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A—f&mERENT > K F PN Protective Groups in

Organic Chemistry, ed. J.F.W. McOmie, Plenum Press,1973 ;

21 T.W. Greene & P.G.M. Wuts, Protective Groups in Organic

Synthesis. John Wiley & Sons, 1991 ¥ = 3 B - {z# X T 4
FREZEETHRTHRAAMKEC I T ERS -

B MBEZALTTRTHR  AEAZIRESTHT
NERABEB TET  BRESTEFRTINSEEHZR
oM P AT -

AEARRBLSA —HISEARAFTALLSHABEL
THSZEBMELGZBEBLY  HLELLIWRFLIENR
WA > ot GRE BB BAE KA RAFER
RERXBER TR EAFR R ER - FA - £#E~ 8
BEHEERRE SR FEHBX  LEN - EFT X
EHHRE B BRARRAKRE - 5 @46 HTRES
—B—RK—BEA —RZIBEHKX S Hldo  THEAEMA
AW ATERBRG 2B RaXEH > #n
MES - BB EBas Y > RESEREERN
MBEERARE > o TRAZESERAS w1 BREH -
At~ BAE - LA FL6 - BB - BRASER4E - BiEE
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B~ BARA (14)

ZS5RABE AERBEARER(F T K) *B RS
AAZALCAYREBE L TESXIBREIHHRLA M
B ARG asY  ERALEFR AR AL MAHHRL
Wet o ArERRIH G ERA YT BRBRE S
TRFEIERAKBA o A - BAABE - LEBRAE
BREASMUBIREHE S E4 2000 £HREAZHERL
ZLTHRBMBAY - MBLALMZIREXREATELRE &R X
BBILE  HARATRERABEHZH A - plio © LHI X8
ATELABERIIBEARY  BETAHUNEZIHED
A - CERMBARTTHABERR M AENE T B
o B2 TR EEAT B REEREL - £ 484840
TRARPLERERERESZOR  HEMHBEEER L ' &
B BEEASE T LRESHHBRZI TSI ERAE -
AAEOREHREZRAEANBRAMTERZIR
BAEXEHE  KER - BTHARZIEE - KRR F
B BERERGGe  BFE - XRB - BTFHRIEL
) REEIMBAMBERARBZHARILR - BEKER
FRZAHB IR FR O LRBARAB L : ¥ -
SEBRE - ARBE-ARE - RTREEEMm - TG,
R RAR -
AEAMALEHFRBRZIIENTHERLESRIAZER
EMCEHARBE LTS ZRB 2B Rabhisir - B
BabthTasd 1 ELEH 2000 £HLEH > AH 5
EXEH 1000 B84 XY 10 EXEH 500 EXLE
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Z~ BB HA (715)

> BTHABEMELRBERAZIEMTEX - KB ok
L REEBHZIBERBE > QE(MERTRD): 658 - B
FE AR Bk B > MekE o BEE - 2H R
R-BEEUoRBZOLHOEEBEN > o &4 &
Bl -BRE BEERLEIFEELY 2 EhVaY
SRR RBANE ARBEUA P ER - BE -
BeA - Jk - ARER - - AANFEHABREZIHA L
BRABER - -LRABFR -

FAEALGCYEEE—FRBERE RBAAHE
TomER 23 R 4 RADBEHKE - S AFALS
MITHRAHEFAZLBENALBECENBRE AR T
WREZATHROZFEAXAEFRARE - UF LA F 2
OB BREREFPIREBELRALEL IR
Btk o

Blio ! ZHRFIBEX KRB ORES > ZTHEYR Y
THUORAEBEMBELTELZIHEREEBEL o T
BE~Hib s K FHF b TFEEXLEH 0 FTAR
SO T ANGHEELSR - HFHR - HRBAZERE - A48
HEEBOE(MERARMD): B B - AABw: HEHB
xOP-FLAE S BRMERB c RABAEALSRB o ! 245688 ~
REB R BB RSB C REASER C X T RN LB
M~ RAbdn o FF - ARG RMP) Kb~ F &
BHEFE -FX LLX -BRB %%

BRBEXTOEEETARZIRBREBRIUE > o &
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-~ #EmAERA (16)

BRERRARE fldo TEB - 2688 - FAS % £
¥F o HIEenARERAR T2 BBIERAEER
FTEREBHMRARES AR TALLAB BRI %
TRt A o
ABRICEMTTEMBEREELALIRE o B
DR BRRER - B S5REM - MR T d % M50
TRk ko 0 NE Bl BF - B RS K M ok 4 AR K BE R
AERACECOTTHRAERRBEARILES Y5 T18
A BB EBEE RERALESM T THESLBZEY K
BZEBREMBE “KERSHTEHERELHUBR
B - X B - RRAATFEAAMAER XS - LT
ARABEEAY  REEMBARRZIFBRA KR T &R
B oo gbdh > REACSHTH-BERANEHENEL X
AMERERELEMBES > Blho @ BHEE - R-e-THEs R
FATE - RIERE - RER - R_awd -  RRAAS
BRBE L KBRB XL XB I M A RELRY -
FERACESHTE Ll adsd > REAMKE L
NEBBRMAREILZ B ERRZRE
EAELZBABETEAEMRAER 5-1,000 & % 2 48
EARBANGILL -BoRERF  BE-WRFES 5.0
10.0 ~ 15.0 ~ 25.0 ~ 50.0 ~ 100 ~ 250 # 500 % % &M R4
ZAREBWX MAERELEZERALRE - AR EYDH
BEABRAELARHREY 001 £EHEH 50 £F - &t
HEABBBATHENOI EHLEN2D £EL EAEAHY

o
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FHARA (17)

0.5 EX/AFEH 10 ER/AF > RE4EABAENFT#
FHOSEREHI0EY BT —REFHE1E 4K o

RBEXHXBEREREZHBERBEZALRET A
ek AIHE ey  BEBE REEX - BB
155 & % AL

o TEERBEAMEGRFLELEANIE ALK
BE 0 BHE5FE -BE- &R AHBREHM -

THRBI AN TR R B REATH K R H
TXZPHFEMEB PR ARER -

K] 1
N-Y i %-2,3 : 4,5-%-0-(1-F K& % T 5)-B-D-vit v R 4% & B

i% B B5 (UL & #2)

