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FRE, —FRAXTARARFTA.

9. LERABRIET—FAREGLEY, LF REREFTES
ZRATE.

10. ERARAIE R FAET—AA RGO, HF A REAEL,
W EXWRN- fid, ENPE—ATdd 14K 244 f OH.
NO;. NH;. FHE. X - PHBARAL., TAEREAREAXTFTAELARL
A GBRAREMEE R,

11. RAIER1FFARLSY, EMNELA:

6- (4- PTREFREATR) -3- FERERYH[2,3-d]EF=-2,4
- (1IH,3H) - —#8,

6-(4- PTREXEFTR) -3-FH-1-2-FE-2-A"K%K)
Ky H[2,3-d]-F=w-2,4- (1H,3H) - =8,

I- (2-FEAK) -6- (1-REFE) £9H[2,3-d]%EE -
2,4 (1H,3H) - =™,

3-FE-1- (2-FXAKX) -6- (1-EXFE) Eypi[2,3-
d]#=-2,4 (1H,3H) - —8,

3-FRX-1- (2-FEXAKX) -6- (1-AXFE) -5-[(2-
e i ) BK] EwH[2,3-d]ERw-2,4 (1H,3H) - —%,

S5-[(3-#AK)HAX]-3-FE-1- 2-FEXAREK) -6- (1
-BRRFR) & f[2,3-d]%x-2,4 (1H,3H) - =8,

4-1(1,2,3,4- 95K -3-FHk-1- (2-FXAHRX) -6- (1-
BAEFRE) -2,4- —8REHH[2,3-d]ER-5-K) K] TRYT
B,

4-1(1,2,3,4- W& -3-FH&K-1- (2-FEXAX) -6- (1-
BETR) -2,4- —&REHH[2,3-d]E=R-5-%) A TH,
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4-101,2,3,4-m&-3-FEA-1-(2-FXRKX) -6 -
(1-FEEFE) - 2,4 - —FREDHF[2,3-d]ER-5-K) 25
B ] T B P A,

4 -1(1,2,3,4-m&A-3-FH-1-(2-¥Fx5/5H%) -6 -
(1-ZEEFR) - 2,4 - —AREDHF(2,3-d]E="-5-%) 5%
A TR TE,

4 -71(1,2,3,4-w&-3-9x-1- (2-FhFL) -6-
(1 -ZEXFR) - 2,4 - —FRENHF[2,3-d]F=-5-1) 5tk

- R]TR,

6 - FRE-3-FRE-1- (2-FEFE) ERH[2,3-d]ER
-2,4- (1H,3H) - —#8,

3-Wh-1-(1-FRZHE) -6 - (EXFR) Epif[2,3-
d]="% - 2,4 - (1H,3H) - —®,

6 -[(1-8AE-1-%X)FR]-3-Fh-1-(2-FKA
) Eyp5£[2,3-d]-%% - 2,4 (1H,3H ) - —®8,

(£) 5-[(2-2/2)84)-3-F¥&-1- (2-7Ea1)
~6- (1 -EZERAPFR)I)EHH[2,3-d]=E%Z~- 2,4 (1H,3H) - —%,

1,2,3,4 - wWwa-N- (2 -BZE) -3-Fx-1-(2-V
AFE) -6- (1 -ZXAFR) - 2,4 - —HREDIH[2,3-d]F=
- 5 - Vauk,

(3R)-1-{1,2,3,4-mw&a-3-FHi-1-(2-F&a1)
~6- (1 -FAFR) - 2,4 - —HREDH[2,3-d]E" - 5 - A
EX) wkix - 3 - 8§,

1-{1234-w&a-3-¥%-1- (2-¥X&/¥)-6- (1
~ERETE) - 2,4 - —BMKEDH[2,3-d]ER- 5 - RFERE
- 4 - B,

(3R)-1-([1,2,3,4 - Ww&a-3-F¥4-1- (2-¥xHE)
~6- (1 -EBEFE) - 2,4 - —RMREDHF[2,3-d]F%- 5 - %]
FA} RR - 3 -,

1,2,3,4 - WA -N-(2-%C#) -3, N-—9k-1- (2
-PERE) -6- (1 -REFE) - 2,4 - —AKREDH[2,3-d]
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e - 5 - VEbAE,

2 -{[1,2,3,4 - wE-3-FX-1- (2-FHFE)-6- (1
~ERPR) - 2,4 - —EREDIH[2,3-d]E% - 5 - A)]PESEE)
LR,

3-{[1,2,3,4-wWa-3-Fh-1- (2-F£HL)-6- (1
-EAPR) - 2,4 - —RREDH[2,3-d]F" - 5 - A]TEEAL)
AR, '

2-{[1,2,3,4 - mwA-3-Fh-1- (2-PFHHX)-6- (1
-EREPR) - 2,4 - —AREDH[2,3-d1E% - 5 - R FTRALE}
LBk, _

1-{[1,2,3,4 - wWA-3-FX-1-(2-FEFE)-6- (1
~EEPE) - 2,4 - ZEKREDH[2,3-d]F% - 5 - REEMS
=,

1,2,3,4-W&-N-(2-8ZH%) -3 -FH-1-(2-7

CEAAE) -6- (1 -FEEAFRE) - 2,4 - ZRAKREH[2,3-d %%

- 5 - RSk, |
5-[(3-PEAXR)BRE]-3-FH-1- (2 -¥EARK)
- 6- (1 -EZEAFR)ENH[2,3-d]E%-2,4- (1H,3H) - =
", |
5-[(3-2¥R)RAE)-3-F&-1- (2-FER/L) -
6 - (1 -ZEEAPR)EDH[2,3-d]E"- 2,4 - (1H3H) - —M,
5 -[(3-AFR)wakmA]-3-FH-1- (2-FHEHL)
-6- (1 -EXAFR)EH[2,3-d]E"-2,4- (1H3H) - =
ﬁﬁ>
5-[(3-#A%R)8mA)-3-F2x-1- (2-945/D)
-6- (1 -ZXREPR)E5[2,3-d]E%w - 2,4 - (1IH,3H) - =

- 84,

3-WhA-1- (2-FAFL)-6- (1 -FZEFE)-5-1(3
- A ER) B) Ewri[2,3-d1%Ew - 2,4 - (1H,3H) - —®,
S5-[(3-REXBE)BRA]-3-FA-1- (2-9¥X/K) -
6 - (1 -ZRXPH)IEHD»HF[2,3-d]E="- 2,4 - (1H,3H) - =M,
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S5-{[3 - {(R-FaBA) KA XEZEL) -3 -FE-1- (2
- PAARE)-6- (1 - ZAFAYESH[2,3-d]E%"% - 2,4- (1H,
3H) - —8, .

S-[(3-PEAZEREFLA)BR]-3-FE-1-(2-VF
ERE) -6 - (1 -EEXPHR) E%pF[2,3-d]E=w- 2,4 - (1H,
3H) - —8,

5-[(3-ZBEAFRIBAI-3-FE-1- (2-FEAL)

~ 6~ (1 -ARXFR)EHpH[2,3-d]%E% - 2,4- (1H,3H) - =

M,

3-FA-1-(2-FEXBE)-6- (1 -AEAFX)-5-[(4
- AERER) ) ko if[2,3-d]F%- 2,4 - (1H,3H) - —8,

5-[(4-8AFR)BEE]-3-FH-1- (2-FXF/E) -
6 - (1 -ZEAFR)IKDH[2,3-d]%F" - 2,4- (1H,3H) - —#8,

3-FH-1- (2-FRFRE)-6- (1 -FXFRX)-5-[(5
- AR - 2 - A RA] EHF[(2,3-d]E% - 2,4 - (1H,3H)
- —®,

2 -{[1,2,3,4 - W& -3-FL£-1- (2-Fx£FX)-6- (1
- REFR) - 2,4 - —AKREDHF(2,3-d]ER - 5 - KA A} B
N - f4d,

5-[(3-28ARE)AA]-3-FH-1-(2-9¥x&m1K)

-6- (1 -ZRFRE)EH[2,3-d]%"%- 2,4 (1H,3H) - —8,

5-[(3-&ARA)ARA]-3-FHE-1- (2-FHFH) -

66— (1 -ZAPR) EeyHF[2,3-d]FR- 2,4 (1H3H) - — 8,

N-{3-[(1,2,3,4-w&-3-¥%-1-(2-FLHHE)-
6 - (1 -ZXAPHR) - 2,4 - —GREDH[2,3-d]Ez-5- %)
ARit)RHi) LEE,

N-{3-[(1,2,3,4-w9&-3-F¥&-1-(2-FEHE)-
6- (1 -EEPHR) - 2,4 - —&KEHHF(2,3-d]Ew-5-%)
wA)AE) - N N - PRI,

N-{3-1(1,2,3,4-m&a-3-F¥4-1-(2-FXm/%)-
6 - (1 -FAFR) - 2,4 - —&REDH[2,3-d]F="-5-1)
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BEIRE) - TRAA LB,
N-{3"[(1,2,3,4—W§,-3—‘?£—l—‘ (2‘?gﬁ£~)"
6 - (1 -KAFR) - 2,4 - —fAREDHF[2,3-d]FE"-5-%)

BAARRATRTE,

N-{3-[(1,234-w&-3-F%-1-(2-9%a}l)-
6- (1 -ZAFE) - 2,4 - —EREDH[2,3-d]F"-5- %)
AW ) FaRstik,

N-{3-[(1,23,4-w5-3-F#-1- (2-FEHE)-
6 - (1 -ERXPR) - 2,4 - —EREDH[2,3-d]E=-5-X)
Bk mA} = AP,

5-{[3- (1,3 -=5-1,3-—8K-2H-F%5%-2-%)
AEIBEAI-3-FE-1- (2-FHAHA) -6- (1 -FZRAPH)
EoyH[2,3-d]E% - 2,4 ( 1H,3H ) - —®8,

N-(2-8Z%) -N-[1,2,3,4-mw&-3-F£-1- (2
~-PREA) -6- (1 -FEFR) - 2,4 - —FREDH[2,3-d]
wer - 5 - %) ] K&

[1,2,3,4 -~ W& -3 -Fx-1- (2-Fha i) -6- (1-
EAFR) - 2,4 - —EREDIH[2,3-d]FER-5 - K] KATEH2
- BB,

N-(2-2ZEA)-N-PA-N-[1,2,3,4 -w&-3-F4
~1-(2-FERE) -6- (1 -EEFE) - 2,4 - —&KRED
H(2,3-dZE="-5-%)] W,

6 -[(1-#%-1-(3-FEXHFE]-3-FHF-1- (2
- PAAE) Ky F[2,3-d]E% - 2,4 - (1H,3H) - —®,

6 -[(3-RAFEL) PR]-3-F#-1- (2-FRAL) X9
#[2,3-d]%%- 2,4 - (1H,3H) - =M,

6 -[(1-F&-1-(2-2FEEXNFE]-3-FE-1- (2
- PRAHRA) EprF[2,3-d]E% - 2,4 (1H,3H) - —H™,

6 -[(1-%%-1- (2-FEXE))FAI-3-F%&-1-
(2-FABR) EpH[2,3-d]=2- 2,4 (1H3H) - —®,

6 -[(1-&&-1-(3-FREXE))FH]|-3-F&£-1-
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(2 -FERE) EHH[2,3-d]E%- 2,4 (1H,3H) - —8,

6 -[(1-BX-1-(3-=ZfFEERX)FA)-3-F£-1
- (2 -PEAR/E) E9f[2,3-d]E% - 2,4 (1H,3H) - —M8,

6-[(1-#X-1- (3 - EAFXE)FE]-3-PH*-1-
(2 -PEAEL) EpH[2,3-d]%E%- 2,4 (1H,3H) - —M8,

6-[C1-&£K-1-(1-%3%)) PR]-3-Fx-1- (2
- WERBE) EypiH[2,3-d)F%- 2,4 (1H,3H) - —8,

6 -[(1-&K-1- (6 -k X)NPE]-3-F1-1- (2
- WERE) EyF[2,3-d]E% - 2,4 (1H,3H) - —#8,

6 -[(1-&K-1-(4-5HhE))FPE]-3-F¥H-1- (2
-WEAAHR) Ky HF[2,3-d]E%- 2,4 (1H,3H) - —&,

(£) 6 -[1 - ((H[bl=dh-2-%) -1 -FFHX]-3-7
E-1- (2-9ARE) ) EH[2,3-d]HEE- 2,4 (1H,3H) -
—®, |

6 -[(1-%¥-1-(2-K-6-RAFEK)) PH]-3-F%
-1- (2 -9ARA)IESHF[2,3-d]F%- 2,4 (1H,3H) - —&,

6 -[(1-X-1-%(XX)TH]-3-¥FX%-1-(2-F15K
£) Xy HF[2,3-d]F%- 2,4 (1H,3H) - =&,

6 -[(1-%-1- (4-ZRFR¥E)) PR]-3-FX-
1 - (2-PRAFA) Eop3F[2,3-d]E%"- 2,4 (1H,3H) - —8,

(£) 6 - (2,3 -—&-1-2%-1H-$H%) -3 -Fx-1
- (2-FRABHE) EF[2,3-d]E" - 2,4 (1H,3H) - —#&,

6 -[(1-£F-1- (2-"SfE)FH]-3-FH-1- (2
- PRARBE) Eoy5f(2,3-d]E"- 2,4 (1H,3H) - —8,

6- (1 -%-1-[3-"SagkA]PR)-3-9¥H-1-(2-
Wi RHL) EH5H[2,3-d]%E% - 2,4 (1H,3H) - —&,

6 - (2-#FAFPR)-3-FE%-1- (2-FERE)EDHF
[2,3-d]%% - 2,4 (1H,3H) - —®,

6 - (2 -FHAEEAFE)-3-FH-1- (2-FEAEX)ED
#[2,3-d]%% - 2,4 ( 1H,3H ) - =M,

6 - (3-REFXAFE)-3-FH-1-(2-FEAE)ESD
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#[2,3-d &% - 2,4 (1H,3H) - —M,

6 - (3-ZRFEXEFR) -3-¥&-1- (2-¥&EF/L)
oy i[2,3-d]=Ew - 2,4 (1H,3H) - —®,

6 - (3 -FREAXAFR)-3-FL-1-(2-F7mb))E
wF[2,3-d]%%% - 2,4 (1H,3H) - =8,

3-FH-1-(2-FEAFEL)-6- (4 -FgXFE)ERF
[2,3:d]%% - 2,4 ( 1H,3H) - =8, |

3-FHE-1- (2-FEBRE) -6~ (6 - HakFR)ERF
[2,3-d]®%- 2,4 (1H,3H) - —#&,

3-FE-1- (2-F£AFE) -6 - (2 -BRhEFE)EDPHF
[2,3-d]Z"2- 2,4 (1H,3H) - —8, =R ki,

6 - (2 -R(H[b]xdAPE)-3-FH-1- (2-FEHHE)
EeyiH[2,3-d]E% - 2,4 (1H,3H) - —&,

6- (2-R-6-REAFE)-3-FEX-1- (2-F&4AL)
ey if[2,3-d &% - 2,4 (1H,3H) - —_&,

6 - (1-RXXZE)-3-FE-1-(2-FERAEIEDIH[2,
3-dE% - 2,4 (1H,3H) - —8,

6 - (4 -=ZFRFAFAFR) -3 -FA-1- (2-FE5A%)
oy 3f[2,3-d]E% - 2,4 (1H,3H) - =M,

() 6- (2,3-—&-1H-%-1-%£)-3-9¥%-1- (2
- PRAHL) EyF[2,3-d]E= - 2,4 (1H,3H) - —8,

6- (3-®BHE- 1,3 - &K -FH[c]%Hn-1-%)-3-¥
A-1- (2 -FHEBHA)XHH[2,3-d}Ex%~- 2,4 (1IH,3H) - =
M, '

2-0(1,2,3,4-wmw&E-3-¥E-1-(2-FiaHE) -2,4
- ZEREH[2,3-d]ERw- 6 - £) FRIXEFTEE,

(£) 6 - (1 -#%-1-[1-EA)FRX) -5- ([3-£/K4]
AE) -3 -FRA-1-(2-FER/EK) E9iHf[2,3-d]%E%- 2,4
(1H,3H ) - —®,

3-FER-1-(2-FRFK)-6- (1 -BRAZEE IEHF[2,
3-d]%%w- 2,4 (1H,3H) - —®,

10
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(£) =S-[B3-FZTER)HE]-3I-FX-1- (2-FEAX)
—6- (1-AEXFR) E%H([2,3-d]HX-2,4 (1H,3H) - —M,

6- (3-8FL) FEA-5-[3-2BKL)AL]-3-F2-1-
(2-FRARX) K% if[(2,3-d]%Z-2,4 (1H,3H) - =8,

S-[(5-RE-2-wgR)HARE]-3-FX-1- 2-FEAX)
—6- (1-RETRX) £95H[2,3-d]E=-2,4 (1H,3H) - =M,

1,2,3,4- 098 -3-FX-1-(2-FEXAKX) -6-FXEXFTKL-2,
4- —fARE9IHF[2,3-d]E= -5- AR LB,

1,2,3,4- 95 -3,NNN-=ZFX -1- (2-FEH/L) -6-%%
FE-2,4- —RREYH[2,3-d]E®R -5 Tk,

6-[1-%X- (4-MEFE) FR]-3-FX-1- (2-FRA
X)) EnH[2,3-d)F® ~-2,4 (1H,3H) - —]W,

6- (4-MAFEKFTE) -3-FX-1- (2-FEAR) 95
[2,3-d]%" -2,4 (1H,3H) - —8,

6- (4-BREFEAFR) -3-FE-1- (2-FRARX) B9t
[2,3-d]%"= -2,4- (1H,3H) - —#M,

4- (3,4-—FHEEEXX) -N-{4-[(1,2,3,4-wWH-3-FH
-1- (2-FEAL) -2,4- —@NRE9H([2,3-d]Ex-6-%) ¥
EIXR) - THE, f

3-LBtEE -N- (4-[1,2,3,4- W& -3-FX-1- (2-9
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6 -1 (1 -F%xX-1- (3 -FREXE)PRA]-3-FX-1-
(2~ FRBHE) Eoypi12,3-d)E%w - 2,4 ( 1H,3H) - —8,

6 -1 (1-£&-1-(1-%£)) FH|-3-F4-1- (2
- WHAER) K i[2,3-d]FE"- 2,4 (1H,3H) - —#&,

6 - (1 -%%-1- (6 -24E)NPE]|-3-FH-1-(2
- PRBE) Eep5F[2,3-d]E% - 2,4 (1H,3H) - —_8,

6 - (1 -Fk-1-(4-"2fE)NFE|-3-FH-1- (2
- WA HA) EHiH[(2,3-d]%E% - 2,4 (1H,3H) - —_®,

(£) 6 - [1 - (EHF[b-2-%) -1 -FHX]-3-VF
A-1- (2 -9imL) ) Eyif(2,3-d]#E%e - 2,4 ( 1H,3H) -
— &,

6 - (1 -£k-1-(2-8-6-RKFXL))¥A|-3-¥7¥%
-1 - (2 -9hRAA)EDHF[2,3-d]%% - 2,4 ( 1H,3H ) - —_ 8,

6 -[(1-%-1-F%R2)THA|-3-¥X-1-(2-F4HK
) K {2,3-d]E%% - 2,4 ( 1H,3H) - —&,

6 ~[(1-K-1- (4-=Z8FHEFL)) FE]-3-Fx%-
1- (2-FAAE) EHH[2,3-d]E%- 2,4 (1H,3H) - —8,

(£) 6 - (2,3 -=—&-1-F£4-1H-%Hk) -3 -Fx%-1
~ (2 -FPHABA) EepF[2,3-d]E%w- 2,4 (1H,3H) - —_H8,

6 - (1 -F%E-1- (2-2RhENDFE]-3-FHE-1- (2
~WAAE) EHH[2,3-d]%E% - 2,4 (1H,3H) - —_8,

6 - (1 -££X-1-13-BdkA)FPRE) -3 -FK-1-(2-
Wikt ) Eeyif(2,3-d %% - 2,4 (1H,3H ) - —#&,

6 - (2 -#RXPHR) -3 -FRA-1- (2 -FRERL)ESH

24
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[2,3-d)]&%- 2,4 ( 1H,3H ) - —#,

