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3-(3-(3-(2-E it i W -3-3)-1-F 4 £-1,2,5- 8 — wh -4-%)-
1,2,5,6-10 4,-1- 5 % o 2 ;



(G-(5-RE-2-% A H) W % #-1,2,5-% = wh -4-%)-1,2,5,6-

WO -1- 5 3y e

(R)-(+)3-(3~(3~(4~ 3 3£ -2- o wk 32 W -3- % )-1-5 5 % )-1,2,5-

M = g -d-3£)-1,2,5,6- 10 4 -1- 9 & up v s

(8)-(-)3-(3~(3-(4- % 4k -2- o ok g W -3- % )-1- 75 5 4 )-1,2,5-

M=ok o435 )-1,2,5,6-70 4 -1- % & wp uy

(4R,58)-3-(3-(3-(4- 9 £ -5-% £ -2- 0wk 4 § -3- % )-1-% 5

g)-l,z,s-g —w-4-3)-1,2,5,6-1 g -1- e

(5)-3-(3~(3-(4-3 75 & -2- % w g W -3- 3t )- 1-7 % %)-1,2,5-

ME = wk-4- 3 )-1,2,5,6- 0 4 -1- B 3wy ur -

(S)-3-(3-(3-(4- 7, 3 -2- 0% wh 4 B -3- & )- -7 g % )-1,2,5- %

= ok -4-3£)-1,2,5,6- 10 4 -1- F 4w vy
(5)-3-(3-(3-(4-(2-7 2 )-2- ok 4 W -3- 2 )-1-7 3 2 )-1,2,5-

o ek -4-3)-1,2,5,6-10 & -1-F & wp o ;

3-(3-C-(4- A28 W-3-2)-1-F 5 £)-1,2,5-8 — w

-4-%) -1,2,5 ,6-1 £ - l-qiguttng

1,2,5,6- g & -3-(3- mﬁg 125-% w -4- 3#*)-1,4-— 22 -

omE

3-(3- g, ig-l,z,s-g - @-4-%)-1,2,5,6-1}3 g -1.4-— 3=

it v |

3-(3- 2 5 #-1,2,5- % = ok -4- % )-1,2,5,6- 5 4,-1,6-— ® %

kB ;

3"(3"}35. ﬁi ﬁ -1,2,5-% - @"4'5 )'19295’6' it} i -1,6- — i % |

W uE

3-3-(4- R 2% ¥ 5k %£)-1,2,5-8% = wh -4-%)-1,2,5,6- 1 4 -1,6-

WA

i3



3-(3-(4-4 & T 5 £)-1,2,5- = w -4-%)-1,2,5,6- 17 4 -1,6-

EEF ST Y o

3-(3-T s #£-1,2,5- — wb -4-3%)-1,2,5,6-p7 & -1,6-— ¥ 4

W BE

3-3-7 m #£-1,2,5-% — w -4-%)-1,2,5,6- 9 & -1,6- — ¥

H BE |

3-(3-(4- % b & 7 3#)-1,2,5-8% — bk -4-%)-1,2,5,6- 1 4 -1,6-

ZE kg

3-(3-(3-FX % Wwk #£)-1,2,5-% — b -4-3)-1,2,5,6-pm 4 -1,6-

Ry - |

3-3-2 A £ -1,2,5-8 — ik -4-%)-1,2,5,6- 4, -1,6- - ® &

A |

3-(3- R 4 £-1,2,5-% — ok -4-3%)-1,2,5,6-0 &£ -1,6-— 5 &

o, BE ;

3-(3-T & £-1,2,5-m — wh -4-3)-1,2,5,6-w £ -1,6-— B &
o, PE ;

3-(3-(4- R B X &8 £)-1,2,5- = wh -4- g)-l 2,5,6-py 4 -1,6-

ol N AL -

3-(3-(3-7 e £ £ £)-1,2,5-% = g -4-3)-1,2,5,6- 7 & -1,6-

b A

3-(3-7 4 £-1,2,5-% = wk -4-3)-1,2,5,6- 15 4 -1,6- = 5 &

W P

3-(3-(2,4-— F R ¥ X A £)-1,2,5-8 — wh-4-3)-1,2,5,6-

WO -1-8 A g

3-3-B4-— W E XA E X)1,2,5-8 — @-4-;) -1,2,5,6-

WoE -1- g

14



3-(3-(5-Z #£-2- o £ F £ #£)-1,2,5-% — wh-4-3)- -1,2,5,6-
W -1- 3k e

3-(3-(wh v g2 -1-% )W £ % -1,2,5-¢ = wh -4-%)-1,2,5,6-19
£ -1-9 3 ok wg

3-B-(4-F X XWEE)-1,2,5-% — wpk-4-%)-1,2,5,6-15 g -1-
(A

3-CG--EXEFELE)1.2,5-8 — wk-4-%)-1,2,5,6-m g -1-
F o3k g

3-C-C-F X FREWEE)L2,5-8 — wh-4-%)-1,2,5,6-0 &
-1- 9 3 wpowy |

3-(3-(2,3-—4-1-w X 4 £)-1,2,5- 8 — s -4-%)-1,2,5,6-15
£-1-F X of vz,

3-3-(4-F R X EFEL)1,2,5-% — wh-4-3%£)-1,2,5,6- &
~1-% 3t of w2 ;

3-(3-(1,2,3,4- 0 4, -2- % & 3 )-1,2,5-% — wh -4- % )-1,2,5,6-
WOE-1- e

3-(-F & T4 #£-1,2,5- =~k -4-%)-1,2,5,6- 9 g -1- % &
W, BE

3-3--w A XER ﬁ,,g)-l_,z,S-g = wh-4-3)-1,2,5,6- 1 &
-1- % wpng

3-(3-(2,5-— P X X H WA £)-1,2,5-% = wh-4-%)-1,2,5,6-
WO -1-F ko

3-C-FREZE L1258 — wh-4-2%)-1,2,56- £ -1-F
Z i wg ,

G- WA ETEEL258 - @ -4-3)-1,2,5,6-17 4 -1-
L N

1£



aaaaa

3-(3-(3,4-— H ¥ X H & £)-1,2,5-8 — ot -4-%)-1,2,5,6-

€ -1-F & ko ; |

3-B-—FEEHFEREX-1,2,5-8 — wp-4-%)-1,2,5,6-p7 & -1-

WA b v

3-3-(4-Z E F K #£)-1,2,5-% — wh-4-3)-1,2,5,6-p7 £ -1- %

o,

FC--FEXEREE)LLS-E -8 -4-%)-1,2,56-1 4

-1- 2 e ;

3-(3-(4-T 4 ¥ 4, £)-1,2,5- 9 — w -4-3)-1,2,5,6-10 & -1- &

2 up v

3-(3-(1-Z. 3 & R #£)-1,2,5-% = ok -4-3)-1,2,5,6- g & -1-

%k ug;

3-(3-(1-Z £ TR FE)-1,2,5-% — wk -4-%£)-1,2,5,6-p £, -1-&
3k o e ;

3-G-(1-7 #£ R £ #£)-1,2,5- % — wh-4-%)-1,2,5,6- £ -1-

% wpug;

3-(3-(5-F g 4 2)-1,2,5-8 — wh-4-3%)-1,2,5 6-@5 1- 9 %

W 92

3-(3-(4-3F B & T £ %£)-1,2,5-% = -4-%£)-1,2,5,6- 4 -1-

3 ke | 1

3-(3-(5-# £ T £ H£)1.2,5-% —wk-4-%)-1,2,5,6-m g -1- ¥

X ot eg;

3-(3-(5-4, % & 4 £)-1,2,5-% — wk-4-%)-1,2,5,6-p g -1-

v

3-(3-G-F X -4- R B AL)-1,2,5% = w-4-%£)-1,2,5,6- 0 &

-1-8 % o wg



......

3-(3-(4-Z ¥ AR B EFE)12,5% — wh-4-5)-1,2,5,6-p
2 -1-F 3 o vg | |
3-(3-(2,3-— W & R & #£)-1,2,5- — -4-3)-1,2,5,6- 17 4 -
1- 8 3t o =2 ;

3-(3-G3-x% g - EF ﬁ%)--l,Z,S-g — w-4-3)-1,2,5,6- 9 £
-1-v & e ; .
3-3-G-FTHEZE£)1,2,5-% = v -4-%)-1,2,5,6- &
-1-9 4 wpmg s |
3-C-FEEHHE-1,2,5-% = wp-4-3)-1,2,5,6- g -1-F
& v ;

3G-2-FEFFEF RE)L25 % = -4-%)-1.2,5,6-11
H-1-F 2 dh g

3-C-F AR EREE-12,5-% — b -4-3)-1,2,56- 5 £ -1- ¥
Z h e ,
3-(3-(4-F £ g £ £)-1,2,5-8 = w-4-2)-1,2,5,6-py £ -1- |
g

3-3-(1-% & ¢ £ #£)-1,2,5-% — wm -4-3)-1,2,5,6- 1 g -1- &
2 kv |

3-(3-(4,4,4-= f, T & #%)-1,2,5-% — w -4-%)-1,2,5,6- 5 & -
- 1- e

3-(3-(3-w & & 4 #)-1,2,5-8 = wh-4-3)-1,2,5,6-p 4 -1-F
£ v

3-(3-(6,6,6-= & T 4 & )-1,2,5-m = w -4-3)-1,2,5,6- 7 & -
IR X4 B

3-C-C-FTHEFEAE)-1,2,5-% = %'4'§)‘1727516' g -1-
oA ke ;
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3-G-RHEEL ZEE-1.2,5-% = wh-4-%)-1,2,5,6-m 4 -1-
B e

3-3-R EH HX-1,2,5- = ki -4-3)-1,2,5,6- 77 £ -1-F E
ME

3-(3-2 B & £-1,2,5- — W -4-3)-1,2,5,6- 19 £-1-F E Wy
HE

3-(3-(2,2,2-= 4 7. & % )-1,2,5- — wt -4-3)-1,2,5,6-10 & -
1-9 3 ok % ;

-3-Q-EXEFLEE-125-% = %-4-§) 1,2,5,6-y 4 -1-
B e |
3-3-B-FE £ H gg)-l,z,s-g = wk-4-3%)-1,2,5,6-1 & -1-

WO g

3-(3-(2-3F B, & 7 & %£)-1,2,5- — wp-4-3)-1,2,5,6- 1 £ -1-
H A e

3-(3- 7 5 & -1,2,5-% = ok -4-%)-1,2,5,6- 10 £ -1- 7, &
"E

3-(3- 7. % 2 -1,2,5-w — wp -4-3)-1,2,5,6-W K -1- 7 F
WE S

3-(3-8 & # -1,2,5-0 — -4- 3 )-1,2,5,6-97 £ -1-7, & W
WE _

3-(3- & %% X -1,2,5-w& = vk -4-3)-1,2,5,6- 10 £ -1- ¥ £ W
;o

3-G-2m & -1,2,5- 0% — wp -4-3)-1,2,5,6- 19 & -1- ¥ & ¥
p%.