O
0 og N
Cyn“(i:::*2?§~() ég }4.—~\\:==:
\j;l\\cf ()z’kii'

fmEBEN - HEHEE - BRI REAABE D X
500 mL =% R JE X 5#R F s /m k& % B2 (2.1mL,28 mmol) ~ @
&7k h (85 mL)# = Z p% (4.7 mL, 33.5mmol) * f& 7% Av & S+
VA e BOEREE 2,2,7,7-m F A -wo & -4[1,3] R = & 5% 38 %
¥ 3t [4,5-b 5 4'S'-d]wk %% -3a- 4 F #5(10.0 g, 28 mmol) £y
AkvH (20 mL)» AENEBTREF (R 10 54 0F
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~ A (18)

M) Hhmx R FREGHE S0C > ## 4 )oF - A7
RBEIFRBERLRE AL HBEY WHKMWAENTE
Z 85(200 mL)¥ » st fgf0 NH,CI(1 x 50 mL)$2 8 5 (1 x 50
mL)Z# o 2 481% » A #H B & NaSO4(150 g)BlK > K14
BEATREE  EAREZEBEMO3) - Hhosbibikdhy
EHB L RTLHLEBEATKROG%N) x> £ A ZHAILEH
Mo HBEF AL HBERLL  EARBEESEEH -
m.p. 51-52°C

'H NMR (300 MHz, CDCl;)8 5.99-5.80 (1H, m), 5.30 (1H, d,
J=17.5Hz), 5.24 (1H, d, ] = 10.2 Hz), 4.63 (1H, dd, J = 8.3,
2.5 Hz), 4.35 (1H, d, J = 2.7 Hz), 4.27 (1H, s), 4.19 (2H, dd,

J=12.9, 10.5 Hz), 3.93 (1H, dd, J=13.0,1.9 Hz), 3.83-3.74 (3H,

m), 1.56 (3H, s), 1.49 (3H, s),1.44 (3H, s), 1.36 (3H,s) -
LEM D (T=2%HE,F= £A1E)
HEm{E 0 C,47.48; H6.64; M,3.69: 0,33.73; S, 8.45
A C,47.52; H6.77

A& M#3-6 ~ 8~ 21-27 ~ 37-39 #1 45 “THEM Lk F
% BEREBLBAETRARIBEAR LS AREEH -

T 5 2

N-78 #£-23: 45-#-0-(I-F & 5 7 #)-B-D-vb vy F 4% & B 5%
B fis (b4 4 #9)
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0
M OH
Q &—0—8—N’
Ou\\‘ 0o g H

EmBEBEN  HHEBS - FAmARIELASH Lo
250 mL =38 R JEJ& #R F s Ao ¥& Rk B &% B8 (2.0 g, 29 mmol) »
™9 &, %% " (65 mL) ~ K (1.7 mL)# 5 & 47(3.8 g, 27 mmol) -
REBRT SEFEMBFIRERIWOL 10 240 RH) R4
B 2,2,7,7-w ¥ 3 -wo £5-4 1,310 = &3 E R [4,5-b
4'5'-d] =h-3a-2k F E5(9.3 g, 26 mmol)X v & vk *% (20 mL)
B ER TR BRIFRREHE 12 ) F o RERLAY
BIEHIRE  AARAE AMXOLBER - LAMBE=ZR
THEARFEAR/URFRLERAEL ELAOERH -
m.p.45-48°C
'H NMR (300 MHz, CDCl;) & 7.10 (1H, s), 7.05 (1H, s),4.62
(1H, dd, J = 8.0, 2.5 Hz), 4.35 (1H, d, ] = 2.6 Hz),4.25 (1H, d,
] =7.6 Hz), 3.93 (1H, dd, J= 13.0, 1.8 Hz),3,78 (1H, d, J =
12.9 Hz), 3.69 (2H, q, J = 17.4, 12.0Hz), 1.55 (3H, s), 1.49
(3H, s), 1.40 (3H, 3). 1.36 (3H,s) -

66 H#10-12 =T Fa4 L3l ok > @ 8 BELEE RA
ZHEENR LR BB W -

T 3

-81-
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o~ HERARHA (s0)

N-B=THRHEHA-23:45-%-0-(1-FHA B2 H%)B-D-tbsg
¥ R FR B B (AL A #14)

AmERFBEEAH L X 100 mL R BIEIR T 5F

10 fofAREEK B S ELES(1.85 mL, 21 mmol)$L = & F 3. (10
mL) e REBTRERNWE=TAEH(Q2.03 mL, 21 mmol) -
WHEZR30 248 - RIEKELRSE > %% 57 AcN (20 mL)
oo K%L dE RS e DAF(5.5 g,21lmmol)Z stz (2.6
mL, 32mmol)’E & * RE{H —R - REMBMALREEZ &%

15 EA MK - b KpE» DCM(100 mL)F » & 0.5N
HCI(2 x 50 mL)$#2 8 5k (1x SO0 mL)#e # - 2484 > AR &
Na;SO4(150 g)M K » BEE AT RGE EAR T EHKY
(105 g) e sk RMEHB F » AL TE LTG0
%)E#E > EARBILEHZAER R -

20 m.p= 88-90°C
'H NMR (300 MHz, CDCl;) 84.60 (1H, d, J = 7.7 Hz),4.45-
4.34 (2H, m), 4.30-4.19 (2H, m), 3.91 (1H, d, J= 12.8 Hz),
3.75 (1H, d, J=13.0 Hz), 1.60-1.38 (18H, m),1.33 (3H, s) °
AEMM (T=2HME,F= TRME)
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AR A (81)

M C,4646; H,6.65; N, 3.19; 0,36.41; S.7.30
F R C,46.78; H,6.89; N,3.15

L W#13 THRMEMRFE > SR Z XA IRER K
ZHRTEEG ALraeBH -

N-XFAHAL-23:45-4#-0-(I-FHA B H)-B-D-wbsh £ 45
Bk AR B BE (AL A& 4 #15)

b WSEIIER: T2 3)FIEIEATES S
e ERHEE - REBALAI L o2 250 mL R E
W AR P I o BoAR R K B FUBE 85(10.0 mL, 115 mmol)# =
¥ (20mL) - R B AR AP E 0°C14 > 2L 30 H4EeFr o
BhBRtAHmEFENLY mL, 115 mmol) - H & 4%
HLEIOCAT - Fwx %k  ERERSGHEDFETER
WH 15 548 RGLAZRE ALGCEHM - a6 E
BN G &t P (100 mL) #F @ - BB E B > B hEk(2