6 - (2 -PHAEXAEFTR) -3 -F¥E-1- (2-FER/EL)ED
FF[2,3-d]%%% - 2,4 (1H,3H) - —8,

6- (3 -SFAEXEAPHA)-3-®w-1- (2-FEFE)E

5 H#F[2,3-d]ER- 2,4 ( 1H,3H ) - —&,

6 - (3 -=ZRFEEAFR) -3 -FX-1- (2-FEFL)
oy iF)2,3-d %% - 2,4 (1H,3H) - —’,

6 - (3-(FRAERAPHR) -3 -FH-1- (2-FimH)xX
w3[2,3-d]%% - 2,4 ( 1H,3H) - =&,

10 3-WHE-1-(2-FRARHKE)-6- (4 —é#ﬂ?i)%@}%
[2,3-d]%" - 2,4 (1H,3H) - —#&,

3-WRh-1- (2-FAEAE) -6 - (6 - HapPR) %9t
[2,3-d %% - 2,4 ( 1H,3H ) - —#&),

3-FhE-1- (2 -FAAL) - 6 - (2 -BadkwRh)ERH

15 [2,3-d]%*% - 2,4 (1H,3H) - —8¥, =ZRTKH,

6 - (2 -%R3F[b]=kAFTHE)-3-FH-1- (2-FFEHK)
wyiE12,3-d %% - 2,4 ( 1H,3H ) - —#&,

6 - (2-K-6-REXFHR)-3-FH-1- (2-FEF/K)
oy s[2,3-d )% - 2,4 ( 1H,3H ) - =&,

20 6 - (1 -%AZHE)-3-wHA-1- (2-9ihmL)Eni]2,
3-dj=eE - 2,4 (1H,3H ) - —®,

6 - (4 -ZHFEXEFE) -3 -Fx-1-(2-FEBE)
Xoy5£[2,3-d]%%% - 2,4 (1H,3H) - =&,

(£) 6 - (2,3-—&-1H-&-1-%)-3-Fx-1- (2

25 - WARE) EyH(2,3-d]E%w - 2,4 (1H,3H ) - =8,

6 - (3 -BHRHA- 1,3 -5 - %f[cl%d-1-%)-3-¥
A-1- (2-9HmE)E»F[(2,3-d]%"- 2,4 (1H3H) - =
A,

2-1(1,2,3,4-w&a-3-9¥#%-1-(2-Fi&HL) -2,4

30 - —RARESIH[2,3-d1ER - 6 - X)) FA|XTERE,
(£) 6 - (1 -F%k-1-[1-FZKXFHE) -5- ([3-#&£7HK4]

25
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k) -3 -FR-1- (2- FRAA) RH9H(2,3-d[F%- 2,4
(1H,3H) - =@,

3-WEA-1 - (2-FEAL)- 6 - (1 - F&HE ke[ 2,
3-d|%%®- 2,4 (1H,3H) - —#,

5 (£) -5 -[(3-FZTH)BAA]|-3-FH-1-(2-94LHF
A)-6- (1 -FZEPR)EpH(2,3-d]E% - 2,4 (1H,3H) -
B,

6 - (3 -RFEX)FE-5-1(3-/L)BE|-3 - F1-
1 - (2 -PRel) £95#[2,3-d]&% - 2,4 ( 1H,3H) - —&,

10 5-1(S5-RK&E-2-weg )R- 3-9F4--1- (2-941
AX) -6 - (1 -REFR) Eoyp54(2,3-d]ww- 2,4 ( 1H,3H)
- :—m)

,2,3,4 - wWR-3-FR-1- (2-FHHHA)-6 -XE9H
- 2,4 - ZRARERH[2,3-d]ER - 5 - B8 TE,
15 1,2,3,4 - W& - 3,NNN-=Z¥-1- (2-FhAFL) -6 -
FEFR - 2,4 - —8KREDF[2,3-d]E% - 5 - ¥EE,
6 -1 -F%k- (4-FEAFE)FA]-3-FX-1-(2-7
ARIE) EHyH(2,3-d]ER - 2,4 ( 1H,3H) - =&,
6 - (4 -AEFEFE) -3 -FR-1- (2 -FhHE)EY
20 H[2,3-d|®%- 2,4 (1H,3H) - —&,
6 - (4-BREXEFTE)-3-FHE-1- (2-FRBE)EY
F[2,3-d]%% - 2,4 - (1H,3H) - —&,
4 - (3,4 -—WaRKAFRNE) - N-{4-701,2,3,4-w& -3
SRR -1 - (2 -FHERAE)- 2,4 - ZEAKREDH[2,3-d]EE- 6
25 - PRIXK) - Thk, #
3-ZBRE-N- (4-11,2,3,4-w&a -3 -Fh-1- (2
S WRAL) - 2,4 - A ARERH[2,3-dE - 6 - K) FHR]ER)
X P B,
AEXPRERBTHER (1) oW eysk, #Fk0%:
30 (a)HEEFXAHSO, WK (1) 4ud: AELSEGRALA (43
~RANETR) pSENEMN (_RFR) BAET, F#Hl0C-3%
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BEE (20C) F, EPFXAHSO), (nAEXRT) 69X (1) 14L&
Y EAL; A

(b) HEEPXHSOBX (1) 4 LAL4ETELHRL
A (AR A4, AXEARSLE OXONE E2) AT, TEEH
BA (b KPE) &, THLFBEETEAFXASHX (1) 4
HEa; XK

() HEEFXHSHKX (1) b EFalREAER
ETF. F -78C- 50 C@X (1) 4A2%5@X (L) R7-S-§-
RVAHE S, #5@EX (IV) L-S-R7AH,

R
MR
07N S
R (I

X () +R. RRFRZLHL,

X () F2ARVHREAREZ L R X AL,

X(IV) PLRABSIRA S L estmEs, RVZLAL X
(d) HEETRRAHOX (1) b4 A4EHEN (ST

)Y, FhlitGuwREmE A ToEX (V)P E@EX (VD)

R’NH, 1t.4-%1 B,

~
®) O V)

X(V) PRBABRYZ IR ERLE (k) XFE RFR
% LRk,
X (V) $RZLRFLE; &

27



98807378. 1 oM P FE14/90m

10

15

20

25

30

(e) H&RP XH CONR X (1) o¥: £1- (3 -
—PEAAL) -3 - LAB-BEA 1 - BARFEREHGHE
F, #@EX (VI smE5aX ( VII) PR M,

QO  CoH
R
N A\
PP
o) w S
1
R (VID)
9
R
HN
\R1o
(VIID

X (VL) #R. R'#=R*ZLFLE,
X (vil) ¥ R #= R" 2L E;

(f) H&HEF X HNHCONR" & X (1) o A4iENE
# (ePE) BAET, 28X (IX) 55 bEzX6X (VI
AP EE,

R (IX)

R, RRFERZLRALE X

(g) #&4F X HNHCO0)O X (1) bt £EH (7T
) BAET, A EZXHX (IX) ohE@EX ( X) ROH b
Wy B_KL,
AP R ZARLE XK

(h)%&L¥ XHSONR 65X, (1) 4a#: £EMN (=K
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W) AATF, RAX (XI) A E5a b XéX ( VID) e
R K,

Q  so,l

R
ﬁ\%
07 N S
i (XI)

Ab L REBXAALIRT (R,

R. R'I#R*ZLRAL; &

(i) HELFTXHCOOHX (1) bt ASEHEN (o
L8) HET, THdEORERENT, #£EX ( Va) et E5 A
EzX@X (VD) eHE R, |

RS /K

# o RY KA COR’  COAY,

R. R'. R*#&R"YZLFL;

FAAEERE (a). (b)), (c). (d). (e). (f),
(g). (MR (IHZETHHFAAX (IKEHHERF X (1)
BBy Fol BT BE AN 6 35 3 E 16 M 0 3 3B AL,

£ ¥R -CEOAr #X (1) oW T 5 RHAF: £ R4
EAuA (41,2 - —RCK) AT, Taifs, #EX (XI)
A EiEX ( XI) Ar'COCl 444 B &,
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(@)
R
m
ou}xs
1
R (XI0)

£ R &R ELAL,

XER— AR ESHERFFI, 4, 17,10, 13,16 - SARFTAKK
(LR “18 - F- 6" AmsBE)AAT, TEHN (=R Fi)
b, EREBAET, #EX ( XIV) L&H AL,

(XIV)

rd RIRAH,

R’ X % OH,

R # R* 2 3LF k., |

¥R A OH. R'. R, R, RAArZLRLHX ( XIV)
o TRETENG: E-FRARANEALET, TRE 78 C-
50 C, A EEXHX (X)) omE5@EX (XV) EHR M,

Ar'—4
4

R
(XV)

Ay R ZLFE,

P RIZH. R. R, RAZLRAEHSK (XIV) L84
TRELWHG EZCABREFZRACBRALET, THREE, &K
+ R4 OH s9Aa X ( XIV ) &Pk )R,
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APRAACGX () LAHTRETEHF E-FaitfE
AR FeiE R =844 (L) AAT, T -78C~50TC, kgL
X (X MesmE2,3-—4%-1-%8. 2,3 -—_&A-2 - $8M.
9 - HBMR1 - ERELN, REFAV =LA R RLERALETH
TER.

X (V) WS TRHFEHFF: EEENGR (o =Tk) FEHN
(=8 F) HAET, #£EX ( XVI) o E5EX ( XV ) 4
Yy B_R,

0
RS
HN S
1
R (XVD)

£+ RYZLF L,

Hal 3 BT (50 .

AP R HHGX ( XVL) AHTAETEMGF ESEAERN
(do—FRAFERE) ¥, #£8X ( XVIII ) R-CH,CHO {44 ( £+ R
ZXFE) HiaX ( XIX) (oW tEB RN,

A4 R" ZSLEE.
A ¥ R' Y CHC, skdk. CHyC, 43 A X CH,Cs s A X
( XVI) AT RETEHT EXAAEMNGHEAT, L PR A H
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X ( XVI) {65 H5i@X ( XX ) R¥CO,H Foif B 7] e S5

BH,

X(XX)F, ROKREC skEE. C s#HBEAXGC - sFERERA.
EFR'HC, (BHEXGC -« FREAHX ( XVI) &HTURFE

W AE: EEMN (e TX) PRAHN (FESR) HFET, TRREH,

EPR'GAHGHEEX (XV]D) o EREX ( XXI) R E,

BEEZREH (MENA) R,

B2 O-R*'
2?>< 23

R R xxxn
AR R YA FRAXTE,

R” & R” & AR iR EARTFREL, RF—RBRBER,
R” #o R” P 928 R T S A3 7 &S,

X (Va) b TEEX (V) LShRHaF E0EF, B24A
BX ( XXI) aHREX ( XVD) ey,

R'3
Hw S
R’ (XXII)

¥ R. R'. R #R"® ZxLFLE.

AR HSGX ( XXIT) 5% TRETxH4F: ESEGEN
. @K ( XXIIT ) RCH,C(O)R” 44 (£ F RA=R¥ ZXLHLE)
E bz LR ( XIX ) bW EBR A,

AP R AZAHX ( XX AHTEEEHEL P R XZA
X ( XVI) a4 £ k4.

X (VIL) oH-TRETENGF E_FREAKIEEZET,
Epmm Sy, T -78C~ 50°C, AmETHEEX (1) 45
5 _fAERE.
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X (IX) WG TREGHRHF: LEMNZUEPFEREBH
AT, £ EXRX ( VII) o5 58E R %8 (CHs0),P(O)N; &

AP L REAKETF () X ( XI) A TRETE44:
EEMN_KFRAGLT, #EEX (1) o —FoaitRaiieE
Fo —RACRBR B, ARG PREFE N - LA EEPSKERR

R — Bk, TORX (1S HRLE % —X (1) i
Bldwe, b Ar® AR ERGX (1) W TR LT Ar H K
EAXRAGX (1) dd, AFEZPpRgHhinETesvieai
U THATER, RE, EF AP At e X (1) AW T4t
REF A AMEN - e X (1) dd, AFx2AEMN P
AP AEE3 - R XPRAHN.

A(HI). (V). (vI). (vOl). (X). (XI).
(XHI) . (XV), (XVH). (XVII). (XIX). (XX).
( XXI) A ( XXIT ) XEZFHETUAERG, EXL#H L,
KRBT AR Lo i k5 B iE.

AEARKGBRGELATR G, AR ARG F P bRk sH
MERA (EX REARER) FEARPEAGRY. KAWL HH
FHRETROEMREL 1 AR EARYVLA FTRAABFEP LAY A
“ Protective Groups in Organic Chemistry ”( ¥ J. W, F. McOmie £ }&,
Plenum Press ( 1973 ) ) f= “ Protective Groups in Organic Synthesis ”
(% =&, T. W. Greene & P. G. M. Wuts, Wiley - Interscience
(1991) ) YA ALK,

ERX (1) e TABURGFEAGERLAEGY, Hik&
e B, SGRERE. BRE. LBRE. FEERE. Dh&E
BHERE. AR gl TRBddPEssd, #4564
SR A7 3

FEX (1) LeWBUAITKFMBALE BZEHR AKX
A (1) SR IUT MRk R MR R ENGRES
(eLiEshdid) . EEFHMPENIREGPERRLAG—ANF |E.
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FHERTRRA—EOF % (Pl ENRSRERE) BTHBRS
B, stk FMATAR —#&6 5% (ZeF KW HPLC ), #BidHy sk
KRS LRSS TR THE. B MEBEEFN
TR R RN EREAGEHNT, BLLEHLARATHGRY
BAGR BT, XRBISTENA SR FRRRE, RER—&75*
(4 HPLC . =R L3477 EH) 4 BExTofrAd, XEMAEF
A RALE FHEMNBTHE. AN IERFHAERGOIELERLAY
CHEA.

AR PAB TR — BRI ENCNHAREREITNE.

HTAEXPUEDWERGRFTER, ARENTATARIEAD
Y, CMESALDRTOLGLEAR. £ WHEHNERPREH
HERABRLBEFNFHER (LIEBHRETRALGHFREPEY
Mo B LzAE (AIDS ) ) 8 (RE) 257,

L g e BT eLds:

(1) (=FRid) THEHMAERELR, LIEERE, I AETEE.
T oWk, ABRESw. SfEREE RN EE, LERBEXE
PR B (bR AR @ ERE) ; XAFL SH. £
B, EHEHREXPBREEX, OIETHREEX. REHREX. RESEX.
FHEXFEHREL; BHEX, OEBEABREE. 4K $
KABREERXUABRBEREREX, FPHIX, OEFEHEX (KE
) b BAGEHRE X, RRWA XA KRR, %A RE R
MR K

(2) (FHXY) ERBHRLAY X, AR EMBGEELY
(BIEXTERBREAER. FABLTEREFRRRR) . Do K5,
B R #AC K G5 s Ao 2 § BEAL IR,

(3) (EB) FEB. HFEHAX., BARE XA B
K. RIREHAX. AEFEH. RARL. REXARL. KABRIAINM.
IRA. FCHTER KREEX, ., ABnEEampEs$. RéE
EX. tEPAFEHEX;

(4) (BHRE) EAEm. EMHE. EREFHE. RX@A0R.
VPEMEmE. KABREME. 5AMWAXAEAE (REHETMHZE
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E#HainRin) , #llhkm. EXPERS

(5) (Aeaynib fHlimn) 2RABEEIK. HIRBAEFL,
AW S RG24 ( AIDS ) . 2isiR¥E. & FRAE. 45, T
BMEMTIRIRA. ERMALA. | BBERE. BFREAE. EBLHHR
X, SLEXREOLRLE. BVHRARN. FEMNGSGE (ZAR) P4
KOV s AR, TR R

(6) (BHEFHIAFAY) ., ﬁ%&ﬁ%ﬁx%ﬁﬁ%&ﬂ
holf. SRE. B BF. B ML &&#ﬁ&gﬁ%##&ﬂ *H G E
ﬁkﬁﬁﬁ&%

AEPAWNEGHAEERN THEARARN, ARTRATETHERHEEY
AR AP TN

Bt, KAWHBE TR ERETRATETGXN (1) Lot
35 b Mg REFIC.

H—mw, KXAEARB/TERAAEREX (1) o REHF
LERAAERBEMNDPNER TAITOEHY.

AKPRERBT HBrafBIwHMERG T &, A k0ELEHEA
AREARALEEX (1) Lo HREHF Lgﬂ%ﬁ&»ﬂw%

AEPOLERT AT TERMELBEABREIRAL LRSS T K, &K
BERAEGEBARZTHF R, 5 023 LARLTARKEY
EEX (1) &AL HF EERAGEREHNH.

T LR T RE, SR, #AAHNTHEEMERGILEY. &
HAX. HREHEFTHEAABRHESERTEE,

TAERAX (1) eGP RABFEERGEPENCHE K, 2
RiBFEABLBGHAEY, A5HPHEX (1) &M/ H/EMNew (F
Baa) 5HEFEERGHYAN. HHEAMIABAER—REML, RBERAG
FX,AENBLHETAHRR, BHHASBHESAH 0.05 - 99 % FF
FHELAIKT 80 % EF (ﬁ0w~70%§g) ﬁﬁ%ﬁm%ﬂmﬁ
THAERS, AN ESAEETE L

B b, $i%¢k#?%ﬁlka(l)mA%&ﬁ% LEAW
BEREMNCHARGF EERGHEBH. HBEHNXEKGEHELSD.

ARXPERB/THELL RS BA WA TR, ar ekt
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RN (DS REHF EERGERENCY S 845 L& A GBI,
BB X BAAR—RIEITRA.

ALK HmAHTUERN. REERN. LARBRALEKMN
FHRNBERER (oxtHif/RAEREK) ; XELLH, #Hlokh
7. BREAN. BEHN. HPAXRFEA B RS H, AAEZRMAXRE
BRANBXZRT ALY, RATLY, IURHNEIAZEMLYH, &
B4,

AT EaplFmEERLR, ERPAPERATATESELA: mp.
=¥35,%, NMR = BZ#EddkRE, MS = A& h = i,

LA 1
6 - (4 -FPHEREEEFTHR) -3 - FHREDH([2,3-d]E% - 2,4
(1H,3H ) - —#

a) 3 - (4-FAREXE) g

ARG EE BN (29g) A F% (250ml ) RER T
MmA3 - (4 -FRAEXERER) ®-1-8(1502g) 9K Fik ( 100
ml )&k, FREBBA 2 IHREEEF LT 4B ATHE (3
x 500 ml ) 7k, BHARARERETAEL. RGO BKWZATRIE
AR R AR RS ( 6.81g ), AmkY.
MS (EI) 164 (M"), 121 (BP)
'"H NMR (CDCl3) 6 2.75 (2H, t); 2.91 (2H, t); 3.79 (3H, s); 6.84 (2H, d); 7.12 (2H, d);
9.81 (1H, s).

b)) 2-REA-5-(4-FRAXEFIR) -3 -E0 XKL
200 08 NABHHRIATHBLE (34g), A (0975g) A==
Zk (3.00ml ) A=—FAPERE (10ml ) GE&RPLSAMAS - (4
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~-PRAER) AR (517g) . 30HE, BRABAK (400ml) #H
BHMACBRTE (2 x 250 ml ) FR, AMFRERZLKARE TR,
FEFREEL, BAWEREKELEN L, ALBRTE @ Gntk (1:
3) %M, f£304FAE4 (7.08¢g) .

MS (EI) 291 (M)

'H NMR (CDCl3) 8 1.33 (3H, t); 3.79 (3H, s); 3.85 (2H, s); 4.24 (2H, q): 5.79 (2H, s , br);

6.68 (1H, s); 6.84 (2H, d); 7.13 (2H, d).

¢) N-[3-CTRAZEE-5- (4-FREEEFE) - 2 - Ky
- 0 - LHEARAETHE

£O-SChHHEHG2 -REA-5- (4 -FREAFEFR) -3
- Emy BB RS (3.00g ) Foukrz ( 4.00ml ) A& Fh (30ml) &
BT AMARTROE (1.00ml). 45545, BopmEa (10 %,
50ml ) %, KAMBEHA_EFR (30ml) ¥R, SFO9ANFERRE
AARBRBETR TEARERAKL. BLWBakHEEN L, ATLE
ZRWERAEEBE ( 1:19 - 1:3 ), 55 b a8bad ( 5.61¢ ).
'H NMR (CDCl;) 8 1.29-1.37 (6H, m); 3.79 (3H, s); 3.95 (2H, 5); 4.22-4.32 (4H, m); 6.82-
6.85 (3H, m); 7.15 (2H, d); 10.13 (1H, s, br).

d) 6 - (4 - PREFAFR) -3 - FEEHIH(2,3-d]ER - 2,4
( 1H,3H) - —&

¥Pm (8ml) BAAMN -[3-ZRAKRK-5- (4-FH
EAFAFR)-2-EpK]-0 - ZAREATHEE (093g)508 (15
ml ) ERP. MHMEHEREZHAOFESE T T 120 Cheik 16 /5.
ERETERERN, Ziohh L8 —RABRAIFALES (031g),
A B K,
MS (EI) 291 (M)
"H NMR (DMSO-Dg) §3.17 (3H, s); 3.73 (3H, s5); 4.01 (2H, s); 6.87-6.91 (3H, m); 7.19
(2H, d); 12.10 (1H, s, br).
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LA 2
6 - (4-FPAREFEFE)-3-FE-1- (2-FH-2-5%
W) Ewyif[2,3-d]E% - 2,4 (1H,3H) - —&

N

A

N

NS

P eI ER47 (0203g ) A6 - (4 - FREAXAFHR) - 3 -
WieXey5[2,3-d]%E%" - 2,4 ( 1H,3H )- —& ( 0.15g )ERE (5
ml) RERTMAL -£-2-Fh-2-F%(0055ml). F%
=16 WG, ROV AR IAARERESE, TR LRLEER.
AMFEFCRZLKARRETIE TEPREXRSE. REWEEREEN
i, MUBTE @ s (1:3, 3:7, 7:138E) &b, %3
WA (011g) .

m.p. 111 C,

o~

MS (EI) 356 (M+)

'H NMR (CDCl3) 8 1.75 (3H, 5); 3.43 (3H, 5); 3.81 (3H, s); 4.00 (2H, s); 4.48 (2H, s); 4.83
(1H, s); 4.98 (1H, s5); 6.86 (2H, d); 7.02 (1H, 5): 7.14 (2H, d).