3--(3-(4- % g 2 5 & )-1,2,5- 7% = vk -4-%)-1,2,5,6- 10 4 -1-
A
3-(3-7 4 £-1,2,5-% — vk -4-%)-1,2,5,6- 1 £ o

~~~~~~



-----

3-(3-7, 5 £ -1,2,5-8 = vk -d-3)-1,2,5,6- 70 4 v w2
3-C-wm#£-1,2,5-% — w-4-%)-1,2,5,6-10 £ o v¥;
3-G-THmAE-1,2,5-% — W -4-%)-1,2,5,6-10 & 0¥ ;

3-(3- K g £ -1,2,5- % = sk -4-%)-1,2,5,6-10 4 o, % ;
3-3-tmH£-1,2,5-% — w -4-3£)-1,2,5,6-10 & ok v¥;

3-(3-(4- & e K o £ )-12,5- % = wk 4-%)-1,2,5,6- 10 &
e ; | ‘
3-(3-(2,2,2-Z & 7% £ )-1,2,5- 8 = wh -4-%)-1,2,5,6-1 4
B

3-(3-(2,2,2-= £ 7. & £)-1,2,5- & — w -4- % )-1,2,5,6- 10 4
W, B

3-C3-2-%x & X 7w #£)-1,2,5-% — wp-4-3)-1,2,5,6-y7 &
WE 5

3-(3-(2,2,2- = g Z % #£)-1,2,5-% — wh -4-3%)-1,2,5,6- 10 4 -
1- 5 3w, o ;

3-(3-8 2 a5 2 -1,2,5- — wg -4-3)-1,2,5,6-p5 &4 -1- ¥ 3 w,
R ; \
3-3-7z A X WHm E-1.2,5-% — w-4-3%)-1,2,5,6- 1y & -1-
B A ke

3-(3-(2-(2-m wp A 5 X)) 7 £)-1,2,5- @ — wk -4- %)-
1,2,5,6-p0 & -1- 9 3% of wg ;

3-(3-(5-Z. % -2-9 £ ¥ 5 £)-1,2,5-% = s -4-%)-1,2,5,6-
WO -1- 9 e

3-(3-(6-% % 2 % %£)-1,2,5-v — e -4-3)-1,2,5,6-p7 &£ -1-
s '

3-(3-(3-% £ -2-v i 3 W g £ )-1,2,5-9¢ — wk-4-3)-1,2,5,6-
WO -1-5 3k vp v

9



......

3-(3-(2-(2- vk o # 5k £ )W 5 £ )-1,2,5- % — W -4- 3 )-
1,2,5,6- 7 4 -1- % % o % ;

3-(3-(4-Z A # 1,25 = W3- g £ )-1,2,5- 0k = w4
#)-1,2,5,6-m 4 -1- 9 & op v ;

3-(3-(5- W A -2-u o 3k W gk H)-1,2,5-9 = wk-4-3)-1,2,5,6-
W -1- 8

3-(3-(4-7, %% X -1,2,5-% — wk -3- 3 B §)~1,2,5-g = w -4-
#)-1,2,5,6-p0 4 -1-9 & ot ;

3-G-(4-T m £ -1,2,5- — &3;%5)125-% @-4-
#)-1,2,5,6-p9 4 -1- 7 % v 0¥ ;

3-(3-(4-v5 4 % -1,2,5-5 = %3£%£H2&§ g -4
#)-1,2,5,6-m g -1-0 K apmg;

iR 3-(3-(3- T f % 5 %£)-1,2,5-0 = wh -4-%)-1,2,5,6- 10 4
-1- 9 3 o

'usu%w£?m£H25$ o -4- 3 )-1,2,5,6- 1 4 -1-
CEXYE

3C-ZAHKE R E)125- % Z 0 -4-%£)-1,2,5,6-1 4
~1- 8 3k g

3-(3-(5-2 % % 5 #£)-1,2,5-8 = we-4-3)-1,2,5,6-p0 4 -1- &
XA

3-(3-3F & F gk £-1,2,5-% = i -4-%)-1,2,5,6- 15 £ -1- 8 &
r BE ;

3-(3-(2-¥ £ &% 7% #)-1,2,5-0 — ik -4-3)-1,2,5,6-p & -1-
CE Y E
HSO@LQ£¥Q£)Lﬁ£H2&§ Wi -4- 3 )-
1,2,5,6-0 4 -1- 9 £ op gz ;

20



......

3-G-(4- K pr E 5 £)-1,2,5-% — wh -4- i) -1,2,5,6- 1 & -1- ¥
ok vz

3-(3-pF 5 #£-1,2,5- — v -4-3)-1,2,5,6- 1 4 1*?:&%
WE ;

3-(3-(2-7. & TH £)-1,2,5-% — v -4-%)-1,2,5,6-9 4 -1- %
e AL _

3-(3-3F T & W g £ -1,2,5- — wh -4-3%)-1,2,5,6-p7 g -1-
=3 A S

3-(3-(7-= % R g £)-1,2,5-8 — wh-4-3%)-1,2,5,6-0 & -1- ¥
3w m

3-3-B-TH Exm )1 25-% wh -4- 3 )-1,2,5,6- g 4 - 1'?
Z o g ;

3-(3-(4- & % 3o ¥)-1,2,5-8 — ok -4-3)-1,2,5,6-p7 £ -1-§

3 b g ; |

3-(3-(3,3.3-Z g Hw #£)-1,2,5- — wp -4-3)-1,2,5,6- 10 £ -
1- 5 & dp v ;

3-3-(1-g R-1-F X Hw #£-1,2,5- — i -4-3)-1,2,5,6- 10
£-1-5 3 wog;

3-3-(4-Fm A THE)L2,S5-E —p-4-%)-1,2 56-295‘ -1-
oA e ,
3-(3-4f & Foag £ -1,2,5-% — wh -4- 3 )-1,2,5,6-p9 g -1- ¥ &
e ;

3-(3-(6-4 T o #£)-1,2,5-% — vk -4-3)-1,2,5,6- 9 £ -1-F
Z v

3-(3-(5-4 % % 5 %)-1,2,5- 8 = b -4-%)-1,2,5,6- 10 4 -1- §
3 % ; |

gl



3-3-3-$ X FH&£)-1,2,58% - w-4-3)-1,2,5,6-p7 & - -1-%
LTS |

3-(3-(3- 4k R H)1,2,5- 8 = W -4-£)-1,2,5,6-m 4 -1-
2 g |

3-(3-(5-3 % R 5 £)-1,2,5- = 8 -4-£)-1,2,5,6- 0 4 -1-F
EXTE

SO B RR L)L K4 2)12,56-0 4 -1-7
EX L

3-(3-(6-30 2 T3 £)-1,2,5- 8 = sk -4-%)-1,2,5,6- 1 4 -1-F
XA |

3-(3-(4--35 £ T g £)-1,.2,5- % = wk -4-£)-1,2,5,6- 10 & -1-
L ELT R
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it B B
o = o = AT A M A R A BORS A T R R

XXARER

AEYRBT-RFNETEARZERALRER
ﬁ#%ﬁﬁ#%ﬁ%ﬁ%@%%fk,ﬁﬁ%#ﬁ%ﬁ#
HBLREREAFANTEREARHLORE. #ABHN
SEE. XREDEHLRE. B4BHALRE. &AF
AREFBLBE, FHSBRERHTIL. ETREERAR.
CRBERBARE. FLANAN. ARFAANNLR
ERERKEZTRIR.

B, EHSTRATHATREREARRANG Y.
EXkEHd, AW - REYRETFERARNR
RO EHY, FRAFERAFALARANLBRERAEN SR
ERER. BN TRATHALEERANAHRFFTRHRLAA
WE., XBEHYTHRE—RIANFTHFEZNBARE, EFE
AREHEA. EFFERRURLBF AR LN EHX
44 B ( extra pyramidal effect) |

B, BE-—AUEXAREAZNFTARARRYD
XUERNERWFR. B4, FERFHENNAGYR
FEEREBREZRERORE, AEBBTABLREK
RERMNEHFETEIONEI% L |,

EAFHRERERTHTUR, BAR, BEEZE
LEHBESHBRRAEELE, TEAFE L REEE
FEE. ARFIEBEE. BALARE. RXBEIERF
%R % A % 4 g8 Simpon Angus Scale Barnes Akathisia



Rating Scale 1 Abnormal Involuntary Movement

Scale(AIMS)Z N W R R K A S GEEH IR, B
ARAERUAKFWERFEATHRRY, TATRHETH
HARENBABLAYHZ TFEREEARSE X
B. dF S BFWRERAF/EABEITROTENR,, 2% 7
HABMASETETRELLRT.

FEAYEHBERAAX, FAFTRERBBRFER
bhEFERAFEHEWE, SIRWH. EXEFALT,
KHERAKEGY LRI TENER L, AImLERR
AR EZHERMRREEKRY EHR.

EAEHRE, - FHrEEROXEAGY, ARREE, 7
REKENGELOENRLEERGHA L L2 RARBETY
B, R, FRAEIAEZFRLEFHIIN G -HEL
F, BHRTHELEEGRNAER. EE, RARKCAHXE
RO R MBI E, EAEIAREERDIHEK
FAUNEGHRRYE, THRALEAHWENRESEBE
FAEREETER.

HFEEALSBIISFAFTE -~ RBFHAHALSE
My, X %4k & % 3 thienobenzodiazapine, X X b 4 4 F &
—fhsy, RPATFTO-F-2-9 F-10-(4- 9 JK-1-mg
H#)-4H-m oy 3 [2,3-bI[1LS]- KA AR, CARIAL K
ERALBEWEAREFTGERERAWEERE., s THEFB
FHEX R LURBENRAERFELSTEINBATAR
WA, ERAZXEARPAEREERTUIERARRE
gEEzH, RERAVAEFLEZTAFRATHRAST. &
EX BT HE, WEFSRFHCPOURFE. i
AEREBIBEABCCGON M b H A AR FHBR # A



 HSCPT)H AN R AELTTEYAT, RATHELS
B, EEFRSAFAGIE, RYERT5AFEHM,
MEZEA KN ERGERIH LR, HLLHETR
K B .
P AL £

KEW A B ERBARSERALBERE A B
EHERNEEEAAKEN TAR LA HR RS H L
TEEHH

'.<i'—*""— ' I
) 0
1

o

Zly f 4%

Ry4. fig. £&. -NHCO-R2 C3.7-F g . C4-10-
(Fgkpf)., THCl-6-5% %€ &R H-Z2-C3.7-3F &
#. -Z2-Ca-10-(F g ). -Z2-Ca-10-GR 5 8 ).
-Z2-C4-10-(T F £ K % £ % &), -NH-RZ, -NRZR3 -
NH-OR2, %% ¥££. XWHE, ¥FAKE DEL
£4 % % X R2 -Z2R2 -SORZ -SO3R2 -Z2-R2-Z3-R3,
-Z2-R2.73_.R3.74.R4_ -Z2-R2-CO-R3_ -Z2-R2-CO2-R3,
-Z2-R2.0,C-R3_ -Z2-R2-CONH-R3_ -Z2-RZ-NHCOR3,
-Z2-R2-X_ -Z2-R2-Z3-X, s $Z2, Z3pmZip o h A F
B, #HER2 R3uR4m r iy EER LB Cr-15-% .



ERRFTHC215-88E. IR X BC-15-80 X, H
hg  AXERTHTARKEEERNA, FERREY
S (—#%$ M) -OH -CN -CF3, -SH, -COOH, -
NH-R2, -NR2R3 Cil6-f&®. —AXREAXE. X4
B, ZTVBEXRTASE, HPE - AFEHTH AR
BAEE. CN, Cra-mERC1 4L EHEERR,
HXy4H1-44N, OFSEFREMLAMLAAWSKS
TaRE, FRL2HFEEFEFREEF(—ALEME
THEEF X#Cl-e-2&E. ¥£, ¥EI L ERK,
FAEFRLFLETNRAETFAEFHAEE, A#HFR
LHRAEEEREXERA; F
RSmROG U AHMRLEL, AFEHAE R g - B 3F
Wi EEA, FHEMBIMYE. EER XHC1s-mE. &
BREEC25-EBREE. BERTECQ -4t HLER
w4 Cl-10Ea R, #-OHRARMEBA KR X #HC1-5- &,
-OH, g %. -NHg % #;
Rly g, Bafx8Cls-pi. 1480 x8C5-85%
REBRXBEC2-5-H R E.
AXFHARE “BE” AETAEARHALDERER
WA ABE R AN EN AL Y. FRAEHANRERE
FHA, EFLEREAXR-GH.
AIAEURAER TPy E - fok — &t

WHELHAFFALETAEZAFERREY: 28 £ 4
5,041,455 . 5,043,345 . @ M & F W ¥ 384288

PCT/DK91/002345 PCT/DK91/00235%: | ¢ fu iR % — %
o AN REEREEERRAN ATRHTARARSE
BEFMLERERE. FRALAHBA AN TATRARA



BEZ, FABRMAMES. ZAXBREBE, £-wis
WTRFATERLAA IS TERBH I RGER
(R & A W i307142), R X ARAETEAEER. &
SREHEE EHlid. BEREBERSAE.
FARTFARZA AR E _— ok — ALY
AHABEBEDRB PR ALELNEY, FREHGR
HEBEARBE - RAXUARTRF LB EEH S
BENARRAYRFAALABNTAFTR.
EADDERERRAYSSERIEAL. B,
AR EHARI BT AEE, BFXALWU Tk F WA
R - — R A YR SIEREHRAARRNES
M. EAAEEREAAALERORA, AARYE —#
BPEKENR G LS ARETHATARAER OB E. B
W, KXW ER - AAARFHAFTALNER, #
TUREA KR LD EAE 2B ERERN KB BT,
AEWFEAACAFNE -_wfo® —wfsih
FRASBEAEAIBERER, LFREARATEH
THAEEEFEAHEA. A, A AR KT BER-

—~HFARERFFERFTATHIRBEFEA RS D
# 47 7 % 4 . Davidson,A.B. fu Weidley,E. Differential

Effects of Neuroleptic and other Psychotropic Agents on
Acquisition of Avoidance in Rats,18 life Sci.1279-

1284(1976), %4, AL AR, EAEKSE KB F -
~HEENESHEXGhELRENEAR, FRUT KT
Mt RARFHFRERIE.



AAH- RARBWE MEL KRBT, FRLL AN
ICsotifk FIn M. EMEHF R AW EAESR St
&

WEAIRBTHAMNE Y -8, FREAZTKREL
REFHRHBENF A LA D EARTRAFEAR T EA
¥, MAATHBRE®RTABARE.
ARFAFA AN BT I RB
a5 A

W EE LN AN I AR AR IO AT ESE
yHEME, EMNGS HEL4KEE R & (Cookfr
Davidson,1978;Davidsonft Weidley,1976),

EMELAHR A BB R BT W ERREIEENER
ERRERFLE DN DR PR AL AFEEL TS H 2
% (Creese% A, 1976),

EAGRAEBRBY, WA HAELRLHTH
AABREL, NERBHRME:. SELXRELETHRA
MERRUN AR IR E, AL FHRARFH R
BRE; BARERRRIWAELNLAS THRERA R
FhEPE, FEEFEINETARY. 9% HHERT
HHMARUBBREEE. ARG TR KD B YL,
MATRADGBERY, BHXI AW HRLSRHERN
K., BEAFRBEALER AN REINEREREE.
¥ %

EEKREPREER B 4 (responselever) | pf
BRfkBtpHEE. F—ARARELESIARE.
EHE - ARBAB P, RELBREREY, HBXFWRE10
i, USEWMEARAEN, IFLLFRAEARMY,



SRRB. ERAFMHAHTARELEN, EmFHTH
B F(Q0mA), F4108 4, Yt FFENEN, THE
te#E. FEHRFEANRA, EXAE.

LHEEGhE, EFLHRBAI0SH, KTEHA
3.0mg/kgdidy. WREHYBEHERELTLRED L E
50%f A A AFSONHBEEREN, MANEYRE
. M, ARFHEAAMAERED XK.

%4 LW

Cook,L. fn Davidson,A.B.:Behavioral pharmacology:Animal
models involving aversive control of behavior  In
Psychopharmacology,A Generation of Progress, M.A.
Lipton,A.Dimascio f K.Killam 4 ,pp563-567 , Raven
Press,New York,1978,

DAvidson,A.B. fu Weidley,E.:Differential effects of
neuroleptic and other psychotropic agents on acquisition
of avoidance in rats, Life Sci.18:1279-1284,1976,

Creese,l.,Burt,D.R.fz Snyder,S.H.:Dopamine receptor
binding predicts clinical and pharmacological properties
of antischizophrenic drugs_,k Science(Wash.DC)192:481-
483,1976), '

AR e oo N RATH-A LR B -ME R & F
KoMt E &8k ¥4, Birdsdall N.J.M.,Hulme
E.C., #u Burgen A.S.V.,"The Character of Muscarinic
Receptors in Different Regions of the Rat Brain"207
Proc.Roy.Soc.1(London,Series B,1980), R B ZFw T
lEIF = ATRYEAE AL RTHRBUMER
RAELHANEEFRIENELRE.



EE - ARARB b, HERKESH H100g-150gw 2
¥ Sprague-Dawley(Harlan Sprague-Dawley,Indianapolis,IN)
BBk, REREBAIRFTLEHARER. X
Bi g RAIOE AR HOIZME W 4 43 £ 41000 gTF
A4 A 104540, % L E R T 412,000 g7 8 & 5104 4 5F
BB E R ER FPHT4H20mM tris-HCl | 44 & 7 &
FHRYEFHS0,000x g THELHI04 4. UFRTEXTH
B5CTFTHBE HL05 43 F50,000x g FTHEE S 4105
s, NEImEaglgr RYWLE, AR AKRETF
HATH-BOCTFAK, EEEARILE.

A EAR 4HImlsg F 1ImM MnCla gy pH7.4 20nM tris-

HCIg # i r $ R T HA ey, 3InMIL-F LR W %-
M(# 87Ci/mmol, New England Nuclear,Boston MA)fn X
BAERBEGYS FHEEHL H10meg, 4 100 g REE &)
HaARE, AENLELHEER AW - A ARME-
My oW WHER. B bXHAWGERED T
HSCTHEAISH S, REEMAZTHHRRAIREH
7 %(Whatman,GF/C)ﬂ:;ﬁ‘ , BEEHAH4#2mlA tris-HClE
W EIK, FETAA H10m K E K (Ready
Protein+,Beckman,Fullerton,CA)gy A & . A & A %
AU MNEFRAER LI FRASE. Al MERK R EF
BEEREsER. AREANITENEY It E A ES0%Y
HEpdZ2o(ICs)MEL& WK E. DeLean A A,
Am.J.Physiol.,235(1978),

HEAZREBAA Y HF TR RBRERDTARI
B



| %1
b e SH-E B E EBipE
WHAEROM R HTHE

BE AT
4 b %
1 22 97
2 5.7 70
3 1.6 71
4 2.0 74
47 0.90 49
48 1.7 57
49 2.3 37
65 1.9 69
66 4.8 87
215 10.5 61
216 6.5 12
217 1.2 30
218 3.5 39
219 5.8 79
220 | 3.0 88
222 0.42 0
223 7.4 31
228 0.60 92

ARV AVERENATZERA NIRRT RS . #
W, EXREARFTRTH, TUKAWHNENEFD Y
0.05-%# 100mg, 4 % 4 0.1-4100mg, B4 %W FAE I & H



%h10mg-%470mg, H TEAKEAFHNBEHAAFRALEF X
B, BETUALENS D H30-470mgi H EA K, %
FREANEAE, THANERZESED H41-410meg, BB
FAEXKBTRAEFR. AGAR, FETHXRTF R
FRAWKEURFTATRNETRREENEENEZE.

A FRATURTHERBERAFTHRLEYEREE
THEEFERRABEWEMAFTR, Ao RAFEFHENR
%, wHEk. 2HKk. &F BHRAN. WAKEARYS,
%o Ry R.

ﬁﬂ%ﬁA%%ﬁﬁmﬁ%%ﬁE%%iH%%%
BEmEEURSE L TESHEAK. EHEFTLESY
W, TUERAAL S WAL EATE, flwm, BEH
ERLLYEREREL, REAEKRER, AFXCEET
P2 %, KE. sachet, KR A ETARBEEKYT. IR
hAEBBANE, ELATURTAEARAEEAGHANEK
k., REARARWEA. LEARRGEHER. FHELS
WTUREREEREREAEEBY psachetr, Xl FH
ShMIHAK. RBEK. ML, RL_8., 2EELTLRK
EhERY. UK. A8, I8ER. EERE. A,
HE. SR ERAHS K. SROERGRE.
ERARAERRLALEREA.

TRFARAFETBEEENEARELNFANR
MR G mE®E. ARBE. GHE. BRI, TRE.
TL @Y, FEBRE. BARYE. EREAXBUNAGY L
TESHEIRAENRMARE. BAGENRAETIER
. Emihidnd.

10




HFREHHARTREFELRETE, TUHFR
SHERNERAERAL DN TAEREGHEAN. Lk
. TEWESEHE. ERAAR/RELALETRAL.

EEBmEERAR, HANEANAERURETR, &
S ARTHEEVERB TR ER LA AW AENR.

BHETUBRKNHAELAERTR/RE AL &
R EARNENEN, BAANREKERN, RO RACE
A, EARDP/RIAERY. ETUEAEHAREY
BAT, TUERAELERRA.

BY, BHARONES Y TEZHRETRIAR L
AR, F—-ANEHH1-%4100mg

ERTARAFEPHADAEATURAERAHAAAF
EHAEFHAA:

EHELEY 5.0mg
Lactosum 67.8mg ph.Eur.
Avicel® 31.4mg
Amberlite@ 1.0mg

Magnesii stearas 0.25mg Ph.Eur.

AFAEWFEFHALEADTURE RO ERALEFS
EHE. FRAEAFVACAWTUAZAXPAKSAX
W £ E % A 5,041,455, 5,043,345 BOM & Al & #
384288 PCT/DK91/00234 PCT/DK91/00235d fif 3% 7 3%
e, TXEEANASATEARIZETRGHW TR
WA )

R A TURLTRY EH &

11



DEREFLHETARIE S W E AR ELEH kR
AhtehREAL Y ETHTGER, £ERALEH

#wzZl R ORSmROm | 3% X,

wn

R N
2 \,_4 \Zl
\ /
\I

—
CI S -
> -

N

1
R

421 R Rl RSHuROWm kg3, k&
bR ER TR FTAXINLAhak, 2RAIVEEH#
BMERZETNEHRAFTR-SO2RZ, £ X144,

- N

2 T

DS (1)
)
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#wpzl RI, RZ | RSuROp b # g,

N - >21
- N =y (V)

TUERWZ, FXNEHEE - AKX eIty
MR DL RS e k.

THAXEAERBRER TR T AL P44
M ETE. FREBANKZNFRFALEFRBE T AD
REMREHEH.

% 3 4 1

A.3-(3-4,-1,2,5-u% — wk-4- 3t ) my

# — 4 f % (2.4m1,30mmol) gy N,N- = % & g gz (5ml)
BAHEEEA MmN « £ % a G k)7 (Archive der
Pharmazie 289(4)(1956)) (1.70g,10mmol)_ ¥ENRBEY
FERBTHRHLISIN, mAAQMDAEE KA 28 %
B, B TR, HAEEmASOSLA LT ER, &
PH>S X WA LREREKK, #ZBRETHAEL. R4
WEEEEEGIOLEARMN: ZRZEB/ZE&FEL:1))4H
. REAKRFECAY, 7% H45%(880mg). M*: 197,

B.3-(3-91 4 #-1,2,5-u — np -4- 3¢ Yup v

1 44 (460mg,20mmol) gy ¥ 8 (10ml) % 7% # 4 A 3-(3-
£-1,2,5-0 — wb-4-3 ) g vz (750mg,3.8mmol), 3437 4 4 F

I3



SOCTHHAINEHFER. RARHETATFA AT
RER, ket Al A TRIZL, RANBRRELAL
%, RARFTHREER, 72 630mg(86%),

C.3-(3-¥ 4 #£-1,2,5-% — wp-4-H)-1-F H -df vz &5 s . 4
# @ x (0.37ml,6mmol)fn 3-(3-% 4 #£-1,2,5-8 —
-4-3 yup vg (S500mg,2.5mmol) A W H (10mD): g & 4 F £
TR, BHRRFRAFPARB A RAFEE W H
k&, FE: 1.0g(100%),

D.1,2,5,6- 10 4 -3-(3- F 4 % -1,2,5- 8 = vk ~4-3£)-1- 1 3
&

% W 4 1 4 (460mg,12mmol) fu 5| 3-(3- ¥ & # -1,2,5-
o -4 )-1-F R - gy B4y (1.0g.3mmol)py 78
(99.9%20mDE Ak S H KB R A N FERTFHELL
W, ZAE, WRAYETAYFA AT RER. #T
BUFIBERFKARARDZ2E 6 EOCIOL,EHR1A: T
BRIB/FEMGD)EA. FEAFREALAYUNERER X d
WP AR Y, F&: 390mg(M.p.150C;MT:211; 4 & 4
1),

5 B 2
A3-3-7. & #-1,2,5-w — wh-4-F g m
] 44 (440mg,17mmol) @y 7, 8 (10mi) 35 F & fu N\ 3-(3-
£-1,2,5-¢ — wp-4-)p w¢ (540mg,3.3mmol), ¥ B 44 F
WTTHRHBINHFER. $RLDATARPHA_AF
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RER, #EIFWANETRIFRL, #2520mg(76%)
FRFAELES .

B.3-(G-Z £ 21,25 = b -4-%)-1-F £ 45 4L 4y

# g 7 (0.3ml,Smmol)fp 3-(3-7, £ A -1,2,5-0€ — o -
4-3 )t mg (S20mg,2.5mmol) & 7 W (10ml) gy 3B & 4 T ¥
BT AISAR, BFRERTAREARFEES W
s kg, #37072g83%),

C3-(3-7. & #£-1,2,5-w — wh -4-3)-1,2,5,6-py & -1- & H o
W BB

¥4 4y (300mg,8mmol) jp 3 3-(3-7, & 4 -1,2,5-u¢
Zomp-d4-d)-1-1 A -ding & B4 (0.72g,2mmol) iy 788
(999%20mD)E A AR RERAUDTERTHHELA
. ZRE, WRAUETAFYHFA_ECFRER. #T
BHAEINHERFBRAR Y LB FEECIOLERA: T
Rm/FEMGIEL. FRAKEALGHUERERL A b
WO R4 M, 3 190mg(M.p.137C sM*¥:225; {4 4 Y
2).

5 7 4] 3
A3-(3-F 4, 2 -1,2,5-d = wk-4-3t ) otk
] 45 (440mg,17mmol) gy 1-75 8 (10ml) 35 # o Jm A\ 3-