-83-
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EARA (s2)

xS0mL)Ze# » AR EA K AT Gt aiy K -

Z 5 B:
LEmEBHEAERAI L o2 100 mL REBE T H
Ao [[[CR AR 8 K ) B A 5% R ]R]IR(GS.0 g, 2lmmol)$ T B (20
mL) - REL OB mKRI;Hw—_RE8F#(5.2 g, 20 mmol)
Z g (2.4 mL, 30 mmol)iE#& > REMEH —& - W E K
BIRMEEY > AA MK - sk E»N DCM (100 mL)
F > 2L 0.5N HCI(2 x 50 mL)$2 2 5 (1 x 50 mL)# # - 248
% EMEE NaSO,(150 g)mik » @M AT RE A 4
FHREEERO3 ) - AL EMEYB T » UL TES
MTI(50 %)is s EARZRAILSHZERAEEY -
'H NMR (300 MHz, CDCl5)8 8.58 (1H, s), 7.45-7.30 (5H,m),
5.21(1H, s), 4.58-4.50(1H, m), 4.42(1H, dd, J= 10.6, 3.0 Hz),
4.35-4.17 (3H, m), 3.87(1H, d, J = 13.4 Hz), 3.74(1H, d, J=
13.2 Hz), 1.51(3H, s), 1.43(3H,s), 1.36(3H, s), 1.32(3H, s)
aEM - (T= EHME,F= FRMHE)
HE#  C,50.73; H,575; N,296; 0,33.79; S,6.77
FRME : C,50.97; H,6.10; N,2.67

Bl S
N-7&5 &8 % -23 ; 4,5-%-0-(1-F & 5 ¢ K)-B-D-witvh £ 4% 3
B 7 8% 5 (b &4 #28)

-84-
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F AR A (83)

A E A BRI REIASLE o 200mL =
BRERMY HmFE XG0 g 9 mmol) » = Z A(1.5
mL,11mmol) ~ v & = "% (88 mL) - % & & (3.4mL, 27 mmol)
EEEEX L,I-—F R (0.5g 4 mmol) s RERSY
NEB TR L6 F4L > AREFWAQRIOmML)EZE T
BE(ISOmML)¥P it RAE - AHM B LB KM x100mL) » &
NaySO4(75 g)fi K » BER B R4 > ARV ZEHR
waARY e
'H NMR (300 MHz, CDCl; )8 4.61 (1H, dd, J = 8.0, 2.6Hz),
4.39 (1H, d, J= 10.7), 4.33-4.20 (3H, m), 3.90 (1H,d, J = 13.4
Hz), 3.76 (1H, d, J=13.4), 2.54-2.34 (2H,m), 1.54 (3H, s),
1.47 (3H, s), 1.42 (3H, s), 1.34 (3H,s), 1.16 (3H, t, J= 7.2 Hz)
ALENH (T= 2HE,F= FR4E)

44 ¢ C,45.56;5 H,637; N,3.54; 0,36.42; §,8.11
FB{E : C,45.28; H,6.47; N,3.26

L& H#29 T HM L3 F ik > B A T B E & X P Bk &
Wt AAwEdkdp -

b & H#49-61 TTHMM Ll H k> AL EERNAZE
RN A BB

-85-
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o~ BRARA (s4)

B4 6
N-Z & H-23:45-2-0-(1-F A T 2 £)-B-D-wtbwh £ 4 H i

Bk B 4 B (1L & ##18)

\\Q\——-O —S --N CH
O“‘“ N

fmEREE - BoBEFELASBE 22 200 mL =
BEREBEA T A 8148 (0.2 g, 8 mmol)f w &, =k & (70
mL) - @@ mkFRBERIMWES N-TEKX-2,3: 4,5-4-0-
(I-F X = T &)-B-D-tbwly R H R AR B4 85 (3.2 g, 8 mmol)x
WAk H(ISmL)ER - ERAMMNEBR TR EHHL
WMBRBERER  cERATHAE FABEAEY -
REBEMHAEAATRES  BE - EAZHEAEY
ZENE o B Emiy R o
'H NMR (300 MHz, CDCl3)$ 4.54 (1H, dd, J= 8.0, 2.7Hz),
4.35 (1H, d, J=2.7 Hz), 4.21 (1H, d, J= 6.2 Hz),3.89-3.68 (3H,
m), 3.56 (1H, d, J= 13.3 Hz), 1.70 (3H,s), 1.43 (3H, S), 1.34
(3H, s), 1.27 (3H, s)
AFES>M (T= BHE,F= FAMH)
a0 C41.69; H550; N,347; Na,570; 0,3570;S,7.95
F A C,41.56; H,5.89: N,2.94; Na,5.93

-86-

ABRRERBR ¥ AR EIEE(CNS)A 446 (210x297 2% )



0 2 2 o - H 0 o 2 o 3

1281472 A7

B7

10

15

20

i ~

FABEA (s5)

fEA#16 ~ 17~ 19 2 20 TR b i sk 9 4 -

Frrdhik-23: 4,5-4-0-(1-F X F L &)-B-D-ottogg R

£
¥ Bk R 5 85 (1L 4 49 #30)

(@) 0]
0 0 g N g CF
& YTYTNTO—UR;
oM \O gHg

L ERFFELAS L O 100 mL R BB T H
Hodk & £(3.0 g, 9 mmol) ~ wt=2 (0.8 mL, 10 mmol) L w9 & =k
(10 mL) - B F#i N-=f 7548 £(0.94 mL, 9
mmol) » ## 3 2.5 J8F o FAw 1.0 N HCI(S0mL) + i+ & FE >
NTEETLEE(00 mL)YXER - 484 > FHELBEK( x 50
mL)Z # » & Na,S04(100 g)iRK » BB AT RE > £4
HFAOEERGCO g HEMAILKR/BRITBLERE  A4A42
Mtz aéemR -
m.p.126°C
'H NMR (300 MHz, CDC13)8 4.63(1H, dd, J = 8.0, 2.7Hz),
4.36-4.2(4H, m), 3.93(1H, d, J=I3.0, 1.9 Hz),3.80(1H, d,
J=13:0 Hz), 1.56(3H, s), 1.51(3H, s),1.44(3H, s), 1.37(3H, s)
TENM T (T= ZHE,F= FAH)
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®#HE : C3312; H428; N,297; 0,3394; S,1360; F, 1209
FRME : C,33.25; H,4.18; N,3.06

fbé4 #44 8 62-91 THM LA F %k BERFLH
ERRZACHBEARAN-ZATHBRLH -

I~

3 4,5-%-O-(I-F A 3 T HK)-B-D-tth R

-2
BB EERREBULEHA3])

I
O ~—O0—S—N—S-—CF;