E A 3
1 - (2-FRBE) -6 - (1 -AEFHR) Ei[2,3-d]F
- 2,4 (1H,3H) - —&

a) 3 - (1-FE¥X) "8
13- (1 -EE) #H%ek (500g) égwikwh (500ml ) RE

BPMANI0%4E-% (1.00g) . REDTOAKKET &AL 18 ) H,
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REZRFIHRTE, FRALBTE (3 < 100ml ) ®hik, ERERE
TAKMAF MRS H (50.0g ), A E4K,

1H NMR (DMSO-Dg ) 8 2.65 (2H, t); 3.30 (2H, t); 7.37-7.46 (2H, m); 7.49-7.60 (2H, m);

7.79 (1H, d); 7.93 (1H, d); 8.07 (1H, d); 12.10 (1H, s, br).

b) 2 -&EA-5- (1 -FREFHR) -3 -E9ERTE
mEHG3 - (1 -FER) B8 (850 ¢g) ALK AT ( 100
ml) fn —FAFEE (01ml) HRERFTAMERL (740 ml ) #
AKZRFR (50 ml) E&k. 200G, MAERERETRE, %
W HRY T 50 CAZE T4 .
MKW BHETEKWE%d ( 45 ml ) F, FmF 10 %42 - %
( 0.50g Mo XK 2,6 - —FHwbrz ( 5.82ml VELKw A% (30ml)
HREERY. REDELANMNKRAETANS X, REZaHE L HTE,
BRARET AL, EAeGHKYEZALT FHRFHEK,
ZEARBEETAK-_FEAFEE (20 ml ) F., mARA LR LE
(4.53ml) Fsk (136 ml ), BREHT SO CARATHHE2 I, &
KN (300 ml) FleFfAAEZR (S0ml ), RAOHATE (3
x 300ml ) FW, GFHAMFERRELKABETE TEPBEX
K. BAYZHKEEN S, MLE : Ok (2:3) abgs 548
o4 (11.00g ) .
MS (APCT) 312.1 (M+H)),
'H NMR (DMSO-Dg) 6 1.20 (3H, t); 4.12 (2H, q); 4.35 (2H, s); 6.56 (1H, s); 7.08 (2H, s,
br); 7.41-7.56 (4H, m); 7.84 (1H, d); 7.90-7.96 (1H, m); 8.09-8.13 (1H, m).

c) 2-(2-FHEARAIRK-5- (1 -BAFHR) -3 -EEE
-

TOCHEHT, ESIHAM2 - KA -5- (1 - FZXFR)
-3 - Ky BB (550g) 652 - PRARE (40ml) Ek P45 10
HRMEAN (13 g) A, REB T B 16 18, KSHES I
HAB> 10 mAmEaiss ( 1.8g), FRAESEHME 16 0. FE
BRBIAK (1000ml )P, AR EATF, FFA LK TE (2 x 500ml )
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ER, ANERBRZLKBRETR, SEPBEXL. Ro4WBREK
HEMAL, MT& @ S5 (1:3)%BFsFHsd ( 6.20g ).
m. p.57 - 59°C

MS (APCI) 368.1 (M+H)",

'"H NMR (DMSO-Dg) § 0.86 (6H, d); 1.22 (3H, t); 1.66-1.92 (1H, m); 2.91 (2H. dd): 4.14
(2H, q); 4.40 (2H, 5); 6.70 (1H, s); 7.43-7.57 (4H, m); 7.84 (1H, dd); 7.92-7.95 (1H, m);
8.11-8.14 (1H, m).

d) N-Z8AE-N- (2-F¥HAAA) ~-N-[3-ZEABEHR-5
- (1 -RXEWER) -2 -Eo 8] K%

M RBRR (237 g ) ELKFR (50 ml ) 9Bk P A
CEEA (1.08ml ). 1B, A2 - (2 -FRRFA)EK- 5 -
(1 -EKXFR) -3 -ERpRBRLE (4646 g ), FFa8edidk 16 4
. FRoHidiE, BARZAHACE (50 ml ) ik, 2469 AE
BETEAR, REYWBAKEEN G, RLE : O (1:1) kbig
MR AY (5.05g ), Adkdy.

MS (APCI) 453.1 (M+H)"),

'H NMR (CDCl;) 6 0.87 (6H, d); 1.29 (3H, t); 1.78-1.92 (1H, m); 2.44 (3H, s); 3.06-3.80
(2H, br); 4.24 (2H, q); 4.53 (2H, 5); 7.09 (1H, s); 7.30 (1H, s, br); 7.41-7.58 (4H, m); 7.84
(1H, d); 7.90 (1H, dd); 7.99 (1H, dd).

e) 1 - (2-FABR)-6- (1 -ERAFHR)ERDHF[2,3-d %%
-2,4 (1H,3H) - -8

BIN - LA -N- (2-FERAX)-N-[3-CTEAEH]-5
- (1 -FRPE) -2 - Ep AR (020g) 9B (4ml) ERk TP
mNTEHA (0036 g ). RAVEH 3 I, REANMALER
(0.036g). X—3 )85, Fro4HeEIANLR (2M, 20 ml) ¥,
HRCERTE (2 x 20 ml ) FR, AMERERELKABEE TR, T
ERREAL. BLAOBRARBLBRUK/CREL QJFHIFAILEY
(0.105g ) .
m. p. 189 - 190 C
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MS (APCI) 365.1 (M+H)"),
'H NMR (DMSO-D¢) § 0.84 (6H, d); 2.02-2.18 (1H, m); 3.57 (2H, d); 4.60 (2H, s); 7.01
(1H, s); 7.48-7.59 (4H, m); 7.87 (1H, dd); 7.95 (1H, dd); 8.16 (1H, dd); 11.34 (1H, s, br).

et 4
3-H-1- (2-FREAE)-6- (1-FLFH) &5 (2,
3-d ] - 2,4 (1H,3H ) - =&

BRFG N - B - N- (2 -FRR/E) -N-[3-ZHRKE
BE-5- (1 -EAAFHR) - 2 R |K (X3, F¥e),
030g ) ECE (6ml) 89 5% FmATEHH (018g) . 618G,
e N#EFE ( 0.165ml ) ., X— 16 J#tjE, A ( 0.165ml ) .
F—240HE, BFRERSMEIALE (2M, 30ml) ¥, FRALE
LB (2 %30 ml) ¥R, AMERERZAKEBRET R, SEFRE
EHE., RAWZEcAEENL, ATE - Sk (1:1) %bl, REL
LR —RAT BT E LS (0248 ) .

m. p. 137 - 138 C

MS (APCI) 379.1 (M+H)"),

'H NMR (CDCl; ) 3 0.93 (6H, d). 2.18-2.32 (1H, m); 3.38 (3H, s); 3.68 (2H, d); 4.52 (2H,
s); 7.04 (1H, t); 7.40-7.52 (4H, m); 7.82 (1H., d): 7.86-7.90 (1H, m); 7.95-8.02 (1H, m).
S S

3-WhA-1- (2-FARE)-6- (1 -EAEFR)-5-](2
-k ) AR EerF[2,3-d %" - 2,4 ( 1H,3H ) - —&
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FOCERAT, —JdiAm (0.093 ml) )£ Key&=kwh (5
ml ) ZRPHEMETREE (20MTRER, 032ml). FEREHS
oup, REA¥NE 18C, FiMmA3 - FR-1- (2-FHrAERX) -6
- (1 - RRXFE)E9H[2,3-d]E%-2,4 (1H,3H) - =&
(0.20g ) i KAkl ( Sml) &E&k. 15546, WA2,2' - =
vk — gAY (0.145¢g ) s Kkw kvl ( 2ml ) im&. BRAHT -78
CHHH 118, RERETR. FRERSGHBAIOIERIRKE
% (30ml) &, REATE (2 x30ml ) FR, AMERZELKEA
RETR IEPRERR. BAWEHEKEEN%A, BAR : Tk
(1 :2) %M, RERALBRLE/CRELL, FAFHALEY
( 0.172g ) .

m. p. 148 - 149 C

MS (APCI) 488.1 (M+H)",
'H NMR (CDCl3 ) § 0.89 (6H, d); 2.10-2.25 (1H, m); 3.31 (3H, s); 3.63 (2H, d); 4.73 (2H.

s); 7.05 (1H, dd); 7.17 (1H, d); 7.36 (1H, td); 7.40-7.58 (4H, m); 7.81 (1H, dd); 7.85 (1H.
d); 7.98 (1H, d); 8.42-8.45 (1H, m).

% 6 .
S-1(3-2mL)BA|-3-FH-1- (2-FHAFL) -6
- (1 - ARAPHR) EyiF12,3-d]E% - 2,4 ( 1H,3H) - —&
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MAETHA (20 M SlER, 032 ml ) f—JFmAK ( 0.093
ml) K E*w (Sml) BE&k, 3-FH-1- (2-FEXARX)
-6 - (1 -XAFHR)EwF[2,3-d)%E% - 2,4 (1H,3H) - —&
(020g) X KwE=kvh (5ml) EkAd - PLAEEABRBKS -
(| =9k (1,1 -—FHRZHE) Pa XX} mER ( 0.19g, J. Med.
Chem. 1995, 38, 2557 ) ¢4 Kw&xkwh ( 2ml ) Ek, BB EEY
SHFEFER L. MR ETwacskd (6 ml) &, FAAALWT
EiKSHm (020 g) &, 16 1B G, ZEgRMAK (30 ml) #H#F,
FRATE (2 x 30 ml) FR, ANFRRZELKARE TR, LiEf
BIEARL., BReMEREBAEEN A, HUBEMN, REALURLE/T
Y F 2 AR AR AR AL-A ( 0.098¢g ) .

m.p. 130 - 131 C

MS (APCI) 469 (M+H)",

'H NMR (CDCl; ) § 0.88 (6H, d); 1.90 (2H, quin); 2.10-2.24 (1H, m); 2.84 (1H, 1); 3.17 (2H,
t): 3.42 (3H, s); 3.63 (2H, d); 3.89 (2H, q); 4.78 (2H, 5); 7.35 (1H, d); 7.44 (1H, 1); 7.45-7.56
(2H, m); 7.82 (1H, d); 7.84-7.92 (1H, m); 8.01-8.07 (1H, m).

53645 7

4 -101,2,3,4 - WA -3 -F#A-1- (2-FimkL) -6 -
(1 -FBAFE) - 2,4 - —FREDHF(2,3-d1E=- 5 - %) BRE|
TR Y&

a) 4,4,4 - = FRATHEANFEKAKAER

Kt P EAANKBEERTE (8.77g), 4 -BRTHR=7E (8.00g)
Fo18 - E&t - 6 (1024 g ) ALK&k ( 60 ml ) PHHRERR
FRES 4, RETEREHI XK. HFRAVWAANRIFERAMBKE
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#% (200ml ) b, MK (2 x 200ml ) ¥R, HFMFRREZELKAR
W, dEMRERL ALY (1052g ), AmkY.

"H NMR (C¢Ds) 6 1.57-1.62 (2H, m); 1.64-1.75 (2H, m);-1.86 (3H, s); 2.88 (2H, 1); 3.06
(9H, s); 6.73 (2H, d); 7.84 (2H, d).

b) 4 -1(1,2,3,4 - W& -3 -FA-1-(2-FEXAK) -6 -
(1 -BAFH) - 2,4 - —AKESH[2,3-d]E=- 5 - %) BA)
T B Y B

INETHA4 (25 M SRk, 077 ml) fe—FamikEK ( 0277
ml) 9K E%dh (5ml) Ek, 3 -FHA-1- (2-FHHR)
-6 - (1 -XAPH)EHHF[2,3-d]F% - 2,4 (1H,3H) - — 8
(020g) hAKWE® (10 ml ) FErbost PEANKER 4, 4, 4 -
—WRATHAE (079 ¢g) L KWEASKH (5 ml) Fik, HBEE
B S P ER A& RS AEE (0.5M, 20ml )ik, ATE (20ml)
HEFBIF 1054, 2 & %M, KaBALs (20ml) FR, 456
HAWMFBRZAKRBRETER SBEMREAL ZLVWERAKEEN
b, A& : Sk (1:1) ®BFRFRLSHH (0365g) , HH
K.
m.p. 111 - 112 C
MS (APCI) 511.0 (M+H)"),
'H NMR (CDCl;3) 8 0.87 (6H, d); 1.98 (2H, quin); 2.10-2.20 (1H, m); 2.52 (2H, t); 3.10
(2H, 1); 3.42 (3H, s); 3.62 (2H, d); 3.67 (3H, s); 4.76 (2H, s); 7.35 (1H, d); 7.45 (1H, v);
748-7.55 (2H, m); 7.81 (1H, d); 7.86-7.92 (1H, m); 7.99-8.04 (1H, m).

L34 8

4 -1(1,2,3,4 - w&-3-FH-1- (2-FXF/K) -6 -
(1 -EEFRA) - 2,4 - —AREDHF[2,3-d]Fw - 5 - &) sl
TR
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B4 -1(1,2,3,4-m&-3-FH-1- (2 -FHARL) -6
- (1 -FXFR) - 2,4 - —8RKREDH[2,3-d]|E"-5-K) &
A)TERFE (0382g) AFE (8ml) fevgskwh (4ml) Bk P
MANARALAKER (1M, 4ml) ., RAWTEEEH 4, ALK
(50ml) #%, ALK (2M), FHALB/TLRBRLERSE (5:
3, 80ml) ¥R, AMFRERZLKABIEE TR SBEMEAEAL. &
FOBRKRACRUE/CREL S, FEHAALEH (019g) .
m.p.172 - 173 C
MS (APCI) 497 (( M+H")),
'H NMR (DMSO0-Dg) 6 0.80 (6H, d); 1.78 (2H, quin); 1.97-2.15 (1H, m); 2.37 (2H, t); 3.04
(2H, 1); 3.24 (3H, s5); 3.58 (2H, d); 4.76 (2H. s): 7.42 (1H, d): 7.49 (1H, t); 7.53-7.59 (2H,
m); 7.88 (1H, d); 7.96 (1H, dd); 8.06 (1H, d); 12.12 (1H, s, br).

LA 9

4-101,2,3,4 - w&-3-FHA-1-(2-94hF/K) -6 -
(1 -ZAPHR) - 2,4 - —BREDHF[2,3-d]E"-5- 1) £
BT B B
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a4 -101,2,3,4-w&a-3-FR-1- (2-FEFHR)
-6 - (1 -2AFH) - 2,4 - —AKEDHF[2,3-d]F"-5-2&)
BAITRPE (02462 ) AFE (3ml ). &=k ( 3ml ) Fok (3
ml ) #RER FoAd A —HE£E470.1632) . 1IHE, FR RS
MBIAA At BB B KR (20ml )b, FHLBLE (2 x 20ml)
FR., ANFREZLKABRETR SEPRELAR. BREVWEEE
Moidl, MO : TERRZE (1:1) 3k, MELSZLRLE/LR—E
BT AFR4LAY (080g ) .
m. p. 160 - 161 C

MS (APCT) 527.1 (M+H)"),

'H NMR (DMSO-Ds) § 0.77 (3H, d); 0.79 (3H, d); 1.95-2.09 (2H, m); 2.10-2.25 (1H, m);
2.56 (2H, t); 3.19 (3H, s); 3.20-3.33 (2H, m); 3.46 (1H, dd): 3.58-3.64 (4H, m); 4.74 (1H,
d); 5.58 (1H, d); 7.50-7.59 (4H, m); 7.90 (1H, d); 7.97 (1H, d); 8.21 (1H, d).

5345 10

4 -101,2,3,4-w&A-3-Fh-1- (2-FhHFH) -6 -
(1 -FXKFE) - 2,4 - —8REHDH[2,3-d]g="-5-3) st
AT & VB

m4-101,2,3,4-wR-3-FF-1-(2-"xHHX) -6
- (1 -EEPHR) - 2,4 - —BREDF[2,3-d]E% -5 -£) &
AITERFE (036g) K F (20ml ) BERFPHWAS - RATXTF
B (57 -8 %, 0366g). 148G, ERALKLE (40m]) #
#, RRiafti ELRBAKER ( 20 ml ) 2%, MEREFHE
BREAHKER (20 ml ) 2k, AMEZLKABRE TR TBEE
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EE. BAPR LRI/ T JFH R4 (0.182g) .
m.p. 122 - 124 C

MS (APCI) 543.0 (M+H)"),

'H NMR (CDCl; ) 8 0.81 (6H, d); 1.98-2.15 (1H, m); 2.30 (2H, quin); 2.61 (2H, 1); 3.40
(3H, s); 3.54 (2H, d); 3.71 (3H, s); 3.94 (2H, t); 5.10 (2H, 5); 7.43-7.58 (4H, m); 7.86-7.94
(3H, m).

L 11

4-1(1,2,3,4-w& -3 -FE-1- (2-FhFR) -6 -
(1 -EXFHR) - 2,4 - —AREDIH[2,3-d 5% -5 -1) &&
KITR

mBEe 4 -[(1,2,3,4-wE -3 -FHh-1- (2-FHHA)
-6 - (1 -XAFR) - 2,4 - —AKREDF[2,3-d]E" -5 -£)
BEA|TEPE (010g) A98 (3ml) s (3 ml) iR
ERPRALEAAER (IM, 1ml) ., 4B, RERSHAK
(20ml) #&, ALK (2M) Bk, FRTLHBRTE (2 x30ml)
R, ANEBCREBRETHR., AAeWATE (30 ml ) EAALMH
Kk (01M, 30ml) ZR#tfroyde. KAALEER (2 M) B,
FRMLBERTE (2 x30ml) ¥R, AMFEREREZELKARE TR, &
ERBERSGE. BAYE LRLUE/ Ok —RFBEIIFHALLS Y
( 0.028g ) .
m. p. 174 - 175 C
MS (APCI) 529.0 (M+H)h),
'H NMR (DMSO-Ds ) §0.77 (6H, d); 1.92-2.05 (3H, m); 2.43 (2H, t); 3.24 (3H, 5); 3.55
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(2H, d) 3.85 (2H, t); 5.10 (2H, s5); 7.46-7.61 (4H, m); 7.95 (1H, d); 7.97-8.04 (2H, m);
12.22 (1H, s, br).

3 34) 12
6 FA-3-FE-1- (2-Fkmi) Eof[2,3-d]ER
- 2,4 (1H,3H) - =™

a) 2 -RE-5- (KEFRL) E%- 3 - BB TE

®3 - AR (100g), RATETE ( 7.95ml Yfr ( 2.40g )
EZFRATERE (30 ml) ERFPRAZCE (1040 ml) . RAY
ARAT TS0 Chedk 30, REAK (350 ml) HE, FALEE
R4 K ANEREREZELKABRE TR SBEFAEXL. RLHhEE
EM e, MTE @ FOk (1:3)Bgs I q84es% (142 ).
MS (APCI) 262 (M+H)")
'H NMR (CDCl3) 3 1.33 (3H, t); 3.91 (2H, s); 4.25 (2H, q); 5.78 (2H, bs); 6.70 (1H, s);
7.20-7.33 (5H, m) |

b)2- (2 -PRREK]L) -5 - (FAFTHE)E- 3 - BB LE
ERATTINHAGHEFEN2 - 8L -5 - (EAFR)ED-3

S RBRUEENY - TREAARERTY O mAMEIM (3.0g) . RS

P T EiREH 20 00, RERAARBE, RERIHTH, F8H R TE

FR AR ANFERERAZEKEBRE TR, SEPBREXREL. B2

HEEM AL, M CB @ FOK (1:19) ®BgFa) Masesd (2.80).