(3-4.-1,2,5- — wh-4-F ) vz (650mg,3.3mmol), & 5 & 4
FOCTHRHIMANFER. AL FTAFIHA L
PRER, ¥4 ANETREZR, %F2700mg(96%)
Framiatay. :



B.3-(3-75 f £ -1,2,5- 0 = wh-4-3)-1- 9 4 - vt 48 B b oy

¥ gt B g (0.37ml,6mmol)fr 3-(3-% & £ -1,2,5-88 — w
-4-3 ) ez (700mg, 3. 1mmol) A HM(1I0mD) = ¥R &2 8 F %
mTHFI8 A, BAXBERTAREFTRGFE LS B HF
%t &, 4% 3 0.982(88%).

C.1,2,5,6-yg 4 -1-® #* -3-(3-1 & £ -1,2,5- — wp -4-3 ) vy
e BB 3

¥ & 14 380mg,10mmol) fn 3| 3-(3-F £ # -1,2,5-
o oap-4-3t)-1-8 H-wper 4 st 4t 4 (980mgg,2. 7 mmol) iy
B (99.9%200m)EFFFHRXEBREH TOC TFTHFELL
M., 285, FRAYBFTFTAYHFACRIEFER. #HT
BRAENHER AR LAY L2EE6HEEGCI0LAHK A T
BRow/FREGD)4A. FRAFBELKEYUERENY X &
HW 2 g Y, 235 440mg(M.p.148C;MT:239; Lo dy
3).

5% 3%t 4
A3-(3-T 4 3 -1,2,5-8 — wb-4-3 )ik w2 .
B 4 (290mg,12.5mmol) gy F T B (10mD 3 5 & jmw A 3-
(3-4,-1,2,5-m — wk -4-3 ) vk vE (490mg,2.5mmol), ¥ | & 4
FICTHRFISAHFARZR. RAKDETAKFHAZR
FRER, HAFNANAETRFEL, #2580mg(100%)
FRAFALE Y.

B.3-3-T 4 #£-1,2,5- —wp-4-H)-1-W H-dh g sy Bt L

16



# k¥ g (0.3mlL,Smmol)fr 3-(3-7 g £ -1,2,5-wf — wk- -
4-3t ot wr (580mg,2.5mmol) £ H R SmD b gy B & 8 T %
BETHBISAK, BHRERTRAEUAEFALS B
Bk g, #20.60g(64%),

C.3-(3-T & £-1,2,5-w — wh-4-3£)-1,2,5,6-p7 4 -1- & 4 wy
R EB® &

% 3 42 4 45 (240mg,6.4mmol) jp 3] 3-(3- T 4, % -1,2,5-
e = owp-4-3b)-1-9 H - ee & g 4k 4 (0.60g,1.6mmol) i 7,
BO99%2mDB R HF R RAERAS TFOCTH LA
B, ZRELE, HBAYBRTAPHFALBRIBER. T
BHANHEZ AR A Y LS EE6FEGCI0L,BH1AN: T
BRoB/FEBM@GIEA. FEFALGYUEREL A &
WP &%, 455 280mg(M.p.158C ;M*:253; {4y
4).

%% Bl S
A3-3-pWEE-L2,S5-d = wh-4-F )k
w4 (290mg,12.5mmol) ¢y B 7 ® (10ml) 7% 7 & jm A 3-
(3-4,-1,2,5-8¢ — wg -4- %)} v (490mg,2.5mmol). ¥ % & 4
FSCFR{LIBIARAEL. HRLAYETAFTHFRACLR
THER, o4 NANETRIEEL, #2540mg(98%)
i A

B.3-(3-#ﬁ§‘§'132’5'%:— %‘4'£)-1-$§-%t%%%\ @'ﬂ:
/]

17



# ot W (0.3mlL,Smmo) u3-3- W & #-1,2,5-w —
wi -4- 3 )y g (540mg,2.4mmol) & 7 B (SmD) & gy 35 & ¥ F
FRTHB$IAN, BFRARPARBITEAFALLY
FETREE, &F20.68g(77%),

C.1,2,5,6-y 4 -3-G3- W R £#£-1,2,5-w¢ — wp-4-3)-1-1 3
g BB 3

¥ 8 4 1 4 280mg,7.2mmol) jp 3 3-(3-% W & # -
1,2,5- e — o -4- 3 )-1- 9 X -k ¢ 44 # A H
(650mg,1.8mmol) iy 7, M (99.9% 20mD) B = H ¥ K & B
W TOCTHHIAK., ZRE, RERSUETATHA
LRIUBER. RTRONAIHRRAV ARG W EE 6 #
SO, BA: ZRI\/FHEMGINER. FRAFEL
EHUNEREHA B FRFTESE Y, 4% 2 280mg(M.p.164
T ;M*:239; {44 4 5),

5 3 ) 6
A3-(3-K F #£-1,2,5-m — wp-4-3 )wpwr
B & (230mg,10mmol) gy 1- & ® 2O0mD) # % o jw A 3-
(3-%,-1,2,5-w — o -4-3 ) o vz (490mg,2.5mmol), ¥ 3§ & 4
FTOCTRHAINHAZR. ALK UWETATIHFA 4K
FRER, $E4FNANETRIFEZR, RAKTLE Y.

B.3-(3-% € £-1,2,5- % — g -4-3)-1-F H-vh g &5 Bt {b 4y

% 9§ 4 (0.3ml,5mmol)f1 3-(3- jF 4 & -1,2,5- 8 — wh -
4- %) vz (620mg,2.5mmo) £ HF W CSm) b gy B & 4 F £

18



T EBETHAISAKY, HHARBEAPAREEIERFEA LY
s EkE, 572081g(84%), '

C.1,2,5,6-9 & -1-9 3 -3-3- % & #-1,2,5-5¢ — o -4-3 )}
EERE

¥4 4 (300mg,8mmol)jm 7 3-(3- % £ 3 -1,2,5-
Zoep-4-4)-1-0 H v 48 B4 (0.81g,2mmol) gy 7, B
(99 9% 20mDEFF H W KB RAD TOCT THMBINN.
ERE, BARRYWAETARFHALBER. ¥ THWAHMN
HMERARBRR DS HEE#HLOCIOL,%HA: 288/
ﬁ(“:l))ﬁi’ft-ﬂfﬁﬁﬂﬂ%%uﬁﬁﬁﬁiEbﬁm‘:}’%s?a-
B, #FEBEEL S, £ 5220mg(M.p.150T ;M+:267;
o & 4 6).

| %7
A3-(3-5% TR 21,250 = s -4- 2 ) o 5
# 4 (230mg,10mmol) gy % T B (10m) % % w fn A 3-
(3-4,-1,2,5-w — wh-4- )of vz (490mg,2.5mmol), % 7 & %
FOCTHHAIDRAZLR. BRAUYFETATFA -4
FRER, R4 ANMTRAEZR, REAHGSALLY.

B3-G-THRE-1.25- % —p-4-F)-1-F K -wprg 4y B4
Hy

$# w2 (0.6mL10mmol)f 3-(3-% T & #-1,2,5-8 —
-4 )y wg (S88mg, 2. Smmol) E TR Gm) Rty R4 H T
ERTHAIS o, HFAEAAFAREFARELE Y
Faedrkg, 7320.88g87%),

19



C.1,2,56-1 4,-3-3-% TH £-1,2,5- 8 — wk-4-3£)- 1-w¥ 3
ok oE X B i

¥ 8 4 1 4 (160mg,4.3mmol) ju 3 3-3-% T 4 -
1,2,5- ek — wp -4- 4 )-1- 9 3 -of w2 44 # {4
(0.82g,2.2mmol) ¥y 7, 8 (99.9%,20m) 35 % + # ¥ B K & &
BFOCTHBIIE., ZRE, BRELYETATHAACT
BIBEER. ¥ TROANBEARFRALDERE €&
(SiO2, e M Al: ZBZE/FHEMI))E4. st d
HUEBERABEEHPESE L, # 7 400mg(M.p.135
T ;MT:253; 447,

5 % 1 8
A3-(3-8 R 4 £-1,2,5-8 — wk-d-3 ) up wy
% 4 (230mg,10mmol) 4 5 % B 20mI) % % & 4w A 3-
(3-4,-1,2,5-2 = wk-4- 4 ) g vz (490mg,2.5mmol), # 3 & 4
TOCTHRHIMANFER. RAKRUBETAFFALR
EH, $oHMANBTRAER, RAKEFLELY.

B3-3- RAX-1,2,5-g —wp-4-2)-1-9 X -mpmg 48 AL
7]

¥ opt B (0.5mL,10mmol)f1 3-(3-% & € X-1,2,5-% —
wp -4-F )y vg (622mg,2.5mmol) i 8 (Sml) v g4 58 & 4 F
ZERTHAI8AE, HFRAATARETREELE S
#2FHkE, 570.78g(81%),

20



C.1,2,5,6- 9 5 -3-(3-% & £ X-1,2,5-0¢ — wk-4-3)-1- |
e E R |

% % £ 14 (150mg,dmmol) ju 3] 3-(3- 5% & & £ -1,2,5-
g ok -4-0)-1-W - 4 B L 4 (780mg,2mmol) gy 7,
B (99.9%.20mDE m FH R B RS TFOC THFBIA
. A6, HARAAYETATHFACRIEER. #F
BHENHEZ AR RL Y S HE# % GIOLERA: ¢
BB/ FEGEGD)EA. FREALGHUERER X &
WO 4, 4 3 350mg(M.p.152C;;MT:267; {4 4
8).

5% i 4 9
A3-(3-¢7 & #£-1,2,5-0 — wh-4-3 o vg
w44 (230mg,10mmol) gy 1- ¢ ® (15ml) % 5% & jm A\ 3-
(3-4.-1,2,5-2 — wh-4-3 ) mz (490mg,2.5mmol), 358 &
FTOCTHHZARFER. AR YETATHA LR
ER, ReHMANHATRIEZR, RANTLLY.

B3-3-p & #-1,2,5- — b -4-J)-1- 9 HK-vhvg & st L 4

# gk ¥ g (0.5ml,7.5mmol) f1 3-(3- ¢, & 3 -1,2,5-m¢ —
e -4- 2yl v (658mg,2.5mmo) EF HFHGCmD b 8y B & 4 F
ERTHBISIH, HHRBRTAREIEARACEY
$o R, 530.81g(80%),

C.3-(3-2, 4 £ -1,2,5-v — vk -4- % )-1,2,5,6- 9 4 -1- w8 3w
wER S

21



% 5 & 4 4 (230mg,6mmol) ju 3| 3-(3- 7, 4 # -1,2,5-%
—owp-d-3)-1-F - 4 %44 (810mg,2mmol) iy 7, 8
(999%20m)E F L FHRKEBRE YW TEETHFLA
. KRG, RAAMBETATHA LR ZEER. # T
BHANEEEARAL DB H & #EGIOLERN: T
BB/ FEGD)GL. FARALEYUEREH X ¥

W R LR H, & 32350mg(M.p.148C;;M*:281; 1 & 4
9).

52 36 4 10
A3-(3-x F £-1,2,5- % — wp-4-F ) g
W 44 (490mg,2.5Smmol) §y ¥ B (15SmD ¥ % & mw A 3-(3-
£-1,2,5-u — wp-4-3 )up v (490mg,2.5mmol), ¥ E 4 4% T
S0C TFTH#BLIHFER. WRAYETATFACLRE
B, 4N AN TRAER, BREAFFTLEAY.

B.3-(3-% 4 %£-1,2,5-vf — wk -4-3£)-1-9 H -k vg 25 B L

% # B 4 (0.5ml,7.5mmol) #n 3-(3- % 4 % -1,2,5-% =
eo-4- 2 )k wg (673mg,2.5mmo) E HF R OCmD) R 44 T
ERTHHIMH, BHEAFEAFREHEFREFALESY
#eadEkE, £370.75203%),

C.3-(3-% 4 #£-1,2,5-8 — wp -4-3)-1,2,5,6- 7 4 -1- ¥ 3 o
RERR

¥ 41 (230mg,6mmol)ju 3 3-(3-% £ #£-1,2,5-%
—owp-d-3)-1- K -dpwr 4 Bk {4 (750mg,1.8mmol)py 7,
B (99.9%20mDE A F R R ERAH FOCTHALIA
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. AXE, WRAURTAEAACRIBER. % T
BHMANBMERFHERAYLE 83 GiOLEH1H: 2
BB/TE@GD)EL. FERELAYUERED R B
WS Y, & 5340mg(M.p.149C ;MT:287; {1 & 4
10),

5 A 11

A3-(3-3-T 4| #*£)-1,2,5-v — w-4-H v ny

B 3- T % -1- & (540mg,7.5mmol) fn 4 4 4
(180mg,7.5mmol) iy £ & W & %k W HE H ¥ e A 3-3-4 -
1,2,5-w¢ — w -4-3¢ ) uf vz (490mg,2.5mmol) i £ K W £ ok %
EH.WRAEREHTEETHRHIAR, WAXFRHES
MAZRER. fBHETRIFAR, RISImef R i
HieW.

B.3-(3-(3-TH & #£)-1,2,5- % —mp-4-3t)-1- 9 F - olp vz 45 8t
1

¥ g B 32 (0.5ml,7.5Smmol)fu 3-(3-(3- T & 4 #)-1,2,5-
W = b -d- ) ¥ (583mg,2.5mmol) £ BB SmD) ¢ & & &
HTERBRTHFIS N, AL ERAPRAREEARFAL
eyt pdRiE, % 2780mg(96%),

C.3-(3-(3-T & 4 #)-1,2,5-8 — w -4-%)-1,2,5,6-5 4 -1- ¥
A TR %

¥ 5 4 4 4 (210mg,5.5mmol) jp 3| 3-(3-(3-T & & #)-
1,2,5-u — wh-4-3£)-1- B 3 -vp w2 & 3 ¢ 4 (1.03g,2.8mmol)
B 8 (99.9%20mDE R P HHERKEBRA4HTFOC THHL
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AE. BERE, HARSUBTAFFRALRIBER. ¥
FROUANHEARFERR DS 4 6 ¥ % GCIOL% R A:
LB IB/FEMGIER. FRRALAHYUERED X
HEE P &S Y, 42 380mg(M.p.141C;;MT:251; (&4
11),

% 12
A3-(3-(2-T s &£ 4 #)-1,2,5-% — b -4-F )l &

B 2- T % -1- & (530mg,7.5mmol) fx & 1 4
(180mg,7.5mmol) g & X W 4 vk % & " ¢ mw A3-G-4 -
1,2,5-n — v -4- 3t ) up ng (490mg,2.5mmol) iy £ & W £ % %
HH. WEB RN TEETRHA2ME, MAAFKRRS
WA ZRER, FILRATEIAR, REFRAFARXS
#.

B.3-(3-(2-T e & R #£)-1,2,5- — o -4-3)-1- 3k - vk o€ o8
B

# s ¥ # (0.5ml,7.5mmol) fu 3-3-(2-T e ¥ 4 X )-
1,2,5-w — wh-4-2 vy iz (578mg,2.5mmol)# 7 B (Sml) iy
BAWTFERTHHIBAN, BHREAFTREBHTAER
EhotisaRiE, #30.883095%),

C.3-(3-(2-T % £ & £)-1,2,5-8 = wh-4-3)-1,2,5,6-p 4 -1-

FERRERD
¥ & {4y (180mg,4.7mmol) jm 2 3-(3-(2- T H £ £
%)-LZ,S-%:%'4'5)'1*?’%'%"% e @’;‘ﬂ.%

(0.88g,2.35mmol) iy 7, B (99.9%.,20mI) % #% ¥+ 3# # K f %
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LM FOCTHRBINN. ZRE, HALAURTFATHA
LB IEER. #TRNANEER AR RLAY B H 6 #
#(SiO2, kA ZRTE/WE@I)EWN. FdiFEL
LHUEREFRAGERPLES Y, FTFTFELEL R,
2 3 140mg(M.p.158C ;M*:249; (1 4 412),

) 13

A3-(3-L X HHE-12,5- — ik -4-F ) vz

M B B (420mg,7.5mmol)fu & 1t 45 (180mg,7.5mmol)
BWEXBEARHERP MAIC-L-1,2,5-% — g -4-3 )
g (490mg2.5mmo) iy KR K WE kW HE K. HERE RS H
FEERTHRFIAN, WAKFBURLYARER, # 7
BAETRAZLR, #AS0mgO8%) R EHM LA Y.
B.3-(3-ph g £  H-1,2,5- —wh-4-3)-1-9 - vz 4 B
it 4

¥ 8 3 (0.45ml,7.2mmol)fu 3-(3-4 7 X H #-1,2,5-
B = owk -d- ) up e (430mg,2.dmmol) £ W SmD b i B 4
WTEBTHBIS AN, EREAFRAFTHAEEFTRAFER
tHH 2T REE, & 30.582(67%),

C.1,2,5,6-p £ -1-% £ -3-3-ph & & £ -1,2,5-v — nt-4-3L)

e B
¥ @ 4 f 4 (230mg,6mmol) ju 2 3-(3- 5 | & & # -
1,2,5- v — wk -4- 3£ )-1- W 3 - g w44 C A

(0.68g,1.9mmol) gy 7, & (99.9%,20m1) 3 % W 3 # K B & 2
HTFOCTHBISE. ZXF, $RSQYETAFHFACT
RILEER. R TERERANBER IR RADEREEG S
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SiO2, & M H: ZRZWM/FHGINEL. FRAEELS -
WUERER A WEY SR B, # 3 200mg(M.p.155
T ;MT:235; {4 4 4p13),

SE 3 i 14

A3-C-FiEAFAE-1,2,5-% — wh-4-F)np

W F W X ¥ & (360mg.Smmol) fu 4 ft 4
(110mg,Smmol) g £ X W 4 o W #& & + w A 3-(3-4-1,2,5-
g o -d-F ) wpovg (490mg,2.5mmol) gy £ Ak W 4 sk W B
B EREREDTERTEHINN, WAXFBRREGY
RLBER, #LBHETRIFIER, £ 2400mg(69%) 7
A E M.

B3-G- & W H£-1,2,5-8 = wh-4-3)-1- 9 3 -uf vt 44
B 4

# ot ¥ 42 (0.25ml,dmmol)fn 3-(3-3R 3 ¥ £ #-1,2,5-
Mg owg -4- 3 ) vg (400mg,1.7mmol) & 77 B (Smb) = i & 4
WTERTHHFIONN, BHRBFAFIRBARFER
e LR E, 7350.41g(65%),

C3-(3-5F W& F A £-1,2,5- 8 = wh -4-3)-1,2,5,6- 17 4 -1-

FPEURERS
#HEt$H(Q70mg,4.4mmol)im 2 3-(3-38 j7 4t W 4 3 -
1,2,5- v — wk -4-3)-1- 9 % - ¢ 44 A

(410mg,1.1mmol) iy Z, ® (99.9% 20mD)E sk H F B K K &
e TOCTHRHAINAN. ZERXE, BRAWETAFHA
CRIEER. #TENANNER A RA B HEE#
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- SIOBLHMA: BT/ FEB@E:)E 4. iR A B
AHNEREBRAEEHE LS Y, 43 130mg(M.p.153
TM*i251; {4 4 14),

5 B 15
A3-G-F-1,2,5-g — i -4-F)-1-W L ohw gL 4
# 3-(3-4,-1,2,5-5 = wk -4- 3 ) ol v (1.98g,10mmol) fu
2 i 55 (4.25g,30mmol) iy 75 B (10m) 3¢ 3¢ F % 3 T # 316
Ar. TRKETR, 723.408(100%) 5 R ARt & 4.

B.3-(3-4,-1,2,5- ok — wh-4-3)-1,2,5,6-p9 £ -1-F F np vz &
B 3%

FOCT i 8 4 14 (330mg,8.6mmol)py 7, ¥ (20ml) & 7
oA AN3-(3-4-1,2,5-v — wh-4-3£)-1-0 Hdhor & 1
fy (1.46g,4.3mmol), ¥ KR HRAH FOCT THHIAH, M
AXABBREYWALBRIBER. THRE, $#08R B
BEEAABEZRDEEECEEZGENA: 2R % ¥ 8 (4:1))
i, % 2880mg(95%), HEBMBMEEH PG, B3
¥ A 4 (M.p.124T sMT:21550217; 44 2 4y 16),

C.1,2,5,6- 19 4, -3-(3- ¥ 4 Z 4 % -1,2,5- 8 = o -4- 3 )-1-
3ol B B

B 4y (120mg,5Smmol) gy 2- 57 4 % 7 B (10ml) 35 % #
A 3-(3-4,-1,2,5- 8 = i -4-3)-1,2,5,6- 0 41 -1- 5 3 g o
% # (310mg,Immol), ¥ ¥ 44 F50C FHELISAR %
R. BRLMBETAFHA LR LBER, BAEHAN
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HMTBRAER. FERGKAASGYUERE AT WHT S
B, 423 270mg(M.p.152.1C ;M*:253; A 15),

D.3-(3-4.-1,2,5-% — w-4-3£)-1,2,5,6- 0 & vf v 3 & 2

FO0C 3-(3-4.-1,2,5-n = wk-4-3%)-1,2,5,6-py &4 -1- 7
3t o e (670mg,3.1mmol) ¢4 1,2- — & 7 & 20ml) % % # ju
AN-E Z2£-4 K % %K (440mg,3.1mmol) iy 1,2- = § 7 ¥
AW, WERNBA Y WHRZEAOC2AHFER, RARKD
ATEBAWAERINE. AHNZEEE, TERERE
#, 5 7 320mg(41%)(M.p.224C ;M*:2015203; & 4
17).

E.3-(3-T & #-1,2,5-% — wp -4- 3 )-1,2,5,6-0 4 oo E B
#®

B 4 (150mg,6.5mmol) ¢ 1- T ¥ (ASml) 3% % & Juw A 3-
(3- 4 -1,2,5-% — wt -4- K )-1,2,5,6- g A o H R &
(240mg,1mmol), ¥ R B BAH FSOCTHRBELI Y, ZX
B, WRAWRBRTAPHBLRILEER. HLRLEM
FEAEL, B-aKk4gQ0mg), UEBRLZFADWH
P ELRAFRFALEY.
7= % 170mg(52%)(M.p.173-174C ;M7¥:239; 41, 4 418),

_ 5 7 16
A3-(3-4-1,2,5-g — e -4-R)-1-Z b s st b
3% 3-(3-4,-1,2,5-8 — wh -4-3 ) wf v¢ (1.13g,5.7mmol) Fu
Bl Z_. B (22.65g,17mmol) iy 75 8 (15mD 3 3% F40C T # #
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160, TREEAE, BAKRERLE Y. P %:
510mg(26%).

B.3-(3-ﬁ‘-1,2,5-§ = g -4-3)-1-7, 3 -1,2,5,6- 1 Hpwg
®#H

FOCHHEMH(170mg,4.5mmol) iy 7,  (10ml) & 7
B mAN3-(3-4-1,2,5-8¢ —wp-4-3)-1-7Z H vk wg 4 A4
# (510mg,1.5mmol), ¥ E 4 4% FOC THHLIMK, mA
AFUEREWR IR IHBER. TRE, HLBRIEHE
EHABRA YL EEEXGEMNA: 2R ZBE/FEMLD)Y

. REBRBEETH &L, RAMmefirmALE Y
(M.p.143C ;MT:229:1231; 4k & 4 19).

5 7 B 17
A3-(3-ZHE-1,2,5- @ - -4-2)-1-Z Xk BBy
| # 3-G- 7 & X -L25- 0 Z w4 £ ) ong
(0.90g,4.3mmol) f g 7, # (2.03g,13mmol) ¥ % B (4ml) %
HFA0C FHHI6A . HREKETR, £ 35 1.34g(86%)
Frafatsy. |

B.3-(3-7, & X -1,2,5-m — wg-4-3)-1-7, % -1,2,5,6-m £
MERS

FO0C % & 1t & (410mg,10.8mmol) gy 7, & (10ml) &
BAFmAI-GC-ZHE-1,2,5-F - g-4-F)-1-Z Ko &
B4y 4 (1.32g,3.6mmol), " B KR BB A H TOC FH 1A
B, WAAFBREDATLRIHMER. TRE, #ZR
LHHEER N B ALY EEEFE (MR ZRZH/F

29



B@:I)EL. FERBERH TG, B4 HRAMA
ft 4 4 (M.p.120-122T sM*:239; {4 #20),

UEAHBRFEHABTTALE:

B 3-3-E g &-1,2,5-% — w4 ) w H 7 3-G-Tm
3 -1,2,5-m¢ — wh -4-3£)-1,2,5,6-m H-1-Z B R E R &,
M.p.134-135C, 4t 4 4209,

B3-G-ZmE-1.2,5-% - -4-E)k e 5 7 3-G-Z
H£-1,2,5-8 — ok -4-3)-1,2,56- W E-1-Z HE e ER &,
M.p.151-152C, 4k 4 4210,

g3-G-g A %-1,2,5- —w-4- ) e H F3-CG-B A
#-1,2,5-m = wh-4-3)-1,2,5,6- g L-1-Z E ke E &,
M.p.138-139T, 44 4211,

5 #4118

3-(3-8 4 &£ -1,2,5- = v -4-3)-1,2,5,6-W £ -1-F L Wk ®
Eg '

¥ 44 (120mg,5mmol) & 1-7 8 (10mD) % # & fw A 3-03-
§-1,2,5-v — ok -4-%)-1,2,56-m g -1-F Lok LB #
(310mg,1mmol). # K B B 44 FSOC FH #18bw. X
BE, RBRAUBTATAA LR ILBER. ¥LRLHE
HFEAER, B-wmky. NEBRINBABEHTN
B ORI RERAASY. FE: 270mg(70%), (M.p.152
T ;M*:295; fr 4 421D).

53 4 19
A3-(3-(3- % th & F #£)-1,2,5-% — wk-4-35 ) mg
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: B o3- % B -1- ® (750mg,9mmol) fr & {4 4
(310mg,9mmol) ) % K W 4 vk % & % & M A 3-(3-4-1,2,5-
Mg = wk -4 3 ) o v (590mg,3mmol) iy K A W4 vk W R K. ¥
EEROHTERTHHINY, mMAKEURAHA LR
¥H, BLBETRAAL, BHANEGFELEYN.

B.3-(3-3- &% p £ A #£)-1,2,5-w — wh -4-3 )-1-W & o wx 44
B A |

% pt g (0.6ml,9mmol)F1 3-(3-(3- % # & 4 #£)-1,2,5-
g = wp-4- )z Cmmo) ZE WM (A0mD b B & 4 T %
TR, HABRBFAFARHEARFEANE Y
2l &, 43 0.68g(59%).

C.3-(3-(3- %y 3t & #£)-1,2,5- — wp-4-3)-1,2,5,6-9 £ -1-
W E R |

¥ 9 4 1 4 (150mg,4mmol) jp 2] 3-(3-3- K B X € £ )-
1,2,5-v — st -4-3£)-1-% 3 of, v¢ &5 gk L 4 (0.68g,1.7mmol)
W7 B99.9%,1SmDER T AR RAERAH T-I0CTH#
BI ., ZXF, BARUBTAPHFACR LB ER.
HTREANBEZAR RS Y L HE 3 % O102, %M
H: zgem/FHEGD44. PREALKEHDUERR

¥ XA wE WM EE L, & 240mg(M.p.166-167
T ;M*:263; v 4 4 22),

5 7 4 20
A3-G-(4- B £ £ 2£)-1,2,5-g — wh-4-3 ) wg
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B 4- K ¥ -1- B (640mg,7.5mmol) fn & 1 &