EmERBHBAEABE O S0 mL =5 R BB T
Hihm N-=Z fagdE£-2, 3:4,5-%-0-(1-F £ % ¢ #)-B-D-
R H AR B8R (0.4 g,1 mmol) ~ W@ H k(10 mL) > &
#% Zx Ao B o (0.07 mL,Immol) - A 8 F#HIH 12 ) 854 >
RERYE MBBRACKR/CELETHAEE S » A AE
RMEMZKENE  AREEEH -

'H NMR (300 MHz,CDCl3)$ 4.70 (SH, s), 4.43-4.37 (2H,m),
4.16 (2H, d, J = 3,6 Hz), 3.93 (1H, d, J = 13.7 Hz),3.83 (1H, t,

J=5.0 Hz), 3.74 (1H, d, J=13.7 Hz), 1.52 (3H, s), 1,44 (3H, s),

1.38 (3H, s), 1.33 (3H, s)
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B~ FHARHA (87)

EAWmH#32 TEMERL F k> AR E=TEEKS
HUG o ALGLER -

£ 9
5 NN-—Q-(=FEXBEEVTEFH)23:45-2-0-(-F &

3 L )-B-D-ubwh R 48 R 5 8 85 (1L A4 #33)

O
10 7k \‘\\\ )T‘
®) 0]

EmERFSBBAIRSE o2 100 mL =35 R EEHK
T A& AedF E £(1.0g, 3 mmol) s — £ & KX T 4 (0.6 mL, 4
mmol) & v f k(30 mL) e A EEB T Hiw 2-(ZFHER)
15 Z & F X H(SEM-CI) (0.55 mL, 3mmol) » 33 14 | 8f o
At fo §464£(50 mL)F Ik R & » X8 & (100mL)
ERon4B% > AHEELBELR(N x 50 mL)h#k  REE
Na,SO4(50 g)i K » BIRREETRE » EAER/B Ry -
b EmEHBE > RTELERTIHEGO %)Xtk > £

20 ABRMBEMABEIEY  AHhEkW -
'H NMR (300 MHz, CDCl;)84.76 (4H, s), 4.61 (1H, dd,J =
8.0, 2.7 Hz), 4.38 (1H, d, J= 3.6 Hz), 4.27-4.24 (1H,m), 4.22
(1H, s), 4.14-4.10 (1H, m), 3.91 (1H, dd, J=13.0, 2.0 Hz),
3.75 (1H, d, J= 12.8 Hz), 3.66-3.57 (4H,m), 1.55 (3H, s), 1.48

-89-
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B PR A (s8)

(3H, s), 1.41 (3H, s), 1.32 (3H,s), 0.01 (18 H, s)

TLEM (T= BHE,F= TA4H)

14 ¢ C,4805; H,823; N,233; 0,2667; S,535; Si,936
FRME : C,48.33 ;5 H,8.15; N,2.12

T4 10
N-— XA FMA-23: 4,54 0-(1-FABZA)B-D-vhoy £

A BE AR B B (1E S #34)

o o
T
O<w—0~ﬁ—w P—pp,
o o o " b

i ERHERERASE o2 50 mL R BB F F e
N-gg A4 & 2474 %(2.1 g, 6 mmol) > = Z (0.9 mL, 7
mmol)# F X (16 mL) - RA& A4 ZE 0C > FmA XA
B(1.17 mL, 7 mmol) > REEASMHERTHIE 1 | 8F o
RFREFREBE > BRHWBE 80C14 /o o REHK
KA RIEREGMREEY, TR BEA=—®THAYT
AT HALEL  AARHMEMZOCRE R -

m.p. 137-138°C

'HNMR (300 MHz, CDCly) & 7.52-7.39 (4H, m), 7.17-
7.00(6H, m), 4.22 (1H, dd, J=7.9, 2.5 Hz), 3.90-3.86 (1H,m),
3.84 (1H, s), 3.68 (2H, dd, J=16.1, 9.9Hz), 3.49 (1H, dd, J =

-90-
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13.0, 1.8 Hz), 3.24 (3H, d, J= 13.0 Hz),1.11 (3H, s), 0.98 (3H,

s), 0.96 (3H, s), 0.89 (3H, s)

AEMN (T= 2HE,F= £ RME)
i - C5343; H,560; N,260; 0,2669; P574; S,594
TR :C,53.72; H,542; N,2.33

T4 11
N-(4-# & -1-5 3 )-2,3 : 4,5-4-0-(1-F X & Z 3¥)-B-D-vk 5

R ¥E T B A% B8R B5 (A6 & #T)

&ﬁu%#’%#ﬁ% SAHE o2 50 mL R B F Fiw
2,3 4,5-#-0-(I- L H)-B-D-vwibvd RAEH AL AR BE S F
A TEEs (0.79g, 2 mmol)$Z HEJ(6 mL) ° F e 1.0N & &
648 (1.9mL,1.9 mmo)ZE R ¥ » RERAMHNERTH
#H1S 54 - AEEHBRAE - AL TEGO mL) > £ A
1.ON HCl 3% pH £ 4 pH 3 - 5 & » A # B & Na,S04(25
gBK  BIEMIRKE  EAZAECESHZRABKY -

'H NMR (300 MHz, CDCl5)85.30 (1H, s), 4.63-4.55 (1H,m),
4.35-4.28 (1H, m), 4.23 (1H, d, J= 7.6 HZ), 4.12 (2H,q, J =
20.4, 11.4 Hz), 3.89 (1H, d, J = 12.8 Hz), 3.74(1H, d, ] = 12.7

-91-
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Hz), 3.19 (2H, q, J =12.3, 5.7 Hz), 2.41(2H, t, J = 7.1 Hz),
1.89 (2H, t, J= 7.1 Hz), 1.53 (3H,s), 1.45 (3H, s), 1.40 (3H, s),
1.33 (3H, s)
LEM I (T= EHhME,F= FRME)
¥ 0 C,45.17; H,640; N,329; 0,37.61; S,7.54
om0 C,44.95; H,6.22; N,3.05

fbé4 #35 8 36 THM L Ak #BEERFLEFE
BRARZEBEERRTHTEERME -

I~

B 12
22,7,7-w F K -vw G -1, 31k — & 5% 38 /& b 3 [4,5-b
4'.5’-d]uk g -3a-F F 3k & T H 5% B A5 (1L A #h #47)

0
o I N
&—O0—S—N |
O\\\\\ ) 0] (”) \ /

EmERFES - AAHB o AKE- X T KES
(Dean-Stark trap) % 100mL KR BEEH#E ¥ & v 2,3 © 4,5-4%-
O-(1-F % 3 ¢ #)-B-D-vi vl R 4% 1 Mz #% B 85 (3.39g, 10 mmol)
M RK(B0mL) o FAwRK FE(l.Iml,11mmol)$L 10 & T & >
BEREMBEER—K - REASFERESE  ELRHASBK
o (G REBRAAMALERBBIESL » TG EHKE
BLRGBHRAEMEERAL) - LB KRHERERN