MS (APCI) 318 (M+H)")

'H NMR (CDCIs) 8 0.96 (6H, d); 1.32 (3H, t); 1.93 (1H, m); 2.97 (2H, dd); 3.92 (2H, s);

4.23 (2H, q); 6.75 (1H, s); 7.20-7.34 (5H, m); 7.46 (1H, m)
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¢) N-Z8¥E-N- (2-FEARK)-N-[3-TREHEKE-5-
(ERFIR) - 2 -EpR|k

ERAT QB FEMR (151 g) FAKFR (30 ml) $RE
BPMALEEA (0.69ml ). 108G, mA2 - (2 - FRFERL)
-5 - (FRAFHE) KD -3 - RBRTE (2.55g), HFSEHH 200
i, WRSWitE, BARRAYA LK., SHNREAERETAX,
Riemza g, BT @ ok (1:1) kBgaMegaisdh
(3.08g).
MS (APCI) 403 (M+H)")
'H NMR (CDCl)  0.88 (6H. d); 1.31 (3H, t); 1.92 (1H, m); 2.46 (3H, s); 2.80-3.90 (2x
1H, 2 vbs); 4.08 (2H, 5); 4.27 (2H, q); 7.08 (1H, s); 7.25-7.39 (5H, m); 7.46 (1H, m)

d) 3-F¥ik-1-(2-FHARKE) -6 - (KEXFHRE) E»HH[2,3-
d]#E% - 2,4 ( 1H,3H) - —®&

ERATEHON-CEBAE-N- (2 -¥x®/E) -N-[3 -24&
HEBE -5 - (RAFHR) - 2 -Eep Wk (290g) 5 (40ml)
BRTRMANCEH (1.96g ) . FRSHHEH 2016, REmA#BETR
(1.80ml), RE&YmBAEAI I, REAZEER, HFARETEAXR.
AW A KGN UB OB R 2 Kk, ANFERRERZLKABRAE TR,
SRR EARE., BREWEHEENGAL, BOUs @ Ok (1:1) %L
Bk, mhkY RO/ FORELBAIFMLEY (1.70g ),
m.p.72 - 73 °C
MS (APCI) 329 (M+H)")

'H NMR (CDCl;) § 0.95 (6H, d); 2.28 (1H, m); 3._41 (3H, s); 3.72 (2H, d); 4.07 (2H, s);
7.05 (1H, s); 7.23-7.37 (SH, m)

S4B 13

3-R-1- (1 -FAZR) -6 - (FRAEAFR) Xopi2,3
-d %% - 2,4 (1H,3H) - —&
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a)2- (1 -FRAZARR) -5- (RAFR)E -3 -58, &
B

M2 -RE-5- (FRAPR) &% -3 - K&K, CTE (261 ¢g)
Fd - FRESR (30mg ) SARKFTE (S0ml) FE&RPmA2 2 -
—WERARR. HERMAERS I, RERAAZTIR. WEER
e A AL ( 800 mg ) #5285 ( 100 ml ) E&k. RABWARAT
TERBH 24 1), REVAKHEE, REMLRLULEBERI K, &5
HAMERGR AL KhE, REZSLKABRETR SEMEEZRL,
R Ry, RAYEAKEEN A, L& : FER (1:19) %
L 3] S Aea4 ( SS0mg ) .
MS (APCI) 304 (M+H)")
'H NMR (CDCl3) § 1.25 (6H, d); 1.31 (3H, t); 3.41 (1H, m); 3.93 (2H, 5); 4.22 (2H, q);
6.74 (1H, s); 7.20-7.33 (8H, m)

b) N-Z#k-N- (1 -9HZHE) - N-[3-ZaAZEHX-5
- (EEFR) -2 -k

A2 - (1 -FERZEER) -5 - (FAPR) & - 3 - %8,
LB (500mg ) . FUE4R (340mg ) AUBEE (0155 ml ) , ¥ E#k
B112, FB, o) o5 EREHR ALY,
MS (APCI) 389 (M+H)")

c) 3-WHEA-1- (1 -F¥RALHE) - 6 - (FEXPHR) E»pHi[2,3-
d]gez - 2,4 (1H,3H) - =&

AN-Z8E-N- (1 -FRZEX)-N-[3-TREHEK-S
- (EAWH) -2 -k Rk (700mg ) . A ( 400 mg ) Foak
P ( 0.45ml ), #EEH 12, T&K d) H5 ERNEFRFENLEGD.
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m.p.91 - 93 C

MS (APCI) 315 (M+H)")

'H NMR (CDCl3) & 1.55 (6H, d); 3.38 (3H, s); 4.07 (2H, s); 4.60 (1H, bs); 7.07 (1H, s);
7.23-7.37 (5H, m)

] 14
6 -1 (1 -&X-1-FKEX)FRA]-3I-FX-1-(2-FHiK
) &Ko 5F12,3-d]g% - 2,4 (1H,3H) - — &

OH

\N \
) @a

BERATHI -FE-1- (2 -93hFHR) -6 - (FEAFR)
oy 2,3-d]E% - 2,4 (1H,3H) - —8 (#4612, 0.150¢g )
AN - RN B TR ( 0090 g ) GEKEG (5 ml) Exkmkeii2
D REVIERET AR, RAeWEZEHEEN S, RLE : 7Ok (1:
1) eBLIFRIFAIE4 ( 0.085g ) .

m. p. 140 - 142 C

MS (APCI) 345 (M+H)")

'H NMR (CDC}5) § 0.97 (6H, d); 2.31 (1H, m); 2.57 (1H, d); 3.39 (3H, s); 3.77 (2H, ddd);
5.97 (1H, d); 7.03 (1H, s); 7.33-7.46 (SH, m)

L) 15

() S-|(2-2@A)8K|-3 - FR-1- (2-9¥x8m%)
-6 - (1 -XEPR)EHH[2,3-d]E% - 2,4 (1H,3H) - =&
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a) () AfHEN2 - BREA_BILY

1 -#%EAFH-2 -5 (2ml) AT—&F% (10 ml ) J. Az
B (2.67g) Ak ( 10ml ) . AR ZULBH I ks b 42,
ARERTEME (059 ml) H_AFK (5S5ml) Bk MTERE
VB 10 040, RESBHM. KAAZKFTRER, BF_fFikiadsd
I, RETER. SEFPALXAI N EELES (256g) .
"H NMR (CDCl3) & 1.29 (6H, d), 2.33 (2H, br), 2.67-2.75 (2H, m), 2.83-2.92 (2H, m),
4.05-4.12 (2H, m).

b) () FelE#N2 -[(1,1 ZFRERZE) (Z—FHR) PaEAL
AR B

() Fo 22 - BREAZBHAY (2.56g ) BT TR PR
(20ml) J. AmAcske: (1.60g) #=—FHR (1,1 -—FHZE) &
i (3.46g), R ERBEH IR, BRERASHHAK (100 ml )
T, FMTEER3 K AFLBERE, ALEKkE, TR i
AE., B, MFTHk « & ( 99 : 1 ) %, 230 4484LsY
( 3.90g ) .
'"H NMR (CDCl;) & 0.08 (6H, s), 0.09 (6H, s), 0.89 (18, 5), 1.24 ( 6H, d), 2.63-2.70 (2H,
m), 2.79-2.87 (2H, m), 4.00-4.07 (2H, m).

¢) (£) 5~ (2-2mA)BE]-3-Fh-1- (2-9¥45m1)
-6 - (1 - ZAPR)EyH[2,3-d]E%- 2,4 ( 1H,3H) - =&

3-WHE-1- (2-9XEFE)- 6 - (1 - FFXLFHR)IESIH2,
3-d)ER - 2,4 (1H,3H ) - —8 (£ 2 ) (220mg ) X TWE
vkl ((1ml )P FHFA2E -78C. EMmLDA ( 1M vy fekwh/TIRER)
AEZOAREGLaE. ERBH 1M, K5k (£) RFERN2 -
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[—FE (1,1 -—FRZA) PRRAX|RA—FLY (298mg ) &
waskwh (3 ml) Bk, FEERBREOC. 65 54EMAKE LA
(Rizk), REVWNTLBRTLEEFRR 3 K. 4F T8 TEM, RILKE
A, i, SEREL EH, BFoR : CRTE (9:1-4:1)
AG B AR A A e P ek ks ( MS (+ve APCI ) 583 (M+H)") .
TR ARETOH (3ml) ¥, mAARRE (40 % KiE#k, 0.6ml),
TR 40 54k, WmABBREAS (KRER), RERGWALRUBRE
R 3k, SHTBRTEA, MIREE TH SERRK. EHN, A
FOX : LECE (3:1), % RLKCE®B, ME HPLC %
W(HFTE : LEHRTES50:50 -~ 0:100 ), 454781 45% ( 28 mg ).
m. p. 126 - 128 C

MS (+ve APCI) 469 (M+H)")

'"H NMR (DMSO d-6) 5 0.81 (6H, d), 1.17 (3H, d), 1.98-2.11 (1H, m), 2.89-2.95 (1H, m),
3.00-3.06 (1H, m), 3.25 (3H, s), 3.59 (2H, d), 3.70-3.81 (1H, m), 4.79 (2H, s), 4.84 (11, d),
7.41 (1H, d), 7.49 (1H, ¢), 7.52-7.58 (2H, m), 7.88 (1H, d), 7.93-7.98 (1H, m) #v» 8.08-
8.11 (1H, m).

F A 16

1,2,3,4 -~ wW&a&-N-(2-8CH) -3 -9ik-1-(2-¢
HEar) -6 - (1 -FZAFH) - 2,4 - —BAEDH[2,3-d 5%
-5 - WL

OH

a) 1,2,3,4 -~ wW&-3-FRA-1-(2-FHA/E)-6- (1 -XK

EFHR) - 2,4 - ZfAKREDH[2,3-d]ER- 5 - BR
AEATFOCH-_FamER ( 0.069 ml ) & LKA kvl ( 30

ml) ERPAMETEA (20 M OkE®k, 190 ml) . H&RHEHS
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24, REAHNE 18C, Bm3 -Fih-1- (2 -¥HEAAL) -6
- (1 -BRAFHR) &y 2,3-d %~ 2,4 (1H, 3H) - =&
(1.50g ) #ywaRskwh (15 ml ) k. 15046, BRI LSAERL
ZAAEBR (2g) BEHFTEER F, m#E S0 CHRHEF 18 1. K
NRASMAETR, RehBAAMMAKER (025M, 75ml) .
FMTEE (2 x75ml )ik, KEMKREBRBEA, FNTE (2 x75ml)
FR., ANERREAKABRETR, SEFPREAKL. RePBK
HEEMEAL, BRI 1% LB TBTE (3:1) 2B, #4350
AL AW ( 0.337¢ ), HE4K,

MS (+ve APCI) 423 (M+H)"MS.
'"H NMR (DMSO dg) 8 0.79 (6H, d), 1.96-2.10 (1H, m), 3.25 (3H, s), 3.58 (2H, d), 4.75

(2H, d), 7.49-7.55 (4H, m), 7.88-7.91 (1H, m), 7.95-7.98 (1H, m), 8.09-8.12 (1H, m).

b) 1,2,3,4 - w& N-(2-2CH) -3 -¥wx-1 (2-v¥
EBEA) -6 - (1 -FRFPR) - 2,4 - —EREDH|2,3-d 5%
- 5 - Ve

w1,2,3,4 mWA-3-FR-1- (2-9H£F/HAL) -6 - (1
~EREPR) - 2,4 - —RARERH]2,3-d ] - 5 - HE (50mg )
Fo2 -R[ATE (14 ) B_FFR (2 ml) Ba¥A]l  BRAE
HzmkARkE&H (48 mg), MEFMAL - (3 -—_FaEAL) -3
-~ LAB_RRERE (45mg ). RERAW T LRI 18 8, &K
AL (1M, 20ml), REWALE (30 ml ) FR, FHFE
Bog MKz, REMIM ARNERLE ZAKEEETE T
BABEAL. RAYRALKRLE : FORELE, S84 44K00
(28mg ) .
m.p.193 - 194 C

MS (+ve APCI) 466 ((M+H)")

'H NMR (CDCl;) 8 0.84 (6H, d), 2.05-2.20 (1H, m), 3.41 (3H, s), 3.57-3.70 (51, m), 3.91
(2H, q), 4.92 (2H, 5), 7.42-7.52 (4H, m), 7.82-7.90 (2H, m), 8.04-8.08 (1H, m), 8.38 (1H, ¢,
br).
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ﬁﬂ'&?{i@“‘]l6ﬁl]7}—%, m1,2.3,4*ﬂ9’§:{‘_3—‘1‘7ﬁ‘1— (2—
PEAAE) -6 - (1 -FKEFR) - 2,4 - —AKREDIH[2,3-d %
W5 - KR (E#RS 15a) PEEABRHNERTHED.

e -5- - B AR Yok o
4-8E

52 3,451 o4 m.p. | MS (+ve | 'HNMR
rC | APCY)
(M+H)")
17 (3R)-1-{]1,2,3,4- | 198- | 492 (DMSO dg) 0.79-0.86 (6H,
o Oy A, |vog-3- 7 A-1-2-F | 199 m), 1.55-2.15 3H, m),
@ Fy| £ 8)-6-0- KR T 2.70-2.97 (1H, m), 3.19
\ﬁ ® #)-2, 4= RAEY (3H,s), 3.19-3.30 (1H, m),
12, 3-d)sEeg-5-K - 3.40-3.68 (4H, m), 3.97-
& AP obok I -3- B 4.58 (3H, m), 4.83-5.07
(1H, m), 7.43-7.58 (4H,
m), 7.83-7.98 (2H, m),
8.10-8.22 (1H, m).
18 1-{[1, 2, 3, 4-v3 & -3-| 210- | 506 (CDCl;) 0.89-0.92 (6H,
o Oud W A-1-2-F R E &) 211 m), 1-08-1.19 + 1.39-1.56
0\“ I 6-(1-35 L ¥ %) -2, 4- + 1.70-1.90 + 2.00-2.25

(SH, m), 3.36 (3H, 5),
2.70-2.80 +3.06-3.31 +
3.38-3.59 +3.66-3.83 +
3.85-3.99 (7H, m), 4.16-
4.37 (1H, m), 4.40-4.58
(2H, m), 7.38-7.57 (4H,
m), 7.79-7.92 (2H, m),
8.02- 8.08 (1H, m).

55




98807378. 1 oo P ZE42/90m

% 34 N m.p. | MS (+ve |'HNMRS

/°C | APCI)
(M+H))

(3R)-1-{[1, 2, 3, 4- 506 (DMSO dg) 0.81-0.88 (6H,
w9 £.-3-F HK-1-(2-F m), 1.20-1.59 + 1.67-1.97
Ari)-6-(1-RK ¥ (4H, m), 2.00-2.15 (1H,
£)-2, 4 —F AR E m), 2.57-2.95 +2.99-3.19
(2, 3-d]=Ewe-5- 4] (2H), 3.11-3.74 (7TH, m),
-3 R YR -3-BE 3.90-4.08 + 4.18-4.58

(3H), 4.72-4.96 (1H, m),
7.49-7.55 (4H, m), 7.85-
7.91 (1H, m), 7.93-7.98
(1H, m), 8.12-8.19 (1H,

m).
1, 2, 3, 4-v3 £-N-(2- | 129- | 480 (DMSO dg) 0.78-0.81 (6H.
FLHK)-I,N-—FE| 130 m), 1.98-2.03 (1H, m),
-1-(2-F | 35)-6-(1 2.78 (s)+ 3.05 (s)(3H),
EEAFR)-2,4-— 3.21 (3H. 5), 3.04-3.73
AAREH(2, 3-d] (6H, m), 4.34-4.56 (2H,
v eT-5- ¥ RE m), 4.66-4.77 (1H, m),

7.45-7.57 (4H, m), 7.88
(1H, d), 7.92-7.99 (1H. m),
1 8.13-8.26 (1H, m).
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54 21

2 -{11,2,3,4 -W&-3-FA-1- (2-7&AK)-6- (1
- RAWR) - 2,4 - —BKEDHF[2,3-d]ER -5 - A)FREL)
L&

OoH

AERET®1,2,3,4 - W& -3 -FHA 1 - (2-FEREX)-6
- (1 - FREFE)- 2,4 - —AKREDH[2,3-d]F2 - 5 - KBK( %
AP 15a, 222mg ) A PR FEE ( 0.0lml ) S EK_AFEKE (5
ml) ERFMAZEBRE (0.092ml ). 2 /0BG, BRAEXLGHI,
2,3,4 - wWR-3-FE-1- (2-FERHK)-6- (1 -FKEFHL)
- 2,4 - ZRANREDH2,3-d]ER -5 -HEBEA, AHRB. A
TFEREZHKY (58mg ) HAK-_AFHR ( 2ml) Ekma)H A
BRPEHEE (29mg )=k (0.037ml ) ELK=—RFLHE ( 1ml)
ey, 1IHE, WMACZBRLE (25ml) 2 M 38, AIE
AKX, REREPOEKRIMRERLLE, ZBLAKARRETE, SEMK
BERE, 4P ETFwasws (4ml) . FE (2 ml) #1 M A&
Nk (1ml) REAZEY. 2408E, WmAK (20ml ), BEAT
B (20ml ) R, KERAXRKREBRIL, KERCEBRTE (3 x20ml) %
R, AMFERERZLKRBRETR SEPREAR. ZEHATRT
B AR ELN, FEHFLALESY (42mg) .
m. p.218 - 219 C
MS (+ve APCI ) 480 (( M+H)")
'H NMR (CDClyDMSO dg) 5 0.83 (6H, d), 2.06-2.15 (1H, m), 3.41 (3H, 5), 3.59 (2H, d),
4.23 (2H, d), 5.00 (2H, s), 7.43-7.54 (4H, m), 7.80-7.90 (2H, m), 8.01-8.06 (1H, m) 9.73
(1H, v).
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BREAas 21 65k, A1,2,3,4 -wa-3-Fh-1- (2-
WABE) - 6- (1 -ZEAFR) - 2,4 - —FREDH[2,3-d]%
-5 - mER (HERH 198 E) o rl (KX L] 23 F 24
KT B HET Laeplisd.

2, 3-d# -5 -
¥R} OB

£ 745 e m.p. | MS (+ve | 'H NMR (DMSO dg) §
°C | APCI)
(M+H)")
22 3-{i1, 2, 3, 4-v9 K-3- | 191- | 494 0.79 (6H, d), 1.98-2.07
;>’°“ FA-1-2-FERA) 192 (1H, m), 2.57 (2H, 1),
B0 -6-(1- 2L 7 35) 3.22 (3H, 5), 3.49 (2H,
ALY |, 4= R q). 3.57 (2H, d), 4.56
\ﬁ & 12, 3-d]&oR-5- 4 - (2H, s), 7.43-7.57 (4H,
¥ B R IK) R m), 7.88 (1H, dd), 7.92-
7.98 (1H, m), 8.16-8.20
(1H, m), 8.59 (1H, v).
23 2-{{1, 2, 3, 4-v9 A-3- |235- | 479 0.80 (6H, d), 1.98-2.10
o Ao PR T R L) 236 (1H, m), 3.24 (3H, 5),
\io { # 6-(1-E AT 4k 3.60 (2H, d), 3.81 (2H,
°\‘)" s QQ -2, 4- — R AR K SF d), 4.61 (2H, 5), 7.30

(1H. s), 7.46-7.56 (4H.
m), 7.79 (1H, s), 7.88
(1H, d), 7.92-7.96 (1H,
m), 8.19-8.23 (1H., m),
8.95 (1H, ).
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52 5451 e m.p. | MS (+ve | 'H NMR (DMSO dg) §
1°C | APCI)
(M+H)") r

24 1-{]1, 2, 3, 4-v9 &-3- | 171- | 476 0.84 (6H, d), 1.44-1.60
o ) | FR-1-Q-FEAAL) 172 (1H, m), 1.61-1.82 (31,
;{\N 8 Oy | -6-(- AP m), 2.02-2.17 (1H, m),
\H - -2, 4 = EA A I 2.64-2.75 (1H, m), 2.98-
(2, 3-d|%%e-5- K- 3.08 (1H, m}, 3.19 3H,

P AL S ). 3.33-3.48 (2H, m),

3.56-3.70 (2H, m), 4.49
(2H, Abq), 7.49-7.56
(4H, m), 7.84-7.92 (1H,
m), 7.95-7.98 (1H. m),
8.13-8.17 (1H. m).

= 25

1,2,3,4 - W4 - N- (2 -5TK) -3 -yi}k-1-(2-VW

9 o=s—N
B @S,
o7 N S

AAAE) -6 - (1 -XAFR) - 2,4 - —8NREDIHF[2,3-d]E=
~ 5 - BBtk

a) 1,2,3,4 -w&-3-Fh-1- (2-FE&E)-6- (1K
AFRE) - 2,4 - ZRKREDHF(2,3-d]FR - 5 - EHRIE

ERATT -78CHm3 -FA-1- (2-¥Ek&AEL) -6 - (1
- RAPR) EeyrF2,3-d]ER - 2,4 (1H,3H) - =& ( 1.00g)

LK Ak ((10ml ) F&.