(260mg,7.5mmol) iy £ K W E K FHEH P w A3-3-4 -
1,2,5-v — wk-4-3 ) nZ (490mg,2.5mmol) gy X X W & % "§
ER. BEMEBRAYTEBTHRHIANE, RAXKFHERS
WRIRER, HBETEFEZLR RAFEAFALS
.

B.3-(3-(4- % ¥ & 4 #£)-1,2,5-% — vk -4- 5 )-1-F 3 wp % o
B b 4

¥ s W ¥ (0.5ml,7.5mmol) fu 3-C-4- K m A & £E)-
1,2,5-5% — wp-4- Yok g (2.5mmol) 7 77 B (10ml) = 45 3} &
HFEBTFHRBLISIAE, SHABERTRES A RFAMN
shtedRkE, #30.675(69%),

C.3-(3-(4- 1% % % 4 2£)-1,2,5-¢ — mp -4-3)-1,2,5,6- 0 £ -1-
Bk ER

¥ 4 1t 4 (150mg,4mmol)jm 2| 3-3-(4- K H £ £ & )-
1,2,5-m = wh-4-3)-1-19 ok g & 2t 4 4 (0.67¢g,1.7mmol)
éﬁZxa?i(999%,15ml)miﬁ*%%ﬁﬁﬁA%% -10C T $
BINN., ZRE, HARARDBTATHA LR H E XK.
K TEHANHER IR RSA DS 6 H 5% GI0L%R
Fl: cBog/FBE@D)E4. FREALAHUERS
¥ X B W R P& RN, # F 150mg(M.p.141-142
T ;M*:265; b4 d23).

5 # 21
A3(3 -FHEAE£)-1,2,5- % — vk -4-F ) g

32



¥ % B (650mg,9mmol)fn 4 4 4 (310mg,9mmol) i
TAMEAREERF wAI-GC-H-12,5-8 = wh-4-3 vy
(590mg3mmol) iy E XA WA HAA. WEABERAY T X
BTHAIANE, WAXFEBAYHAIRER, B H
FTHRIKL, BAGERALLY.

B.3-G-QC-w kA £)-1,2,5- % — v -4-30)-1-9 H wp e 45 3
4

% 3 ¥ 5 (0.4ml,6mmol) 1 3-(3-(2- 75 & 4 £)-1,2,5-%
Zg-d-E)r CGmmoDE FHAMD P W R & 4 T £ B
THRAISIG, AR FAFPARBEFTRGFACE D HE
Ha kg, 750.96g(88%),

C.3-(3-(2-% #% £, 3£)-1,2,5-m — wh-4-3)-1,2,5,6-p9 & -1-
XY ¥

¥ % 4 1 4 (210mg,5.5mmol) 4u 3 3-(3-(2-F & & £ )-
1,2,5-m — wp-4-30)-1-8 3k o w45 Ak {4 4 (0.96g,2.6mmol)
B ZEO9% 25m)Em bR ERAH TF-10C FH#
#I ., ERE, HERAYETATHBE LR B ER.
BTERENANMEZLAB ALY S 4 6 i % (SiO2, % M
F: ZRILB/FHEGIDEL. FRAERELLYUER S
¥ A B W E $ & & B, # 2 270mg(M.p.136-137
T 3M7T:237; (1A 3 24),

| 5 22
A3-(3-3 g 3-1,2,5-0 = wh-4-3 ) up
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i 4 (350mg,15mmol) g 1- 3 & (10mI) % & & fm A 3-
(3-4,-1,2,5- = wp -4- 3t )k v (590mg,3mmol), # % & % F
SOCTHR#BIMNHAZRLE. BRLUBETAFHA LY
HER, BAFNANBTEFELR, BEAREXEEALS
.

B3-(3-F g #%-1,25- - -4-K)-1-F X kg & s L 4

% gk ¥ g (1ml,15mmol) fn 3-(3- 3 4 £ -1,2,5- ¢ — b -
4-H ) Cmmo) A HFERHEmDp R o FTE BT H &
18 e, MATRABARFNELFRAGFA LAY HFET K
&, 425 0.81g(62%),

C.3-(3-F g #£-1,2,5-s — np-4-3)-1,2,5,6-17 4 -1- ¥ 3 o
W ¥ 3

¥ #4144 (210mg,5.6mmol) jp 7} 3-(3-F 4 #-1,2,5-
M ek -d-3b)-1-8 b eg &5 B 4L 4 (0.81g,1.87mmol) iy
ZEOII%IMmDE R H KR ERA Y T-10C T H 1
M., ERE, BARRKUETAEFALRIBEER. ¥
TRHANHERIVBRAY S HE € %5 G022, % 1A
LRIE/ FE@L))E4A. FREEALADUNERER R
MEETZ 8B, &3 330mg(M.p.144-145C ;MT:309; 4
4 4 29).

5 23
A3-(3-(3-g p £ | #£)-1,2,5-% — i -4-3 yop vz
W 3- @ % -1- & (880mg,9mmol) fu & 4 4
(310mg,9mmol) iy T A W& vk B & W o A 3-(3-%4,-1,2,5-
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o = wp-4-3 )k vz (590mg,3mmol) Wy £ A WA kW AW . H
RERAUTFERTHBIAG, MAAFSERA YA B
EW, ULBHTRALL, BAFRFEALELY.

B.3-(3-(3-2 S £ g #£)-1,2,5-% — wh -4-3)-1-F 2 oh ¢ 45
B AL 4

# g ¥ = (Iml,15mmol) 1 3-(3-(3- T, # & 4 £ )-1,2,5-
-4 Cmmo)E TR OmMDy R4S TE R
THRFISAH, HHRBFAFTAELFEGREA LD IHE
@ik E, 835 0.855(71%),

C.3-(3-(3-g g £ & #)-1,2,5- — w-4-3)-1,2,5,6-y7 4 -1-
HERwERDE

# W £ 14 (190mg,5mmol) jm 5] 3-(3-(3- 7, 4 & 4 & )-
1,2,5-u — wp-4-3£)-1-8 3 wh v &5 st {L 4 (0.85g,2.1mmol)
WL EOI%IMmDERFHFERERAH T-10C T H
BINE., ZRE, RERARAWETATHALRIHEFH.
#ETRYAEINHARFBR AL YL E €% G025 K
#l: zBzw/FE@GI)4G4. FREACGYUNERE

% A B wWE P E B, # 3 350mg(M.p.174-175
T;;MT:277; 4h 4 4 26),

52 1 24
A3-(3-C-w #-2-TH E R #E£)-1,2,5- — sk -4-F ) wg
B 3-8 -2-7T 3% -1-% (780mg,9mmel) fu £ ft 4
(310mg,9mmol) gy £ K W £ % & & & F fmw A 3-(3-4-1,2,5-
W ok -4-3 ) owy (S90mg,3mmol) gy £ A W kHE K. ¥
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KB RANTERBTHEOINR, MAARSELHC
BER, HIRHTRAKR AAFRREALY.

B.3-(3-(3-H 2 -2-T # & £ #)-1,2,5-0 = ok -4-4£)-1- 37 &
W vE B B Y

# 8 ¥ gx (1mL,15mmol) f0 3-3-(3- W % -2-T & £ &
#)-1,2,5-8 — wi -4-3t )y g Bmmol) £ 7 B GmD) v iy & 4
MTEBTHBISAN, HFRER P AR S FRAFAEA
spredRkE, #&20.928(79%).

C.3-(3-(3-F £-2-T # £ 4 #£)-1,2,5- = w-4-3)-1,2,5,6-
HWE-1-Faw i

¥ g 14 (220mg,6mmol) i 2 3-(3-3-F X -2-T %
EEE£)12,5- - -4-F)-1-9 K p o & B
(0.92g,2.3mmol) gy 7, & (99.9%,15mD)E & # 3t ¥ K K B &
B F-10C FH#BOSHAM., BXE, ALK WET AP}
Al IBER. $TRNAEINHERFR AL UEAEE
B SIOLHMH: ZR g/ FEMGLD))EA. FRFA
e U EBRIBFIABFTHERTER L, & 3
380mg(M.p.150-151C ;M*:265; 41, & #27). |

5 # # 25
A3-3-G-T i #-2-4%£)-1,2,5-% = v -4-F )y &
W 3- T % -2- ® (650mg,9mmol) fu & & 4
(310mg,9mmol) iy £ & W & % H & & #F w A 3-(3-£-1,2,5
o = wk -4 ) up wg (590mg,3mmol) iy F & W H vkl E K. #
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FRAAGHTFERTHHEIENN, WAKFEREHA T
MER, HIRETFREER, AAKBFANLY.

B.3-(3-(3-T g &£ -2-4 3)-1,2,5-v — wp-4-3)-1- 1 & of, vi 44
A W

# gk B g (Iml,15mmol) 1 3-(3-(3-7 & # -2-§ & )-
1,2,5- — b -4-F)p g Gmmol) £ R CmD) v th B 4 4 F
EBRTHABISAH, HHXAERAFTARLEIEAFALES Y
#edRKE, #£30.73g(65%),

C.3-(3-(3-T B £-2-4 #£)-1,2,5-m — wk-4-3£)-1,2,5,6- 19 &

- ERE
¥ 8 A 44 (190mg,Smmol) fn 5] 3-(3-(3-T H £ -2- 4
%)'17215"§:@“4-£)-1-$£%%‘ gf/sﬁ\ &'{‘t%

(0.73g,1.9mmol) i 7, 8 (99.9%,15m) % % w 3 ¥ K K & &
# F-10C THRFOSAR. ZRE, WERLKHEFAFH
RLBRIBER. ¥ TROUANWHERFJRRYEHEE
Wk SO ®MA: CROHB/FEMGINGER. FREFH
o & U EREFA T AEFERE Y, & 3
270mg(M.p.134-135C ;M+:251; 4y, 4 4 28).

5E 7 #1 26
A3-(3-(4-2 @ F 3£)-1,2,5-u — wg-4-HK ) wy vg
W 4- g B -1-  (900mg,9mmol) fu & 4 &
(310mg,9mmol) iy A W & sk W HE & ¥ mm A 3-3-4,-1,2,5-
o o -4-H ) vz (S90mg,3mmol) iy X A WE kWA K. #
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EEREPTEETHRHIME . WAXFRBREWA TR
EHR, RLBHATRIER, RAFEKRALEY.

B.3-(3-(4-8 s & 3)-1,2,5- % — wd -4- 5 )-1- 0 4 op vz 45 Bk
& 4

¥ et ¥ g (1ml,15Smmol)fn 3-(3-(4-¢, % & ¥ )-1,2,5-%
—w-d4-H) g Cmmo) A HFWHOCmDP W RAHFERET
HHI8AH, HARBERTNELTNEARALELHE L
R, % 30.54g(45%),

C.3-(3-(4-g & | #)-1,2,5-0¢ — v -4-3)-1,2,5,6-3 g -1- ¢
EgwERSR

# 8 4 1 4y (150mg,dmmol) ju 3| 3-(3-(4- ¢, 1 4 #)-
1,2,5-v — wh-d4-3t)-1-6 3 o} vg £ 8k {4 45 (0.54g,1.3mmol)
B ZEmO9%ISm)E F AR RBEREAH T-10CTH
#0554, ERXE, MRAKUWETAYFA LR IHE
R, $TBRAFAINRERFBARK D LA E %602,
BHR: ZRIE/FE@AGD))E4L. FRGFAKAHYUER
R FEFEE L, #F 7 190mgM.p.151-152
T;M7T:279; {h & #29),

£ 27
AR R-3-G-3-2 A 2)-1,2,5- — v -4- 30wy v
MR R -3- 8 & -1- B (900mg,5mmol) fn & { 4
(310mg,9mmol) fy 5 & W £ o W & & % w A 3-(3-4-1,2,5-
= o -4- ) ng (S90mg 3mmo) Wy R A WEA kWA K. #
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EEREHTEETHRRHINE IAAFKERAUA 8
ER, WLEHREATRFIER., REAFRGEA LY.

B.E R-3-3-(3-7 #% A 4)-1,2,5- — wp-4-35)-1- 1 3 vf 57
ta i h

# % ¥ g (ImL15Smmol) fn K X -3-3-3-8 # £ % )-
1,2,5-m = wk-4-3t ) v Gmmol) £ W (SmD ik gy 5 4 4 F
ERTFHRIBAK, HFEAARTARLFEGALE W H#
BEkE, B50.908(75%).,

C.R £-3-(3-3-¢. ¥ & #£)-1,2,5-% — wp -4-4#)-1,2,5,6- 5
£-1-P A ERS

#8414 (190mg,Smmol) fju 2| & K -3-3-3-8 & &
#A)-1,2,5-vf — vk -4-F)-1-19 FH wh e &5 A
(0.90g,2.2mmol)gy 7, B (99.9%,15m) B H b H ¥ K B B A
#F-10C FTHRBOSHAH., BRXE, $ARKOETAEH*
ALBRIBER. ¥ TRHANNMNEIAK RSO EEE
#EGiOLERM: 2R/ FHM@EINEL. FHREFHE
&% U EREIFA BWEFEE Y, &£ 3
420mg(M.p.163-164C ;M*:279; {4, 4 4 30),

5 % 7 28
A R-3-G-2- B A H)-1,2,5-% — g -4-E)up g
MO R -2- % % -1-  (780mg,9mmol) fu 4 1 4
(310mg,9mmol) ¢y X A W 4 o % #& & ¥ Aw A 3-(3-4-1,2,5-
= -4 ) e (S90mg,3mmol ) E A WA kA M. ¥
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EERANTFEETHEUN, MAKFRRA WA 28
ER, WIBETRALR, RAKRAALLY.

B & -3-(3-(2- % # & £)-1,2,5-% = ok 43 )-1- 5 & v vz
T XX

# % W g (Iml,15mmol) f jg & 3-(3-(2- % % & £ )-
1,2,5-u = wk-d-3 )y vk (3mmol) £ 7§ B (Sml) sk oy % 4 4 T
SRTHBISAN, HHLBRRT AL EFRFEL LY
#o R, 58 0.538(46%),

C.Jii & -3-3-(2- % ¥ 4 #£)-1,2,5-8 — wh -4-3)-1,2,5,6- 1
g-1-FEMEERS

¥ o A 14 (150mg,4mmol) jm 2] N7 R -3-(3-(2- %X & &
F)-1,2,5- = owp -4- 4 )-1- 8 & e 45 U]
(0.53g,1.3mmol) ) 7, W (99.9%,1Sm)E FH b H K K B R £
B F-L0CTHRFOSAH. ZERE, $RERLKUETAYHF
RIBRILBER. U TRENANMERFBRRUERE
Wk (SIOL,%MA: ZRIW/FHEMIGEA. FREH
ft & U EBREF A BDREFELEE, & 3
210mg(M.p.143-144C ;M*:265; {t, & 4 31),

5% # H 29
A R -3-CG-(2-Z F A H)-1,2,5- — wp-4-3 ) v v
M X -2- 8 % -1- % (900mg,9mmol) fu & fb 4
(310mg,9mmol) y L A& W & ok % & & F w A3-(3-4-1,2,5-
e = oe-d-2E ) o v (SI0mg,Immol) iy £ ok W& sk v A .
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REREHTEBTREING, WAKXKRAHA B
¥, KILBHETRAAR, BAFRKEELLY.

B R -3-G-(2-2 % A £)-1,2,5-08 — wp -4-3)-1- 9 3 wp n¢
fi ik
¥ ot ¥ gt (0.5ml,7.5mmol)fu N X -3-(3-(2- 2 #% & 3% )-
1,2,5-wf — mp-4-H ) wg Gmmol) 7 75 B (dmD) o oy 52 & 4 F
ERTHBFIS M, dRRERTAREFRAFE LY

C.Ji &% -3-(3-(2- &, # & #£)-1,2,5- ¥ — wk -4-3 )-1,2,5,6- 1
£-1-v X ERg

¥ 84 4 (150mg,dmmol) jm 3| g X -3-(3-(2-2 & 4
#)-1,2,5-w — wp -4- 30 )-1- 8 3 of vy 44 B L 4
(0.6g,Immol) i 7, B (99.9% 20mD B A F A ¥ K L R4 W
F-I0CTHBOSAN. £AF, AERLDAETATHA
LRIUIBER. B THRENAINMERANRSL YL E 68
#SIOLERA: ZRIE/FB@GDIEL. FdkhAk
& B U EBR G ERXNbFHFEFE R, £ 3
150mg(M.p.122-123C ;M*+:279; 4y & 47 32).

5 i 4 30
A3-(3-(5-2 8 & ££)-1,2,5-0 — mp -4-3 ) vy v
W S- @ B -1- & (900mg.9mmol) fu & 1 4
(310mg,9mmeol) gy X A W 4, ok % % %  fw A 3-(3-4-1,2,5-
-4 ne (590mg,3mmel) Y E A W E kHE K. ¥
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EEREHTEETHHIAG WAAFKRGUA B
ER, LB TEIER, RAKERGEALED.

B.3-(3-(5-2, % A #£)-1,2,5-v —wpt-4-3)-1-9 3 af vz 46 B
1. 4

% g W 42 (0.5m1,7.5mmol) fr 3-(3-(5- T, % 4 #)-1,2,5-
g -4-E)h g Gmmo)E FHOECmDF KR A H T2 B
THRHESIAN, BFRAFEAFRARLEFTERACEDFE
AE K E, #30.758(62%),

C.3-(3-(5-T i £ #£)-1,2,5-w — wp-4-3£)-1,2,5,6-p0 H -1-
EwERE

# 3 4 1 4 (150mg,4mmol) jw 2| 3-(3-(5- 2 % 4 #£ )-
1,2,5-m — wp-4-3L)-1-89 3 np mg 48 5k 1t 4 (0.75g,1.8mmol)
W ZEOI9%2mD)E R AYREREH F-10C TH
HOSAM. ZRE, WRKUBTAYFR LR IHE
B, $TROHANBERFBAK DL EE # % S102,%
BA: zRZB/¥B@E1)EA. FEAFEALEYUNER
XA B EFEHFEL SN, # 3 250mg(M.p.137-138
T;;M*T:279; 44 4 #33).

: 5 % # 31
A R -3-(3-CG-8 HF A #£)-1,2,5-% = s -4-3 ) g
WO R -3- 8 % -1- B (900mg,9mmol) fr £ 4 4
(310mg,9mmol)ty £ K& W & vk W & # ¥ w A3-(3-4.-1,2,5-
M vk -4-FE ) vz (S90mg,3mmol) iy A W E kg A . ¥
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EEREUTEETHHIMG . WAAFFEREGHA TR
XW, RIBETRIFZR, RAFRFELS L.

B X-3-G-CG-2 H A #£)-1.2.5-@ — b -4-H)-1-¢ X o i
gk N
¥ 8t ¥ g (0.5ml,7.5mmol)fu i X -3-(3-3-g &% € £)-
1,2,5- — it -4-F)dp iz Gmmo) F HFHGmDFE W R4 4 T
FERTHHFISAN, BNAFAAFARBTEFEACEY
FetRkE, 720.92(46%),

C.jif R -3-(3-(3-¢, & & #)-1,2,5-v = wp-4-3)-1,2,5,6-py
E-1-H Xk ERHE

¥ 9 A 4 (230mg,6mmol) jn 3] Jif X -3-(3-3-8 % &
H)-1,2,5-8 = wp-4-3£)-1- 9 3 w44 A
(0.90g,2.2mmol)y 7, B (99.9%,15m) B F P F ¥ E b B &
HF-10C TFHBOSAH., ZRXE, HESHBETAFH}
ALBRIUEER. R TRWANBERIIBERSYEEE
#xGIOLERA: ZRZy/FEMGE1))4L. FREHR
o &% NEBREF A B EEHERFTFE S S, & 3
300mg(M.p.149-150C ;M*:279; 4y, & 4 34).

5 32
AR R-3-(3-2-2 B R 3£)-1,2,5-5€ — i -4-3 )k g
W R R -2-0 & -1- % (900mg,9mmol) fr £ 1 4
(310mg,9mmol) iy £ X W 4 sk % & & ¥+ w A 3-(3-4-1,2,5-
o = ek -4-4 )k vE (S90mg,3mmol)y XA WE kA K. ¥
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FEERGCUTERTHRHINAN . MAAFAREDA LR
EB, BB TRIER, REAFEFACE Y.

B.gp £-3-(3-2-2. % € #£)-1,2,5-0 — wg-d-3)-1-5 3 op wg
5ok i)

¥ gk 8 2 (0.5ml,7.5mmol)fu g KX -3-3-(2-2 # & #)-
1,2,5-m¢ — vk -d-4 )y g Gmmol) & 7 W (SmD) o iy 58 & 4 T
ERTHR#I8SH, AR ERTREEHEAFALE D
#HE2dEkE, 5 571.092(90%),

C.R £-3-3-(2-g & & &£ )-1,2,5-% — wp -4-3£)-1,2,5,6- 1y
a-1-F e ER Y

% 8 4 4 (270mg,dmmol) fn 2| K X -3-(3-2- ¢ # £
#)-1,2,5-m — o -4- 3 )-1- 9 F wp s {5 ]
(1.09g,2.7mmol) iy Z M (99.9% 20mD)E ZXF H ¥ E N K &
#F-10C THRHOSAH., EXE, ALY ETKFH#
ALBRIBER. ¥ TROIAVNNBMEZAGRGUEHE
GO MMl zrZE/FBG1IEL. FRFAE
&4 U ERIZFABEFHER ST ERE, & 2
400mg(M.p.130-131C ;M™:279; 4 & 4 35).

5 3 # 33
A3-(1,2,5-w — wp -3-3 ) up g
w1-T % 8 (2.7g,30mmol) fr 4 {1, 4 (1.2g,30mmol) g
TANEHHERF mAI-G-£-1,2,5-% = wh-4-3 ) wg
(1.2g,6mmo) iy E A WAk HHEX. WRE RS H F-10C
THRBOSAH, PAXFEREYHAIRER, R 78H



TRAZR. ZBRYBHEE %GO80 H: 2T/
R RLNGEL, RAFREAL LY.

B.3-(1,2,5-8 = wh-3-3)-1- 5 4 o w2 4 2 4L 4

¥ a8 (1ml,15mmol)ﬁu 3-(1,2,5-§ Zowh -3- 3 Y PE
(6mmol)z /M (Sml)k ty RAH FERFHELISAN, ¥
FRBERFARBFRABACA DA S A ALE, #3
1.2g(74%),

C-3-(1,2,5-'§:"%-3-%)-1,2,5,6-11? i-l-iﬁ%%ﬂﬁﬁﬁﬁ
# % & 1 4 (380mg,10mmol) ju 7 3-(1,2,5-% — wh -3-
FE)-1-1 2w owe 4 i 4 (1.2g,4.dmmol) iy 7, B
(39.9%20mDE H F F K KL B A H F-10C T4 #0.54
B, ZXE,. WERLKWETAYFAZRZIBER. T
BEANHMEARHABRAYEEGEEGIOLERA: T
ROB/FEGD)GA. FIEFELADNEREB R
WWP &R, 1%5430mg(M.p.189-190¢C ;M*+:181; 44

4 36).

O f) 34

1,2,5,6-m £-3-C-2 £ &£-1,2,5- % — b -4-H )y B gh &

F0C 1 3-3-¢, 4 #£-1,2,5-8 — wk-4-3)-1,2,5,6-15 4 -
1- 3 w2 (0.70g,2.4mmol) gy 1,2- — 4 7. % ( 20ml) o
FmAI-RE-E K% 8E0.35g2.4mmol)iy 1,2- - 4 7
AR, R EERAGYWHBEOC2IHHEL. B RS
WETEE, nRERIIEIER. ¥RALYBETHEAEL
CHBFRFPARCRER, 44 BBTHREER.
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CUEBREAABEEENE, FEANRREA L, T
% 72%(620mg). (M.p.157-159C ;M+:267; 44 & 4 37)

UEEHR®TERNETIAAS:

3-(3- 7 F £-1,2,5-w — mk-4-3£)-1,2,5,6- 10 & o vz &
B 3. M.p.217-218T, 4k 4 4215,

3-(3-Z. 5 #£-1,2,5- — w -4-%)-1,2,5,6- 0 4 vk w3
B 3. M.p.181-182TC, 4k 4 #4216,

3'(3'33‘ B, %'1’2’5'§ = wk-4-3)-1,2,5,6- g 4 e ﬁ
B . M.p.190-191C, 44 #217,

3'(3'T %‘%-1,2,5—% - @'4'£)“1’2’5a6'w ﬁ htt p;% -_-%
B %, M.p.182-183T, 4k 4 4218,

3-- gk &£ -1,2,5-% — wh-4-2)-1,2,5,6- 9 4 vy g &
B 3. M.p.181-182T, {4 4219,

3-3-8 s & -1,2,5-5 — v -4-3)-1,2,5,6-0 & vy mp &
g 3. M.p.173-175T, 4k 4 %220,

3-(3-(4- % s gk 3 )-1,2,5-0 = b -4-3)-1,2,5,6-p7 &
e BB . M.p.140-1427C, 44 4 4221,

3-(3-(2,2,2-= 4§ Z %% #)-1,2,5- 8¢ — wh -4-3)-1,2,5,6-
PR e ER 3. M.p.105-110TC, {4 4222,

3-(3-(2,2,2-= g 7. & 3#)-1,2,5-0 — wp -4-%)-1,2,5,6-
WA e S B 3. M.p.149-151T, 4 A 4223,

3-3-(2- %X £ 7w #£)-1,2,5-8 — w-4-3)-1,2,5,6-5 &
o e B g 3. M.p.191-1927T, {4 #4224,

| 5 5% ) 35
A3-G-2-2-W H A X EX£)-1,2,5-0 — wh-4-3 )y v
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1 44 (210mg,9mmol) gy 2-(2- HFE ZAX)ZE (Ile)
BOR W o A 3-G- & -L2,5- 8 - o 4 ) oo
(590mg,3mmol), ¥ R &4 FSOC THH#IIHIEL. %
RARYWETAFHFALBER, (k44 WA TREAX
X, #EpdnEtEY.

B.3-(3-(2-(2-W 4 Z A #£) 7 £ #£)-1,2,5- 8% — vp-4-3)-1- 1
E-mR Ay

¥t g2 (0.5mL,9mmol) fu 3-(3-(2-(2- W £ 2 H £) 7
A E)-12,5- = wh-4- 4 ) g Gmmol) & 5§ (10mI) o gy
REMTERTHEHIIIN, BFXABERAFAREFAEHR
AfehitadtRhE, #£20.762(60%),

C3-3-2-2-¥ f A X)) & £)1,2,5 0 = w -4- % )-
1,2,5,6-p0 g -1-W iz B @ &

¥ 3 4 1 4 (150mg,dmmol) ju 3/ 3-3-(2-(2-H 4, 7. &
E)LEE)12,5- —wp-4-H)-1-W o mp oy 4 LA
(0.76g,1.8mmol) gy 7, ® (99.9%,20mI) 35 7% & 3 ¥ K & % &
W F-10C TH#I G, ZXE, $RAWB T AREE