-92-
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B ARA (91)

EtOAc(150 mL)¥ » 4 NaHCO;3(2x50 mL)#k# - A # B &
MK REEHBHEMN(10g) BE - ZHRRE  ELAAR
MEMZ KR AEY -
HPLC/MS/ES* [M+1]"% &= 428.0

A ik A6 A 4 #46 -

B ) 13
N-2-F S5 X H )5 HK-23; 45-4-0-(1-F X & Z ¥)-B-D-

ot o R A8 H R A Bk B5 (AL & 1 #40)

EmEREHEE - RASFEORZF0ESZ 300 mL &
B AR T A mEk et B F K 85(5.6 g, 31 mmol) ~ =& F e
(100 mL)$¥t — &% DIPEA - & R ERAMAE 0C - K%
EhBmkEt ERERLSHFTRRA DCCO6.7 g, 32
mmol)# — £ F 5% (25 mL) - ATAFEZ M 0°C F#H# 30 &
4 - ERERSM T HME 23 45-8-0-(1-FA ST
3K )-B-D-uboly F 4% H B2 7% BL 85 (10.0 g, 29 mmol)Z — & F &2
$#1 DIPEA(5.7 mL, 32 mmol)/Z#& - E R B EH K HH TR
BEAEmA2 M) RER S WEEEL IR G R IEMA B K

-93-
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HEABRA (92)

o sbib ik M s DCM(100 mL) ¢ » # 4 22 0.5N HCI(2 x
50 mL)$2 88 K (Ix 50 mL)#%# - 28 A #HE > & Na,SO,
(150 g)BlKk » BIRB AT RE  EARTEBKY - Fi
bk E BB £ > A EtOAC/T 1e(60%) 5 8k » & £ 127
Lz Bk o

T4l 14
N-(2 - KAV 3 -23; 45-%-0-(1-F A & ¢ H)-B-D-wt 7
F ¥ i m wx B &5 (1L A #41)

HO 0]
(0]
I
0 & O—ﬁ-—-N AN
W \ H
ov <i:::{2?n-c) o) ///
7\0\‘ O)ﬁ

EERFHBEIAILE o2 100 mL R EBHE T H
mEHF 13 ArE#H LS M@0 g, 8 mmol)& F& & (200
mL) o 7 % & F # Ao NaOH(1.0 M, 20 ml, 20 mmol) > R J&
BHE—R - RERE G2k E®H EtOAc(250mL)
d oo B 4R o KEMEA 1.ON HCI25mL)#H £ 4 pH
1 - & 4% EtOAc (200 mL)% B » A # & & NayS04(150 g)
MoKk BERAZRE  EARZMALEHZIEFTEHRK
4 e

& #a2 1 43 THM LR EH 13 8 14 2758

-94-
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5 o

] 15
2’2,797-‘9 ? %'w ﬁ-§[133] Faﬁ ;g%ﬁ;‘%&%jﬁ[4as'b ;

4',5°-d]#th-3a- K F RK-13-— F K HK-13-= §-F o3| ok -2-58

Bk B5 (4L & H#48)

4 100 mL B &R BRI ¥ A K6 15 Ar 842 1b
#(1.2g,2.2 mmol)1 DMF(25 mL) - %K% £ R B #& ¥ & v
CDI(0.5 g,3 mmol)» R ERAMAETRTHIE 1 J8F - £
R JE R A4 F & e DIPEA(0.51 mL, 3 mmol) » #4& R & —
R-RERAGHEYBG0 g)RE  EFRKHBBE - # A
FROxSOmL)AKRTFRBAMNAYE - BRREE > A4
HABILLEHZEFEHKY -

HPLC/MS (ES") [M+Na]" =492.1 ; [M+K]*=508.2 m/z

1) 16
2,3 1 45-2-0-(1-F 4 &
(B HFE L)

5 )-B-D-oit o R 48 B Fx B

-05.-
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A~ BHRE ()
O\ /NH2
o Yo
0 3
7Lo\\ O/k-

# 250mL SAL R BARL T Hw N-R A K-2,3 1 4,5-4-
O-(1-F XK E L HK)-PB-D-vtbofg FHEH BB BE(KREY 4 &
#)(1.0g,2.1 mmol) ~ Z & (21 mL)# Pd/C(0.1g, 10% w/w,i&
HMARE) - REBNEZEZTFTHEAMB AILSE > » S0psi &4

10 FTRE -5 B REAVTHRE  @FKBHAKBBS
o ERIREERRA K o bk E L EE(15mL)E K
(1 mL)RE > FAAFRERADERGOC) LHBEHD
ATHEY - BREHE 0C > F2LLEE—R - BEKEE
B ARBRAZRBE AARHEAYWZ OB -

15 m.p.126C

T4 17
2,3 45-%-0-(1-F A 5 T K )-B-D-wbvh £ ¥ I B 75 5 85
(ThBAEFL £)
20
O/ %O

-96-
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£ 20mL REBBEFAFH 12 e H2ILE-H
(0.182,0.42 mmo) 2 H & (S mL) - R E B F A mAB K B
2.0N HCI(0.2 mL, 0.2 mmol)Z R BB A ¥ » FrIE R L &
BRPREBRTHF - KA GC & TLC R BERE - 1.5
R RIER A © RIERA W4 & EtOAc(1 x 50 mL)
ARG mL)HE > 28AHKE > BAKNaSO,) » BiE &R
% - B EtOH v & &tk » Bd i 24 Ao & B # -

El#% 2 'HNMR 145 % £ — % -

5] 18
23 :45-%-0-(1-F A % T X)-B-D-wtody £ 4 3 Bz 7% 8 65

(T#EAHHLE L)

NH,

@]
//‘”//
@)

/

N

/Pt

o

)
)

2
O
)V"

A ERFBERLAIE 02 20mL R EEFE T & o
BH 13 mEHE N-Q-FEERXL)BRRL-23:4,5-4-0-(1-
¥ T AK)-B-D-wboh R AE H RE R E£85(0.3 g, 0.6 mmol)g
DMF(6 mL) o » % & F # A NaOH(33.0 M, 1.2 ml,3.6
mmol) ° 4 R B & F £ 80°C » 4% R B — (4 12 /) 8F) o
REREGMAZEETR - K 1.ON HCI(10 mL)#% »