59

B A A Skl (20 ml ) Bk PR M —FAARAALE (3.52 mmol )
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BB &AW, ZREMEIOSHANBRELTER. REHRASEENZLE
& 10 40, MBS EK, AL kEF T S0 CAZ TR, 50
FrAife o (1.20g) .

MS (+ve APCI) 425 ((M+H-HOLI)")

'"H NMR (DMSO dg) 8 0.75 (6H, d), 1.85-2.06 (1H, m), 3.21 (3H, s), 3.50 (2H, d), 5.22
(1H,s), 7.43-7.51 (3H, m), 7.55 (1H, d), 7.83 (1H, d), 7.90 (1H, dd), 8.54 (1H, dd).

b) 1,2,3,4 - W& -N- (2-8CH) -3 -FH-1-(2-VF
AEHAE) - 6- (1 -EAPA) - 2,4 - —FAKEDF]2,3-d)FE%
-5 - BB B
A TE1,2,3,4 - WA -3 -Fih-1- (2-F4AFK)
-6- (1 -ZEAFR) - 2,4 - —AAEDHF[2,3-d]F"-5- &
FEEAE (200mg ) A=A FL (8ml) #022M & (9ml) ¢4 2
B AN - EAREHBEERE (S2mg ) . 1/08E, BMAN - &4
BB ER (26 mg ) . 1/AHE, mAK (30ml) =P ( 30
ml), F5&HAM KA TR (2 < 10ml ) FR, S 9N
FBGRA G (0.071ml ) &3, 30 5406, Bk MAM0p 65 E SN
Bk, BAKRBETERE SEREEEAL. R4V EHREEN
shib, B OB RBAL R ARAALAH (( 120mg ) , AR EKY.
MS (+ve APCI) 502 (M+H)")
'H NMR (CDCl3) 8 0.82 (6H, d), 2.01-2.16 (1H, m), 3.32 (2H, q), 3.41 (3H, s), 3.79-3.85
(2H, m), 5.05 (24, s), 7.41-7.56 (4H, m), 7.59 (1H, t), 7.83-7.98 (3H, m).

534 26
5[ (3 -PARAER) BRA|-3 -FR-1- (2 -9FH£KFL)
-6 - (1 - AZEFHR) Eoy5f2,3-d 9% - 2,4 - (1H,3H) - =&

o/
6 g
~
LI
07N S
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ERATT -8CH3 -~FRA-1- (2-F¥XAX) -6- (1
-RAPR) EyH[2,3-d]FE%- 2,4 (1H,3H) - —& ( 1.00g)
M EKeg A=k (25 ml ) Bk PiEm Rt a4 ( 3.09 mmol )
LKAk ((10ml ) Ek. 154545, AR - (3 - FRALEX
) —g544 ( J. Amer. Chem. Soc.; 75; 1953; 5736 ) ( 0.88¢g),
FHRAWRETR. LRSI oA 5B AMEZ (1100ml ) ¥,
FRCE (2x100ml) FR, ANFREZLKRBETR Lk
BEEKX., REWEAREEN %A, ARt @ o8 (1:1) RpF
FARAA ( 1.00g ) , Ak,

MS (+ve APCI) 517 (M+H)")

'H NMR (CDCl; ) § 0.88 (6H, d), 2.13-2.22 (1H, m), 3.34 (3H, 5), 3.62 (2H. d), 3.76 (3H,
s), 4.71 (2H, s), 6.71 (1H, dt), 6.79 (1H, t), 6.81 (1H, d), 7.20 (1H, 1), 7.37-7.52 (4H, m),
7.81 (1H, d), 7.86 (1H, d), 7.89 (1H, d).

EAep 27
S-((3-XE)RA]-3-FA-1- (2-FRRA) -6
- (1 - B3RP E9f[2,3-d]1%R - 2,4 - (1H,3H) - =8

~N

ERATTOCHBEIFNS - [ (3 - FRARLIZER]- 3 - F1
1 - (2-PRAE) -6 - (1 -FRFR) Kpif(2,3-d]%%
- 2,4 - CIH,3H ) - — 8 ( #4126, 097 g VELK_KFE ( 50
ml) &P =848 (1M R ¥5ER, 5.63ml). 1/
Jo, NS HEREAMNER (100ml ), B A LK TE (2 x 100
ml) ¥, AMERREZLKARBRETE SEMKERL. R-WE
BREENGA, MUBRCE «+ Ok (3:2 )h, RER LB TLE :
ATREL BN (0468g ) .
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m. p. 200 - 201 C

MS (+ve APCI) 503 (M+H)")

'H NMR (DMSO dg) 5 0.82 (6H, d), 2.00-2.11 (1H, m), 3.17 (3H, 5), 3.61 (2H, d), 4.73
(2H, s), 6.56 (1H, t), 6.58 (1H, dt), 6.64 (1H, dt), 7.11 (1H, t), 7.35 (1H, td), 7.45-7.52 (3H,
m), 7.86-7.90 (2H, m), 7.94 (1H, d), 9.49 (1H, s).

53645 28

5-((3-#kK) E5&A]-3-FR-1- (2 -FEAAE)
-6 - (1 -EAFR)EHHH[2,3-d]E2- 2,4 - (1H3H) - =
)

\N ‘ \
O)\N S

O

M5 - (3-FFXF)AX-3-FA-1-(2-F&a1) -
6~ (1 -XAPHR) EHpHH[2,3-d]F%- 2,4 - (1H,3H) - —8
(#4427, 020g) AT (S ml) BZRPMAZ -REXTF
B (012 g) . 208G, WMALEKRCE (50 ml ), B&IRKAEF
0 BB AANER (25ml ), BB AR (25ml ), 3k (25
ml ) Bk, AMEZAKABRE TR SEPBEAX, ARWEHNE
JEAB HPLC %4k, AR VI : ZERTHEAN, RERLBRLE
FOREL HER ML (0.05g ) .

m. p. 242 - 243 °C

MS (+ve APCI) 519 (M+H)")

'H NMR (DMSO dg) 6 0.74 (3H, d), 0.75 (3H, d), 1.88-2.02 (1H, m), 3.25 (3H, s), 3.49
(2H, d), 4.58 (1H, d), 5.37 (1H, d), 6.95 (1H, dt), 7.24-7.36 (3H, m), 7.42 (1H, 1), 7.45-7.55
(3H.'m), 7.67 (1H, d), 7.89 (1H, d), 7.94 (1H, d).
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L) 29
S-1(3-BRR)HmA|-3-FR-1- (2-FERE) -
6 - (1 -FZBAPHR) Eaypf(2,3-d]"=- 2,4 - (1H,3H) - —_F

M5 -1 (3-RAXR)EHABE] -3 -FH-1- (2 Fi5H
A) -6 - (1 -FKEFHR) K9 if(2,3-dpE®R- 2,4 - (1H,3H)
- B (E£#&F 28, 80 mg) AT (2 ml) BRTMAS - &
FREFE (SO0mg ). 20HE, MALBRLE (25 ml ), E&kikk
ity PR AAZERZ (10ml ) , 46f B A48 %5% (10 ml )
A C10 ml) 2k, AWMEZLKEERE TR SBEPMEEERL. &
FURMLBRTLE : FOREL S, HFAHFLAEY (24mg ) .

m. p. 209 - 210 C,

MS (+ve APCI) 535 (M+H)")

'H NMR (DMSO dg) 8 0.76 (6H, d), 1.89-2.01 (1H, m), 3.11 (3H, s), 3.52 (2H, d), 5.25
(2H, s), 7.05 (1H, dt), 7.38-7.68 (7H, m), 7.94 (1H, dd), 7.99-8.07 (2H, m).

F34) 30 |
3-WHh-1- (2-FRAA)-6- (1 -FEEFR)-5-[(3
—BEARR) BRI Ay F2,3-dER - 2,4 - (1H,3H ) - =&
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EEATFTTF -18CH3I-Fx-1-(2-9¥H-FE) -6- (1
- RAWH) X HF[2,3-d]E"- 2,4 (1H,3H) - =& ( 1.00g)
¢ ke Ekvd (20 ml ) i PE e —JrRm A REAE ( 3.63 mmol )
GREAKGES% (5.5 ml) Bk, 154546, AR (3 - #AEFEK)
B (090 g), REVAEILIHARETR. ARPHEKER
Mk (100ml ), RAWAMCTE (2 x 100ml ) FR, ANFREEZ
AARBETR, TBEFERERL. AW ERKBEENEL ALK
LB : ROk (1:1) 2B, HRFTLLAYR (1.40g) . #HR
6 —3F4 (0.20g ) 24 & 248 HPLC #t—¥ 4k, MK ¥k : T8
HATHEE B, REALBRLE | FULRELHARIFANLSY ( 22
mg ) .
m. p. 144 ~ 145 C
MS (+ve APCI) 532 (M+H)")
'H NMR (CDCl3 ) 8 0.91 (6H, d), 2.12-2.28 (1H, m), 3.31 (3H, s), 3.66 (2H, d), 4.75 (2H,
s), 7.36-7.53 (5H, m), 7.56 (1H, dv), 7.82 (1H, d), 7.88 (1H, d), 7.92 (1H, d), 7.95 (1H, t),
8.00 (1H, dt).

3] 31
S-1(3 -&AXRA)AA]-3-FR-1- (2-FEkAL) -
6 - (1 -BAPHR) Eoypif|2,3-d]E% - 2,4 - (1H3H) - =8

Faseshey3 -FR -1 - (2-FhHE) -6 - (1 -FX7F
E)-5 -1 (3 - mARXR)IRK] K [2,3-dgEx - 2,4 - (1H,
3H ) - —M( 245130, 120g), &4 ( 0.59¢ ) Fftedk ( 0.56g)
LCTE (S5ml) fok (S5ml) PeyREambomiil o, REAEE
%, MA2M A8AER (S0ml ), RSB 30 54, AFREY
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kbR AR E R, BARMERALETE (3 x 50 ml ) FRK,
REMGA, RTE : Fok (2:1) 2k, MEMLRTE : 57
Y& 4 IR ARARL A (041 g) .

m. p. 149 - 150 C

MS (+ve APCI) 502 (M+H)")

'"H NMR (CDCl, ) 8 0.88 (6H, d), 2.10-2.23 (1H, m), 3.35 (3H, 5), 3.62 (2H, d), 3.63 (2H,

s), 4.71 (2H, 5), 6.48 (1H, dv), 6.59 (1H, t), 6.64 (1H, dt), 7.06 (1H, t), 7.37-7.50 (4H, m),
7.80-7.92 (3H, m).

Eiep] 32

5 ([3 - {(- wapsA) RAIERIAR) -3 -FR-1- (2
- WARRE)-6- (1 - FZAFEIERHF(2,3-d]%E= - 2,4 - (1H,
3JH) - =8

Oy
% ]

O// N /ir‘-o
o sd
SN

A s
ShRes

EERTES -[(3 -&EFRPOHEA) -3 -FX-1-(2-V¥
AFHE) -6 - (1 -FEEFE) EoiF[2,3-d]E="- 2,4 - (1H,
3H) ~ =8 (60mg ) F=2k ( 0.067ml ) HYEK_AFI ( 2ml)
KR PMATHESKEL (0028 ml) . 11HE, ARPOEREIANE
% (10ml ), BAWmACE (2 x 10ml ) R, AMFERRELKE
B4R TR, AR ERL. BB P& E HPLC 2k, AF Tl -
LB OUBHRAITHERN, REMLRLE @ FORELHFINFALE
¥ (28mg) .

m. p. 216 - 217 C
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MS (+ve APCI) 658 (M+H)")

'H NMR (CDCl; ) § 0.88 (6H. d), 2.10-2.24 (1H, m), 3.29 (3H, s), 3.34 (6H, s),

3.63 (2H, d), 4.72 (2H, 5), 7.15-7.18 (2H, m), 7.34-7.51 (6H, m), 7.82 (1H, d), 7.87 (1H, d),
7.95 (1H, d).

L4 33
5 -[(3-FARAZRAAFEIAK]-3-FE-1-(2-7
EEL) -6- (1 - ZEFHA) EpypH(2,3-dE%- 2,4 - (1H,

JH) - —&
o
o s

\N l \
O)\N S

Sallas

EEBTES - ((3-REAXFEIARA]-3-F4-1-(2-7F
AaA) -6- (1 -EEXFHE) E»it(2,3-d[%E="w- 2,4 - (1H,
3H) - =& (60mg ) o=k ( 0.067ml ) 9 LK =R FH ( 2ml)
KA FTRARFTETE (0.028ml ). 4 ) 8f 24 NEHERL PN
Z (0.067ml) R FEFE (0028 ml ) . mABIEER AL
% (10ml ), BRAWACE (2 x 10ml) FR, AMNERERE LK
B4 TR, SEAEERL. RAWEH %A E HPLC 4k, A=RAF
Y . LEBAITHERN, RERLRLE « FORELHFIIFALSE
# (15mg ) .

m. p. 167 - 168 C
MS (+ve APCI ) 560 ((M+H)")

'H NMR (CDCl; ) § 0.89 (6H, d), 2.11-2.24 (1H, m), 3.34 (3H, 5), 3.63 (2H, d), 3.74
(3H. 5), 4.73 (2H, s), 6.52 (1H. 5. br), 6.93 (1H, d), 7.17-7.35 (3H, m), 7.35-7.50 (4H, m),
7.80-7.91 (3H, m).
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F 64 34

5-1(3-ZBEEAFEIA]-3-FE-1- (2-FHF/D)
-6- (1 -EAREFR)E5[2,3-d]ET- 2,4 - (1H,3H) - =
]

&
T

Yoo

EERTES - [(3-BEXX)BRE]-3-FH-1-(2-¢
AARE) -6 - (1 -FEPR) 52,3 -d %%~ 2,4 - (1H,
3H) - —8 (60mg ) F# =28 ( 0.067ml ) HELAK_&FH (2ml)
BRFOANTEE (0.034ml ). 1085, BERE 32 HFELEF
2hiAt, fZF ALY (15mg ) .

m.p. 173 - 174 C

MS (+ve APCI) 544 (M+H)")

'"H NMR (CDCl; ) § 0.88 (6H, d), 2.08-2.24 (1H, m), 2.14 (3H, 5), 3.34 (3H, 5), 3.63 (2H,
d), 4.73 (2H, 5), 6.97 (1H, d), 7.08 (1H, s, br), 7.22 (1H, 1), 7.35-7.50 (6H, m), 7.81 (1H, d),
7.86 (1H, d), 7.91 (1H, d).

£ 35
3-FE-1- (2-FRHA)-6- (1 -EAFE)-5-[(4

¢ Ao
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ARATT-8CH3I -FR-1- (2 -FEHE) -6 - (1
- AR PR Eepdr[2,3-d)ER - 2,4 (1H,3H) - =& ( 1.00g)
HAKw Ak (20m]l ) ZRFPAm—_FmELRIALEE ( 2.6 mmol )
BEKESE (7.5 ml) Kk, 155045, WmAR (4 - 7E%ER)
ZHALH (090g ), REOWEEERMFNF 16 D, AR ER S
WMk (100ml ), RAMWALE (2 < 100ml ) FIR, FHEREZ
RABRBEE TR, @ —fidfdERKERL, FIA4H %
(ldg) . RZASH—F 45 ( 0.14g ) Z4 &4 HPLC %64k, B —
2T CERAHERM, RERUBRLE : FORELLEFA
w44 (28mg ) .
m. p. 184 - 185 C
MS (+ve APCI) 532 (M+H)")
'H NMR (CDCl13) 8 0.91 (6H, d), 2.15-2.28 (1H, m), 3.32 (3H, s), 3.66 (2H, d),
4.73 (2H, s), 7.25 (2H, d), 7.33-7.51 (4H, m), 7.82-8.11 (3H, m), 8.12 (2H, d).

L) 36
5-[(4-RfEAFXR)BERA]-3-FH - 1- (2-9x8/%) -
6 - (1 -KEFHR) &Eepif[2,3-d]w%- 2,4 - (1H,3H) - —8

NH,
o S/O/

y@s
Shlas

HHae3 -FR-1 - (2-PEFE) -6 - (1 -BEAFR)
=S - C4 - mRRER) B W df2,3-d - 2,4 - (1H,
3H ) - —8 (%4135, 1.26¢g ). &#H ( 0.59¢g ) A% ( 0.56g )
LE (Sml)Fek ( Sml)eygRER MM EA 4 I, REAZE TR,
RANARAMER (10 %, 50ml) , BAWHEF 1 B AREHE 4K
FEEARGER. BARPERIKAA_EAFR (3 xS0ml ), &
LB (3 x50 ml) R, GHAANERARZLKARE TR, T5&
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PREEL. RAWEBHREEN R TN, ALKRLE : FTK
(1:1) il R—EBLBRAFOE @ CROURELSHFIIFMEL
S (0.065g ). #Mewh L4 4 E48 HPLC 464k, A =R Pk : &
B ik 4746 LA Bl Ar AL A9 (0163 g )

m.p.177 - 178 C

MS (+ve APCI) 502((M+H)")

'H NMR (CDCl; ) § 0.86 (6H, d), 2.07-2.20 (1H, m), 3.37 (3H, s), 3.59 (2H, d), 3.68

(2H, s, br), 4.74 (2H, ), 6.61 (2H, d), 7.28 (2H, d), 7.34-7.51 (4H, m), 7.81 (1H, d),
7.87 (1H, d), 7.90 (1H, d). -

%74 37

3-FR-1-(2-FHRHBRA)-6- (1 -FXAFHE)-5-[(5
- A5k - 2 - ) sRAk) B2, 3-dpEsE - 2,4 - (1H,3H)
_;Eﬂ

\N ‘ \
O)\N s

O

ERATTF -18CH3 - wxk-1- (2 -F¥x8/K) -6- (1

- BA PR )EYyHF[2,3-d)E" - 2,4 - (1H,3H )~ =& (2.00g)
# xSk (40ml ) EkPREm—FRHARMALE ( 6.2 mmol )
KW EAkw (20ml ) Ek. 20454055, A 2,2 - BN (5 -
AAwmrr) (197 g), HERAPWEEZFTERF 1 . mAlefs
BAMAER (200ml ), RSB ALEETE (200ml ) FR, FEKE
REEAMERRTOEK, ALBTE®RE, FT 40 CALZ TR
WS (2.14g) .
m. p. 200 - 201 C

MS (+ve APCI) 533 (M+H)")

"H NMR (CDCl3) 8 0.91 (6H, d), 2.15-2.29 (1H, m), 3.30 (3H, s), 3.66 (2H, d), 4.72 (2H,
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). 7.28 (1H, ), 7.35-7.51 (4H, m), 7.81 (1H, d), 7.87 (1H, d), 7.93 (1H, ), 8.27 (1H, dd),
920 (1H, d).

%3640 38

z—uhzm4«mg—3-wg—1—(z-@%ﬁgj-6—(1
—§£W§J~L4-;iﬁﬁ%%u3-uﬁﬁfs—gﬁm&%ﬁN
- 8 ALH

o

.
b @S
S
QO

Q N

éﬁ%T%JSC@s-W£~1~(2—W£ﬁ£)f6-(l
—%EW&)%%%MJ-M%%ﬁzA(IHJH)-;ﬂ(&mg)
¢ £ &k (10 ml ) 55k P i A= R A A AGAE ( 1.55 mmol ) #5
i*w%%%(sm)ﬁﬁw20%#5,%AL?~L%K£(%%N
~i%%)(&mg),%%ﬁé%ﬁiiﬁo2+W5,mxwﬁﬁ
&ﬁi%ﬁﬁ(wMM),&é%mLﬁLﬁ(3xsmm)$ﬂnﬁ
mi&ﬁ%£%%&%+ﬁ,ﬁﬁ#&&%ihﬁ%%%&&ﬁ&%%
m,mc&cﬁzwﬁ(unl)%m,ﬁmcﬁaﬁﬁﬁ%ﬁﬂﬁﬁ
ot (018g ) .
m. p. 228 ~ 229 C

MS (+ve APCI) 504 (M+H)")

"H NMR (DMSO dg) 8 0.86 (6H, d), 2.03-2.16 (1H, m), 3.15 3H, 5), 3.64 (2H, d), 4.74
(2H, s), 6.86 (1H, d4d), 7.17-7.27 (24, d), 7.34 (1H, td), 7.42-7.53 (3H, m), 7.86 (1H, dd),
7.91 (1H, d), 7.93 (1H, d), 8.36 (1H, dd).

54 39
5ﬂ(3"%i§ﬁ§)ﬁ£k3—Wﬁ~l—(Z-W%ﬁ%)
-6~(1—%%?%)%%%uﬁ-uﬁﬁsz(1HJH)-;m
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a) PEEE3 -1(1,2,3,4-w&a -3 -FE-1- (2 -9¥ExF/K)
-6 - (1 -EAFH) - 2,4 - —RREDH[2,3-d]Fw-5-£)
- % 3P X
S-1(3-2F/%) BE]-3-Fx-1-(2-FEFE) -6

- (1 - R FR) EHHF[2,3-d]E=Z- 2,4 (1H,3H) - =W (%
#4) (403 mg )ETF_KFRE (6ml) P, A =28 (300ul),
MG mMAFTHEBER (150 ), F¥FReoWHHiIR. mAZREA (K
Bg), Fo@EEsm. KA RERFER 2 k, AFAAE, AREK
&k, T SEPERL FEARAASGY (057g) .