LRIH¥ER. ¥ TRNANLHEL AR BRA DS H 6 ¥
H(SI02, %k i Al: ZBZB/FE@GD)EL. FAFEL
EHUNEREFABWETLE Y, 45 70mg(M.p.142-
143°C ;M+:299; 41, A 4 38),

376 4 36
A3-(3-(3-ZE £-1-HH H£)-1,2,5-0 — wh-d-3 )i v
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M 3-Z A #-1-% B (940mgOmmol) fn & 4, 4
(310mg,9mmol) gy % A I 4 & W % % b fn A 3-(3-4, -1,2,5-
& = w43 ) o % (590me,3mmol) g F ok 1 & ok v A K. H
REREWTERTREIAN, MAALU RS HA 8
AN, WCRHTRAZR, BAFEARALLY.

B3-(3-(G-Z R £-1- WA £)-1,2,5% = wh-4-4£)-1-1 4
"Ry

$ 2 ¥ g% (0.5mL,9mmol)fu 3-(3-7, & £ -1- 15 & & -
1,2,5-vk — o -4-F ) g Gmmol) £ 7 B (Sml) o gy 57 & 4 F
ERTHHIIAN, HARER I AELRRREL L Y

C3-(3-3-Z. & £-1-% 4 4)-1,2,5-0 — g -4-3)-1,2,5,6- 9
S-l-FEYgERY

¥ 4 4 (190mg,5mmol) i ) 3-(3-(3-7, AE-1-7
F3)-1,2,5 0 = wh -3 )-1-9 % oy & 3 {4 Gmmol)
B Z B (99.9% 15mD B Xk FH K K H A Y F-10C T i
HILH. BRE, WAL WETFATRA LR B £ K.
HTRUANBER IR RS W B8 6 # 3 Si0, % 1
M CRIB/FEGEDEL. FREALLE Y UNER &
B w W R & & W, % 3 210mg(M.p.149-150
T ;;M+*:283; 4.4 4 39),

| X5 37
A3-3-(2-Z A X T E H£)-1,2,5- — wh-4-3 ) wp wrr
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M 2-7Z § % 7z & (1.08g,12mmol) fu & »ﬂ:‘ &
(410mg,12mmol) gy £ K W & o % # & % m A 3-(3- & -
1,2,5-v — b -4-J )k vz (790mg,dmmol)ty £ K W & = w5 3%
M. FRERAUTERTHRHIAN, AAF U RS
RLBER, $LBETEFAL, G ELL Y.

B3-0G-(2-Z A £ TR E)1,2,5-0 = s -d-3£)-1- 9 3 wp wr 44
A

# 8 7 fg (0.5ml,9mmol) 2 3-(3-(2- 7, 4 # 7 & % )-
1,2,5-g = wp-4-F )t vz (dmmol) £ | B Gml) o oy 5B & 4y F
ERTHFII N, hFREAFAREFEARELLY
Staed@lE, 73 1.458092%).

C3-G-Q-Z R E T HE£)1,2,5 % = wh-4-3)-1,2,5,6-19 &
-I-F A E R

¥ 8 4 14 (350mg,9mmol) ju ) 3-3-R- 2. £ X 7 4
A )-1,2,5- — wp -4-F)-1- 0 3 opowr 44 G A
(1.45¢g,3.7mmol) i 7, B (99.9%,15ml) 3 5 F¥R RS
WT-I0CTRHIIG., ZAXE, ¥RLAWETFA TR
CRIBER. $TREANHEZR AU RAY S B €
BOIOLERN: ZRZB/FHEGD)E4. ik EL

W U EBRERE X EE P SRR, £ 3
640mg(M.p.153-156C ;M*:269; {4 4 40).

52 3 4 38
A3-C-2-TRHFE ZAH)-1,2,5- = wh-4- % )uy wx
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B 2-T £ % z 8 (1.06g9mmol) #« £ & 4
(310mg,9mmol) gy % & W 4 v % % % 0w A 3-(3-4,-1,2,5-
= o -d- 3 ) mz (590mg,3mmol) g F K W4 vk W K K. #
FEERANTERTHRH2AN, MAAXREL YRR
B, HLRETRIEL, BAFEAFALS Y.

B3-(3-(2-THEZAH)1,2,5-v — g -4-F)-1-w K opvg &5
XA

¥ g ¥ (0.5ml,9mmol) fn 3-(3-(2-T & £ 7 & £ )-
1,2,5-v — wp-4-4t )z Gmmo) E R AmD) b y B & 4 T
ERTHHISAY, BFRFRAPARBFTRAFELEY
AR KE, F321.07g(85%),

C.3-(3-(2-TE £ A #£)-1,2,5% = wk-4-3£)-1,2,5,6- 10 4
-l-E ke E R

¥ 3 4 4 (230mg,6mmol) Jn 3| 3-3-C-THEX Z &
H)-1,2,5-k =k -4-3)-1-F £ g% 44 R
(1.07g,2.5mmol) gy 7, M (99.9%.20mD) B A+ H H K p B &
HF-10CTHR#AIIR. ZXE, FERARUWET AT HA
LRIULEER. $TRHANBEZR AL ARARDER €
HSiIOL, % MA: zrg/FEMG))4E4. FFRFEL
A 8 L ER BB A W ETEEL., £ 3
490mg(M.p.152-153C ;MT:297; 4, 4 4 41),

5 3 #4139

A3-C-Q2-Q-THEEZEAE)THEE)-1,2,5-% — wp -4-3 )l
-3
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W2-Q2-TEEZHEX)Z & (1.46g,9mmol) Fu 4 f 4
(310mg,9mmol) iy X K W 4 ok W & & ¥ m A 3-3-4-1,2,5-
¥ =g -d- 2 )k g (S90mg,3mmol) iy A WH K WA K. #
FEREBREWTERTHRAIAN MAXFRREADA TR
XW, RILBETRAEZR, REFRGALEH.

B3-G-2-2-THREAZEHX)ZEE£)-1,2,5-% — wh-4-3)-1-
PEREERLY

# at F 35 (0.5ml,9mmol) a 3-(3-2-2-TH X Z &£ £)
7 & #E)-1,2,5- — g -4-F ) wp vz 3mmol) £ 75 B (Sml) b iy
REWTERTHBHISIK, HHEAERTAREFRER
Bt HtedREE.

C3-B-Q2-Q-TEHXEZEX)TLEFK)1,2,5- = wp-4-1)-
1,2,5,6- g -1-F E b F R &

¥ 3 4 14y (230mg,6mmol) ju 3 3-(3-(2-Q2-T A £ 7
EHIZEHE)L2S5-E —p-4-F)-1-F HEohvg &8 BiAY
(Bmmol) iy 7, 8 (99.9%,20mD B %+ F H K B R 4 4 F-10
CTHRHIIE. BERXRE, WEARWETATFALR LS
B, BTRUANAERHERA Y BHE 6 ¥ % (S0,
A /A 1)g4t. rRiFEMLEHRE
R KA D WEHPEESH, & 3 340mg(M.p.90-91
Ti;MT:341; 44 & 4y 42).

5% # 7 40

A3-3-2-Q-Z £ X T E X)L & £)-1,2,5-0 — wi-4-3 )
WE
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M2-Q-Z A £ ZAE) g (1.21gImmol) o £ {4 4
(310mg,9mmol) iy £ X W £ % % & & P fw A 3-(3-4,-1,2,5-
g —owk-4-3) e (SI0mg3mmol )y E A WE R HH K. ¥
REREGY TERTRHA2AN . IAXF KRG DRACE
W, oA TRIEZR, RAFRFALSH.

B.3-3-Q2-(2-Z A X ZAX)LHE£)-1,2,5-% — wp-4-3)-1-
A e A

¥ w ¥ g (0.5mL9mmol)fu 3-(3-(2-(2-Z. & # 7 & )
A #)-1,2,5-0 — vk -4- 5 )t v Smmol) 7 77 8 (Sml) o i
RAHTEETHHIIAY, IHFREATREHIRAR
At rtedrik .

C3-3-2-2-7. 8 £ Z A HE)TL £ &£)-1,2,5-% — wk-4-3t)-
1,2,5,6-m g -1-F E ke TR &

¥ 4 {4 (230mg,6mmol) ju 3| 3-(3-(2-(2-Z. & ¥ ¢
ARV EFE)L2,5- g —w-4-FE)-1-F ok w 4 B4
(3mmol) gy 7, B (99.9%,20m1) ¥ % % 3% ¥ K 5 % & % F-10
CTHRBISG. XEXE, HEAAYBETAFHACRTLH
X, BT RWAEWHEERZ AR ALY £ 8 € % Si02,
ARA: ZBRE/FEM@GD)4L. FEFELAHUE
BREFABARERPESE, & 3 290mg(M.p.115-116
€ 3Mt:i313: fh A #43),

% i #] 41
A3-(3-(4-w g we T 4£)-1,2,5- — v -4- 3 )k vg
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#3-(3-4-1,2,5-w — wh-4-3 )} 5z (10.80g,4mmol) fn
4- v # wg vg (1.96g,20mmol) iy DMF(10ml) 3 3 F100C F
3N, BEXE, AARKRG P WAKFRIBER. ¥
EHAFATROANHEER, ZRUELEEEHGIOLER
Fl: ZRZB/ZAFRQA2))E 4. FF: 0.82(77%),

B.3-(3-(4- 7 £ i vg F 3 )-1,2,5-% — v -4-4)-1- % I oy vz 44
]

# 8 ¥ g (0.5ml,8mmol) fn 3-(3-(4- W & wg v F 3t )-
1,2,5-% — wp~4-4 )ulk v (0.8g,3.1mmol) 7 B (Sml) b 55 3
AHTEETHHIS Y, BFEAFRFAREFREFA
o4& 4 2 d 8 &% 2 1.14g(92%),

C.3-(3-(4-9 X kg F #£)-1,2,5- — wk-4-3)-1,2,5,6-11 &
-l-W o E R Y

B 4 4y (270mg,Tmmol) jp 3| 3-(3-(4- W X o wE F
#)-1,2,5-vf = wk -4-3)-1-0 & o g 45 C N
(1.14g,2.8mmol) gy 7, (99.9% 20mD) B #H = H ¥ K B B A&
HT-I0CTFHERFIIR., ZRE, RERARKYETAFFHA
LBRILGEER. RTRWAHIBEX B AR DL E 6 ¥
IO, HA: R/ FEMIEL. FFEAFAL
e N EBREFABEEHEREEZE RSB, & 2
450mg(M.p.106-107C ;M+:278; {1, & 4y 44).

5L 3 B 42
A.3-(3-vm g 48 -1,2,5-m — wh -4- 3 ) olp wy
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_ :{@3-(3-5{-1,2,5-% - @-4-%)% PE (0.59g,3mmol)q’=g wg,
ok (1.3g,15mmol) gy DMF(Sml)iﬁ;‘ﬁ—'j‘— 100C F fu # 3/ Bt .
EEE, HRAM P MAKERACHER. #4535 TH
WANBER, RAYSH 6B GOLERMN BT
y‘g/;ﬁEﬁﬁ(l:l))@E{t, P& 0.68g(91%),

B.3-(3-v% ok 4K -1,2,5-1 — v -4-H)-1-W e sy s L H

¥ gt B 3 (0.5mL,8mmol)fu 3-(3-vg o) % -1,2,5- — wh -
4-E ) vz (680mg,2.7Tmmo) E I W Sm) P R & # T %
BTHALISAN, BRREATARBARFRECA YD H
23Rk E.FE1.08094%),

C.3-(3-v% v % -1,2,5-0F — wh -4-3)-1,2,5,6-p9 & -1- ¥ 3
EE R H

¥ 8 4 1 4 (380mg,10mmol) fp | 3-(3-v7 o £ -1,2,5-
= -4-3E)-1-9 Gk 4 Bk {b 4 (1.53g,39mmol)yy 7,
BO99%3ImDE K P HA R RERAH F-10C T H #4145
i, ARG, REZASAUWAEATAP AR R IBER. T
ﬁaé%lﬁﬁlﬂfﬁ%i%%ﬁ%%ﬁéﬁﬁ%%(smz,%mm: I
Rog/vRE))4gh. FEARBEALL D UERE R X &
HWEH e & EE, £23470mg(M.p.177-178C ;M™*:266; 4 4
i 45).

5 3 1 43
A3-C-BE R H£-1.2,5- — w43 ) e
¥ 3-(3-4,-1,2,5-% — wh-4-3t ) wp vz (0.59g,3mmol)fn
# B (1.52g,15mmol) g DMSO(Sml) 3 7 F100C T #m 3 48
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MM, ERE, ARABTBAKERCRER. A
WAENERKTRIAR, BAFRAREALY.

B3-3-g £ A X-1,2,5- — wk-4-3L)-1-9 3 op v 44 it fh 4

¥k B (0.6ml,9.6mmol)5ﬁu 3-(3-¢, & & #-1,2,5-%
Zw-4-H ) G 2mmo) A HF R CmD b R A& 4 F X B
THR ISP FE XK.

C.3-(3-g £ 4 %£-1,2,5-% — wh-4-3)-1,2,5,6-p7 4 -1-w 3
Wf, v BB &

# 8 4 4 (380mg,10mmol) jm 2| 3-(3- ¢ # & X -
1,2,5-0 — o -4-3)-1-% F wh vz 4 B4 (4.2mmol) gy 7,
BO99%25m)E H b AR RKBERAE Y TF-10C FTH 1A
., ZE2E, $RAYAETATHHA IR IBER. ¥ T
BHOAENBELARRL YL B 6 ECIOLEMA: T
RUB/FEMGI)EL. FEFAELCAYUEREF A S
HEHEE Y, £25490mg(M.p.102-103C;M*:280;: 4 &
4y 46).

5L 3 f1 44

A3-3-ma £-1,2,5- — b -4-F )uf v

FEBTFI05 4 A4 4% 4 (220mg,3mmol) ju A 3
3-(3- 4 -1,2,5- % — wp -4- 3 ) wp g (0.59g,3mmol) @
DMFQ20mI) 3 3 & . w A% B 47 (1.24g,9mmol)fn 2t &% 7 3¢
(0.76g,4.5mmol), ¥ R B R AH TERTHRAINH. v
ARFKRBREYRACRER, RAEFBTHHETEFAL
K, REFRFALEY, 7% H89%(0.63g),
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B3-3-F g #-1,2,5- — w-4-3)-1-5 b v 4 st b 4

¥ b @ B (0.5ml,8mmol)Fu 3-(3-55 5 & -1,2,5-w — wh -
4-F ) vz (0.63g,2.6mmo ) F HFWHCm)b B AW T EHR
THRB$ISHAHFER.

C.3-(3-7 i 4 -1,2,5-% — v -4-3£)-1,2,5,6- 9 4 -1- i & uf
e E B |

¥ 4 4 (200mg,Smmol) jp 3| 3-3-% woat-1,2,5-u
ok -4-30)-1-8 ok e 4y gt 4 (2.6mmol) iy 7, B
(99.9%,I5Sm)E F F B R ERAEY T-10C TH#F 1A
. ZXE, HRRYAETAKIHFA LR IEER. ¥ T
BHANBEERFA R RGP EEE B ECIO0L%H[1A: T
BRLE/FPBGDEL. FRARALSCHUNERED R Y
HE kW, 483 310mg(M.p.138-139C ;M *:255; {4
# 47).

5 3 # 45

A3-(3-T 5 £ -1,2,5-0 — wh -d-F )i ¢

TERTH#H 4w 44 0.5g,68mmol)jm \ 7 3-(3-4 -
1,2,5-w — wk-4-3 )} vy (0.5g,2.5mmol) gy DMF(20ml) # #%
PHURBERAHHEFI0L 4. A% R HF(28,14.5mmol)
gt R T R (AmL8Smmo) 3 ¥ K i R & 4 H & # 104
. mAARCIMDIRHZBRER, ¥E6FKT8BT RN
AR, REApRHALE Y, 7 F:0.6g,

B3-(3-T g #£-1,2,5-s — s -4-F)-1-W H b e & sk L 4
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# % ¥ % (AmL,15mmol) ju A 23-(3-T 5 % -1,2,5-5% =
h-4- 45 ) o o (0.68,2.3mmol) s kMK B R4 4 T %
BTRBBAHHEL. |

C.3-(3-7 o # -1,2,5-% — wk-4-#)-1,2,5,6- 5 & -1-F 4 wy
e OB 3

¥ 5 4 14 (250mg,6.2mmol) iy 7 3-(3- T 5 &£ -1,2,5-
oo -d-2)-1-F Hup v & A4 2. 3mmol) iy 7, B
(99.9%20mDEF H U RERAEH TFOC FTH L.
ERE, REARUWETAPFHALRIBER. K THY
ANRERARARARDEREEEZCIOLERA: 2R
M/FB@EI)EL. FREALADYUNEREB A b AW
oA E 0, 4% 2 300mg(M.p.148-150C ;M*T:269; {1 A 4
48).

% % #1 46
A3-(3-F 5 %-1,2,5- = ok -4- 2 ) %

FEETH A% &4 (0.52,6.8mmol) jp A\ 3 3-(3-4 -
1,2,5-u¢ — wip-4-3 ) e} wr (0.5g,2.5mmol) gy DMF(20ml) # 3%
FHAREERNE RS HHEFAI0L 4. v A% B 4(2g,14.5mmol)
frat g g (ImL1Smmo) ¥ R B R4 W AR 100 4. M
AXRGCOmDFERZRER, $6FHIRETFHRIFEAR,
REKRAGFEMLEH, - E:0.5g,

B3-G-Fag-1,2,5- —wh-4-R)-1-F L kg & s L B

57



------

# 9 F g (ImL,15Smmol) u A 5] 3-(3- 1 g% 4 -1,2,5-8 —
@-4-%\)% e (0.5g,23mmo) Ak H B E N BLYW T X
BTHHESBIHIFER.

C.3-(3-9 g £ -1,2,5- — v -4-3£)-1,2,5,6-p7 4 -1-8 3wy
wE ¥ % 3

¥ 9 4 44 (250mg,6.2mmol) p 3| 3-(3- ¥ 5 & -1,2,5-
i owk =430 )-1-0 JbodhmE 4 B 4 (2.3mmol) iy 7, B
(99.9%20mD)E FH F H KK B RAY TOC FH 1B,
ARE, RARYETAYTHA LR IEER. ¥ THW
ANHERKAKZA LB B ECI02LE0A: 2R
R/ EB(IEL. FRGFELSWUNERER A W H
Mg H o, 48 3 300mg(M.p.169-170C sM1T:227; {h &
49),

5 B 47

Aca -5 R-3-nhrg X 7 B

¥ 3-wtowe K 7 B (47.22,400mmol) 3 F K & 1t 4
(16g,400mmol) py ¥ B (100mD B s . B L & T & B &
(33.2g,480mmol) ¢ & (20mI)fr & 8 (20m) 3% 3 7 v 3%k %
BROA2.8mD)f A COMD W A ZH L EH B FrE, FTOCTH#
HANEI- e X HEERP. AR BRAH TOC FTH#
Ihet, dREKENEY. BHRARDAEI>EF & 5% %,
BEFrEEY, FRT0%(41.1g), MT: 147,

Bia-fg-3-ie £ BEAENT
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# oo -f7 B -3-v R 2 7 B (41.0g,279mmol), BB & B
# (21.5g,310mmol) 51 7. & 4 (50.8¢,620mmol) % 7, @
(99.9%,500mD b W R A HERINK. AHE, TEUE

NEBFTER, FRIRGECAEFTEF YR LBSB
(85g,168%): Mt: 180,

C.3-(3-4 % -1,2,5-0% = wh-d- 4 ) uy v
Ba-FEIURECHRALEFHEGCOMEE 4o
) FAERZBREBERSOAN. MAAFBERY, FpHE
REFAN. KMRALRERAB LA N ZRETE, #
LEMAER, BHSSOMgE R E /LY MT: 162,

D.3-(3-% #-1.2,5-0% —wh-4-2)-1-F Rt & sk b 4

B 3-(3- £ &% -1,2,5- ng = W -d- 3t ) Wy e
(870mg,5.3mmol) iy 7% B (20ml) % % & v A 8t ¥ 4 (990 4
Libmmo) R # R p RA4W FER TR L, AR YR
PR A A Yo 2ot Rk £ (1.12,69%),

E.3-(3-8 3 -1,2,5-0% — wh-4-3)-1,2,5,6-7 4 -1- 5 3 wf wx
L&

TFOC %4 £ 4 4 (262mg,6.9mmol) i 3| 3-(3- &, % -
1,2,5-0% = wk-4-3£)-1- 50 3t wf oy 44 g 41, 4 (1.05¢,3.45mmol)
WEBEGIMDEF ., 15545, mAARM@ImDEH R &
WRTBER. HZRETHR. AX*28e¥s A0
Al: ZHRZW:FEQIGEL. AEBRBERET L, &
3| 310mg(50%) pr i 4% & 1h 4 4 (M.p.181-183C ;M*:180;
ft & 47 50).
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5 3 1 48
A3-(3-Z B A #-1,2,5-58 = wk-4- 4t )y wr
EFRE-3- P HALF B .52 £ 5 @ (49g)
FL00CT FH#I8 M. AHFEEHEE, ZBHmANE K
(25%), EpH>9, it W& 7x. HREDETAFR-
AFPRFER, BHANBTFRIEL, B2430meprsirm
& 4. :

B3-(3-Z B A 412,508 — sh-d-2)-1- 9 3 p oy 48 s 4
#y

¥ w8 o (450 1,7.2mmol) ju A 7 3-3-72 & £ 3 -
1,2,5 - u% = wk-4- 3 ) g w¢ (490mg,2.4mmol) B OB R
T, WRBEREWFERTHLISNM 3+ 4 8 0k & 9 5 .
FFR: 640mg(77%),

C3-3-z.® & #-1,2,5-2 — g -4-3)-1,2,5,6-p £ -1- : 4
e BB

TFOCT ¥, 8 &4 144 (140mg,3.7mmol) 4 B3-G-728 4
£-1,2,5- 0% — w440 )-1- 9 3 o wr 44 C A/
(640mg,1.85mmol) y & B (15ml) ¥ 5% o . 15485, dm A
AQOMDAR R B RAHH LRER. HA%% 84T

BIFER. REBR B WH B 5%, 7% 2| 140mg By # 4% & 1k,
4 4 (M.p.180-184C ;M*:222; 4 A 4 51),

53 49
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A.3-(1,2,5-u® — o -3-3 ) we F03-(3-4-1,2,5- L~ wh-4-
£ ) vg

FOCT B 3-G- £ % -1,2,5- 08 o 4- % ) wy wy
(1.0g,6.2mmol) gy 1k B % (16ml)fu 3k % % (5:2mD) & #% o= m
)\CuC12(938mg,7mmol);ﬁ1ﬁ—if:_(lOOmg)_ 10 4 5, FS5
CTTHmERRH83mg,7Tmmol)py X BmD% . % K &
Be W TFSCTREF3I0N 4, A4 ELH KB KRN,
EPHER K, RAHHALBER. $ZRETHREER,
BAKAGACEHH R LY. 2484683 6O, % B
A: CRLEIHE, H2230mgfr R &y, BEAKE L
fOOmgfr R ABMR =%, BAZET.

B.3-(3-4-1,2,5-v% — wk-d-20)-1-9 S o vz 4 88 11 4y

%8 ¥ g (ImlL,15mmol) ju A 3| 3-(3-4,-1,2,5- 0% — k-
4-E) g Q30mg 1. 2mmo )y AR Y, ¥RARLE Y
TERTHHIBIARAXRRAGTEFECL Y.

C.3-(3-§‘-1,2,5-E%:%'4'5)'1,2,5,54@ ﬁ-l-?’%uﬂ;"iﬁ
®i |

FO0TC % 8 4 1 44 (119mg,3.2mmol)7§p 7 3-(3-4,-1,2,5-
B ok -4-3)-1- 0 3 vk e 45 Bt fb 4 (1.2mmol) iy ¥ 8 (Sml)
%ﬁ¢.wﬁ#5,mA#%%ﬁ%%maﬁiﬁ.ﬁ;
BETRIER. FEBR B RE M EA AR TES
- ff%glj60mgﬁ)fgf_ﬁcﬂ{t%%(M.p.126-l29'c;M+:198$u
200; 4k & 4p52),

5% % # S0
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A.3-(1,2,5-0% — wh-3-3)-1- 5 3 uh o & gk {1 2

# 3 F gz (ImL,15mmol) fu A\ 2 3-(1,2,5- 5% = wh-3-3 )
 rg (430mg,2.9mmol) gy 5 B 20mD) 3 % o, # B R A
TEBRTHRHISIE, FRAY B FEAAR AR N o
RUEFRFELASY, *%£82%(700mg),

B.3-(1,2,5-0% — uwk-3-3)-1,2,5,6-p9 4 -1 3 o wr # g %
FOC # # 4 4 4 (168mg,4.4mmol) 4y 5 3-(1,2,5- o
= oWk -3-3)-1-F 3 ok vk 45 9 4k 4 (640mg,2.2mmol) gy i
(ASmbfok CmDa g, 15088, mAAERRA 4
LRER. #E4ANLRETEFLAL, AAWNER S

WP AGREENLE, S210mgg k844N
(M.p.238-240C 4 #£;M*:165; 4, 4 45 53).

5% 3 51
A3-(3-8 H £-1,2,5- o — sk -d-4 oy wr
% 43 (100mg,4.3mmol) gy 1- & 8 (10ml) 3% 5% o 4 A 3-
(3-4-1,2,5- o — wk-4-3 ) w2 (180mg,1mmol), % 35 & 4
FCTHRHISIAHFER. $RAWETATHA LR
EFR, Ao tN AN TRIZL, BAFLRKRELL Y.

B3-G-R&£-1,2,5- o8 —wh-4-3)-1-% - mr 48 gk 4
o

4@@{1E|3ﬁ(lml,lSmmol);ﬁ:Ii-(&E‘ﬁ‘g-lﬂ,s-tﬂ,\% = owg-
4-F ) g (Immol) 75 75 B (Sml) s 4y 58 & 4 F 5 8 T 4 2
18 e, REFRFHELLY.
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C.3-(3-¢ 4 #£-1,2,5- 5% = wh -4-3£)-1,2,5,6-17 4 -1- ¥ 4 ny
W E R

¥ 8 4t 4 (Tomg,2mmol) ju 5 3-(3-¢, £ % -1,2,5- 0%
Zop-d-E)-1- R -dh e 4 Bt 4 (Immol) gy ¥ 8 (Smi) 3
P HFEREREH TOCTHRBISHS. ZXE, ¥R
RYFTATHRACBRER. ¥ TRNANHER ISR
AP L2EEERGCIOLERA: ZRZE/WHG:1))4 4.

FABRER D UERED XA B WHT LS Y, #3
60mg(M.p.143-147C ;M*+:265; {1, & 4 54).

5 3 # 52
A3-(3-TH#£-1,2,5-5% — wh-4-3 ) oy vz
44 (150mg,6.5mmol) gy 1- T & (Sml) # % im A 3-(3-
A4-1,2,5-0% — s -4-3 )up w2 (350mg,1.9mmol), ¥ELYTF