-97-
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AR A (96)

EtOAc(75S mL)## - 2 & » A H B & Na,S0,(10 g)m k& °
BIEERYE  AARMAILAOMZERAERY -
sl k42 '"HNMR $i45 & £ — 5% -

z
B
b
=
s
>
W
%%
@
_lm
b
i
o
-
':@
¥
=
-
e
E

<:—02:\:—0502NH502NH2
oW ~O
$5 O/)/

fe A4 & £(39.02¢,0.114 mol) gz vt = (18.19 g, 0.23 mol)
z THF(300mL)#% %4p(-60°C )i A% ¥ > BA 10 4 4% o5 f 53 Ao
HEE £.(31.04 g, 0.23 mol) » F) 65 4% 458 E £-60°C A TF ° 30
whEt o BERKS RAMEIE | ARBERIGRE
P REZNABT  &EK{WMBE 24 psi> B4R4F—
BRE AHFRBERAVREBERE TR ERY
(53.04 g)iE# % 4BKF » 2L CHyCly(4 x 100 mL) % B K /&
B RE EARBILSCMZHHEREBERKY -

R=trnkZBRKWHERO60 g 2% 30-40mL X
F 046 g 4% MeOH 81 2.0 g AREB A % 7)&
Waters Prep 500 £ A '°C %4 B # > B4 MeOH : AcN :
0.5 M NaCI(15 : 35 : 50)i% 8k - 562 A AMZIREFE

-98-
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By BREBRRE ALERBAEEBAY -

MS MH" =418
15] 20
5 N-(I-F R-Fapegog-2-3) 23 :45-2-0-(1-F X T H)-

B-D-uit ok R 48 H B 5 5% 85 7% ok B (b & ##102)

10

B N-9 A abeg oz §7(130.01g,1.31 mol) L &5 8k — F &5
(153.94 g, 115.5 mL, 1.22 mol)A & % EAndh 1 N8 - £
HFREFERMWESHE X(104.5 g, 031 mol)ft F B 45(66.5
15 g, 1.22mol)x — & F #. (660 mL);Z &4 F » REN K AB
L E etk 4088 o RIERASME 1 NNaOH (4 x 100 mL)
e R > KB & CHCly(4 x 100mL) X BR o A4 2 A #
REHEMMAK  BREARBRRE  EAFERY  NF
BERESR  cRAMBE  RTHEAEKR EAFELRE -m
20 EYHBERMDAMBRUAERY  HARBS EwE - Kl
B BEFBAEABERAL - BIERBIH A —&K - 157
BERNK - REMBIE » RAKRK otk EAZAML
b Bae Lo
MS MH" = 420

-99.
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A A (9s)

T ] 21
N-(—FprXar FA) 23 45-%-0-(1-F X T T #)-B-D-

ool R KB B AR BL S 75 ik BB (1L 449 #103)

Chy
O &—0—S—N=C—N
O\\\n' - 0O 02 H \CH3

35 p4ERN o B EEE R (4548 g, 0.358 mol)E 4
N,N-— ¥ % ¥ & 5 (26.20 g, 0.358 mol)z = Z, & (672 mL)3%
HERT AW EFHECEMMABAERTAK - Fox
o RAMBE 1 AE RERERGHREH - kB
By HmAEN K FHREG0 mL)¥ 2 45 £ £ (105.54 g,
0311 mol) s REBRVHEREABR TR 3 I8 K
A IN NaOH (4 x 100 mL)#e# - KB & — &K F (4 x 100
ML)XR - & X ABEEHBEMMK > BRERRRE
%o EARARERE - RE N AMAO00 mL) ¥ & %
K BB AR LB > HwE0-15 mL)» &
ERBBFERAL - BB ot > BIERBIHLSHES
R ABERBERTHE - REMWBIE » XA KR
o EARBEYMZOEEH -

MS MH" = 394.44

T ] 22

-100-
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ZHARA (99)

N-2-(5-(2-wb o2 J)-Kop3£)-23 : 4,5-4-O-(1-F A H T &)-

B-D-uit=h R 8 i B A BL 85 °5 o B (16 &4 #98)

BReHE £(1.5 gm, 4.4 mmol) ~ 5-(wbog-2- 3 )vE %-2-
# -7 8 £.(2.4gm, 9mmol) ~ DMAP(0.5 gm) ~ TEA(1.9ml, 13
mmol) Z R A WH = &K F (100 mL)F 4 5 /hef - A%
BERRER c EARE o AT ECTE (200 mL)E &Y
oo Bk LA Fo NaCl BRE#H - AHMR EBEEBEMRK
BEZEHBRER ALbREY  LbhBEEHEFRELEL
(%A 5%MeOH/CH,Cl) » Z AR EHZ B -
'H NMR (300 MHz, CDCls) : 81.23 (s, 3H), 81.32 (s, 3H),
81.39 (s, 3H),81.42 (3, 3H),83.63 (d, 1H, J=12.3MHz),53.81
(d, 1H, J=12.3MHz), 84.10-4.25(m, 4H),54.47(dd, 1H,
J=2.46MHz, J=7.88MHZ),57.14 (t, 1H, J=7.2MH2),57.36 (d,
1H, J=3.93MHz), §&7.54(d, 1H, J=7.71MHz), &7.59(d,
1H,J=7.71MHz), §7.67(d, 1H, J=3.99MHz), §8.49(d 1H,
J=4.6MHz) -

-101-
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ZHHBHA (100)

T 1] 23
N-(RF EA-5H)23:45-#-0-(1-FA T Z 4)-B-D-wt

/SOZ-*—NH

ooiraa”

4 100 ml B KB ¥ &/ §1645(0.1g, 4 mmol)
THF 20 mL) - FRAF R FRE N-(RFaA-£) 23 4,5-
R-O-(1-F 5 3 T X )-B-D-w o R 4 3 Wz =% 5 85 (1.8g, 4
mmol)(K K #] 4 ##)x THF(10 mLERI12B AT - FHiw
TER REFRME 30 24 - ZRBCAZTEE AL A
CBEM & IS5%TEMI mL)RE > ZARBRLESHZ G
& B R -

M.P. >250°C

'H NMR (300 MHz, DMS0)87.45-7.20 (5H, m), 4.86 (2H,s),
4.55 (1H, dd, J = 3.1, 2.4 Hz), 4.38 (1H, d, J= 2.8 Hz), 4,20
(1H, d, J = 8.1 Hz), 3.84 (2H, q, J =28.2, 10.5 Hz), 3.73 (1H,
d, J=13.3 Hz), 3.56 (1H, d, J=12.9 Hz),1.44 (3H, s), 1.34 (3H,
s), 1.33 (3H, s), 1.25 (3H, s)