MS (+ve APCI) 547 (M+H)H

'H NMR (CDCl;) 8 0.89 (6H, d), 2.09 (2H, quint), 2.09-2.24 (1H, m), 3.16 (2H, t), 3.00

(3H, s), 3.42 (3H, 5), 3.64 (2H, d), 4.37 2H, 1), 4.77 (2H, s), 7.34 (1H, d), 7.45 (1H, 1),

7.51-7.54 (2H, m), 7.82 (1H, d), 7.87-7.90 (1H, m), 7.99-8.02 (1H, m).

b) 5-[(3-284ARA) HE]-3-FE-1- (2 -FFFHX)
~6- (1 - RAFH)Ey#F12,3-d]F"- 2,4 (1H,3H) - — 8
WEE3 -[(1,2,3,4 -wA-3-FH-1- (2-FHEFH)
-6 - (1 -BAPHR) - 2,4 - —EKREDF[2,3-d]E"-5-%£)
BAIAAE (057¢g) AAERAMH (S01mg ) RET PR PR (7
m ) ¥, BRE&REFK (EED) REIIHE. mAK, RERALKRT
BRI 3 k., AFFBGR, RAMBA. Kk HFr SE
Fok K., BEM (FOK : LRUE 4:1~3:1) FHFEHRY,
il RkP 5RO —RAEF RS (118 mg ) .
m.p.94 - 96 C

MS (+ve APCI) 494 (M+H)"
'"H NMR (DMSO dg) 3 0.81 (6H, d), 1.79 (2H, quin), 1.98-2.10 (1H, m), 3.05 (2H, 1),
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325 (34, s), 3.46 (2H, t), 3.60 (2H, d), 4.78 (2H, s), 7.41 (1H, d), 7.50 (1H, 1), 7.52-7.59
(2H, m), 7.88 (1H, d), 7.95-7.98 (1H, m), 8.06-8.09 (1H, m).

5= 5645 40
5-((3-fAAA)AR]-3-FL-1- (2-FEAE) -
6 - (1 -XAPHh) Epi2,3-d]F"- 2,4 (1H,3H) - =&

fo) s /\/\NH,

L

Voo

5-1(3-28%R4) BE]-3-FX-1- (2 -FEFK)

-6 - (1 - EXAPR)EDYHF[2,3-d]E% - 2,4 (1H1,3H) - =&
(656mg) . 1,3 - " _#E (100 ul) A=CTH (400 pl) 5T
9k (3ml )FF&E ( Sml ) Ra%F. mAFMEAHA ( 78 mg ),
BAMBER, AARIEN, ReAMAEERAZRESIL. BR
REASAMKERBAL, BA_ATRFR (4R) . FRERZTR
Ak K. ZHPLC 464 (B : —8 ¥R 5~ 40:95~60), &
ES L& - Lok — 2 BEFHFANLSY (280mg ) .

MS (+ve APCI) 468 (M+H)")

'H NMR (CDCls) § 0.88 (6H. d), 1.82 (2H, quint), 2.11-2.22 (1H, m), 2.88 (2H, t), 3.12

(2H, 1), 3.42 (3H, 5), 3.63 (2H, d), 4.78 (2H, s), 7.35 (1H, d), 7.45 (1H, t), 7.49-7.52 (2H,

m), 7.82 (1H, d), 7.87-7.89 (1H, m) #= 8.02-8.04 (1H, m).

S5-[(3-gAmA) AL -3 -FX-1- (2-¥HARE) -
6 - (1 - EAFHR)YEyH[2,3-a]%% - 2,4 (1H,3H)- —8& ( 142
mg) BF_LFH-Z8BP, mA 1M HCI&HZE (1 ml) Bk,
EA AR, BhLLBRUE—RME, #FIRALSY, AHRBRE K
a4 (62mg ) .
m. p. 200 - 205 C
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7’(,%&;\7})'( R T A4 C57.42%, H 6.02%, N 7.87%, S 11.90%
44 CpsH3:CIN3Ox ¢ C57.51%,H6.18%, N 8.05%, S- 12.28%
MS (+ve APCI) 468 (M+H)")

'H NMR (DMSO dg) & 0.82 (6H, d), 1.83 (2H, quint), 1.99-2.12 (1H, m), 2.94 (2H, 1),

3.05 (2H, t), 3.26 (3H, s), 3.61 (2H, d), 4.78 (2H, 5), 7.40 (1H, d), 7.50 (1H, 1), 7.53-7.62
(2H. m), 7.78 (3H, br), 7.89 (1H, d), 7.96-7.99 (1H, m) #» 8.06 OH,d).

LA 41

N-{3-[(1,2,3,4-w&x~3 A -1 - (2 -FEAAE)-
6- (1 -RAFE) - 2,4 - —AKREHH[2,3-d]FR-5 %)
mik| Rk LRk

fo) S/\/\"J\
H

N ‘ \

S

~N

5 -1 (3-fARE)RA-3-FE-1- (2 - PERAE) -
6 - (1 - ZAWEWEDFH[2,3-d]ER- 2,4 (1H,3H)- =8 (5]
mg )fe = G ( 100 pl YEF—E& %R (2ml )P, mA TR (25l ).
BRI R, BRAKKFS BEA. KA RTRER, RE&
AL, TR, AL, 2 HPLC 24 ( LB AR 1 -
10:99 ~ 90 ) #3|izMiLE4 (36 mg) .
m.p. 114 - 117 °C

MS (+ve APCI) 510 (M+H)")

'H NMR (DMSO dg) 5 0.81 (6H, d), 1.67 (2H, quint), 1.78 (3H, s), 1.99-2.11 (1H, m),
2.99 (24, ©), 3.14 (2H, q), 3.25 (3H, 5), 3.59 (2H. d), 4.77 (2H, s), 7.41 (1H, d), 7.49
(14, 1), 7.52-7.58 (2H, m), 7.84-7.89 (2H, m), 7.95-7.98 (1H, m) #= 8.06-8.09 (1H, m).
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&) 42

N-{3-1(1,2,3,4-w&iR-3-F¥&-1-(2-FRAL)-
6 - (1 -REFR) - 2,4 - ZHBRKRESH2,3-d]FR-5 - %)
mAlRE) - NN - ¥k |

5
Q s/\/\N/ﬁ\N/
A
g
10

AS-[(3-RfEFE) BK]-3-FE-1- (2 -FEF/L)
-6~ (1 -ZAWHE)EeypF[2,3-dE% - 2,4 ( 1H,3H) - —&
(10mg ) o — PR AL FTER ( 24.8mg ), HBEHH 41 445 %4
&, #F3HBLSY (8mg ) .

15" MS (+ve APCI) 539 (M+H)")

'H NMR (CDCl;) §0.88 (6H, d), 1.89 (2H, quint), 2.10-2.24 (1H, m), 2.94 (6H, s), 3.12-
3.17 (2H, m), 3.40 (3H, s), 3.51 (2H, q), 3.64 (2H, d), 4.78 (2H, s), 5.44 (1H, t), 7.35 (1H,
d), 7.44 (1H, 1), 7.48-7.53 (2H, m), 7.81 (1H, d), 7.87-7.90 (1H, m) fa 8.02-8.05 (1H, m).

20 £ 43
N-{3-1(14,2,3,4-w&-3-F#-1- (2-FEHE)-
6~ (1 -AXFHR) - 2,4 - —AREWH[2,3-d]F=E-5-%)
BAK)RA) - PRA LR

0 S/V\NJ\/"\
H

~

ages

25

AS-[(3-fiEeEE) BE]-3-FH-1- (2 -FEAK)
30 -6 - (1 -FXPR)Ep5H[(2,3-d]E - 2,4 ( 1H,3H) - —&
(10mg ) PRAELZHEA ( 53mg ), HBEL#&EH 41 S5 EHE, 7
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i sHm (6mg ) .

MS (+ve APCI) 540 (M+H)")

' NMR (CDCls) 8 0.88 (6H, d), 1.90 (2H. quint), 2.10-2.24 (1H, m), 3.07-3.14 (2H, m),
3.41 (3H, s), 3.43 (3H, 5), 3.52 (2H, q). 3.63 (2H, d), 3.89 (2H, 5), 4.78 (2H, s5), 7.02

(1H, ), 7.35 (1H. d), 7.44 (1H, t), 7.48-7.54 (2H, m), 7.81 (1H, d), 7.87-7.90 (1H, m) Fo
8.00-8.04 (1H, m).

% 7645 44
N - {3 -[( 1,2,3,4 ~w& -3 -F&-1- (2 -FEAL) -
106—(1—%%?%)—L4';iﬁ§%%ﬁﬂ—d@ﬁf5—§)

Bk AR RA TR T E

[<} 5/\/\&/{1\0/

N I \

15 O\H‘ s QQ

ms-1(3 _mikEt) mA-3-FE- 1 - (2 -FEAL)
—6—(1—%£W§)§w%uﬁ-ﬂﬁﬁszA(1HJH)—;m
(10mg ) A FHETE (34mg ), R LA 41 R g, K3
RS (4mg ) .
MS (+ve APCI) 526 (M+H)")
\H NMR (CDCls) 5 0.88 (6H, d), 1.87 (2H, quint), 2.10-2.24 (1H, m), 3.08 (2H, 0. 3.39
(2H. q), 3.43 G3H, ), 3.63 (2H, d), 3.66 (3H, 5, 4.77 (2H,5). 5.51 (1H, br), 7:34 (1H. d)
25 744 (1H. 1), 7.48-7.53 (2H, m), 7.82 (1H, d), 7.87-7.90 (1H, m) A 8.01-8.04 (1H, m).

20

- LA 45
N-{3-|( 1,2,3,4—23%"_\.— 39wk -1 - (2 —‘T’%:ﬁ)fa)—

6 - (1 _gg\pgg) . 2a4 —:—iﬁgﬂﬁ‘ﬁf‘[z,3-d]"&:"'i” 5 —'g&)
30 Bk FAA) T BB
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S5-[(3-FEAAE)BRA]-3-FR-1- (2-FhEt) -
6 - (1 - ZEFXPHR)»EH#H(2,3-d]E" - 2,4 (1H,3H)- =& ( 50
mg) =K (100pul ) EF_AFK (5ml) ¥, %5 Fk Ay,
10 BARPHBR (2500), FFHFRIEHF LD mARK (B8, ¥
AHWM. KAR R FRER, BAMMEHF. TR SEMEL
Z HPLC %64t ( LEBRTBE : F O 20 - 100:80 - 0) , REL 98
— R EIFE AR S (43 mg )

MS (+ve APCI) 546 (M+H)")

15 'H NMR (DMSO dg) 6 0.81 (6H, d), 1.76 (2H, quint), 2,00-2,11 (1H, m), 2.87 (3H, s),
3.00-3.09 (4H, m), 3.25 (3H, s), 3.59 (2H, d), 4.77 (24, s), 7.03 (1H, 1), 741 (1H, d),
7.50 (1H, t), 7.52-7.60 (2H, m), 7.88 (1H, d), 7.95-7.98 (1H, m) # 8.07 (1H, d).
L) 46
20 N-{3-1(1,2,3,4 - mw&A-3-FH-1-(2-FRHH)-
6 - (1 -FREFR) - 2,4 - ZFREDH[2,3-d 5" 5-4)
BA)RE) = RV EL
o F
o s/\/\»/\\s\\)<
25 ~ H O

S-1(3-REARE)ARK]-3-FE-1- (2-FhAHK) -
30 6 - (1 -AXAFR»ESH[2,3-d]Ew- 2,4 (1H,3H) —& ( 48
mg ) =T (100ul ) ZTF_RKPR (5ml) F, KEAZF -78°C.

76



98807378. 1 oM P ZE63/901

10

15

25

30

AETEMZATHARBE (50 ) 4R FK (2 ml) 5%, FHE
BEIES S4b. MARMCLEZEZ (1M, 05ml), HEREREY
BETR., MAK, F4B5HM. KBARKFTREFR 2 Kk, SFAMN
A, T, itEAEKA., ZHPLC 4L (LB LE : FOTK 5 - 40:95
- 60 ) FF A5 (23 mg ) .

MS (+ve APCI ) 600 ( M+H)")

'"H NMR (DMSO dg) § 0.82 (6H, d), 1.76 (2H, quint), 2.00-2.11 (1H, m), 3.03 (2H, t),
3.25(3H, s), 3.27 (2H, t), 3.60 (2H, d), 4.76 (2H, 5), 7.39 (1H, d). 7.49 (1H, 1), 7.54-7.57
(2H, m), 7.88 (1H, d), 7.96 (1H, d), 8.04 (1H, d), 9.36 (1H, s).

L) 47

5-{3-(1,3-=—&-1,3 -—8&K-2H-F%%-2-1&)
BRIFEE -3 -FRA- 1 - (2-FHAAK) -6 - (1 -ERAFH)
Ky i[2,3-d )% - 2,4 ( 1H,3H) - —&

5-1(3-2m/%) BA|-3-FA-1-(2-FX&RE) -6
- (1 - EAPR) Ei]2,3-dpEw - 2,4 (1H,3H) - —8 (£
Bl 4, 470mg) . Z X (290 mg ) FAREX PR EK ( 162 mg )
ATwasksh (Tml) P, BB _BER-CE (170 pl ) SRk
W (2ml) Bk, BRAVEFIRE. mAKPLE, F45FHAA. Kig
A—RFRER 2 k. ANFEREALIARE T8 SEREKL 2
BEEN (2:128 : oK) #3—RAK, ZBAKSRLR : LRLT
B (4:1) —REFE, RERAFCK : CRUE (2:1) £484
B iMALSH (12mg ) .
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MS (+ve APCI) 598 (M+H)") _

"H NMR (DMSO dg) 8 0.81 (6H, d), 1.87 (2H, quint), 1.98-2.10 (1H, m), 3.01 (2H, 1),
3.05 (3H, s), 3.57 (2H, d), 3.67 (2H, 1), 4.77 (2H, 5), 7.38 (1H, d), 7.46 (1H, t), 7.49-7.56
(2H, m), 7.82 (4H, 5), 7.85 (1H, d), 7.93-7.96 (1H, m) #= 8.06-8.09 (1H, m).

FE ) 48

N-(2-20k) - N-[1,2,3,4 - w5 -3 -F3k-1- (2
~PRERER) -6 - (1 -FEFEFHR) - 2,4 - —EKREHIHF[2,3-d]
weE - 5 - Ak

@1,2,3,4-mwWa-3-F4-1- (2-Fx&/FE) -6- (1

- RAPR) - 2,4 - ZBAAKERIH[2,3-d]ER -5 - BB (KR
16, ¥ % a), 400 mg ) =K (018 ml ) HEAKFX (12 ml)
KR PMAER (SR (027 ml) . RAEVWERKLT T 90 Cihodk 3
I, REAEERIFH0088M N -[1,2,3,4 W& -3 -FHA-1
- (2-wRERA) -6 - (1 -FKAFHR) - 2,4 - —AKRESH(2,
3-d)=ew - 5 - R FRBEER. HEkA—3Fa (3ml) ALEK
(0.019ml ) &%, 1 0EEMAIMER (50ml) . mAFE (20
ml), ZRAOWALBKRTE (5% 100ml ) I, 4 6AMERREMN
A (50ml ), HAABPGEREMER (S0ml) %k, ZAKARE
Fi, SEARERSE ELI0ml ki, 16 DG, SEKENEGE
Wt AT TR, F3iMes4 (0.058g) .
m. p. 227 - 228 C

MS (+ve APCI) 481 (M+H)")

'"H NMR (DMSO dg) § 0.77 (6H, d), 1.97-2.07 (1H, m), 3.19 (2H, q), 3.21 (3H, s),
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3.46 (2H, q), 3.51 (2H, d), 4.43 (2H, 5), 4.72 (1H, 1), 7.01 (1H, 1), 7.45-7.54 (4H, m),
7.86 (1H, dd), 7.92-7.95 (1H, m), 8.01-8.04 (lﬁ, m), 8.26 (1H, s).
E Pl 49
11,2,3,4 ~ W& -3 -FA-1- (2-FAAAL) -6- (1~
BAPR) - 2,4 - ZRREDH(2,3-d]E% -5 - RRATR?2 -
# T B
IOH

4

o}

(o)
~

N
N N
o)\N | S Q
< &

% 0088M N -[1,2,3,4-w& -3 -FH-1-(2-F¥4K
£2) -6 (1 -REFH) - 2,4 - —8KEDIH[2,3-d[%E"-5
- R F R TEER (LA 48, 3ml) PIATZ—F (Lml),
RAY T Chek 18, REKANME IM £ (50ml) F, A
ZE (100 ml ) ¥R, AMFRZAK (S0ml) , FAEFEKRE
MEk (S0 ml ) 2hik, REZ2AKBBRETE SEPRERL. &
bW ZRREENSGA, BB @ Ok (3:2 )M, BRACTEKRLE :
O E 4 B R RS S (0.023g ) .

m. p. 201 ~ 202 C
MS (+ve APCI) 482 ((M+H)")
'H NMR (CDCl3) 8 0.84 (6H, d), 2.06-1.99 (1H, m), 2.27 (1H, 1), 3.38 (3H, s), 3.55
(2H, d), 3.87-3.92 (2H, m), 4.33-4.37 (2H, m), 4.57 (2H, s), 7.42-7.51 (4H, m), 7.80-7.84
(1H, m), 7.86-7.89 (1H, m), 7.93-7.97 (1H, m), 8.16 (1H, s, br).

%34 50

N-(2-8THE)-N-931-N-[1,2,3,4 -5 3 - 7%
-1 - (2-FRAARL) -6- (1 -EEFX) - 2,4 - —8RKREwy
FF12,3-d 5% - 5 - XMk

65
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$0088M N -[1,2,3,4 - WA -3 -F¥&-1-(2-F¥HHK
A) -6- (1 -EAFR) - 2,4 - —GREDH[2,3-d|E% -5
- R FREBREYTREER (L4448, 3ml) PeA2 - (FHRL)
LEE (0026ml ). 168G, MAZEBKRZE (50ml ), RA&%HA IM
H$E (S0ml), K(S50ml), FRieFHEREAER (50m]l) %
# REZAKBEETR, SBEPRBREAL. RENWZHBEEN
%, MLBEMN, BFRALRLE @+ FORELLEFINIFHLED
( 0.061g ) .,
m. p. 151 - 152 C

MS (+ve APCI) 495 (M+H)")

'H NMR (CDCl; ) 8 0.84 (6H, d), 2.08-2.21 (1H, m), 3.18 (3H, s), 3.23 (1H, 1), 3.37
(3H, 5), 3.55-3.60 (4H, m), 3.87 (2H, q), 4.54 (2H, s), 7.43-7.49 (4H, m), 7.79-7.82
(1H, m), 7.85 7.88 (1H, m), 7.95-7.99 (1H, m), 8.37 (1H, s).

L4 51
6 - [ (1 -XK-1-(3-FFXENPE]-3-FH-1- (2
- PR EKL) Eyf[2,3-d]EE- 2,4 (1H,3H) - —&

o] F
N
O)\N S
Yy -
a) 6 - 5 - ~PHRE-1- (2 -¥EX/A)- 1H -wrg - 2,4 ( 1H,

3H) - —
&ﬁmffyooﬁé— -3 -9 - 1H - - 2,4 - (1H,

80



98807378. 1 oM P E67/90m

10

15

25

30

3H ) - —#& ( J. Amer. Chem. Soc. 1980, 102, 5036 ) ( 27.85g ).
1 -#- 2 -93&ak (219 ml) f 47 (2636 g) AAK-FE
WEEk: (110 ml ) P& RASHEIE 40 ., RERSHAZ TR,
K (800ml) ##., AKX (100ml ), REHWATE (2 x 500
ml) ¥R, AMEBRELKABRETE SEPREAREK. Kio6H
Wb L —RAE, TS hedt, MLskEFAZTR
AL A ((738g ). ERETHEFRALR, ZAKEENL,
AFOH @ L& (1:1) BG4 84405 (690g ) .

'"H NMR (CDCl3) 8 0.96 (6H, d), 2.10-2.24 (1H, m), 3.34 (3H, s), 3.90 (2H, d),

5.92 (1H, s).

b) 3-FR-1- (2-FHrRL)- 6 -HK-%T-2,4 (1H,3H)
- -m

A6 -/ -3 -FH-1- (2 -FhA&AE)- 1H - %" -
2,4 (1H,3H) - =8 (31.5¢ ) £ ( 120ml ) #55% T mARAER
KA (11.83¢g ). 16 b oG, BRARIMAAKEY (5928 ),
Fe BB S . RERSWAAGE, AACEKRTE (2 x 200ml)
FER, KEMmKIEBREI, FHMATEBRTE (3 x500ml) FR, &4
AMERGRZ LKA TR, SEMEERL, FIIHFRNLEDY,
AHEK (2544¢) .

