1N 246, 175 FE 11 K
1. 4Mpa, S 1 7o RN S8, T ROV 2B T UK R4 L FE G ERRE R, 1
3. 7g. H GCIMEFZEWILLK, C, Ml &N 88% . A 'H NMRIMEFEDH o - ik
BN 81%,

[0164] SE it 9 -+ T

[0165]  7F SNV 28 HP SN HU e RE -, AR5 F IR V.38 25 11, N4 110°C B 48 3 /i . i
NS B HI R VAT IR (84g, 100mL) , & T 50 C M 4, T3l R pi
NI, DREF T34 0. TMpa. TEIE 10 7380 ), B &4 NN MMAO FR 2RV (2. 7g, 3. 1mL) ,
PiFE+ 3P IOAEALT) C4 (10 w mol) FY A AESME (16. 9g, 20mL) , A L0, PR EF H 1A
1. 4Mpa, N 1 /NI o (IR S0, B RN A B T KA P AL, S GBI R E R, 1
H 4. 8g. F GCIMEF RN, C, ;M2 E &N 91% . FH'H NR WEFREYF o« - Kk
BN T8%.,

[0166] S 7S

[0167]  7E RNV EEH RN FRBERERE T, AR5 H IR VS8 25 A1, N 110°C I T4 3 /M. @
ANCK, BHI R R . VT IMAFZE (84g, 100mL) , B T 50°CE T, 3 M+, @
NS TRFEE )20 0. TMpa, 1EIE 10 43805, BEI £ 4 NN MMAO FF 259K (2. 7g, 3. 1mL) ,
PEdE+ /%0, IONEALF C5 (10 n mol) 1R A (16. 9g, 20mL) , N 246, 15 1 K
1. AMPa, SV 1 /o IR S0, B S 28 B T UK R AL A G ERRE R, 1
H 6. 1g. H GCIMEFZEWILLN, C, Mle &N 89% . A 'H NMR MEFED+ o - ks
EEN8T%.,

[0168] SE e

[0169]  7F J V2% Hh s N R B B 1, SR 5 S N 32 55 1A, Nk 110 °C L2 4 3 /I
BN AHRER. RNEPIMANFZ (85g,100mL) , & T 0°CUk/K i, F 3 HL g i
P BN LA, TREFE ) 4 0. TMpa. THIE 10 2385, B L0, I MMAO B RV (2. g,
3. 1mL) , TR0 8. IAMEALF) C5 (10 wmol) AR SRR (16. 9g, 4. 8mL) , A L4,

14
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TREEHE 10 1. AMpa, SN 1 /NI 45 RN OH , RN A8 T UK R A H1, T 38 fE iR 2
PR, WA 9. 3g. FH GC I FRMMIALL, C, M &k 89% .. A 'H NMR 52 75 5
Yh o - IR G R 92%.

[0170] SE A )\

[0171] 75 SV 2E TP RON e RE -, SR 5 F R NS85 A1, I 110°C B T4 3 /b . i
NCH, B R . RNZEP A AT (129g, 100mL) , B T 0°CUKAKAH, T30 i
PiHE, W S, AR F s 38 0. TMpa, TEIE 10 43 8h, B 244, I MMAO FR 287 (2. 7g,
3. 1mL) , BidE 40 8. IIAEALF C11 (10 R mol) B — 4wy (11. 8g, 10mL) , A 2.4 »
TREEE I8 1. Mpa, N 1 /NI IEBN L0, # R VA8 'E T ok R A4, T8 5 7R &
VIR E R, WA 7. 9g. F GC I SFRWMAN, C, A& 8N 84% .. A 'H NMR il 52 75 5
Y o - IGE G R 59% .

[0172] SE L

[0173]  7E RV EEH RN BBERERE T, SR 5 H R V2825 1), N 110°C R4 3 /M. @
NCH BERER . RNZEPRIMAZZ T L (129, 100mL) , BT 0°C kKA, 30 LBk
e, BN S, R4 K 18 0. TMpa, TEIE 10 4380, B 20, TN MMAO T 287 (2. Tg,
3. 1mL) , BEdE+408h. AT C6 (10 n mol) A S EEV R (10mL) , AN 24, fR4% Ik
124 1. Mpa, KMV 1 /NI o 5 IRE N L5, RNV B T T UK H, 8 G AR B E
&, T 8. 3g. HH GClEF RV, C, IS &R 85%

[0174] S —

[0175]  7E SV EE PN R RE -, AR5 H IR V2825 1), N 110°C B 48 3 /b . @
NCH, BB . RNZEP A AT HE (129g, 100mL) , B T 0°CUKAKAH, 30 ik
Ptk TN M, 454 R 93 0. TMpa, TEIE. 10 438, B 20, N MMAO 2RV T (2. Tg,
3. 1mL) , BEHEH20 Bk, IMAEALF CT (10 n mol) A & BV (10mL) , AN 24, R4k
14 1. 4Mpa, MY 1 /NI o A5 Ll N S0 » 0 S N 58 B T UK R A L, T 38 5 R BV T R
&, T 9. 4g. FH GCIME ML, C, Ml =4 83%.

[0176] S — A —

[0177] 7B RNV EET RN FBERERE T, AR5 H R VS8 25 P, N 110°C R T4 3 /it . @
NCH BERER . RNZERIAZZF L (129g, 100mL) , B+ 0°C kKA1, 30 ik
PidE, BN S, AR5 1 0. TMpa, TEIE 10 4380, B 2, TN MMAO FR 2RV (2. 7g,
3. 1mL) , BEdE+408h. AT C8 (10 n mol) Y A A (10mL) , AN 28, fR4%
J124 1. Mpa, RV 1 /N AF1RE N 20, ¥ ROV E T U A 21, 38 5 FR s E
&, T 9. 6g. H GCMEFRWINALK, C, e s 8Eh 90%.

[0178] S — =

[0179]  7E RV EEH RN BBERERE T, AR5 H R V2825 11, N 110°C R 148 3 /bt . i@
NCH, BERZER . RNZERIMAZZ T L (129g, 100mL) , BT 0°C kKA, 50 LBk
e, N S, 54 91 0. TMpa, TEIE. 10 4380, B 20, TN MMAO FF 28V (2. Tg,
3. 1mL) , BEdE+40 8k, IIAEALF €O (10 n mol) Y & EEW R (10mL) , AN 24, fR4% Ik
73128 1. AMpa, KMV 1 /NI o 5 1IN L0, # RNVZ B T T UK H, 38 5 7R B E
B, 9. 1g. H GCIEFRWIMALL, C, e & 8N 93%.
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[0180] S — =

[0181]  7E SN2 TP RON AR RE -, AR5 F IR VL2825 11, I 110°C B 48 3 /b o i
NCH, BB . RNZEPIA AT EE (129g, 100mL) , B T 0°CUKAKAH, 30 HL ik
Ptk N o, 4745 R 7 0. TMpa, THIE. 10 438, B2, NN MMAO /2R VT (2. Tg,
3. 1mL) , BEFEH20Bh o IMAEALF) C10 (10 mmol) ) 5 RV (10mL) , N 24, R4k
14 1. 4Mpa, MY 1 /MBS o A5 LGl S0 » B9 S N S8 B T UK R A L, T 38 5 R BV T
&, T 9. 0g. FH GCIEF RN, C, Mo &R 81%,
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