ST TFHHAZARFER. WRAWETAFFH B %
B, #aXWANBETRIEZR, FARRFELL Y.

B.3-(3-T 4 -1,2,5- 58 = wh-d-4)-1- £ ot 48 24 40 4

# 8 ¥ g (ImL15mmol)fn 3-(3-T 4 % -1,2,5- o& —
- ) (1.9mmol) E W M(I0mD sk B4 4 T2 8 F#
EILVNCES &8

C.3-(3-7 4 #£-1,2,5-0% = g -4-%)-1,2,5,6- 7 4 -1- ¥ 3w}
R

¥ 9 4 b 4 (148mg,3.8mmol) u 3 3-(3- T 4 & -1,2,5-

0% Zw-d-E)-l-w Ao 4 By Immolp g
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QImDE R FHHRBERAHTOC FHRMISH 4. %2
F. #ARAMBETATHALRER. HTRUANEE
RARARRYEHE B CIO2LAMAN: ZRog/FE
GG, FRFHEL YU ERED RN TR 2 5
H, %2 120mg(M.p.132-135¢C ;M+:237; 1. & # 55).

% 3 4 53

A.3-(3-(3-¢ A H)-1,2,5-0% — wp-4-3 ) e

W 3- g # -1- (980mg,10mmol) #u 4 1t #
(240mg, 10mmol) ¢y £ A W 4 ok % % A F o A 3-(3- 4 -
1,2,5- 0% — wk -4- 3 ) oy g (450mg,2.5mmol) gy % AW E %k
B WRERA W TFERTRHELMN, mAAF 4R A
WRZRER, HLRATRAER, BAFRERLE
4.

B3-(3-G-T A £)1,25-58 = wh-d-3)-1-9 % - ok 44
Bt e 4

¥ a8 (1.5ml,22mmol)5ﬁn 3-(3-3-g A H)-1,2,5-4
1 _'1@-4-%)%%(Z.Smmol);ggp,‘jm(ZOml)r}:Wjﬁé%—}
En THHISIHIER, BAHERFELL Y.

C.3-(3-(3-2 ph £ £)-1,2,5-0% = ok -4-3)-1,2,5,6- 1 4 -1- ¢
At TR

¥ @444 (A90mg,Smmol) jw 3] 3-(3-(3- ¢, 3 4 & )-
1,2,5- 0% — wp-4-3)-1- 7 3 oz 4 8k 4 4 (2.5mmol) gy 7
BOIMDE R A URBEREHTOC TREISH &, £ 2
B, HARRUBFETAFARCBRER. # FR WA HM
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EEANBRRYZ2HEEEECI0L,%HH: R E/¥E
(@I t. FRFACC YU ERER X B AR+ & 5
d, #350mg(M.p.159-161C ;M™*:261; {4 4 56).

53 1 S4

3-3- % #-1,2,5-w — wk -4-3)-1,2,5,6- 10 £ -1- 7 3 v}, wg 44
TFRA

F0C g 3-(3-4,-1,2,5-w — wk-4-3)-1,2,5,6-p1 g-1-9
3t o e (450mg,1.5mmol) gy 1 & ok i 20m1) 3 3% & £ 18 M
MANREERALCEASmMmo ) WE XA AA. AL RLAY
B0 ¢k, FwAAxQ@Oml), FH R 783 x 100ml)k
BAKRTRNILBHER. ZBRHYUEREVABFEH P
%W, B 2300mg(58%), gy EL G, & 7
125mg(24%) fir & # % 1L 4 4 (M.p.156-157C ;M™:251; 4,
& 4 S7).

£ ¥ 4 55

3-(3-p £ -1,2,5- 8 — wk -4- 1 )-1,2,5,6- 1 4 -1- W 3 wp v¥ 44
LR

FO0T 17 3-(3-4,-1,2,5- — wh-4-3)-1,2,5,6-p7 & -1- &
# g v (450mg,1.5mmol) g 1 & vk (20mI) 5 3 b 4 B M4
mMAEEAASEASmmo)y W E G HAK. B REBE R H
BHI10H 4, EmAAQOMD, FiH 783 x 100ml)%
BARTRUWIRHAR. RAYBULREB AL EE
£ B % 7 400mg(73%)(M.p.151-152C ;M+:274; e
& 4 58),
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,, 5 7 #] 56

3-(3-(5- ol ﬁ' g)-l,Z,S-% = %“‘LE )'1’2’5’6'@ i-l-EF % wf,
BB '

FOCT [93-(3-4-1,2,5-% = w -4-3)-1,2,5,6- 19 & -1-
3 vk wg (450mg,1.5mmol) gy 1 & wk v (20ml) 3 3% & £ 12 H
MAS-EHRERASEASmmo) Iy WA kAR, WREE R
AW BEFLI0L 4, FAAQOmI), =4 A 7, & (3> 100ml)
ERFAFTRNZIBEER. A2 586 # %602, %
BRA: zRm/FR G444, Bt huEr
ARG ERE LR Y, % 35340mg(76%)(M.p.113-115
T ;M7T:263; {4 #59).

5 3% 7 S7

3-(3-3 X -1,2,5-4 — wg-4-3)-1,2,5,6- 19 4, -1- @ Z wp sk 44
TgH

FO0C m3-(3-4-1,2,5-% — wh-4-3)-1,2,5,6-pg g -1- ¥
ot g (450mg,1.5mmol) By 1 & sk W 20mD ¥ 7% o 2 8 H
mAEERALASmmol)y WH Gk HER. FEB RS Y
#1094, FmAKXKQCOmMmD), =4 H 728G x100ml)zx
BARTHOILRBER. ReH B8 €% % GiO %K
fl: zR /' Fg@GI)L4. FAGFELA W UNER S
HABWEEHEPEEE, & 3 430mg(75%)(M.p.157-158
T ;M7T:293; {4 4 60),

5 36 7 58

3-(3-F T H-1,2,5-8 = v -4-%)-1,2,5,6- 10 & -1- 7 3 wk o 4
g 8
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FOT i 3-(3-4-1,2,5-w — wp -4-3)-1,2,5,6- 4 -1- &
3t v v (300’mg,1.5mmol)a§ WEvkwg (20ml) & 7% o £ 8 W
MARTERAGEOASmmo)W WE R WERXR. B RE N R L
M 1004, A AQROml), =4 K 7 & (3 x 100ml)
ERAB TR LRBREER. R4 WL 4 € # % G102, %
BA: ZBRZE/PEG1))Ea4. FFIRrFALAHYUER
EHABTETESE, &2 350mg(76%)(M.p.148-149
T ;M*:237; {4 #61),

% # #) 59

3-3-% wy ¥ & -1,2,5-w¢ — wp-4-3)-1,2,5,6-py 4 -1-" 3
R ER R

FO0C 1w 3-(3-4-1,2,5-m — wp-4-3)-1,2,5,6-p5 4 -1-&
o vz (300mg,1.4mmol) iy py 4 vk v (20ml) 35 7 & £ 8 H
MAFFRERAGEASmmo ) WAk EX. KR M B
AP0 4, F A AQOml), 4 K Z &G x 100ml)
ERIKBTROACBHEAER. RAPW L4 6 3# %S0, %
BA: zRewm/F8@:1)ad4. FdFALEG D UER
EHRXABAHFTELEE Y, 4 7 380mg(83%)(M.p.147-148
T ;M+:235; 44 4 62),

5 # 4] 60
3-(3-w #£-1,2,5-1 — wp -4-3)-1,2,5,6- 10 4 -1- 5 X o w2 44
e
FOC f73-(3-4,-1,2,5-5 — wp-4-3)-1,2,5,6- 1w 4 -1- §
I ol v (450mg,1.5mmol) gy 17 4 5% w5 (20mI) 35 7% ¥ 4 18 M
MAFERABEASmme) W E kAR FRERBAY
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HHI05 4, FmAKQImM), =45 2 8Gx100mh)x
BIHTROLBAEL. ZRAHYUEREB A b ®W
8, & 5350mg(75%)(M.p.141-142C ;M+:223; 4 A
4 63)., |

5 3k ] 61

A3-(3-F 5 #£-1,2,5-8 — wit-4-3E ) m wr

FERT3I0OL 4 A # 4% 14 (0.25g,3.3mmol) ju A
F 3-(3- 4 -1,2,5-% — wt -4- H ) wp w¢ (0.59¢,3mmol) g
DMFQOmDE 3 A ¥ KM R4 BI040 4. WAHKBR
49 (1.24g,9mmol)fn 1-32 % 3= £ (0.80ml,4.Smmol) 3 % K B
BAWEHRBIOSH. A AGIMDE R ZBER, ¥4
FWMIEHMBTRIEZLR, BEIFREALLY.

B3-(3-Fm#&£-1,2,5- — ke -4-K)-1-w At sp g &5 Bt L 4

Eo g ;- (0.5m1,7.5mmol)jm A F 3-(3-¥ w i -1,2,5-
o4 )k CGmmo ) W BE R T HB RN RLAY T E
BTSSR FEL.

C.3-(3-F g ££-1,2,5-v — wp -4-3)-1,2,5,6-py & -1- ¥ & oy
HEBRH

¥ 8 4 144 (270mg,7mmol) jp 7| 3-(3-3F 5 ¥X-1,2,5-w
ok -4-30)-1-w Joh v 45 B f4 CGmmoel) gy 7, B
(99.9%20mD)E FFHHFRERBRAH TFOCTH AL, .
BAE. REARYBETATHAALRIBER. #THY
AIBEAZFRABRRYEEEEEZGCIOLERHA: ZRT
B/ FEGI)EA. FREFELMADUEREE A T H
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# 72 7 400mg(M.p.121-122 ¢ ;M+:325. A
rELE, & ; e

| 5E 1% i 62
A3-3-7, % #-1,2,5-0 = wk-4-3 ) wp v

FE B T304 4 W # 4% 14 (0.25¢,3.3mmol) ju A
B 3-(3- 4 -1,2,5- % = w -4- 4 ) Wy wg (0.59g,3mmol) gy
DMFQOmDEF AR E R A B H3I00 4. mAZR
& (1.24g,9mmol)fo gk 7, g7 (0.36mL,4.5mmol) 3t % K & & 4
WMERBIOL . mAACHDERZRER, #44H
LRMTEREAER, REAFRFAEALEY.

B.3-(3- 2,9 2 -1,2,5- % = sk -4-3)-1-7 4 v ok 44 o8

:H' m EF ﬁ (0.5m1,7.5mm01);bu A glj 3"(3' Z %‘ % -1,2,5-
o) Cmmel AR R B EARBEL Y T E
BTRHIBIHIFER.

C.3-(3-7Z. % #£-1,2,5-m — wh-4-3)-1,2,5,6-p7 &, -1- 9 & wy
W E R &

¥ A4 Q70mg, Tmmol) jp 5| 3-(3-7, 5 % -1,2,5-%
Zowk-4-3)-1-F Jt ok 44 gtk 4 Gmmol) iy 7, 8
(99.9%20mD)E FH R UKL B AW FOC TR, .
BEE, REARYETAYHA LR IBEFER. HTHRH
FHHERAARRAYEEEEEGCIOLERA: 2R T
M/IFE@EGD)EL. FEAFEMA YU ER LAY RN BT H
AR Y, £ 5 490mg(M.p.145-146 C ;M*:241; {1 A& #
65).
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% 3 4 63

A3-G-R-1,2,5 8 = wk-4-3 np g

TE&RT30L 4 A # 4% 44 (0.25g,3.3mmol) ju A
7 3-(3- 4 -1,2,5- g = wh -4- ) W vg (0.59g,3mmol) 0]
DMFCOmDE X # R A B HH #3054, wAg R
4 (1.24g,9mmol);ﬁz HA R K (700mg,4.5mmol);{: ¥ B BB
EHERFI0L 4. mMAKAGCMDFH B ER, £ o3
MIBHATEREFER, FaREEELLGY.

B.3-(3- R 5t #-1,2,5-w — wh-4-30)-1- 19 3 o w2 4 gk 40 oY

¥ 8 W g (0.5ml,7.5mmol) ;u A 2| 3-(3- & 5 % -1,2,5-
o) CQmmo ) E R P FH AN R AW T %
BT HHASHEFE K.

C3-(3- % s #£-1,2,5-m¢ — wp -4-3)-1,2,5,6-1 g -1- 8 3
wE B

¥ 9 4 4 (300mg,.8mmol) jy 5 3-(3- K % #-1,2,5-w¢
o4 )-1-F Ko 4 Bt 4 Gmmol) gy 7, B
(99.9%,20m)35 3 b S 44 K B B4 FOC FHRELN K.
ARE, PARUETAFHRACRIBER. $T5HY
ANHERFAH RS DS HEEEGCIOLERA: 2R T
MFB@INGL. FEGFENL U EREB A B W W

R Y, 3 430mg(M.p.136-138C ;M+:283; 4y A #
66).

5 # f 64
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A3-(3-7, g £-1,2,5-v — ek -4-H e vy

TE&R T304 A% & 4 (0.25g,3.3mmol) ju A
7 3-3- 4 -1,2,5- & — wk -4- 3 ) v wg (0.59g,3mmol)
DMFQOmDEHX F H U KRB R W R0 4. mARR
41 (1..24g,9mmol);’ﬁz BACE0.63mlL,4.5mmol) 3t % K B &
AW ERFI0L &, mAAXGCHMDF R ZRER, #463#
WIRHTRARR, BAFRFALEH.

B.3-(3-8 g & -1,2,5-2 = wh-4-38)-1- 1 4 o v 43 2k 4k 4y

¥ 3 g (Iml,1Smmol) jm A 2] 3-(3- 2 5 #%-1,2,5-% =
- )b Cmmo) W E AT HABRERLA D TERT
HHIBAHFER.

C.3-(3-2 5 #£-1,2,5-w¢ — wp-4-3)-1,2,5,6-9 & -1- 2
% E R

% 4 1 4 (230mg,6mmol) fu B 3-(3- 2, 5 & -1,2,5-8
oA )-1-F oo 4 B 4 Gmmol) gy 7, B
(99.9%,20mI)3 3 F 3 K BB A% FOC T H #1400,
KRG, HRAWRTATFIALRCHER. HTRHE
ANMARABRAW S EEREGCIOLERN: 2R T

R/FBEGDER. FRFELA D UNEREB A DA W
o4 Bl , & 3 350mg(M.p.126-127C ;M*T:297; 4y 4 #
67),

5 3 #] 65
A3-(3-(5-/ & Ko 3)-1,2,5-0 — w-4- 3 ) v v
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FERT3I004 W H A5 4HO0.2583.3mmol)ju A
3 3-(3- 4 -1,2,5- % — whk -4- ) ap » (0.59g,3mmol) o]
DMFQOmDE R w A RN R A PR E302 4. mABB
4 (1.24g,9mmol) Fr 6- 8 £ ¢ 5 (0.80g,4.5mmol) 3t 3% K &
REPHERB24b0. mMAAGCMDERZBER, #4
AWM ILBETRIFEZR, RAFRFECE Y.

B.3-(3-(5- 4 3£ % 5 £ )-1,2,5- o = wh -4- 3 )-1- 19 3wy vz 44
w A

¥ 3 F g (ImL,1Smmol) jm X\ 2] 3-3-(5-4 % & % #£)-
1,2,5-v — - 4-Z) g CmmoD  HHARAF F R B B
EMTERTHHO0IHFER.

C.3-(3-(5-4 3 K 5 #£)-1,2,5- — wp-4-3)-1,2,5,6-p9 4, -1-
WAk kv R 3

# 8 4 . 4 (290mg,7.5mmol) jm 7 3-(3-(5-§ # X %
#)-1,2,5-vk —wh-4-2)-1-F X hwe 48 # {4 Gmmol) gy
LEOII%20mDE RS FERERA Y T-10C T H 41
M. ERE, BEAAYETAYIFAIRZIBEER. #
TROAVNHEERAAB R B H € # % (Si02, % | Al :
LBRuw/PB@))E4. FREALA YU ERREE R
HMAEEYE &N, & 5410mg; M.p.139-140C ; 1, & 4y 68,

MEAMAN T, AEENEEs WA TAL
.

3-(3-G-H H o #)-1,2,5- — wh-4-3)-1,2,5,6-p9 & -1-
W M B %, M.p.136-138C; 444 469,
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3-(3-G-R £ s £)-1,2,5-% — m-4-%)-1,2,5,6- &
-l-w e F R, M.p.117.5-118TC; 4k 4 470,
3-(3-C-x X wm #£)-1,2,5-5 = i -4-3£)-1,2,5,6- 10 4,
-1-g v BE 3, M.p.110-110.5C; {4 # 71,
3-B-(2-FX % T #£)-1,2,5- — e -4-3)-1,2,5,6- 9
g -1- ey B Eh & M.p.125.5-1267C; {14 4 72.
3-(3-(4-4 £ T 5 #£)-1,2,5- % — wp -4-%)-1,2,5,6-15 &
-1-9 St B gk 3 ; M.p.127-127.5C; {4 # 73,
3-(3-(8-# 3 3 55 £)-1,2,5-8 — wh-4-3)-1,2,5,6-17 &
1o Shp e BOES 3, M.p.112.5-113.5C; {4 4 4 74,
3-(3-(4-4 T o #£)-1,2,5-0 — wk-4-3£)-1,2,5,6-19 & -1-
R ERSE; M.p.136-137C; {4475,
3-G-(4,4-— -(4-F X E)- T #£)-1,2,5-% = wh-4-3t)-
1,2,5,6-10 4, -1-9 £ vz B § % ; M.p.117.5-118C; 4 &
i 76,
3-(3-(2-(1,3-— & K 3 -2-%)- 7. % #£)-1,2,5-w — vg -4-
#£)-1,2,56-mwH-1-F X ihg BB 3 ; Mp.117-118¢C; 4
& 477
3-3-(4-F £ ¥ p 3)-1,2,5-8 — ¢ -4-3)-1,2,5,6- 5
A-1-F ke EmAp; Mp.138-140C; {4 478,
3-3-C-X E 7w #£)-1,2,5- — w-4-3)-1,2,5,6- 11 g
-1-wW K b R M.p.155-1567C; 14 4 79.
3-3-(4-R ¥ g #£)-1,2,5-8% — wh-4-3)-1,2,5,6-p7 &
Sl-w e whw E o H; M.p.139-1407C; fh 4 4 80,
3-(3-(4-9 # ¥ 5 3#)-1,2,5-0 — W -4- 3 )-1,2,5,6- 1
A-1-F g Emgi; Mp.162-165C; 1 4 481,
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------

3-(3-(d-vg v P 5 2£)-1,2,5- % = W -4-3)-1,2,5,6- 1
g-1-FE R BB E; Mp.140-142C; {44 482,
3-(3-(2-% W B & 7% 4£)-1,2,5- = vk -4-2)-1,2,5,6-
W4 -1- Ak v B R M.p.99-100C; 4 483,
3-(3-(4- R -4-(4- K 2)- T #5 £)-1,2,5- % = v -4-
H)-1,2,56- 10 g-1- 9 ik B g 3; M.p.131-132¢C; 4
& 4 84, |
3-C-F A A FRE-1,2,5 % = w-4-4)-1,2,5,6-
G-1-FE AR E®E; Mp.179-180C; {4 485,
3-3- X ¥ 5 #-1,2,5- — wp -4-3)-1,2,5,6-p 4-1-w¢
Mok B g Mp.195-197C; fua 4 86.
3-(3-(4,4,4- = T e HE)1,2,5- — wp -4- 3 )-1,2,5,6-
o -1 kR BBk M.p.163-165C; fu4 487
3-(3-(5,5,5-= & K % #)-1,2,5-w¢ = wh-4-3)-1,2,5,6-
W -1 A S B M.p.134-136T; fu4 488,
3-(3-(6,6,6-= & © o )-1,2,5-w¢ — wh -4-3)-1,2,5,6-
W -1-F ks M H; M.p.128-129C; {4 4 489,
3-G-Z A % % K5 £-1,2,5 % = b -4- % )-1,2,5,6- 1y
g-1-F g EBRE; Mp.78-81C; {4 4 90,
3-(3-(2,2,2-= § 7. % ££)-1,2,5- — wh -4-3)-1,2,5,6-
g -l-F A BB M.p.159-163T; 4h4 4225,
3-3-% Cm #£-1,2,5-m = wh-4-3£)-1,2,5,6-19 4 -1- F
Eohm Bg#; Mp.131-134C; {4 4226,
-G-ZABEFR L1258 = w-4-%)-1,2,5,6-
G-1-F ooz B Mp.109-111C; {y .4 4227,
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3-(3-(2-(2-gE o H g ) 7 % #£)-1,2,5-0 — wk-4-3¢)-
1,2,5,6-p0 & -1-6F ooy g 3 ; M.p.112-115C; {14 #
228,

3-3-(5-Z & -2-vk vy 3t F 55 #)-1,2,5- ¢ — wh-4-3)-
1,2,5,6-p0 & -1-F K b sg ¥ g 3 ; M.p.106-110C; 4 4 #
229, |

3-(3-(6-2 % 5 £)-1,2,5-% — wh-4-3)-1,2,5,6-19 &
-1-% AE i wr ¥ gh 3, M.p.108-110T; k4 4230,

3-(3-(3- ¥ # -2-g oy F W g 3£ )-1,2,5- 4 — wk -4- 3 )-
1,2,5,6-10 4, -1- ¥ S vy % g 3 ; M.p.184-186T; v 4 4
231,

3-3-(2-(2-w M 5 £ )W 5 #£)-1,2,5-v — mp-4-3¢)-
1,2,5,6-m g -1-F kg E® &, M.p.193-196C; L4 4
232,

3-(3-(4-Z F #£-1,2,5-u — vk -3-F g #)-1,2,5-m — np -
4-3)-1,2,5,6-0 4 -1- W 3 vy vy & 8 3 ; M.p.173-1747C ; 4
A 4233,

3-(3-(5-/ & -2-vk o 3 9 g 3 )-1,2,5-0F — mi -4- 3 )-
1,2,5,6-p0 & -1- 5 dt vz 2 8 & ; M.p.148-149C; 44 #
234,

3-(3-(4- 7, 5 #£-1,2,5-w — wk-3-3 57 3 )-1,2,5-5 — wi-
4-3)-1,2,5,6-p0 4 -1- W 4 Wy ok B 5 % M.p.187-1897C; 4,
& ¥ 235,

3-(3-(4-T g 4 -1,2,5- 4 = wk -3-3 5 3£ )-1,2,5-5K = wh -

4-2)-1,2,5.6-m H-1-W L g g 8 %, M.p.162-164C;
& # 236,
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3-(3-(4-7 R #£-1,2,5-9 — wk -3-3 5 £)-1,2,5- — -
4-3#)-1,2,5,6-11g E-1-F Raboy &g 3 M.p.182-183¢C ; 1,
A 4237, .
MK 3-(3-(3-0 8% 5 £)-1,2,5-0 — wh-4-3)-1,2,5,6-
WE-1-F R E %G, Mp.101-102T; 44 4 4238,
3-3-(1-3r w9 & W 5k #)-1,2,5-9 = wk-4-3)-1,2,5,6- 11
G-1-W A B $; Mp.145-146C; .4 4239,
3-(3-(1-Z. & 8 # K 5 3£)-1,2,5-0 — wk -4-3)-1,2,5,6-
M-l E R E R M.p.94-95T; {4 4240,
3'(3'(5' E.l ﬁgﬁg)'l92’5"§ - %-4'£)'1,2,5,5'[l§ ﬁ
-l-gW ke T M.p.115-116C; b 4 4241,
3-3-% & Mo H-1,2,5-8 — g -4-3k)-1,2,5,6-pg & -1-
FA R ERE; Mp.144-145C; {1 4 4242,
3-(3-2-F g 2 L #)-1,2,5-0 — wh-4-3)-1,2,5,6-p9
g-1-W a2, M.p.150-151¢C; {t%fw243_
3-(3-2-C-Zz & X W E H£)-Z 5 £)-1,2,5- 8 — np -4-
3#)-1,2,5,6-1 S -1-9 2ok oey B M.p.117-118¢C ; 1t
4 dp 244,
3-(3-(4- 5% w2k ag A )-1,2,5-w — wk-4-3)-1,2,5,6-19 &
l-w i E R, M.p.121-1227T; {4 #4245,
3-(- ok #-1,2,5- =k -4-£)-1,2,5,6- 19 4 -1-F &
A M.p.122-123'C; 1t 4 4y 246,
3-(3-(2-Z. % T o #£)-1,2,5-w — wh -4-3)-1,2,5,6-5 &
1-w e g A M.p.141-142C; {4 4247,
3-G-F T & Pai X-1,2,5-5 = np-4-%)-1,2,5,6- 1 & -
1-w e T3, M.p.153-155C; {4, 2 4248,
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3-(3-(7-3 % A 5 X)-1,2,5- — wp -4-3)-1,2,5,6-1 £
-l-wE b E R, M.p.115-116T; {4 4249,

3'(3'(3'T ﬁ%ﬁig)'l’z’s'g - %'4'£)'1327516'E ﬁ.
-l-E v F R A M.p.140-1417C; {4 4250,

3-(3-(4- % 4% 5k 2£)-1,2,5-v — wk -4-3£)-1,2,5,6-p &
-1-8 Fodh e Bk 3, M.p.137-1387TC; 4k & #4251,

3-(3-(3,3,3-= # W % X )-1,2,5-x¢ — wp-4-3)-1,2,5,6-
A -1-F R S B & M.p.131-135C; f 4 4252,

3-(3-(1- 4 & -1- % % 7 5 & -1,2,5- % = o -4- % )-

1,2,56-09 4 -1-F % ok BB 35 M.p.99-100T; 4 & 4
253,

3-(3-(4-% 5 & T4 2)-1,2,5- = b -4-3)-1,2,5,6- 1
S-1-FEREERE; Mp.97-99C; 4 42594,

3-(G-4 % T g 1,258 = wk -4-%)-1,2,5,6- 19 & -1-
FHEREERE; Mp.176-177C; 44 4 4 255,

3-(3-(6-4, © # 5 #)-1,2,5-m — wk-4-3)-1,2,5,6-1 4
- g R s M.p.d25-126T; {4 4256,

3-(3-(5-4, K 2 2)-1,2,5-k = wh-4-3)-1,2,5,6-19 &
l-E R B S, Mp.106-107T; {4 4257,

5 % 47 66
A.3-(3-(6,6,6-= £, T A 3 -1,2,5-8 — wp-4- 5 )up wx

W % f 4 (12.8mmol) f 6,6,6- = £ -1- ¢, ®
(3.0g,19.2mmol) 7 py & o vy (40ml) s 4y 58 & 4 % u A 3-(3-
£-1,2,5-9 — wp-4-J )y wr (1.3g,6.4mmol), % 58 4 4 H %
36AHAER. RRE, HARYAETAY, REA LR
ER. RTROEWANWBER B EZAR Y S E 6 EE (B
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B, %BA: ZRI®W/TEI44, #2630mg(31%) 5 #
FAEAEW.