MS (+ve APCI) 215 (M+H)")
'H NMR (CDCls) § 0.94 (6H, d) 2.23-2.38 (1H, m), 3.32 (3H, 5), 4.16 (2H, s),
430 (2H, d).

c) 3-WHER-1- (2-¥HhEA)ESIH[2,3-d]%Ew - 2,4 (1H,
3H) - —&

MBEHA3 -FE-1- (2-FER/K)- 6 - 5K - %"~ 2,4
- (1H,3H) - —8 (2542¢g) KR (1 L) AREBERFTIATERA
(389¢g). SHwE, TERREY. AEERTRAATBKER (50
2%, 142 ml ), FHREPBH 16 1 of. REPAKRERRL,
MTETE (3 x500ml ) FH, 458 AMFERRMIaH 6G5%ER M
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BR A, BAKARETIR SBEPREAL. R RHEEK
BEEMA, AR @ & (1:1)EbBiGFaiaasd ( 26.78 g ),
A B K,

MS (+ve APCI) 239 (M+H)").

'H NMR (CDCl;) 8 1.00 (6H, d), 2.26-2.42 (1H, m), 3.43 (3H, s), 3.81 (2H. d),

6.84 (1h, d), 7.36 (1H, d).

d) 6 [(1-&¥Kk-1-(3-RKFEEDFHE]-3-9¥Hk-1- (2
- PR EA) K] 2,3-d]%E" - 2,4 (1H,3H) - —#

F -78CH3 - FPHR-1- (2-FRAL) B [2,3-d]E%
- 2,4 (1H,3H) - =& (1g) £w&i=kws (20ml ) EEFT A
—FaEEsE (1M, 63ml) . 5945 mAR K FTENW X
Wk (2ml ), RE®&RT -78 CHIF2 8. mAak (10ml ) , ¥
BRE#ZZREER BRALBRLBFR, 2BANE, ZRBRETRAR
FRG., G HRBEEN (BIK), Al:1 FTK : CRUBRK
FE 44 e (461 mg ) .
m.p.54 C

MS(+ve APCI) 363(M+H)
'"H NMR (DMSO dg) & 0.90 (6H, d), 2.17 (1H, m), 3.22 (3H, s), 3.60-3.78 (2H, dm), 5.98

(1H, d), 6.66 (1H, d), 7.03 (1H, s), 7.11 (1H, m), 7.28 (2H, m), 7.41 (1H, m)

%44 52
6 -1 (3 -RAFE)FAI-3-FX-1- (2-FhRE) Xy
FF12,3-d %% - 2,4 - (1H,3H ) - —&

o) F

aule
OJ\N S

M6 - (1 -F%- (3 -FFXE)FH) -3 -FE-1- (2
-PRBE) EH(2,3-d]FE% - 2,4 - (1H,3H) - —& ( £3#%b)

82
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51) (957Tmg ) =R TE ( Tml)ERFRA=ZCEFTHR (4ml),
BB F R 16 . RAHABEIA 10 % AAMAAT, FRALKRTE
FR, AEZRRETR ABFATREGEEAHMGHRY, LK
2 .48 HPLC 464bff 2| 4n 84054 ( 82 mg ) .

5 m.p.76 - 78 C

MS(+ve APCI) 347(M+H) :
'"H NMR (DMSO-dg) 6 0.88 (6H. d), 2.16 (1H, m), 3.23 (3H, s), 3.67 (2H, d), 4.16 (2H, ),
7.04-7.18 (4H, m), 7.37 (H, m).

10 A3 -9¥x-1- (2-FEAR/X )y H[2,3-d]"E% - 2,4 (1H,
3H ) - —EfebEet, #HB kM 516895 %0 & R Tis:

83
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5645 o m.p. | MS (+ve | 'HNMR (DMSO dg) §
/°C | APCI)
(M+H)")
53 6-[(1-F2H-1-(2-3% | 143- | 424 0.90 (6H, d), 2.18 (1H,
\N° XR)PHKI-3-FE| 145 m),3.21 (3H, s), 3.70 (2H,
oPnng 1-(2- P A ) m), 6.10 (1H, d), 6.69
T 2, 3-d) -2, (1H,d), 6.82 (1H, 5), 7.28
4 (1H, 3H)- — &) (1H, 1), 7.48 (1H, 1), 7.62
(1H.d), 7.69 (1H. d)
54 6-1(1-F3k-1-(2-9 | 159- | 359 0.90 (6H, d), 2.18 (1H,
\No A EL))FIHR)-3-F] 162 m), 2.26 (3H, ), 3.21 (3H,
OJ\N' s A-1-2-P R AR s), 3.71 (2.H. m), 6.02
Y ” oy 52, 3-d|=Eee (1H,d), 6.35 (1H, d). 6.78
-2, 4 (1H, 3H)- —#A (1H,s) 7.15-7.28 (3H, m),
, 7.52 (1H. d)
55 6-[(1-724-1-(3-50 | 73- | MS(-ve | 0.90 (6H, d), 2.18 (1H,
\~°| LA ANFR]-3-F|75 | APCD m), 3.22 (3H, s), 3.61-3.79
SR NAE ST IF 3 368 M- | (2H, m), 6.03 (1H, d),
Y‘ 512, 3-d| H) 6.77 (1H, d), 7.06 (1H, s),
ez -2, 4 (1H, 3H)- 7.59 (1H, 1), 7.78 (2H, m),
B 7.89 (1H. 5)
56 6-[(1-724-1-(3-= | 57- | MS(+ve | 0.90 (6H, d), 2.17 (1H,
\Nol RPAEL)NFHR]|60 |APC) | m),3.21(3H,s),3.63-3.79
TSI S e 3 A -1-2-F A A 394 (2H, m), 6.08 (1H, d),
Y Sy wy 5 2, 3-d] (M+H- | 6.75 (1H, d), 7.04 (1H, s),
wEer-2, 4 (1H, 3H) H,0)" 7.64 (2H, m), 7.77 (2H,
- k& m)
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% 7 149) o m.p/ | MS (+ve | 'HNMR (DMSO dg) 5
°C APCI)
(M+H))
57 6-[(1-F2K-1-3-2F | 168- |437 0.89 (6H, d), 2.15 (1H,
\N°’ S E AN T E3-{ 171 m), 3.22 (3H, ), 3.62-3.78
oPs e WA-1-2-F &R (2H, m), 5.93 (1H, q),
£y w552, 3-d| 6.54 (1H, d), 6.92 (1H,
wEer-2, 4 dd), 7.00 (3H. m), 7.10-
(1H, 3H)- =& 7.22 (3H, m), 7.35-7.42
(3H. m)
58 6-[(1-F3-1-(1- 2% | 174-5 | 395 0.97 (6H,d); 2.3 (1H,m);
% i ! O ) ¥ K )-3-97 k-1 2.75 (1H,d); 3.40 (3H,s);
OW)N RAQGRERL LT L) 3.75 (2H.dq); 6.65 (1H.d);
312, 3-d] &2, 4 7.00 (1H,s); 7.45-7.60
(1H, 3H)- =& (3H,m); 7.80 (1H,d); 7.85-
7.95 (2H,m): 8.03 (1H.dd)
59 6-1(1-FH5-1-(6-"8 | 78K | 396 (CDCl3) 0.95 (6H, d), 2.29
WO AT B (1H, m), 3.39 (3H, 5), 3.6-
oI (D 1-e-7 A Ak 3.8 (2H, m), 6.18 (1H, 9),
\f‘ ) w572, 3-d] 7.10 (1H, s), 7.45 (1H.
wger-2, 4 (1H, dd), 7.74 (1H, dd), 7.93
3H)- = (1H,s), 8.11 (1H, d), 8.18
(1H. d), 8.92 (1H. dd).
60 6-[(1- 7 2k-1-(4-"8 | 5% | 396 (CDCl3 ) 0.95 (6H, d).

o N AP R-3-F | B 226 (1H, m), 3.36 (3H, 5),
SN =/ |-1-(2- P A m )R 3.6-3.8 (2H, m), 6.65 (1H,
0PN oH 1wy (2, 3-d] s),7.05 (1H, s), 7.54 (1H,

5%z -2, 4 (1H, 3H) ©), 7.70 (1H, v), 7.76 (1H,
-~ & d), 7.94 (1H, d), 8.15 (1H,
d). 8.97 (1H. d).
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5 76,451 o4 m.pJ | MS (+ve | 'HNMR (DMSO dg) 8
°C | APCI)
(M+H)"
61 (£) 6-[1- 385
i’ N (5 Iblok -2 1)
SO WIE AL IRAE D
\H ¢ -(2- 7 A i )R
5 (2, 3-d|&ve-2, 4
(1H, 3H)- — &
62 6-[(1-7H-1-2- 5 | 68.9- 307399 | 0.92(6H, d), 2.23(1H, m),
A e [ RER)) T3 70 321034, 5), 3.74(2H, m),
OJ\Nl s' FE-1-2-F A AL 6.38(1H, d), 6.72(1H, s),
\ﬁ T ey g2, 3-d] 6.78(1H, d), 7.25(1H, dr),
vz -2, 4 (1H, 3H)- 7.35-7.47(2H, m)
.
63 6-](1-FK-1-%XK) | 62-64 | 359 0.89(6H, m), 1.89(3H, s),
~ i l A )-3- 9 K-1-(2- 2.16(1H, m), 3.223H, 3),
0N s WA R A )Yy Jf 3.58-3.78(2H, dq),
\[) > 2, 3-d] 7% -2, 4 6.45(1H, s), 7.07(1H, s),
(1H, 3H)- —#&) 7.23(1H, v), 7.32(2H, v),
L 7.51(2H., d).
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E Y] o m.p/ | MS (+ve | 'HNMR (DMSO dg) §
°C | APCI)
(M+H)")
64 6-[(1-FK-1-(4-= | 1524 | 413 0.89(6H, d), 2.17(1H, m),
\N°} L | P ) P A 3.22(3H, 5), 3.61-3.79(2H,
o 3-FA-1-2-F R m), 6.07(1H, d), 6.73(1H,

d), 7.06(1H, s), 7.61(2H,
d), 7.61(2H, d)

65 (£) 6-(2, 3-=—&-1- 371
Ao [ )3
A PSR L
Y Ky 32, 3-d]
wrEeg-2, 4 (1H,
JH)- =&
6-[(1-#4-1-(2-% 396 0.90 (6H, d), 2.20 (1H,

ok AL)) P A )-3-F 2

1-Q2-F AKX
w32, 3-d] 5= -
2,4 (1H, 3H)- &

m), 3.20 (3H, s), 3.65-3.75
(2H, m), 6.10 (1H, d),
6.87 (1H, d), 7.05 (1H, s),
7.60 (1H, v), 7.7-7.8 (2H,
m), 8.00 (2H, 1), 8.43 (1H,
d).
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52 745 1A m.p/ | MS (+ve | 'H NMR (DMSO d¢) § I
°C | APCI)
5 (M+H)")
67 6-[(1-7X-1-3-& [a x| 396 (CDCl; ) 0.95 (6H, d),
ki) T A-3-F % 2.28 (1H, m), 3.39 (3H, s),
9 AR EA E TF:3) 3.43 (1H, brs), 3.7-3.8
\)N\ O [tz 3-d] (2H, m), 6.21(1H, brs),
0 \H wrer-2, 4 (1H, 7.13(1H, ), 7.59 (1H, 1),
3H)- — &) 7.74 (1H, dv), 7.84 (1H,
d), 8.12 (1H, d), 8.24(1H,
d), 8.92 (1H. d). |

AmMEGE (Ll , BREHXG 5265 k&R TFiLeH:

sy 3 (2, 3-d|ER
22,4 (1H, 3H)- =&

% 515 64 m.p. | MS (+ve | 'H NMR (DMSO dg)
/°C | APCI)
(M+H))
68 6-(2- 102- | 407/ 0.66 (6H, d), 2.16 (1H,
\Nol R A FE)-3-9IK) 106 | 409 m), 3.22 (3H, s), 3.67 (2H,
S -1-2- A A L) d), 4.24 (2H, 5), 6.99 (1H,

s), 7.23 (1H, t), 7.39 (1H,
), 748 (1H, d), 7.64 (1H,
d)

. e -
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v B ZB75/900

wEeg-2, 4 (1H, 3H)-

=

5= 5,45} 1A m.p. | MS (+ve | '"HNMR (DMSO dg) 5
/°C | APCI)
(M+H)")

69 6-(2- & 343 0.87 (6H, d), 2.15 (1H,
g PR E T )3T m), 2.26 (3H, 5), 3.14 (3H,
o g A-1-2-7 5k /) s), 3.66 (2H. d), 4.12 (2H,
\;/' s 3(2, 3-d| e s), 6.92 (H, s), 7.16-7.24

-2, 4 (1H, 3H)-— & (4H, m)

70 6-(3- 112-] 354 0.88 (6H, d), 2.16 (IH.
\NJE° e SULE A FR)3- | 113 m), 3.23 GH. 5). 3.67 2H,
s o | g7 o1-(2-F d), 4.21 (2H.s), 7.13 (1H,

7 2 ) wy 372, 3-d] s), 7.55 (1H, 1), 7.66-7.44
wez-2, 4 (1H, (2H, m), 7.81 (1H, 5)
3H)- — &

71 6-(3-= R FPHRFEK | 119 | 397 0.88 (6H, d), 2.16 (1H,
\JN\JL‘o o0 |" 2)-3- -1 m), 3.23 G3H, 5), 3.67 2K,
S ol (2- 9 & 7 2 )y d), 4.26 (2H, s), 7.13 (1H,

12, 3-d]Evz-2, s), 7.55-7.65 (3H, m), 7.70
4 (1H, 3H)-—# (1H, s)

72 6-(3- 106 | 421 0.89 (6H, d), 2.16 (1H.
\NJL‘O - FRAZ A TR m), 3.23 (3H, 5), 3.68 (2H,
o\? : ool 3. R -1-(2-F 4k d), 4.13 (2H, 5), 6.87 (1H,

dd), 6.98-7.01 (3H, m),
7.07-7.16 (3H, m), 7.32-
7.41 (3H, m)
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wooB B ZB76/905T

52 7645 o4 m.p. | MS (+ve | 'H NMR (DMSO dg)
/°C | APCI)
(M+H)D
3-FR-1-2-FAH | 198- | 380 0.86 (6H, d), 2.15 (1H,
£)-6-(4-2ak X F | 200 m), 3.20 (3H, s), 3.65 (2H,
# )y (2, 3-d) d), 4.70 (2H, s), 7.17 (1H,
#%%-2, 4 (1H, 3H)- s), 7.51 (1H, d), 7.65 (1H,
— & 1), 7.78 (1H, 1), 8.05 (1H,
d), 8.28 (1H, d), 8.88 (1H,
d). '
74 3-3K-1-2-F A || 115- | 380 0.86 (6H, d). 2.14 (1H,
Y I A\ JK)-6-(6-"EH AT | 122 m), 3.23 (3H, 5), 3.66 (2H,
07 NS L)y (2, 3-d]% d), 4.35 (2H,s), 7.16 (1H,
ﬁ) *Z-2, 4 (1H, s), 7.53 (1H, dd), 7.70
3H)-— & (1H, dd), 7.88 (1H, d),
7.99 (1H, d), 8.33 (1H, d),
8.88 (1H, dd).
75 3-FA-1-(2-F 4 F | 143- | 380 0.88 (6H, d), 2.18 (1H,
HA)-6-2-&H AT | 148 m), 3.22 (3H. s), 3.68 (2H, |
Ry it12,3-d]l (45D d), 4.50 (2H, ), 7.20 (1H,
weg-2, 4 (1H, s), 7.58 (1H, d), 7.61 (1H,
3H)- =&, 1), 7.80 (1H, 1), 8.00 (2H,
ZRLEH t), 8.40 (1H, d).
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5 3451 At A% m.p. | MS (+ve | 'HNMR (DMSO dg) 5

/°C | APC)
((M+H)")

6-(2-% S [b] =k wh 369 (CDCl3 ) 0.97 (6H, d),
AP R)-3-9 - 2.30 (1H, m), 3.41 (3H, s),
1-2-F A /R 3.74 (2H, d), 4.24 (2H, s),
K wy (2, 3-d] 6.54 (1H, s), 7.10-7.30
wEeE-2, 4 (1H, (3H, m), 7.43 (1H, d),
3H)-—& 7.53 (1H, d).

77 6-(2-F-6-F KK | 122 |381/383 | 0.88(6H. d), 2.18(1H, m),
Ny _— 9 3k )-3- 9 K -1-(2- 321G3H, 5), 3.67(2H, d),
0P N s 7755 7 K )& of 4.25(2H, 5), 6.94(1H, s),
\f “ [2, 3-d) "% -2, 4 7.27-7.33(1H, m),

(1H, 3H)-—#&) 7.39(2H, m)

78 6-(1-( K TH)-3- | | 343 0.85(6H, s), 1.63(3H, d),
A z A -1-(2-F A 2.14(1H, m), 3.23(3H, s),
s & )y 52, 3-d] 3.56-3.73(2H, m),

Y wiez -2, 4 (1H, 3H)- 4.35(1H, q), 7.04(1H, s),
— 7.2-7.37(5H, m)

79 6-(4- = R FAEIK | 121 | 397 0.88(6H, d), 2.16(1H, m),
\5\%\/@/&‘ 7 2)-3- 9 -1-(2- 3.23H, 5), 3.67(2H, d),
oy 7 3k 7 2Kk F 425(2H, s), 7.13(1H, 5),

(2, 3-d]"%7-2, 4 7.53(2H, d), 7.70(2H, d)
(1H, 3H)- =&

91




98807378. 1 oW B ZET8/90M
32 36,45 46454 m.p. | MS (+ve | 'H NMR (DMSO dg) §
/°C | APCI)
5 (M+H)")
80 (3) 6-(2, 3-—&.- 355 (CDCl3) 0.95 (6H, dd),
~ I \ 1H-#-1-3)-3- 2.1-2.2(1H, m), 2.2-2.3
A WRE-1-2-F A B (1H, m), 2.6-2.7 (1H. m),

10

15

20

25

30

)k it(2, 3-d]
n’&tp;i_z, 4 (IH’

3H)-—&)

2.9-3.1 (2H, m), 3.42 (3H,
s). 3.6-3.8 (2H. dq), 4.55
(1H,1),7.1-7.3 (5H, m).

L 745) 81

6 - (3 E&HERX- 1,3

o

A

N

o

NH

S ZE - FSflelkm -1 -K) -3 - F
A-1- (2-whEt)EyH[2,3-dFE"- 2,4 (1H,30) - =
&R

F -78C&E3 - FHR-1- (2 -FhmiL) Eif[2,3-d|E"
- 2,4 (1H,3H) - =& ( 500 mg ) $yw S=tvh ( 10 ml ) E#& P v
5 4P e NAR - BARR T &R

A=FAEARMLE (1M,
wakm (2ml) E&, RERHHF 2 DE. mAK (10ml) , HFR
SHRELR. BREOVALRUEER. B B ANEFERARETR,
%G L RYE, %EM HPLC SALF5F8144 ( 15mg ) .

m. p. 152 C

MS (+ve APCI) 370 ( M+H)

92
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x4 82
2-1(1,2,3,4-w&-3-Fh-1 - (2 -FAAL) - 2,4

- ZEARESSH[2,3-d]ER - 6 - K) PRIKPEK

A6- (3 -FBHRA- 1,3 - A -%F [cl®Hm-1 %) -3
-~k -1 - (2-FRAL) Eif[(2,3-d]%E%- 2,4 ( 1H,3H)
- B, BB L 52 6hh kA,

m. p. 183 C

10

MS(+ve APCI) 372 (M+H)
1 1H NMR DMSO-dg 6 0.88(6H, d), 2.16 (1H, m), 3.32 (3H, 5), 3.65 (2,H, d) 4.31 (2H, s),

7.03 (1H, s), 7.27-7.49 (SH, m), 7.88 (1H, bs).

