(9 ARJNEEAR

HyaAHS CN 1055180A

o REEHEELF R B

" 211 Bi#%S 911018689 [51] Int.CI®

(43) 28 19914E10H 9 1

Co7D277/ 32

22} 91.3.27
3o %
[32190.3.27 33]US [31499.937
[32191.1.18 [33jUS 1313640,711
PHHRA K- 2 A%/ 5]
Mt SBE SRR M
MARBA BETTRNE - A - YIREL
PEET -1 REKE BB -T- @i
BRY - C- LEE

A - C - FRE !

MaEHKRBHN FEEAREE R
REBA EN— FTAE

C07D277 7 34 C07D263 /34
C07D233 / 28

REBAB: 49 MEHAK:

[SIZBAER  2—HR AR AR IR, o2 s mik R 1 et
HWEERA 35T RTE-4-BEER
T REMEGH RS E
ISTHRE
FF ) 2 7 ) 2~ BRUAR A O e ok O o s i B A
PRIEMEEEA) 3, 5~ R T ¥—4-BRFXET B X4

PRI,

(B))%14568

<20>



" ® E X #

(1

A H

1. #l&X (1) RETHRABKBE B FTE, K
) A

Rg ©
Me3C ‘, ‘\ ,Ji N
" ¢
O 4 I
HO 1

CMe;

Me ZW
X£S., 0. NH . BN —REFKEE,
Rs ZEARTFE;

Y®& SCH,, SOCHs, SO,CHs;, NR,;R,, NHCN,
NHCNHR,, NHNHCNH,, NHNHCNH,, N(ORg)Rq,
e
CHCOzR4, (CHz) CO2R,

N(OH)CORs, NRqW. S(CHz) CO:Re¢, %
NR, CORg ;

ngl. 2% 3;

mAgZ1ZE5;

Ri fiR, By AH. REREE. FhX® (CH2)nNR4Ry
Rs ZH. RARERT &,



Ry ZHEHKE. FEHCFs ;

R, & HRELIRE,

R, RIEFIEE;

ZBZE 0O, S. NH , NCN ,

WRCO.Ry (H¥R, hEX ik ). (CH2)nCOOH .

CHs

CHCOOH - (CH,)mOH .# C(CH;0H)s ,
BH EATE:

(A)EBERAADTE. LEAREEY, TH2 4-
100C, EFR(1) ket SkpimERk. v -FEREMY,
N-—HECUKRESE, R(1)A:

Rge ©O

Me,sC
NH
X-JL
HO S

CMej
1

A # X 0 € X IR Brids &

(B)E=gw, E=LKkHFET, FTO0-50C, TR
(1) 4eh5RTR. RASFRRBRLBREN, #HIF TR
SR (£PREFE. BHEHRCH.CO,H)BR 1444, R (1)
H:



Me,C

HG
CMe;
R XWEX WA Hw, wEHLE, BaHE:
(a)EplpaRWESEEN S, 424-100C, #ER
(3)FHE5THE%ES, flw, v REEEKR. V-HEEEK.
HAEM. 2K, 2Kk F%. NHEEHK R (3) 4.

X
M83C ;\ N

HO SCH3
CMe;

R XWEX WA, &F,

(o) ENTERFET, £HEEEARN R, TH40-
100C, ETFR(3) e EEERA. HERK., d1 —~HLH,
2 —RETBRKSE 4,

FHAGNR EoF EHANE A S v HEMR T hE4.

2. RAER 1wHE, HexRs,

3. RAER 1wFiE, HPx 2o,

4. RAER 18F &, EFx ENH,



. RAER 18 FHE, AP XEN(CH2) 0—s—CHs o
. RAER1F &, £pyvRscH, ,

. RHER 1 FE, P YR SOCHs ,

. RAER 18, EPYZF(0Rg)R:

9. WAER20F &, RPHRA(T ) eHR(2) -
5—-003, 6—=(1, 1-—FEZLE) - 4-EEXEITYF
£ -2 -TFERE— 4 —FERF,

10. RAERK201F &, BPHRR (1) e8R (2 ) —
5—(03, 5—=(1, 1-——HWEZE) - 4-EXXEITY¥
K] -2-TFRE~- 4 —FulRF TR,

11. XFER280F &, R (1 ) eH25 - (03,
5—=(1, 1-—WEZLE) - 4-ZXEFXEITFL)-2-A
xZ—4—(5H) —vEuli,

12, RAERIONFTE, HPR e RELER Y,

13. RHEROWMF &, eIt eHh_E H R,

14, RAER O T &, AP iid o Bt 4 —FEXXGR
o

15. RAEROBF &, HPTAMAURL 2 -ZETHR
o

16, BRAER28F &, Hbfidteth®(2) ~-5-((3,
5—=(1, 1 ——FEZE) 4 -EEXXEITFE)-2—
(EFEEE) -4 (5H) —EHH,