B.3-(3-(6,6,6-= 4 C & & -1,2,5-m — s -4-%)-1-5 H -off vx &
R

# st B ¥z (852mg,6.0mmol)fu 3-(3-(6,6,6-= & ¢ 4 -
1,2,5-w — ok -4-3 )uf g (630mg,2.0mmol) iy ¥ B (25ml) %
HERTIHE EFRBAERARRKYEERATT -
.

C.1,2,5,6-y7 4 -1- & % -3-(3-(6,6,6-= & ¢, 4 #)-1,2,5-8 —
wp-4-3E )t nE BB 3

¥ 2 4 1 4 (380mg,10mmol) jm 7 3-(3-(6,6,6- = & T
f3%-1,2,5-% — wp-4-3)-1-1 K- e £ 9 4 4 (2.0mmol)
W BOASmDER T A HRBE RS TEETHRHELIE.
ARE, BAKUBTATYHARCBRER. ¥ THROAN
WERZF(BZRLAYEREGEZTEERRA: 25% R T
BHWORADLAL. FEAGACG Y UERAB A B W H
dog B W, 48 % 180mg(21%)M.p.138-140TC . 3 i {4
%C=45.17,%H==5.21,%N=9.88 oW 4
%C=45.13,%H==5.18, %N=9.62, {. & 491,

MEeHBEAFE, AEENREEFTEDFET AL
£ W
1,2,5,6-p & -1- ¢ 3 -3-(3-(3-(2-vF o £ )-1-% 4 X% )-
1,2,5-w — wp -4- 3 ) olf ¢ 3 8 3 ; M.p.130-133¢C; M™*; 321,
f. & #92.
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1,2,5,6-p9 & -1-9 X -3-3-G-4-F £ X X #£)-1-7 &
#)-1,2,5-% — wh-4- ) v B #; M.p.166-167C; M.
345; 4r & #93.

1,2,5,6-m0 £ -1-9 #£-3-C-2-4-FHEE X E-1-Z &
3)-1,2,5-m — w-4-3 ) vz ¥ g & M.p.166-167TC: MT:
331; {4 494,

1,2,5,6- 19 4, -1- F 3 -3-(3-(2-(2-w W 3 )-1-7, 4 & )-
1,2,5-n% — wh-4- 4 )y o 3 g 3 ; M.p.145-146C ; M™*: 306:
. & # 95.

1,2,5,6-p & -1- 9 #£-3-3-(2-CG- 5 #)-1-7 £ %)-
1,2,5-8 — wp-4-3 )k vy 3 8 & ; M.p.138-140C ; M*; 306;
. 4 # 96.

1,2,5,6-p9 &, -1- 9 3£ -3-(3-3-% ¥ -1-35 4 #£)-1,2,5-
=k -d-F)wp e # gy #; M.p.105-107T; Mt 256; 44
#97.

1,2,5,6-10 & -1- 9 % -3-(3-(2-F £ -1-7. 4 #£)-1,2,5-u
ok -d-3 )y e BOES 3 M.p.146-147T; MT. 301; {4
i 98,

1a295’6' L] ﬁ. -1- EIJ %'3'(3‘(2"% %‘% $ ig)'l’zas'g
Zowp-4-R)dp e B gk 3, M.p.161-162C; MT: 294; 4 &
#99.

1,2,5,6-pw 4, -1-9 £ -3-3-(3-8 £-1-g £ ¥£)-1,2,5-%
Zowp-4-dt )b ey ¥ Ep %, M.p.147-148C; MT: 297; {4
100 _

1,2,5,6-p & -1- 9 #£-3-G3-G-g % £ 7 £ #)-1,2,5-%
-4 E S, M.p.175-176C; MT: 293; {4
M 101,
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1,2,5,6- 10 & -1- 9 % -3-(3-3- % # -1- 4 £ )-1,2,5-
Zoep-d-F )k B H; M.p.136-138¢C . Mt 315, fr &
M 102,

1,2,5,6- 1 4, -1- ¥ 3 -3-(3-(3-(2-wp vk g B -1- 3¢ )-1-55
FAE)-1,2,5-w — v -4-F ) ¥ g 3 ; M.p.160-161C ;
Mt 322; fr 2 4103,

1,2,5,6- g ﬁ -1- EF % '3"(3'(6' Z ﬁ: ﬁ. £ -1- EJ ﬁ. E )'
1,2,5-m — wp-4-3 )wf v ¥ % 4 ; M.p.114-116C; M*. 338;
1t & 4y 104,

132’5s6" it} ﬁ. -1- ? g "3"(3'(2' /& & ﬁ % -1- I8 i % )‘
1,2,5-v% — wh-4-R ) vy & ¥ 3 ; M.p.145-148¢C . M+. 283:
. 4 4 105,

1,2,5,6- 4 & -1- % 3 -3-(3-(2-(2-vf w8 g B -1- 4 )-1- 7,
BOAE)-1,2,5-0% — wp -d-JE )y h o BB H Mp170 1717C ;
M*: 309; {4 4106,

1,2,5,6-m £ -1-9 & -3-C-C-W B 5 £ -1-7 & £ )-
1,2,5-u = wh-4-36 )y v % g & ; M.p.142-1437C ; M™*: 296:;
4 4 107,

1,2,5,6- 1y 4 -1- ¥ 3 -3-(3-(2-(2- 5% o 4 B -3-4)-1- 7,
A A)-1,2.5-% —wh-4-H)wp e B g % ; M.p.157-1597C ;
M*: 310; 4.2 4108, |

1,2,5,6-m & -1- 9 % -3-(3-(2-¥ s £ -1-7, & £ )-1,2,5-
ME ek -4-H)uper ¥ L B, M.p.133-1347¢C . Mt 347,
1, & 4y 109,

1,2,5,6-p0 & -1- 9 3 -3-(3-(3-(1- % 4 £ )-1- WA HE)
1,2,5-0¢ — wh-4-3t )y wy ¥ g6 3b; M.p.141-1427C: M™. 308;
1t 4 4 110,
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1,2,5,6- 17 4 -1- 5 2 -3-(3-(2-Jf 2 -1- 7, 4, 3 )-1,2,5-u
—owp-4-d )y BB 4 M.p.200TC (4 #2); MT. 265;
& 111,

3-(3-24-— M E XX WEAHE)L2,5- 8 — g -4-3)-
1,2,5,6-mH-1-W A g BB &%, fh3-G-4-1,2,5-u — k-
-3 ) e wE fn 1-(2,4-— W I X 3)-3-7 & H 4%, M.p.159-162
T; fb4 4161,

3-3-Gd-— m E XX W AR #£)1,2,5- 0 — wh-4-3t )-
1,2,5,6-m £ -1-W g R, H3-G-4-1,2,5-% — nk-
4-3 )k pE fn 1-Bo4-— B K KX 4)-3-% & §{ &, M.p.119-121
T; & 4162,

3-(3-(5-7, X -2-wr o &t W g A )-1,2,5-m — wh -4-4)-
1,2,5,6-p0 F-1-F s hve o &, H3-G-4-1,2,5- = b~
4-FL) ke Fu1-2 W £ -5-7, L o) 4 45; M.p.146-148<C
1t 4 4 163,

3-(3-(ot v f5 -1-% )W £ £ -1,2,5- 8 = o -4- 3 )-
12,5,6-mE-1-F ke — ¥R E, 13-G-4-1,2.5-% -
~A-FE ) v fo L-v g pE-1- R -3-7 B Bl 4%, M.p.141T 4 #;
& 4 164,

3-3-(4-F X X W H &)-1,2,5-0 — wp-4-%)-1,2,5,6-19
f-1-W ke FRmE, d3-G-4-1,2,5-% = o -4-3 )upng
Aol-(4-g K X)-3-w o 4l 45, M.p.143-146TC; {4 4 165,

3-(3-(4-g XX wHHA)1,2,5-0 — np-4-3)-1,2,5,6- 9
E-1-FEwmwERE, H3-G-4-1,2,5- —wp-4-H ) g
Fol-(4-F X 3E)-3-WH H 4/, M.p.154-155C; {4 #4166,

3-3-C-v X HEH ig)-l,Z,S-g — whk-4-3)-1,2,5,6-
WE-1-F R ERSE, H3-G-§-1,2,5-5 — o -4-3 )wy
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A 13- E K E)-3-FH 44 Mp.138-139C; 44 4
167,

3-(3-(2,3- — 4 -1- Y | % )-1,2,5- B - o -4- 3 )-
1,2,56- 00 4 -1- Wi R g, w3-(3-4-1,2,5- — mi-
4R A LB E-23-Z G LW M A; Mp.157-159¢ ;
f 4 # 168,

3-(-(4- W FH WA E)1,2,5-8 = w -4-3£)-1,2,5,6-
WA -T-F AR M, 3G -1,2,5- = w43 )y
A (49 o #)-3-F WM H; M.p.155-159T; (A 4
169,

3-(3-(1,2,3,4- g 4 -2-% & x)-1,2,5- L ) -4- 3 )-
1,2,5,6- 00 4 -1-F s g B 3, s 3-(-4-1,2,5- — -
4- 5 Yo g F21,2,3,4- 7 2-2-E B H 5 M.p.100-103'c; 1,
A 4170,

3-GB-% X T A xX-1,2,5- - w -4- 3 )-1,2,5,6- g & -1-
FERRERE, W3-G-4-1,2,5% = wh-d- 3 ) o2 fu 1-
HAE-4-THHHS; Mp.128-130T; {4 4171,

3-(3-(2-? HExH WA H)1,2,5- — wh -4- 3 )-1,2,5,6-
WE-T-FEA R ERE, 3G -1,2,5% = sk -d-3 ) w
A 1-(2-F % X £)-3-F M4 4; Mp.145-148C; 4 4
172, '

3325 FEXE W R L2580 = w44 )-
1,2,5,6- 00 4 -1- W S e BB 3, 3-(G-4-1,2,5-m — -
43 )y o A 1-(2,5,- = F 3 X % )-3-7 8 $ 8 ; M.p.130-134
T; f A 173
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3-C-Wm T HHE-1,2,50 — g -4-3)-1,2,5,6- 7 & -
I-\B g TR, B3-G-4-1,2,5-% — wh-4-H ) vz fu 17
G LBE A, Mp.l46-147C; 44 4174,

3-G-—F X T HHE-1,2,5-% — wp-4-3)-1,2,5,6- 9
g-1-w X ERE, d3-G-4-1,2,5-0 — wft-4-3 Yup wr
e —_FHRELHHFHS;, Mp.148-150C; {44175,

3-G-Ga-— g X A WA X125 - w -4- 4 )-
1,2,5,6-m0 S -1-W Kb w R b, d3-(3-4-1,2,5- — wk-
d-E) e 1-Gud-— F X H)-3-WH 4 HF; M.p.149-151
T; 44176,

3-G-—_wHEEFEE£-1,2,5- — wp-4-3)-1,2,5,6- 7
f-1-FamwERE, w3-G-8-1,2,5-% — s -4-K ) g
fnl-— P @ £-3-WH 4 /F; M.p.144-146TC; L4177,

3-CG-(4-Z X ¥ E£)-1,2,5-5 — v -4-3)-1,2,5,6- 5 4
Fl-F Ak E R, W3-(3-4-1,2,5-8 — wk-4- 3 ) wf vE Ao
-2 &-4- 29 XX 4§ %, M.p.187-190C; & 4178,

3-(3-(4-F E X HE wE H)-1,2,5-m — w-4-3)-1,2,5,6-
WE-1-F kb TR HE, d3-G-4-1,2,5-8 — s -4- 3 )
e ful-(4-1 kX 3)-3-% 8 4] 5; M.p.147-149C; & %
179,

3-3-(4-T £ ¥4 #£)-1,2,5-m¢ — wp-4-3})-1,2,5,6-15 £
l-E R R A, d3-G-£-1,2,5-5 — m -4- 3 ) o
1-TX-4-ZF X X4 4; Mp.187-190C; {4 4180,

3-(3-(1-7, & K& #£)-1,2,5- — np-4-3)-1,2,5,6-p1 4,
- e E R, W 3-G-4-1,2,5-m — mi-d-3E ) e o
3-3F 8 H 5 M.p.117-120<C ; 1 4 4y 181,
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3'(3'(1' ZJE T ﬁ%)‘_‘l,Z,S-g - %'4'£ )'1’2’536"m ﬁ.
-l-w St e W ER S W 3-(3-4-1,2,5- = wh-4-3t ) up, u fn
3-0 B 445, M.p.l.39-140'C; 1 4 4182,

3'(3'(1' ? % }fn ﬁg)'lazys'g - %-4-% )'132’5,6" g i
LR A ER S, b3-G-4-1,2,5-8 = wk-4- 3 ) wp wy Fn
Z-Elﬁffljﬁ'-; M.p.143-l44'C; »ft»gsﬁg183_

3-(3-(5-g & A 3£)-1,2,5-5¢ — w -4-3)-1,2,5,6- 1 4 -1-
R ERE, B3-G-4-1,2,5- % = wh-4-3t ) o} v fu 6-
ﬁ%-l-a&ﬁﬁ.; M.p.120-122'C; 1, 4 47 184

3(3-(4-5 B E T A H)125 % = s -4-3)-1,2,5,6- 9
SFEBRERSE, 3C-f-125% - d-4-2)wu
F1-3F B R -4-T B8 8; M.p.145-147C; {4 4 4185,

3-(3-(5-% £ B A E) 12,58 = b -4-%)-1,2,5,6-m &
L-F R R BB, -G-8 12,58 = k43 ) g ok A
15-— g3 2 41 %; M.p.128-129C; fu A 4 186,

3-(3-(5-H R B A £)-1,2,5 8 = ok -4-%)-1,2,5,6- 10 4
LR AR R, B3-Gof 12,5 = - )
S-ER-1-B 8 #; Mp.143-144C; f .5 4187,

3-(3-(3- 2} %-4-)&“ Yo i %)-1,2,5-% —w-4-3)-1,2,5,6-
W -L-F A R, b 3-G--1,2,5-% = w43 )y
o Ao 1-% % -3 % -4- % 3 41 % M.p.150-151C; 4 %
188,

3-G-(4-% W 3R £ W H)-1,2,5- 8 = o -4- 3 )-
1’2’5’6'mﬁ'1'$£%%ﬁ@ﬁ’ ﬂ33'(3'ﬁ.”1’2s5"§:@"
A-E)hg -2 W H-4-F ¥ A K g A S; M.p.160-161
T; f4& 4189,

34



3-(3-(2,3- = W 4 % A #£)-1,2,5-m — vk -4-3)-1,2,5,6-
WE-l-F A TR, b3-3-4-1,2,5-% — s -4-3 )
we o l-32 2-2,3-7 W & X 5 4 5 M.p.160-1617C; {4 4
190,

3-C-C-F o m X ¥4 H)-1,2,5-0 — wp-4-3)-1,2,5,6-
WE-1-F X ERE, H3-G-4-1,2,5-8 — wp-4-3 )
mefm1-32 W E-3-30 € 8 4l 4 M.p.138-140C; {4 4191,

3-G3-G-2 TH & 74 £)-1,2,58 — wp -4-3t)-1,2,5,6-
WE-I-WAhr TR, B3-3-4-1,2,5-8 — w-4-H )
e B TR % 4 45; M.p.138-140C; 4 4192,

3-C-FEEWEHEE-1,2,5-% — w-4-3)-1,2,5,6-p0 4 -

R BB, w3-G-8-1,2,5- @ = w4 ) fnl-

FHAE-3-HHHE; Mp.151-153C; {4 4193,
3-C-C-¥ XX HEF R HK£)-1,2,5-8% - w-4-3)-
1,2,56-p0 H-1-W K hg @ 3, @3-G-4-1,2,5- — np-
d-FE)h s o 1-8 F R-2-9W E X H w4 &, M.p.121-122
T; {44194,
3-G-3F K& A £-1,2,5-8 — wk-4-3£)-1,2,5,6- 7 & -
l-w kg E B, d3-G-4-1,2,5-% — o -d- 3 )dh vz fo 1-
FXE-3-FEHF; Mp.154-156TC; {4 4195,
3-(3-(4-w X o g #£)-1,2,5-0 — wk -4-3)-1,2,5,6-y 4
- Rk Mg, @ 3-(3-4-1,2,5- — w-4- 3 ) ol w2 Ao
- &-1-7 B 4| H; M.p.136-139C; {4 4196,
3-(3-(1-g & g 4 #)-1,2,5- — i -4-3)-1,2,5,6-py 4
- Rk g, h3-(3-F-1,2,5-0 — owp-d- 3t ) )y A
2-F B 5 B M.p.118-119T; {y A # 197,
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3-3-(4,44-=Z g T & 2)-1,2,5-w¢ — wh -4-3)-1,2,5,6-
WE-1-F A ERE, H3-G-£-1,2,5% — w43 )
W d,4,4-= F-1-T B 4H £ M.p.157-160C; 4y & 4198,

3-(3-C-F & X £ #£)-1,2,5- — ok -4-3)-1,2,5,6- 7 4
l-E Rk LB, W3-G-f-1.2,5 % — w43 ) up wy
fﬂ3-$£-l-}iﬁ$ﬂﬁ; M.p.133-l34'C; 1 4 # 199,

3-(3-(6,6,6- = 4, 7, 4 2 )-1,2,5- M = wk -d- £ )-1,2,5,6-
WE L F R E R, 3-Gofl-1.2,5 = k4o )
e F16,6,6-= £ -1-7 B 4 45 M.p.144-146TC; 4k & #4200,

3-(G-G-3 T X % & £)-1,2,5-8 = s -4-%)-1,2,5,6- 1y
A-1-WE i E RS, f3-G-4-1,2,58 = wh-4- 3t ) wr
Fu3-3F T H-1-7 B & 5; M.p.146-148<T; {4 #4201,

3-CG-RHEEE T £ A-1,2,5-8 — wp-4-3)-1,2,5,6- 9
-1-F A ERE, §3-G-4-1,2,58 = w43 )up vz
FRWAEZHEFR/; Mp.142-143C; {14 4202,

3-G- A #£-1,2,5-5¢ - Wi -4-3)-1,2,5,6-p7 g -1- 1
Eg FH, B3-G-4-1,2,5-F —mh-4-H)pmr fu 52 r @
% #%; M.p.150-1527C; 4k 4 #4203,

3-3-% 2 A #£-1,2,5- — wp-4-3)-1,2,5,6-pg g-1-¢
AR Ema, 3-G-4-125F-w-4-H)mmprem
% #%; M.p.72-747C; {b 4 4204,

3-(3-(2,2,2-= g, 7. £ 3£ )-1,2,5- — wt ~-4-3)-1,2,5,6-
Wa-I-F A Fh@dE, H3-G-£-1,2,5% - w-4-3)
towE A 2,2,2-= B 7,8 4 45; M.p.131-133¢ . 1k 4 4 205,

3-B-2-gd X £ wa x-1,2,5-m — mp -4- 3 )-1,2,5,6- g
E-1-FEERERSE, H3-C-4-1,2,5- — s -d- 2 )up vy
A l-(2-Q K E)-3-WH H /B M.p.147-149T; {4 4 206,
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3-G-G-3x e X R HE)1,2,5- - s -4-3)-1,2,5,6- 5
S-1-FEMRELTRE, H3-G-£-1,2,5% — wb-4-3)my
A l-REE-3-WEHHF; M.p.89-90C; 444 4207,

3-G-(2-xx B £ Z A X)-1,2,5-8 = w-4-%)-1,2,5,6- 1
E-1-FEmmwERE, B3-G-4-1,2,5-% = sk -4- 4t )
F2-F O EZHEHE; M.p.134-135CT; {1 4 4208,

1,2,5,6- 0 £ -1- 9 X -3-B-2-2 £ T H g £-1-2 & & )-
1,2,5-m — wp-4-30 ) uf v B 8% &

H2(ZmE)ZBERERE, ARG Y% HE
1,2,5,6- 0 £ -1- ¥ £ -3-G-QC-z £ T H# B £ -1-7 &4 &£ )-
L2S- —wp-d- o)k se B g . DAHERRN, Al1g £y
NalOgqfn 1% & th MeSO3H 3 b [ tk3-(4-Q2-Z s £ -1- 7. &
#)-1,2,5-w — b -3-E)p g Kb, KE3S5MHJE, H2N
NaOHEE B H ERMUFA LR IHEFER. o AWERK
AMeSO4T RAAZER, RER LB HA M Y LR
FTHEFRFRAFEL LS. Mp.171-172C; M+t:302.
e & 112,

1,2,5,6-10 4,-3-(3-(5- 4 4% € 2£)-1,2,5-5% = sk -4-3)-1- 9 %
WY, e
ARLS-BE_BXAHRANF®EHE12,56-m4-3-
(B-(5-F R & #)-1,2,5-w — mp-4-3)-1-9 L whwz 45 o 1k &
WECRFRMEREETARRAS THF. F-70C
T, DA RFREBERT-4STHFE F 0 & w4420,
1,4.8mmol) gy 25mICH2CI2 % # & #m A DMSO(750 u

,L10.6mmol) 24 4 5, 2 8 3w A\ 1,2,5,6-1 & -3-(3-(5-
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FECFE)L2S- — g -4-5)-1-9 H o vz (1.3g,4.4mmol)
H20mICH2C2 B %, REBEKRTF4SC. 154045,
AEGINGmI21.8mmol) ¥ ¥ R R EH EZEE. A # X
(SOmD3t 4% & H ASOml CHClo X B =%, # 4 3FH %
BARANSO4T R FARER.FFABRD E—K L34
& # 4 % (90% CHCI3,2% MeOH4E 3 i #), #% % 810mg
MR, HHEETMeOH f # % (250mg,2.8mmol) 4 37

Pr# 2 & # & MeOH/EtOAc ot & £ &, 4 3| 860mg,
M.p.143-144C ;M*:295; 44 4 4113

5% ¥ 7] 67
A3-(3-4,-1,2,5-0% = wh-4-3 ) ¥
FOCT i 3-(3- € & -1,2,5- vZ— ng -4- 3 ) oy m
(1.0g,6.2mmol) ¢y ok ® ¥ (16ml)fr 3¢ # 8 (5.2ml) 3% 7 & jp
A CuCl2(938mg,7mmol)fr 45 # (100mg), 104 4% 5, F5
T m A B 4 (483mg, Tmmol) gy k GmI)ik . # K K
HAHTOCTEREI00 4, AL AN ASRCN,
HPHERY, RAHWRLRER. R IRETHEAEX,
REAGEAFALEUEREL Y. 248 6 # % (Si02, % K
A: ZRIW)4E, #H230megfHr sy, HEEEL
W 2.

B.3-(3-(3-x X W #£)-1,2,5-08% — o -4-3 )y w¢
FEBTHERMNH — A& 4 (0.742,10.5mmol) fu A
B 3-(3- 4 -1,2,5- 0%~ wp -4- 3 ) vy (1.27,7.0mmol) &
DMFQOMmDER P HERE R H2HFIIE. WAKR
49 (2.0g,14.5mmol) fu 1- 3 -3-% X % 5 (2.4g,12mmol) 3f %
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ERERAWHEBEHAZIIE. wAARGCHMDEHZ 8 %R,
ReftLRATRIEZR. 224846 % % O6i02,% 4
Al: 2RI/ AFRQO:AINGEL, FHEARXFALL Y.

C.3-B-G-K X W a £)-1,2,5-0% — ok -4- 5 )-1- 9 I o wg 44
B4

¥ a3t ¥ g (ImlL,1Smmol) jm X %] 3-(3-(3-K % % % £ )-
1,2,5-o% —wp-4-F)pg (Tmmo) h TR E R P, ¥R HE R
EMTERTHRH20MHFER.

D.3-(3-(3-% % W5 #)-1,2,5- 0% = wh -4-3£)-1,2,5,6- 7 4 -1-
FRWRERS

# 7 4 4 (650mg,17mmol) fw 3| 3-3-3-% # % %
#)-1,2,5-0% Zwp-4-30)-1-W £ b & B AL 4 (Tmmol)iy
CEEOIO%2mDE R PR R BB AW T-10CFH#]
M. BERE, REARWETAPHALRIBER. #
TRHAIMELAFRARA WL L2856 # &G0, 5% R
A: CRIHE/PEM®GI)EL. FRFALEHUNERS
MERABFARE T LR E, £2170mg, M.p.106-108C ;4
& 114),
REEZWRELIALY, UE2ARNFTEHFTTIL
ok
3-(3-(2-% 4. 3 2w #£)-1,2,5- 08 = wk-4-3)-1,2,5,6-m
g-1-F R, M.p.122-124C; {44 4115,

3-(3-E -1,2,5-08 —wk-4-3)-1,2,5,6-p 4,-1-9 &
Mo E i, @3-G-4-1,2,5-5% — -4 A5
Hfl-R R RE, Mp.123-124C; {4 4212,
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3-(G-F &£ -1,2,5-08 = wk-4-3£)-1,2,5,6-1 4 -1-F &
o E B, B3-G-f-125-0 - i
HRL-RTERA, Mplll-113C; 4 4213,

3-(3-()% Bt 2 7% #)-1,2,5- 58 = wh -4- 3 )-1,2,5,6- 1y 4 -
g B, W3-G-f 1,250 = -4 )mm
G54 Fo 18 -4- 8 $ 48, M.p.119-120C;; fu 4 #4214,

i ¥ 4 68

1-3-(3- o w 3£ )-1,2,5- 8 — w -4- 3 5 3 )-4-3-(1- 9 % -
1,2,5,6-p0 G o me-3-%)-1,2,5- — M 4- R B R TR E R
%

] 3-(3—@-1,2,5-% =oup -4 F)-1- W 3-1,2,5,6-g & o
s (0.43g,2mmol) gy DMF(3Oml) % % % v A 4 &% 1t 4
(0.3g.dmmol), R BB LYW FEB FTHEILG, AR
B4 (12)fu3--(4- 4 T 5 #£)-1,2,5-w = wd -4- 3 )-wp v 3%
BEREBRAYTEBTHAEDLE. A K Q00mI) 3t 4 X 47
RZBGx10mD%R, 2BERKARBRY TR*Z
K. RANEGHEEFGERN: 2R/ PB4 4.

HEBRUFABRERBNHTER Y, 55092 (e
116)M.p.127-129¢C .

5 # i 69
1-(1- 9 & yo ok -5- 35 g #£)-4-G-(1- 9 £-1,2,5,6- 19 4 o vz -
3-%)-125- % —-4-Eg BT ER#
M 3-G-(4- 4 T 5 £)-1,2,5-& — b -4- % )-1- 7 3 -
1,2,5,6- 1 4wk % (0.30g,1mmol) gy DMF(30mI) 3 % & #m A
1-9 & -5-35 & 19 ok (0.35g,3mmol)f 5% 8 4 (22). ¥ K K ®
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AW TERTHRAOOIE, mAIN &5 Q00ml)3# % k #
ReeQx100m)ER. $AHABAERERLER T
MOx100mhER. UEBERATNBERK S # 3
HABRETR. BLRUERAAU AL YR ER B E® +
Hid, REAOISHAFE A4 H (4 4117); M.p.77-79
T.

3£ 3% # 70

ERLEAOTHRAMAMTERAFRARAAETA
& 4.

1-(2- 9 3£ -1,3,4- v — wh -5-3t 5 & )-4-3-(1- 9 3 -
1,2,5,6- 1 otk g -3-%)-1.2,5- — i 4- R g R TR ER
#, B3C-@-Q T &£)L2,5-% — wh -4-3)-1- 5 3 -
1,2,5,6-0 & ot g A 2-F E-S-zn £ -1,3,4-0 — wb B 2 (4
4 4 118)M.p.102-104C