5 545 83
(£) 6 - (1 -F&-1-[1-KEXFPE) -5- (|3 -£8/X]

20 BAE) -3 - FR-1 - (2 - FEAR) KPIH[2,3-dER- 2,4

( 1H,3H ) - =&

25 OW)

a) (£) 6 - (1 -[=¥h- (1,1 -—FATE) PAARAR]- 1
(1 -ER)FRE) -3 -PR-1 - (2 -FERRE)ESH(2,3-d]

30 wer - 2,4 (1H,3H ) - —#&
B (+) 6- (1 -F%k-1-[1-ZA]|PFE) -3-F1%-1-
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(2 - FERAL) E95F[2,3-d]|E% - 2,4 ( 1H,3H) - =8 ( 500
mg ) f —FAFEE (10ml ) ZRTRA_FTR- (1,1 -—FHRZ
A) fAK (230mg ) Fookek (130 mg ) . R TEEBRIEIX. M
AR EBMER YL, FRLUKRCEER, >BLAmnmm A#HLRE

5 &2k, MBKREL K ZRBETEMALSKYS. ZRKENEIL,
AR : CERLE (4:1 - 2:1) RBAFSIFETH (047¢g ).
MS ( APCI ) 509 ( M+H )")

b) () 6 - (1 - FK-1 [1-FEFL)-5-([3-%H84]
10 BRAR) -3 -FHk-1- (2-PEad) Epir(2,3-d %" - 2,4
( 1H,3H ) - —#9
F -I8CH (+) 6 - (1 - [ZFA-1,1 - _FEZLAFTHREEA
A= 1 -[1-FXKIFA) 3-9Xk-1- (2-FhAL) £
[2,3-d &% - 2,4 ( 1H,3H ) - =& ( 450mg ) Fod - PR EA &
15 RKAAE3 -{ZFh- (1,1 - —FAZA) PARA|RA ALE (J.
Med. Chem. 1995, 38, 2557., 500 mg ) &3 &=k"d ( 15ml ) ER&R FA
—FEARA4E ( 1.40 mmol ) B Siskwh (Sml) Ek., T -78C 1
N EHRERSWRETR, AHLBMER S P, FALBRTE
FER, s EBANAE, AHEBE2 L HAROERIAEER2 K
20 FRAEKRE1 KR REZARBETRAALTKRSG. ZAWETOH (3
ml ), WARKRK (40 %KER, 0.1ml) . 24 HEMAIEFH
BB ARABRIER B PIE, FEBRALBRLE Y. 25 EAn48, A4
FPHEBRAMAREREE2 K, RIEKREZEL R ZRABETEMATEK
4. BEEEEMAL, B LR ORISR AR (00128 ) .
25 m.p.100 - 105 C

MS (APCI) 467 (M+H-H,0 )"
'H NMR (DMSO dg) 6 0.3 (6H, t); 1.58 (2H, quin); 2.10 (1H, m); 2.87 (1H, m); 2.95
(1H, m); 3.24 (3H, s); 3.30 (2H, dt); 3.50 (1H, dd); 3.70 (1H. dd); 441 (1H,t); 7.14 (1H, );

7.38 (1H., ): 7.49 (1H. 1); 7.55-7.65 (2H. m) : 7.93 (1H. d): 8.00-8.05 (2H. m).
30
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L #4 84
3-WHRA -1 - (2-9AFE)-6 - (1 - F2EFHE R (2,
3-d =2z - 2,4 (1H,3H) - —&

ERATOHEGELE (1L1g) £1,2 - =K% (10ml ) &
10 REPMAL -APBA (125ml) . GEFEMI -FH-1- (2
- PR EGRE) Key[2,3-d]Ew - 2,4 (1H,3H) - —8 ( 2.0g)
61,2 - 828 (10ml ) &k, FiFeRdmmiveii 24 e, &
ERAAZETE, PoimAK (2 ml) BRABPIE, REATKSE.
BRAMETLRUETY, FRAHERAL 3 K ARPOHERRIALTR
15 #hik 2k, FHAEKAEERL KR ZHABETEREFATERS. BHKREN
sid, MPE : CERLE (9:1) ABLFSFMALSH (0.78g) .
m.p. - 150°C

MS (APCI) 393 (M+H)")
'"H NMR (DMSO dg) 6 1.00 (6H, d); 2.25 (1H, m); 3.22 (3H,s); 3.80 (2H, d); 7.47 (1H, s);

20
7.55-7.65 (2H, m); 7.70 (1H, t); 7.85 (1H, d); 8.05 (1H, dd); 8.10 (1H, dd); 8.20 (1H, d).

%34 85
(£) -S5-[(3-£THA)BRE]-3-Wi-1-(2-9i5
A)-6- (1 -ARAFR) Ewpif[2,3-d]E"- 2,4 ( 1H,3H) -
25 — &R

o SJ/(OH

LI
30 Yy “
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10

15

20

25

30

ARATT -78CAXBHA (0093 ml) HAK_HFE (5ml)
HERTMANZFEER (0113 ml) HAK—RFR (1ml) Ek. 5
aeiE, A PEmS - (3 -F/E)HEE] -3 -FH-1- (2 -
WEAEK) -6 - (1 -F}XFHh) Epif[2,3-d|%E%- 2,4 (1H,
3H) - =& (025g) AKZRKFR (4ml) F&k. 10545, M
AZCE (0372 ml) FHEREBHEEZER. WMALE (30ml), &
MM AR (10ml) , BAEfGERAAER ( 10ml ) ik,
REZEAKARBRETR, TEPFRKE. ZeoHhETALKwa%H (10
ml) ¥, ERATAFHE -78C, FAKATEAE (3.0M wE ks
%, 0265ml) RE. WREWRETR, FHNI P ERAANE
# (30ml) F, RKEAMTBRLE (2 x30ml ) F]R, AMERRE
KABE TR Bdi kB ERKL. R 2H 4 £/ HPLC
A, M LB LB/ ORI, B LR LB/ O E4 BT H4F
HA Y (58 mg ),

m. p. 162 - 163 C

MS (+ve APCI) 483 (M+H)")

'H NMR (CDCl3) 8 0.88 (6H, d), 1.25 (3H, d), 1.76-1.82 (2H, m), 2.10-2.25 (1H, m),
3.10-3.23 (3H, m), 3.42 (3H, s), 3.57-3.75 (2H, m), 4.14-4.26 (1H, m), 4.77 (2H, ABq),
7.35 (1H, d), 7.45 (1H, v), 7.50-7.56 (2H, m), 7.82 (1H, d), 7.87-7.90 (1H, m), 8.02-8.06
(1H, m).

L34 86
6 - (3 -FAER)FR-5-[(3-£mit)mi]-3 - ¥4~
1 - (2 -9hREL) E9HH(2,3-d]Ew- 2,4 (1H,3H) - =&

OH
OS//)
~
LI
0Z~N" S
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10

15

20

25

30

ARATT -18CHm6 - (3 -® EEIFA-3-FHh-1- (2
-WRARE) KypH[2,3-d]ER- 2,4 (1H,3H) - —8 ( £#p)
52, 0.24g) A KwWEAkwh ( Sml ) E&R FPIAFHERIAEN Y
SrkwhiEk ( 5.0ml, 0.72 mmol ) . 155445, HmA—FHELMNL
5wk (2.5 ml, 036 mmol ). REREGHT -78 CHEELH I Iit.
Aand - FAFREARBERS - {[=FA- (L1 - ZFAZR)TAR
R)E %) FHALE ( J. Med. Chem. 1995, 38, 2557.,0.286 g ), 244 T 50
Chudk 30 547, WA E RSB lof gk aMERE ( 50ml ) PiF
ATE (50 ml) ¥R, ANFRARZAKAERE TR SEFEL.
BREWAETCH (10ml) J, KEM40 % 28K ( 1ml) &5, 14
WG, BRoMhiliofe)xmassg (100 ml ) f, FHTE (2
x 50 ml ) ¥R, AMERZREZLKBRERE TR, TEPKL LW
ZRAEENEAL, RLURLE @« Ak (1:1) 2B, MERTLEKL
B/t O E 4 HIF A o9 ( 0.058g ) .

m.p.99 - 100 C

MS (+ve APCI) 437 (M+H)")

'H NMR (CDCl3 ) § 0.96 (6H, d), 1.84 (2H, quin), 2.19-2.34 (1H, m), 2.76 (1H, 1), 3.06
(2H, 1), 3.43 (3H, s), 3.74 (2H, d), 3.85 (2H, q), 4.32 (2H, s), 6.90-7.02 (3H, m), 7.25-7.32
(1H, m).

5364 87

S5-((5-&#&E-2-wrA)BEE)-3-FE-1- (2-F¥4%
mid) -6 - (1 -FEXPHR) Ewpif]2,3-d]E% - 2,4 ( 1H,3H)
,‘;gﬁl

MBEHGI -FE -1 - (2-F¥ER/KE)-6- (1 - FEAFE)
=5 -1 (5 - s - 2 - ) AR EHF2,3-d]Ew - 2,4 -
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10

15

20

25

30

( 1H,3H )~ —8I( %441 37, 2.02g )AEZE (10ml )dK ( 10ml)
MR ER T A (085g ) fRits ( 0.81g ). BAPimik ik 3
e, REAZRRE. MA2M ARMAMEZ (50 ml ) K RE4E
A1 I, MAZBRZE (100ml ), SEHEREGY. BhFK
A MM LR TE (100ml ) k. GEAPRA2MER (25ml ),
FHabmii 1 e, FELMIARNAERY, RLRTE (2
x 100 ml ) FR, AHOANREIARAZELKABRETHR SBFAL.
AWM LR LB E L RARFALEY (1.07 ¢g) . FEREAKL
GRIREEN AL, ALBUEER, BFRLRUEEL R IFHIFA
o4 (0.665g ) .

m. p. 208 - 209 C

MS (+ve APCI) 503 (M+H)")

'"H NMR (DMSO dg) 5 0.81 (6H, d), 1.97-2.02 (1H, m), 3.15 (3H, s), 3.58 (2H, d), 4.72
(2H, s), 5.26 (2H, s, br), 6.89 (2H, ABq), 7.38 (1H, td), 7.45-7.55 (3H, m), 7.83 (1H, 1),
7.85-7.90 (1H, m), 7.93 (1H, d), 8.02 (1H, d).

%764 88
192a394 —Vﬂi— 3 - [T]%” 1 - ( 2 - \?gﬁg)_ 6 _X£W£
- 2,4 - —FAKEHH[2,3-d]E" - 5 - BRLE

a) 2 -R/HE-5-FAPREN- 3,4 - — BB _TE

Az (085g)., =Tk (3.69ml ). 2 -8K-4-XATEZ
B (5.00ml) R A ZKRCE (281 ml) ToFA P (15 ml)
v, BBEES 1 VR by ENE, JFEDFEALESH (413 g),
H k.
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wn

10

15

20

25

30

MS (+ve APCI) 334 (M+H)")

'HNMR (CDCl; } § 1.30 (3H, t), 1.33 (3H, t), 3.94 (2H, 5), 4.24 (2H, q), 4.30 (2H, q),
5.88 (2H, s, br), 7.20-7.35 (5H, m).

b) 2- (2-FRERAEIRKE- 5 -FAFEEDR-3,4- BB L
[

AMEAHM (22g)F02 - RHE -5 - RKEAFPEAEY- 3,4 - =%
BB (410g) T2 -FARE (20ml ) b, BREHEHIFHED
kg, Fa AR Ad (239g) , Abkd.

MS (+ve APCI) 390 (M+H)"
"H NMR (CDCl3 ) 8 0.94 (6H, d), 1.29 (3H, 1), 1.33 (3H, 1), 1.84-1.98 (1H, m), 2.95
(2H, 1), 3.94 (2H, 5), 4.20 (2H, q), 4.30 (2H, q), 7.19-7.35 (5H, m), 7.66 (1H, t, br).

¢) 1,2,3,4 ~w& -3 -Fh-1- (2-FHRAL)-6 - FXLFHA
- 2,4 - ZBNREYF[2,3-d]ER - 5 - BB LB
AEE (0.60ml) . RERR (135g) f2 - (2 -FEAEE)

R -5 -RAFREN -3 4- _FEB_TE (238g), mBELE
B3 F B, cFERE, FEBEXRB 46555, ALEHA (124g)
Forh @LE ( 1.14ml ) T8 ( 24ml ) FRAEH LY, FH4HAY
(158¢g) .

MS (+ve APCI) 401 (M+H)")

'H NMR (CDCl3) 80.93 (6H, d), 1.39 (3H, t), 2.17-2.30 (1H, m), 3.39 (3H, s), 3.69

(2H, d), 4.12 (2H, 5), 4.44 (2H, q), 7.24-7.36 (S5H, m).

5 7645 89
1,2,3,4 ~ W& - 3,NN-=9¥Hi-1- (2-FxHHA) -6 -
FRPHE - 2,4 - —8RERHF[2,3-d]ER -5 - FEk&
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10

15

20

25

30

a) 1,2,3,4 -w& -3 -PR-1- (2 -¥HERE)-6-(AFH
- 2,4 - Z—RARERH[2,3-d]ET -5 - EHK

M 1,2,3,4 - wA-3-FE-1- (2-F¥hamHit) -6
- ERKAFHRE- 2, 4 - ZRANREDIHI2, 3d]E - S - BB TE (1.50g)
BB (7.5ml) Fewa Skl ((15ml ) ERPMALM S84SR
(7.5 mi), 16 IBfjE, HA IM ZAa#AERZR (7.5 ml), E& T 50T
B8 B, AKX (100ml ), ZERMLE (100 ml ) Z%k. v
NREBAERAMBRIL, RERACRLEEQ <~ 100 m)FER, ¥ X5 TAM
FROR T e BRI, HT 50 CAZE TRFHNIFHALAY (1.00 g).
m. p. 238 C ( 4-f&)
MS (+ve APCI) 373 (M+H)")
'H NMR (DMSO dg) 6 0.87 (6H, d), 2.05-2.20 (1H, m), 3.25 '(3H, s), 3.68 (2H, d),
4.25 (2H, s), 7.24-7.36 (5H, m), 13.92 (1H, s, br).

b) 1,2,3,4 ~w&H-3NN-=93k-1- (2-FxHKL) - 6 -
FAETR - 2,4 - —ARENH[2,3-d|E7 - 5 - PEEE

e 1,2,3,4-wa -3 -FA-1- (2-9HAFH) -6
SRRV - 2,4 - —RKREDHF[2,3-d]ER- 5 - 58 (037¢g)
Fo —FRATEE (0.01ml ) ALK —EFE (20ml) 5k PRAE
A (0087 ml) . 1.hwjE, WERAL. RAWETFAKW S %%
(7ml) ¥, B 1mliZEamB| 5G40 % —FrKEg (1ml) #
BB EAAER (2ml) BREAERT. 30504 EMmAK (10ml ),
RAYWR LB TE (10 ml ) R, ANERERZLKERE TR, &
BfEE., BLAVRLBRLE/ FORELE[GHNIFALEY
( 0.025g ) .
m. p. 144 - 146 C
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MS (+ve APCI) 400 (M+H)")
'H NMR (DMSO dg) 5 0.89 (6H, d). 2.08-2.21 (1H, m), 2.64 (3H, s), 2.97 (3H, s), 3.21

(3H, 5), 3.59-3.76 (2H, m), 3.97 (2H, ABq)7.21-7.35 (SH, m).
5 %) 90
6 -1 -Fh- (4-mEFRRE)PR]-3-FX-1-(2-7

o o
1,
NN , N\O-

10 PN |

OH

M3 -FE-1 - (2-FhAL) E2HF2,3-d]ER"- 2,4 -
(1H,3H) - =8 (£#%4151, $H c) o d - MARTE, BEE

15 #6451 B deyF e s,
m. p. 156 C
'"H NMR (DMSO'dg) 5 0.89 (6H, d), 2.17 (1H, m), 3.21 (3H, ), 3.61-3.79 (2H, m),
6.14 (1H, d), 6.84 (1H, d), 7.10 (1H, s), 7.73 (2H, 4d), 8.24 (2H, d).

20 £k 91
6 - (4-FEAFEFRA) -3 -FHR-1-(2-FRAX)EY
F12,3-d]E" - 2,4 (1H,3H) - =&

O O

N,
25 c:i::t'q s

6 -[1-5k- (4-mMAXEIFEA-3-F&-1- (2~
R AHA) EeyF[2,3-d]E% - 2,4 (1H,3H) - =8, BRI
30 S2#9F5EME.
m. p. 127 C
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98807378. 1 o 5 ZE88/90m

10

15

20

25

30

MS (+ve APCI) 372 (M-H))
'"H NMR (DMSO dg) § 0.88 (6H, d), 2.18 (1H, m), 3.23 (3H, ), 3.67 (2H, d), 4.31 (2H, 5),
7.15 (1H, s), 7.59 (2H, d), 8.20 (2H, d).

574 92
6 - (4-FAFEAFTRE)-3-FE-1- (2-FhAL)EYD
#[2,3-d % - 2,4 ( 1H,3H) - =&

o)

Y | NH,
OJ\N S

w6 - (4 -AARAFRE) -3 -9¥h-1- (2-FHEAX)
EoyH(2,3-d]E%" - 2,4 (1H,3H) - —& ( 275mg ) £ L& (15
ml) ek ( 1ml) #55% FhAsd (82mg) &4k ( 78mg ) .
BAW T 0 Chutk6.h0, REHLAZETE. HFREARLE, MEX.
X, EUBRLUEMKZMEIToER. KEANWE, ZBRRETR RB
K., BoeghRpZEAHPLC 44 (FTk : ZRTE 80 - 0:20
- 100 ) 3474 ( 20mg ) .
m. p. 104 C

MS (+ve APCI) 344 (M+H)")
'"H NMR (DMSO dg) 8 0.87 (6H, d), 2.15 (1H, m), 3.22 (3H, s), 3.66 (2H, d), 3.91 (2H. s),
4.98 (2H, s), 6.51 (2H, d), 6.91 (1H, s), 6.94 (2H, d).

L) 93

4 - (3,4 -—9ERAEE) -N-{4-[1(1,2,3,4-w95-3
~FR -1 - (2-FRAE)- 2,4 - —FREDHF[2,3-d]FEE- 6
-R) PARIXE) - TRE
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98807378. 1 oM P ZE89/90m

(9]

10

15

20

25

30

MN-ZE-N-[3- (ZF&L) @A —_FK (37Tmg) .

1 -ZAX = (26mg) Ad - (3,4- _FARIEL) T (36
mg ) AT (6 ml) FEkPmA6 - (4 -RKEEXEFR) - 3
“FEA-1 - (2 -9RERE) ERF[2,3-d]E"- 2,4 (1H,3H)
~-ZM(45mg ) H—RKF% (2ml) Eik. ANRAOVWRBELIR, F
RAFtaftg KR EMARE, HFERINCRLEF. AWEZHBETIE,
AE, BRAeWMEZEIEM HPLC 2646 (F Ok © LB THE 50 - 0 : 50 -
100 ) , F34x84P (19mg ), HEEkMY.

MS (+ve APCI) 550 (M+H)")

'H NMR (DMSO dg) 6 0.87 (6H, d), 1.88 (2H, m), 2.01(1H, m), 2.29(2H, t), 2.51(2H, 1),
3.32 (3H, s), 3.66 (2H, d), 3.73 (3H, s), 3.75 (3H, s), 4.06 (2H, s), 6.70 (1H, m), 6.72
(IH, m), 6.84 (1H, m), 7.03 (1H, 5), 7.19 (2H, d), 7.53 (2H, d), 9.85 (1K, 5).

%34 94

3-ZBARX-N- (4-0(1,2,3,4-w&-3-FH-1- (2
CPEARE) - 2,4 - ZAREDH(2,3-d1ER -6 - R)FHIER)
R B |

BRI B85k, A6 - (4 -R[EEAFR) -3 - 91 -
1 - (2 -9haEHh) X95[2,3-d]%"w- 2,4 - (1H,3H) - —8
3 - THAREAXTRMNE.
m. p. 230 C
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98807378. 1 oM ZE90/901

10

15

MS (+ve APCI) 505 (M+H)")

'H NMR (DMSO d¢) 3 0.88 (6H, d), 2.19 (1H, m), 3.23 (3H, 5), 3.32 (3H, 5, 3.67 (2H, d),
4.10 (2H, s), 7.06 (1H, 5), 7.23 (2H. d), 7.43 (1H, 1), 7.59 (1H, d), 7.71 (2H, d), 7.81

(1H, d), 8.06 (1H, s), 10.13 (1H, s), 10.24 (1H, 5).

LA 95

stA B ampR r ( MLR ) 9344

MLR X5 £ 96 JL-F R4k 3 T L3H47. L4 Eef & 10 mM
R BARM &SR, A RPMIH &3 S50 24 8&. AEmBRe &
ZIEER. 10l S50 EHBEEERRC ORBERMEB]EH ZIREGIL
b, FIXEFAEEA 9.5 um kSR IFIEFER. AHE—FLPEENEE
B R ET —F5EH 1.5 x 10° lf, @i REAsA 0.2 ml
RPMI 1640 32 5 X %, 54bm 10 % Ahix. 2mM L - 5R58ENRF
EE/%E4. mBA T3 CABBRETS % R AL P25 120 5,
AFARE 6 MDA *H - Bigse (0.5uCi) . Rz mesds
AHWAE, BLT - w4k, |

FERERETER, FHHI1 - 4RI BR N TAs {HT
1 x10°M .
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