WERL T REAEAREMIES Y THE 12
B3 f REANUGB LY R GERBEHETE
%o

-102-
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E -~ WA (1)
% 1
]
\N~—R2
o\/s,\\ )
s | —0
\/J\ ) —
b4 # [R' % 8 57 8 F R’

2 H -CH,-CH=CH,
3 H -CH,-CH,-Br
4 H -CH,-CH,-CO,-CH,CH;
5 H -CH,-CO,-CH;
6 H Si(X X);
7 H -(CH,)-CO,H
8 H -(CH,);-CO,-CH;
9 H -OH
10 H -OCH;
11 CH, -OCH;
12 CH, -OH
13 H -C(0)O-Si(% £);
14 H -C(O)O-% =T #
15 H -C(O)O-X ¥ %
16 Na -C(O)O-% =T #

-103-
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B~ BARA (102)
17 Na -C(O)O-Rk ¥ 4
18 Na -C(0)0-CH;
19 Na -C(0)0-CH,-CHj
20 Na -S0O,-CF;
21 H CH,-CH,-N(CH3),
22 H 3-uug o A
24 H RXFEA
26 H PR
27 H 4FEARTF A
28 H -C(0)-CH,CH;
29 H -C(0)-CH;
30 H -S0O,-CF;
31 K -S0,-CFj;
9
32 NHD -S0O,-CF;
HyC CHj
CH,

33 SEM SEM
34 H _P(O)(CgHs),
35 H -(CH,),-CO,H
36 H -CH,-CO,H
37 H -CH-(C4Hs),

-104-
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A~ 2B AE (103)
40 H -C(O)-(2-F s A-X %)
41 H -C(0)-(2-#% F %)
42 H -C(0)-(CH,),-C(0)OCH;
43 H -C(0)-(CH,),-C(O)OH
44 H -P(0)-(OCH,CHs),
45 -CH,- % % -CH,- % %
49 H -C(O)-2-F & X K)
50 H -C(0)-(3-F X %)
51 H -C(0)-iE A& £
52 H -C(O)-RX ¥ &
53 H -C(O)-£ T X
54 H -C(0)-CH,-OCHj
55 H -C(0)-(2-F X %)
56 H -C(0)-(3-F X %)
57 H -C(0)-(4-F X X)
58 H -C(O)-(4-F A X %)
59 H -C(0)-CH,-CH,- ¥ #
60 H -C(0)-CH(Z #)-E T 4
61 H -C(O)-% %
62 H SO,-(4-ZF FAEHR)
63 H -SO,-(1-% £)
64 H -SO,-(2-% &)
65 H SO,-(4-Z . F A ER)
-105-
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B~ BARA (roa)
66 H -S0,-(2,6-=— AL X &)
68 H -SO,- (R F £)
69 H -SO,-(4-F A X K)
70 H -S0,-(2-% %)
71 H -SO,-(4-8t X &)
72 H -SO,-(4,5- =% -2-vg o> &)
73 H -SO-(2- R B 35 -5-7K oy )
74 H -S0,-CF;
75 H -S0,-(2,2,2-Z f. T £)
76 H -SO,-% &
77 H -SO,-(2-£.-1-T %)
78 H -SO,-E T X
79 H -SO,-(1-T £&)
80 H SO,-B-Z R FH-XX)
81 H -S0,-(4-(2,1,3- % £ v% — ok K )
82 H -SO,-(4-(2- f.-4- 55 ¥ & % )-3,5-=
REL)
83 H -S0,-(4-i8 ¥ )
84 H -SO-T &
85 H -SO,-(8-v8 ik 3k)
86 H -SO,-(3,5-= % $ -4- B oL od 3 )
87 H -S0,-(4-(2,1,3- % it vE = o )
88 H -SO,-(1-7 %)
-106-
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89 H -SO,-(4-T #apz ¥ )
90 H -SO,-(4-75 £ %)
91 H -SO0,-3-Z R FAXHK)
92 z# -C(0)-OCH,CHj
93 H -SO-(4-F i A -X K)
95 H -S0,-(2,4,6-= F £ %)
96 H -CH,-CH,-C(0)-OCH;
98 H -S0,-(2-(3-(2-wttwz 2k )-"E o A&
99 H -SO,-(1-(5-=—F I A £ X))
100 H -S0,-NH,
%2
R1
\
5
1t 4 # RERENERTHBAHAR
38 % ok A
39 1-2-2 R A X)) %A K&
48 B oeg| ok -1,3-— &R
-107-
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A7
B7
A~ 283 (106)
* 3

1t & W # R" R'*
46 H RBOE
47 H 2R
103 H = FRRA

1t & M # R"“+R'" & B &,
102 2-(1-F 3k -t w8 u K)

1283 rREAMIESHZ »FE4AR Agilent 1100
HERThk4-

HPLC/MSD % 3% L B & -

% 4
fEe# | Bl R2éET | »TEFEL | »TETRMA
2 [M+Na]” 402.12 402
3 [M+Na]” 468.03 468
4 [M-HJ 438.14 438
-108-
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5 [M+Na]* 434.11 434
7 [M+H]" 426.14 426
8 [M-H] 438.14 438
9 [M-H] 356.1 356
10 [M+Na]* 392.1 392
11 [M+Na]* 406.11 406
14 [M-H] 438.14 438
15 [M-H] 472.13 472
21 [M+H] 411.18 411
24 [M+H]* 446.15 446
27 [M+Na]® 482.15 482
28 [M+H]" 396.13 396
29 [M-H] 380.1 380 -
33 [M+Na]* 622.25 622
34 [M+H]" 540.15 540
37 [M+Na]* 528.17 528
38 [M+H]" 410.15 410
39 [M+H] 543.24 543
41 [M-H] 486.11 486
42 [M+H]" 454.14 454
43 [M-H] 438.11 438
44 [M-H] 474.12 474
45 [M+H]" 520.2 520
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A7
B7
B~ BEAIRA (os)

47 [M+H]* 428.14 428
48 [M+Na]* 492.09 492
49 [M+H] 473.5 474
50 [M+H]* 473.5 474
51 [M+H]* 409.5 410
52 [M+H]* 457.1 457
53 [M+H]" 423.5 424
54 [M+H]" 411.4 412
55 [M.H]* 457.5 458
56 [M+H]" 4517.5 458
57 [M+H] 457.5 458
58 [M+H] 473.5 474
92 [M+H]" 478.3 478
101 [M-H] 573.6 573.1