1-(2-v wh ok -2-35 g £ )-4-(3-(1- 9 % -1,2,5,6- 0 & o, e
3-#)-12,5- -k -4- R )T R ERE, $3-G--4T
B3 )-1,2,5- = wh -4- 40 )-1-9 3 -1,2,5,6- 1y 4 wh wg fu 2-%
wh ook -2 B 3K 4% (42 4 119)M.p.116-117¢C .

1-(2-K b ng whFgf £)-4-3-(0-9 £-1,2,5,6-p0 4 wy
WE-3-)-1,2,5- —wk-A- R G )T R EBR R, &3-3-(4-
AT s E)L2,5-% — wh-4-3)-1-9 3 -1,2,5,6- 19 & v v Fu
- E X% wkBF; (L4 4120)M.p.156-158C,

1-(2- 7 4k -1,3,4-wf — wh -5- 3 g 3 )-5-3-(1- o/ 4 -
1,2,5,6-m A v -3-4)-1.2.5- g — e 4- R H)R I E B
#, Ww3-G-G-f Kk E)L2,5- 8 = wp -4-3)-1- 9 3 -

91



L2,5,6-m S b fu2- 9 £ -5-5 % -1,3.4- — wh $48; (41,
4 4 121)M.p.69-70C

1-(2-3 3 o b 2 gk 3)-5-(3-(1- 9 % -1,2,5,6- 19 4 ny w2
3-E)-12S5- oA RRH)R R EBR S, B3-G-(5-4 &
o A )-1,2,5-0 = wp-4-30)-1-8 3 -1,2,5,6- 99 4 o vk fu 2-35
EKGFERRSE; (ks H122)M.p.116-117C,

1-(1-¥ Jk po s -5-28 5% 3£ )-5-(3-(1- 9 #£-1,2,5,6-10 &4 wy
-3 )-125-— A HgR)REERSE, B3-G-(5-
KRB HE)-1,2,5-8 — wp-4-3)-1-w 3£ -1,2,5,6- 19 4 up wy fu
1-FR-S-R X W RkHE;, (s 4123)M.p.96-97C,

1-(2- 7 3 -1,3,4- 0 — wh -5- 3 g5 K )-6-(3-(1- ¢ 3 -
1,2,5,6-m0 & vk we -3-%)-1,2,5-w — ok -4- R 55 )0 32 4 5
#, B3C-C-AemE)125-E w4 Hu R pER
BER/, rE3I-C-(6-R o AE)1L,2,5-% —w-4-F g 3T
PE R 3-C-(6-F B £)-1,2,5-8 —wk-4-3)-1-19 3 -
1,2,5,6- 1 &, b mg fo 2- 9 £ -S-g5 3 -1,3,4- — wh (4
A 4 124)M.p.85-86TC .

1-(1-% 3 g o -5- 3k g #£)-6-(3-(1- W #-1,2,5,6- 10 4, W,
M3~ )-12,5-@ k4R G HIE R EBR S, W 3-(3-(6-
A 85 #£)-1,2,5-% — o -4-3)-1-w 3% -1,2,5,6- 5 £ e fuo
I-pE-S-Emu R, (b4 H125)M.p.65-66T .

1-(2-g v olf -2-3F 5 3 )-6-(3-(1- W #-1,2,5,6- 1y &, wh w2
3-%)-12.5-g - w4- Ry ) rEB L, 13-G-(6-4 0
o % )-1,2,5-F — e -4-30)-1-9 3 -1,2,5,6- 10 4 o, nz fu 2- 1%
ok -2-g BE R A (44 126)M.p.61-62TC

ELHA T

92



3G-F AR B EL25 = -4-%)1,2,56-m 4 -1-7 &
W R A

¥ 3-(3-F g £ -1,2,5-0¢ — wp -4-3)-1,2,5,6-9 £-1-#
o &R (0.25g,0.0079m01)g§ H2O(10ml) % # F uk -4k
Wb, T kw8 A e A (0.78,0.00114mol) iy
HyOGmDR %K. BEAHBFFSARE A & &
NaHSO3. ¥ A Fohk-AB PR Y, 4B HERME, #%
BAHACHICIG < 25m) M. #ERKTHR, ABE
M., FHARAWELE M E#$G% EOH-0.5% NH4OH-
CHCI3Mif, AEEELSREAO2). #ERB TR
W LG R, BHEESE. Mp.9697.5¢C (44 4 127).

TEAHMNMREg &, a4 A05molm M. Tk
#7: CoH13,N3028-C2H304-0.5C3H6O, C,H,N;
®if: C,39.68;H,4.79;N,11.10;

% fE: C,39.52;H,4.85;N,11.19,

3-(3-[2-(1-vp ok 3¢ £ ) 7 & £ 1-1,2,5-5¢ — wp -4-3)-1,2,5,6-
WE-1-E ke — BB

# NaH(0.0075Smol)py THF25SmD)E # % H2-8 7 & w
% % (1m1,0.0086mol) 4t # 3 F304 & 5 i A (fh & %
127)(0.6g,0.0023mol) th # B &% . B Z 1AW E ., A
HyOCmD# #ARNEKR. HRAH AR FTHO0H % 5
CH2CL(3x 25mDE . ¥ERKTHR, ARAHN, ##
RAeMBEREEE Q0% EtOH-2% NH4OH-CHCI3) 4
f, BEEHEREO4), BHR - ¥R % FEOHY
%%, B8 G4EEK. Mp.186-188C ({4 #128). 7 &%
o #r: C14H22,N408-2C2H204,C,H,N;
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% 4: C,45,57;H,5,52;N,11,81;
w3yl f5: C,45.53;H,5.50;N,11.61.

X ke 72

3-(3-3-(5-w A -2-wg wp 3£ )-1-75 4 3£ )-1,2,5-v% — wh -4-4)-
1,2,5,6-m & -1-F g EE 3

¥ A AHQA0.2mol)ju N 2 3-(5-F X -2- - F)-1-%
B (4.0g,25.5mmol) gy THF(40mD A s . ¥R T £ B
THAIAE, T LARERAY P H w3-G-§-1,2,5-% —
o -4- 3 ) vt vz (1.0g,5. 1mmol) gy THF (10ml)% 3% . F ¥ 8 F
EHAHE, HEREAARAS, RERACRER. AHH
A NaClUNazSO4F 8%, RE#K, RHAI-C-GC-¥£-2-%
EE)E R FE-LZS- g w4 )k L . 35 3-3-(5-
o 2o B)E R -12,5- 8 — w43 ) o
(1.0g,3.2mmol)fn gt ¥ ¥ (2.32,16.0mmol) & 60mlE | & &
BRI R, $ERER, RAlSsFHEA7 Y. Wik F
A FHASH ZBCOmDE R P A N E LS
(0.6g,16.0mmol), ¥ R ERFHHFBRAKUWET A, H
ZE WG x100ml)2E B, A 4L45 § NaCl/Na2SO4F #% |
REEK, R4 E2EEneExath, A%
NH4OH/5.0% EtOHg CHCI3 % A % . Hirk E @ & 4
#33Tmgpr R A A& 4. M.p.134-137C . (4 4 4 129)

AR BERIGC-FE-2-EnE)-1-HH. AERK
HEWTEHR TG H:
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3-G-(S-F £ -2- - E)W R E)-1,2,5-8% — wp-4-3)-
1,2,5,6-m A -1-F b vz g 3 (w4 4 130), y(5-7% &£-2-
oAt )-F B 5. M.p.134-135C |

3-(3-(3-(5- R £ -2-w o) #£)-1-75 4 3 )-1,2,5-2 — wp -4-
#£)-1,2,56- £ -1-9 Lo ng B & (4 & 4 131), ¥ 3-(5-
RE-2-Ewp3)-1-FH &4 5. M.p.138-140C,

3-(3-(3-(2- oo o A )-1-% A % )-1,2,5-% = ok -4-
#)-1,2,5,6-p9 £ -1- 7 3 of o ¥ B 3 (fb A 4 132), d 3-(2-
R At) - WA S, M.p.102-110T

5 #1173

3-3--(2-g o 2 )-1-7 5 £)-1,2,5- % — v -4-3)-
1,2,5,6-mE-1-W kg E R 3

¥ 3-(3-4.-1,2,5- — wk -4-3 ) nyp v¢ (22.0g,10.1mmol)
HDMF(IOmDEFAHESCT, T EHMREANP ARG SH
(2.8g,20.2mmol)fr & 5 b 85 — K 4 4 (1.52,20.2mmol), 3
Hire, AERMREYT mAKR4H(.42,10.1mmol) 51 3-
(2-mg 3 )-1-F -% 3 (1.8g,11.2mmol) i DMF(Sml) 7 % 3#
FERTHRHEINR. #RBEAKER, AEA A F5C
x TSmD)ZE R, F 4 FNaClUNazSO4F %, RE XK. &
FUWEAREREZLEAL, ALIZRIE/CHE®MR, #3
1.0g 3-(3-(3-(2-w w3 4 )-1-7 5 #£)-1,2,5- — wk -4-H ) up
. mEEATIERRATEEAEAFREREER. (L4
4 133)M.p.98-100T ,

Ak Epmtd. UERZ2HEHFTEHE T
& 4
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3-(3-(2- o 3t W o #£)-1,2,5-w — e -4- 3 )-1,2,5,6- g
Gl-FERRERE (LA HIY), HO-EHE)LE T
% ; M.p.131-135C,

3-(3-(3-(2-0% it fr W -3-£)-1-7 5 $£)-1,2,5-m¢ — v -
4-3)-1,2,5,6- 0 F-1-9 L pve T & 3% (b & H135), A 3-(2-
e owp g B -3-3)-1-A KW, M.p.104-109TC |

3-(3-(3-(2- it Jr W -3-£)-1-w 5 £ -1,2,5-0¢ — v -4-
#£)-1,2,5,6-m g -1-F b B8 3% (b & 4 136), A3-C-
ook gy B -3-F)-1-4 R E ks M.p.75-81¢C,

3-(3-(5- % #£-2- o H) W 5 #£-1,2,5-5 — w -4-4)-
1,2,5,6- 9 g -1-9 e TR 3% (b & 137), A (S- % &-2-
E o)A R ¥, M.p.143-146C

(R)-(+)3-(3-(3-(4-F¥ £ -2-u% wpfz H-3-F)-1-Fem &)-
1,2,5-5 = wh-4-2)-1,2,5,6- 10 4-1- 7 E k% B8 & (& 4
#138), F(R)3-(4-% % -2-0% s W -3-2)-1-6 R 7 5
M.p.124-133TC .

(8)-(-)3-3-(3-(4-¥ £ -2-v& wfr H-3-%)-1-Fem &)-
1,2,5- — wp-4-3£)-1,2,5,6-W E-1-F X e T B & (L &
#138), A (S)3-(4-¥ E£-2-v& ok W -3-)-1-4 K X%
M.p.132-135C ,

(4R,58)-3-(3-(3-(4- 1 2 -5-3 4 -2- v b g B -3-3)-1-
BB )-1,2,5- = k- 2)-1,2,5,6- 10 & -1 X ¥ X B
% (fo 4 #140), JI (4R,58)3-(4- 5 3 -5-% £ -2-1% w5 M-
3-#)-1-4d R wmE; M.p.102-106T

(8)-3-(3-(3-(4- 5§ A -2- o ok 2 W1 -3- 2 )-1- 75 4 2 )-
1,2,5-u — vk -4-%)-1,256- W F-1-F X kg TR & (L &
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H141), REB-4-RHE-2-E dFE®H-3-X)1I-LR7F
g, M.p.75-79¢C ,

(S)-3-(3-(3-(4- 7, 3 -2- u% wh 45 W -3- 2 )-1- 7 5 % )-
1,2,5- 9 = ok -4-3£)-1,2,5,6-p0 4 -1-W R oy oz H B 3 (f &
B 142), B (S)3-(4-Z H-2-vEk W -3-%)-1- AR T
M.p.69-717C .

(S)-3-(3-(3-(4-(2- T £ )-2-v% b 5 W -3- 2 )-1- 7 5% % )-
1,2,5- = ok -4-3£)-1,2,5,6-p0 4 -1-F 3 oyt £ 8 % (4 &
#143), F(S)3-(4-(2-T #)2- B g M-3-X)1-4 R K
%, M.p.77-80T ,

3-(3-(3-(4-75 £ -2-0% vk g W -3-2)-1-7 g %)-1,2,5-
ook -4-2)-1,2,56- 0 H-1-F R ERE (kA Y

144), J(S)3-(4- % -2-m8 ok W3- %)-1- AR 7 5
M.p.65-68T .

5 3 #7174

Ad-g H-1-(FX A HE)-LA-— F o
FRAAT, ES00mIE K= umb, #%4%H
(0.28g,1.5mmol)fu — & ¥ # (8ml) ¢ 30ml ¢, kx THF 3% 7% F
ERTH#I02 4. @K E P wAww(2.43ml,30mmol)
By 120mbE X THFE #, REAHPE-25C. A BF I H
BEREHwmAfF®ERGIML30mmol) i 10ml f 4 THF 3
A BHEIHFEREARBEAR). $REHHHIS
4%, RERBRRESAH T WAV E A 8
(10m1,30mmol), B FF 3% % 4 50 5% B #. # K& F-25C
THRHE2004, REFERTFHRE2004. HRE T WA
20% NH4qCl(aq)(70ml), A E R 44 H150mlz X R . &
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HLEBR A H40ml 20% NH4Cl(aq)/NH4OH(1:1)‘ A. 10%
HCl(aq). AF & A % %. A4 E A NaCUNazSO4F ¢
TR HFRE, F359%2F 4 #H R Y. Kllgelrohrg/,g
(bp.150-170C ,ImmHg), 44 54.92(77%) i = {1, & 4 (A).

B3-Hgdk-4-FH-1-(CKXEHHE)-1.4-— & v

BRAAXT F50mig ;o # DMF(7.44ml,97mm0l)§{]
ImI- A RERLYEOC., HWHFRERTEE A
# B A (4.5mld8mmol), ¥ R AR FEE TH #3045
., FTOCRAAT, £100mlw o 3 i % (A)(4.7g,22mmol)
WAml— G W I AR AT R, A B AEHDMF/5 8 4,
BREBHLZ -AEIF, REZ B MR FFRA)/ -
AWREBERAY. BERB, AR FEE TH 220, 5,
HERELXHEOC, BB - AEIACHANLESE
(AS)HSOmIRkE R, REZRE W EH200 4. 23 -4
FhRE, RERIOmI_ g o EERS K. $ANHLH#,
R JE A 40ml k| KyCO3(aq). x f # x # %, H
NaCl/NazSO4T % . ¥AN M TRBEALZN LK%, 83
EHEBRY. BEBRRNACERHAEL, BB TR/
8 B, B2 2.08(37%) 5 B 1 & 4 (B).

Cd-w £ -3-ap vz ¥ g8

TAAAT., # 7 8 G@m), = 7z g (1.4g)
(B)(5.0g,20.6mmol) fu 5 250mlgs 4% o, # % % F % 3/0 B,
REBRBEREH BB I AS5% PAUCO5g)H 5 %
(BSml), ¥ REPWER2 I, KEAHETE. dRE
S% PA/C3t 3% 58 3 R % .
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GAMRDESEERN R CERAF4L, AR B/
G kM, BHL 32(47%)(C),

D.og-F#-aG-(4-Fkpo i)z F
FLAAT250mlEE b, ¥ 144e((7.32,112.6mmol)
fo 4 44 (6.0g,112.6mmol) & F kK (150mD | g K j & jm
NO), ¥ EFERETHHAX. RERSHWA LR TIEHEC
x 100mD)E 5, ¥ AW ERA A H#, ANaCUNarSO4F %,
wRERE, REAllggemRH D). FEXEEATTFK

E.3-(3-4,-1,2,5-w¢ — nh-4-3)-4-% K w0y

FEAEAEATFT, ¥ — 4 14 s (73.5mmol,5.9ml) #
DMF(90mD) 3 i & T250mlz jg p A 9 Z-25C. & w K
B3 wmEEF mAD36g,24.5mmol) gy DMF(10ml) 3
B ARPEBIR BRAEZERE. AR F A KEIm)
B O0mDt o B ZRE, REZHF. H50% NaOH(aq)
¥REBL, KERZR Ax90mDEmH. AHERK
&3, ANaCUNaxSO4T et k%, # - BEHRY. Fi
R Ry A0 k2N XN 6FHEEN, AOIOS%
NH4OH/0.5% 7. B iy & 7 % W % B, % %122(38%)(E).

F.3-(3- W 4 % -1,2,5- o = vk -4-3£)-4- 7 4 i %
FRAAT, £25mig i+ %4 (0.32g,14mmol) gy
HEgE(Aimh)®Ewk, mEE PR )\(E)(O._Gg,Z.Smmol)g‘{: F S0
CTh#H3I R, AETERTHHAIH. TREXZRXN LK
%, RERFHAEARETFINHClQg)P A TR %, X
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E RSN NaOHaq)® k., #FE A & F (4= S0ml) 3 5,
A3ty A WL ¥ B NaClU/NagsSOq F 88 3t %k %, 4 3|
344mgyy ik 4 (F)(60%),

G.3-(3-F g H£-1,2,5-F —wh-4-E)-4-W X kg s B L Y

FHEEAT, £250mig & % (F)(3335mg,1.6mmol),
g gt (1.14g,8.0mmo ) F M (A00MD Y R & H T ZHE T
IR, WERETFTREZLAN LRE, #3500mgxf
B%h(G). $REERATFTT-FRE.

H.1,2,5,6- 0 4 -3-(3- 9 4 3£ -1,2,5-v = wk-4-3£)-1,4- = ¥
Xk EL R

FAAAT, £50m gk #8414
(3000mg,8.0mmol) ju 7 (G)(1.6mmol) fr 7, ¥ (15ml) & #®
B, MEBEFERTHRFRIX. RAETREAZAZN LR
%, BB EAETINHClaq)("75Sml), REH 78 % #.
UAXERML REA AW KRG xTSmDER, &3 8 A1
EFR A ANaCUNasSOqF Bk &, /R Ry, #KH
2egx(EKR, ANHOH/ LB W4 ERRRIE R, &
F9Img, PELBRENE AL EE130.4mg, M.p.99-105
T . & % 4 # : C14H19N3058 |, # i {F :
C:49.26;H:5.61;N:12.31 . 14 bl 1
C:49.11;H:5.53;N:12.03, 4, & 45145,

5 B 7S

ReB&RTE, UXHATIFEHNRR Z 2 RN Y
ERETIAES:

100



3-(3- 7 44 -1,2,5- 0 = vk -4- 2 )-1,2,5,6- 15 4 -1,4- =
B e ERE. Mpl09-111 T T £ 4 # :
C17H27N305S, # i ff: C:52.97;H:7.06;N:10.70, = 5|
f: C:53.17;H:6.88;N:10.98_ 4, & 4y 146,

% % 4 76
Aca-BFE-a-(6-F £-3-dmr )7 I
w4 {47 (6.962,1.07Tmmol) fu & 4k 4 (5.72g,107mmol)
B A (Sml) ¥ 3% o fm A\ 6- 8 b -3-uf r¢ B ¥ (8.68g,71.5mmol)
ARRKEREAEWTEETRSISAH. RERAGHASO%
NaOHB A B 2R B ER. ¥ A N4 T8 MegS04q) 3t
2%, RATEREFANES Y. ARARALF T LE
g1

B.3-(3-4,-1,2,5- — wk-d4-3)-6-1 & wp v¥

% BT # 4 s (11.7m1,142mmol) g DMF(50ml) 3%
HEBEWMANE a -FE-a-(6-F £33 X)L F
(Ig,4Tmmo)E . ¥ REREHW A1 M, HEA
50% NaOHg L F A 2R FER. # L84 T MgS04)3
EE, BRAMBHEG6EER(GERM: EtOAc:CH2Clz(1:1))
s, REAKFS W, 7% H5.308(54%),

C.3-(3-F 5 #£-1,2,5-m — wk-4-3£)-6- 5 3t up we

FTEETH A% LH — XA 4 (0.33g,4.4mmol) ju 5} 3~
(3-4 -1,2,5-w — wpk -4- 3 )-6- @ # b ez (0.85g,4mmol) &
DMFQImDE F A B RN BRAPYRBLIIR . MARRE
(1.65g,12mmol)f1 1-38 € € $£ (0.99g,6mmol) 3t ¥ K K & 4
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wEEH2A . PANHCIR R RE R WA B 2R -
K. x#AS0% NaOHE L HZMER. HZ B TR
HER RIAKEFACEHAR.

D.3-(3-P s 2 -1,2,5-% — v -4-3£)-1,6-— & I ah w7 25 Bt {0
#

¥ e W g (ImL15Smmol) 4 ] 3-(3- & 5 £ -1,2,5-% — wh
~4-3£)-6-1 Z wp wg (dmmol) iy T W SmD) B 4 & 5+ K B B
EYTERTHRH20IHE. BRRERSGWER, REHAF
W, AR - FHEALEHALEEATT-FRE.

E.3-(3- 2 5 # -1,2,5-8¢ — wh -4- 3£ )-1,2,5,6-1y & -1,6- — ¥
e E 8

RAAT, T-10C T #4144 (380mg,10mmol) fu
2|3-3-8 5 #&£-1,2,5- — wh-4-3£)-1,6-— ¥ 3 op vg 4 Bk 4L,
f(4mmol) iy 7, B (99.9% ,20m) % . ¥ R E R &4 T -
10C FHRFISN, ZRE, $RARKUWETAEHRB LR
LHEER. A TRNANBAILAR ALY EE 6 3 (&K
B EtOAc:MeOH(4: 1) 4 4. FriRfrE AW UNER
Z#HEAEWEFEEEN, THEYTELSL, #2700mg
B = d . M.p.127-128T (4t & 45 147).

% 369 77
AREEW SR EA YA RI-ARDTE, UELHHA
T6C-Eb R A 7%, HBTHLLH:
3-(3- & 5 % -1,2,5-8 = wk -4-3)-1,2,5,6- 1 4 -1,6- =
WAt ey B g s M.p.112-1137C (4 4 4 148).
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3-3-(4-| &£ Fm #¥)-1,2,5- — k-4-3)-1,2,5,6-; g
-1,6-— H Ak dk v T EE 3 ; M.p.74-76°C ({b 4 4 149).

3--(4-| &£ T o &£)-1,2,5- — whk-4-%)-1,2,56-;m g
-1,6-— @ oAb g E g & M.p.99-101C (44, 4 4 150),

3-3-T g £ -1,2,5-8 — wk-4-3£)-1,2,5,6-1 4 -1,6- —
HEdi ERH; M.p.119-1207C (4 4 4 151),

3-(3-Z % 3 -1,2,5-u — wk-4-3£)-1,2,5,6-7 & -1,6- —
oAy og Bk 3, M.p.154-155C ({1, 4 # 152),

3-(3-(4- % sk % 5t #)-1,2,5- % = wh-4-3)-1,2,5,6- 10 4
-1,6-— W A up ey B g i, M.p.111-1137C (44 4 4 153).

3-(3-(3-% # v 5 #)-1,2,5-9 = wh-4-3£)-1,2,5,6-19 4
-1,6-— W A wp o B gh 2 ; M.p.125-126T ({4 4 4y 154).,

5 #] 78

A3-(3-7 @ 2 -1,2,5-8 — wh-d4-3)-6- 5 3 vy mr

% 4 1 4 (0.72g,15mmol) & F % A& THF(20m1) 1 1- g
8 (1.53g,15mmol) ¥t 3 ju A\ 3-(3-4, -1,2,5-8 — nk -4- % )-6-
A g vz (1.06g,5mmol) gy & A THF(15mI)3 3. # K B &
EHMBEAZINE, MAKE, REAWHZIRER, ¥R
HMTRIEK. RRYATRERELLOHHEZY, £ F
#-FHOEREERT I -F R K.

B.3-(3- 7 4 % -1,2,5-m — wh-4- % )-1,2,5,6- 19 & -1,6- —
ETT S T - |

F S s T6D-Ed fit 3k 30 8 7 % % 4, M.p.99-100
T (ft & 4 153),
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5 3 79

HEZNSAERL-OE, DZHEATBFFRERMF
A TALAY:

3-(3- % & & -1,2,5- —w-4- 4 )-1,2,5,6-p0 &4 -1,6- —
WA e ¥R S M.p.122-123T (4 4 4 156).

3-(3-T & #£-1,2,5-% — wh -4-3)-1,2,5,6- 7 4 -1,6- =
BOAE g eE B 3 M.p.133-134C (L 4 4 157).
L 3-G-(-R B ERE)-12,5 = -4-3)-1,2,5,6-W 4
1,6-— F Aoy ¥ g, M.p.133-134C (4 & 4 158).

3-3- 8 e & 4 2£)-1,2,5-% = -4-3£)-1,2,5,6- 1 4 -
1,6-— B joupwr &8 #h; M.p.126-128C (fL & 4 159),

3-(3-7, & % -1,2,5- = v -4-%)-1,2,5,6- 0 4 -1,6-=
WAk ez R 3 M.p.128-129C (44 4 4 160).

52 3 ] 80
3-3-3- ¥ % % 3)-1,2,5- — wh -4-3)-1,2,5,6- 19 & -1-9
X v

$#3-(3-(- 3 4 7 9% £)-1,2,5-% = -4-%)-1,2,5,6- 1
g -1- 0 % e 4 B 2 (0.70g,2mmol) iy vk & B (10mD) 3% %
A mMBOAH. BEERAWTFRETEL, A4HAT

AbdBEaEhEdrR, BEFARELEY. FF
% 80%, M.p.99-101C (4 £ 4 258).

LEA2HAMTFEHATALEW:

3-(3-(3-% £ F A £)-1,2,5-m — wk-4-3)-1,2,5,6-10 4
-1-9 g mz; M.p.113-116T (4 4 #259).
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3-(3-(5-% & K & X£)-1,2,5-% — m -4-3)-1,2,5,6-10 &
“1-% 4 e ; MLp.110-112C (ft 4 4 260),

% 6 41 81
3-(3-(5-3 % R w5 A )-1,2,5-0¢ — wk-4-3)-1,2,5,6-99 & -1-§
= A
w 3-(3-(5-4 & ﬁ%)'l’z’s'ﬁ = wh-4-33)-1,2,5,6-90 £
-1-w g g (0.31g,1mmol) ¢y — ¥ & ¥ g B SmD 3 & # v
N4 % A 4 (0.35g,5Smmol) 3t ¥ R A Y T £ RT H #4484
B, WAAFRBENRACLBER. IRBPERUER

BB R EEHT LSS, & 550%. M.p.106-107C (4
4 261).

LxaMEANFERETALED:

3-(3-(6-3k % T a %£)-1,2,5-% — vk -4-3)-1,2,5,6- W £
-1-g g Bk 3, M.p.105-106T (4 & 47262).

3-(3-(4--35 & T 5 4£)-1,2,5-u — wh-4-3£)-1,2,5,6-p
Z-1-w ke EE 4, M.p.142-144C (4 & 4 263).
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