= (5 24 8 25

G R8P By 0 K B e R A

Franklin MR,

In: Levy RH, Mattson RH, Meldrum BS,

Raven Press, 1989 : 85-102) -
BAOCALSMBEE (S 0.5%E8H TFREZ 0.9%4 3%
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A7
B7

10

15

20

I

A (109)

RBEKXER)ZERABRREZABEREL 02 EH2
BRI L NG & 60Hz 50mA > KEH : 150 mA -

MEREH e RIARAEA s ARHBaRRE - i
BXARREZIHB R ARLEDILE - EHRARRKLS
Wik 30 p4ER 4 Rt NG BT ik o ARE
RISk 15 4 Z 4 )M A— MR
TOHRERENMTRHK REBWERZIAFILER S BB H
15 BB iu b irdl MES mi i Rm B EHRAZREAZ
HwAE

EDso(4 S0% B EHMWZ H AT B R EFZ B W T
XA B BB A EIHERE)  KABME S
# 7% (Finney DJ. Probit Analysis. Cambridge, England :
Cambridge University Press, 1971)3t & EDs, o

R Ed B RRRE o RBRAEAKREKMEARCS B
BRBAZXAYENE HERFHELR S aRFHALHE
KL MRER IR RABFHZ G AHE /KR
B REBZHMEET -

%5
it A # N REM #| 2 (mg/kg)
3 & E M 30, 100, 300
4 & EM 30, 100, 300
5 #EM 30, 100, 300
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A7
B7
-~ HABRA (o)

6 BEM 30, 100, 300
8 £EM 30, 100
8 1/1 @0.5 /)~ 8% 300
9 8IEN 30
9 1/1 @4 /) 8% 300
10 8EN 30, 100
10 1/1 @0.5 /) 8% 300

1/1 @4 /8%
11 BEMR 30, 100, 300
12 BIEH 30, 100, 300
13 B EM 30, 100, 300
14 & EM 30, 100, 300
15 £IEH 30
15 3/3 @1 /8% 100

2/3 @4 /) o%
15 1/1 @0.5 /)~ 8% 300

1/1 @4 /8%
18 BTN 30
18 1/3 @0.5 /) 8% 100

2/3 @4 /)%
18 1/1 @0.5 /)~ 8% 300

1/1 @4 /)~ 8%
19 £EN 30
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A7
B7
A FARHA (n)
19 0/3 @0.5 /|~ 8% 100
3/3 @4 /NBF
19 1/1 @0.5 /) 8% 300
1/1 @4 /) B
30 E A 30
30 2/3 @0.5 /)~ 8§ 100
3/3 @4 /B
30 1/1 @0.5 /|~ 8% 300
1/1 @4 /)85
35 &M : 30, 100
35 1/1 @0.5 /) 6% 300
37 £EM 30
37 1/3 @ 1/4 /)~ B, 100
2 /NBF, 6 /N B
37 03 @ 1/2 /8%, 100
1 /)~ B
37 A 300
39 875 M 30, 100, 300
TPM @2 /)N B EDso=33 m/k
WEMARERRRE > ARAFARELEILESE DD K
ZRBAZAMYEE HERXRTH KR 6 2 7 REAFHK
GERXBRLEHHREZZERN  RATHEZIRERAHKA/
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A7
B7

-~ HARA (12)

ELUNCE-W SR T

% 6

1t & #

REREMH(DR)

#| & (mg/kg)

2

3/4 @2 /)N BF
2/4 @4 )
1/4 @6 /)~ &
1/4 @8 /)~ 8%

1/4 @0.5 /) 8%
212 @2 B
112 @4 /8%
1/2 @6 /s B

20

3/8 @1 /)N BF
4/8 @2 )
2/8 @4 /)~ 8%
1/8 @6 /)~ B

200

1/4 @1 /) 8%
2/4 @2 /) o5

30

1/4 @1 /B

3/4 @2 /5
1/4 @4 /1 o5

30

1/4 @1 ¥
1/4 @4 /) o5

30
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B7

A~ EAERA (ns)

2/4 @2 B4

11 2/3 @0.5 /N BF
2/3 @2 /)~ BF
2/3 @4 /)~ BF

30

12 1/4 @1 /0%

15

13 1/4 @0.5 /)~ 8%
1/4 @1 /)~ 8§

30

14 3/4 @2 /)N B%
414 @4 o) o5

30

17 1/4 @0.25 /| 8%
2/4 @0.5 /)~ 8%
1/4 @1 /8%
4/4 @2 /)~ BF
4/4 @4 /)~ B

30

18 1/4 @0.25 /) 8%
1/4 @0.5 /) 8%
1/4 @2 /)~ o5
3/4 @4 /)N BF

30

19 1/4 @0.25 /) ¥
0/4 @0.5 )~ b5
1/4 @1 /)%
4/4 @2 o) B%

30
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A7
B7

A~ AR HA (1)

414 @4 /N B%
30 3/4 @0.25 /)N B 30
4/4 @0.5 /) B
3/4 @1 /)~ oF
414 @2 /1N e%
4/4 @4 o) B
37 1/4 @1 /)~ 85 30
2/4 @2 /N BF
1/4 @4 /|~ 8%
39 1/4 @4 /8% 30
%7
1t & Hh# EDsg (m/k)
2 11.89 @2 /) B¥
5 >80 @2 /) B
9 68.72 @4 /)~ 0¥
11 26.75 @4 /1N BF
17 10.37 @4 /)N
3.26 @6 /B
19 11.22 @4 /1 8%
30 2.38 @4 /%
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AEABRAEMMBAZADLEH

O R
|
X O——ﬁ—N\
6
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RS R4
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A BEMEREROEGZTAMZIRRA LY -
10 ABRACESHBERNEHRRER -
AEREFAM —BEBEIXXX)CSHZ FE

T

X O—S—NHZ
RS il
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AS
BS

W~ EXHFAHE (FH2 £4 0 Novel substituted sulfamate anticonvulsant

derivatives

The present invention is directed to novel compounds

of the formula (I)

O R!
|
X O-——ﬁ—-h&
6
R R3 0O R2
(1)

wherein X, R*, R* , R?®, R*, R® and R® are as described
in the specification, processes for the preparation of and
pharmaceutical compositions comprising said derivatives.
The compounds of the present invention are useful for the

treatment of epilepsy.

The invention is further directed to a process for

the preparation of compounds of formula (XX),

0
I
X O—S—NH,
RS d
RB
R> R* (XX)

wherein X, R?, R*, R® and R® are as described in the

gspecification.
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