17. RAER28F %, 2dfidbeE(2)-5-(0(3,
5—=(1, 1-—HELE)-4-EEXX)ITFE)-2-

O ~N O o



(FEEXFRE) -4 (5H) —ELE,

18. MHAER1 THFE Pkttt e R

19. RAER 2thF &, EbHrdtedwR(z2) -5-(03,
5—=(1, 1-—_FEZLHE) -4 REXEIRFE) -2, 4~
gl 2 — B 2 — 5

20. WHEK 28 ¥k, iRt ewRg4—- (05003,
5—=(1, 1-—WEZLE)-4-BEEXEIIFE] -4, 5—
“H-4-R-2—FHEIAE ) TE

21. RAER 2, EwhidtawRs-0(03, 5
=(1, 1-=F£7E) 4-2EXEITFE)-2-(((=
FEAEX) (PAE)FE)AX) -4 (5H) —EX%E,

22, RAER 28y, HbPitewR5~-003, 5—
(1, 1——HEAZE) -4 -BEEXEIDPFE) -2 - ((2-
BEELE) TEE ] — 4 —E%KE

23, RAER 2 ¥k, HberibemwEs5-003, 65—
=(1, 1-=—WEZE)-4-BEXE)TIFE])-2-((2-
gE—-1, 1-—(EFE)EXIAE) -4 (5H) —FELE,

24, RAER 20 FE, EhrdtswR(z) —-5-003,
5——(1, 1-—_WFEZE) -4 EXEXEITFEX] -2, 4-
E I~ 2 ~fF 2 —BE—N, ¥, N-ZWE&EH,

25, RAER2WF#E, LeFdhesR(2)—5-(03,
5—=(1, 1-—HXZ%)-4-ZEXXITFE]-2—
(FwE) —4(5H)—E%EH

26. MHER 28 &, bRt a2(2) —v (5~



(038, 5—=(1, 1-—HELE) -4-BEXELITFE)]
—4 -8 -2k BE ) HEAR,

27. RAEKR 20 &, HeldteH8(2) —2-(5—
(03, 5—=(1, 1--HEZLE) -4 -BEXEXIEFX)
— 4 -8 — 2 —EARTE ) HHRARTEEK.

28. WAER2WF &, HeFktatR(2) —-5-((3,
5-=(1, 1-ZWEZE) - 4-BEXEXIPFX]) -2
(EEX(1-WEZE)EE)-4(58) —%F,

29. RAEK 28 &, Hdidte4p2(5-((3, 5
(1, 1-—9WEZE) - 4-EEXEIPFE) -4, 5—=
B—4-8—-2-EuEIAER

30. RAER2MF &, HbfridteumR(5-0(3, 5-
Z(1, 1-=WEZLE)-4-BEFXITFEL) -4, 5=
2-4-2—-2-¥uE)EEAN2-BE -5, N, N-=FX
Lk o

31. RAER2MF &, bRt athZE(z)—~ 65—
(03, 5—=(1, 1——_FELE) - 4-EXFXXITFX)
—2-((2-(=FEXRX)ZEIALX)-4(5H) —H4M],

32. RHER 2ty F &, iRt e#h2(z)-((5-
(03, 5—=(1, 1—-—-H¥EZLE) -4-ZFXEITFX)
-4, 5-ZH—-4-8A-2-#4EX )% LR,

33. REER 287, bl ftehR(E) -8 - (5~
((3, 5—=(1, 1-—HEZLE) -4-BEFXX)TFX)
—4-8—-2—ESREE) -DL - HAR,



34, RAER2F i, Rt eR (z) -5~ (08,
5-=(1, 1-—HELE) - 4-BEXLITFHE) -2~
(FELEBRE) — 4 ( 5H ) —ub,

35. RAER2MF#E, HpFdtaus(z)—-5-(03,
5—=(1, 1-—FELE) 4 -LEFXEITFE) - 2-
(CI-FHELE)IHI—4(51) —Fi

36, WHER2M A, RHFELEHE(2) —§— (5
(03, 5—=(1, 1-=-FEZTE) - 4-EEXEIIFEX)
—4, B——H—4-R—2—EuE )L

37. WAER 280 F 3, R sR (2) — 8 — [(5-
(03, 5—=(1, | -—F#Z%) —4—BE%£) TFE)
— 4, 5B 4-F- 2R IMEEREY,

8. WAER 28F i, Eofptauw®(z)—5-((3,
5-=(1, 1-ZWELE) - 4-BEAFE)ITFLE) —a —#
H—4, 5-ZFH—4-R-2ERTBM.

9. WHAER 2WF . LEFRUAHURA5—( (3, 5-
= (1, 1-ZFELE) -4 -EEXE)ITFE) -2 (FA
EHE)—4(5H) —EAT, |

0. KAER 28 ¥k, LHFhteH2E6—-((3, 5-
(1, 1-—WEZE) —4-BEFEITFLE)—2- (74
\ﬁ£]—4(5H) — v vt W,

ﬁﬂ%k4o%ﬁé,ﬁ¢ﬁﬁﬁA%zﬁﬁ@ﬁ
42.&ﬂ%$2%ﬁ$,ﬁ#%ﬁmé%m5~tts,5—%
(1, 1-—F£ELE) —4-BEFEIPFL) -2 (=7



~gE)—4(5H) —ERHEH,

43. MARK4 207 %, LeFRLGURE AR,

44. WHAER 2WH e, BEHFtem2( (5 (3,
5-=(1, 1 -ZFHELE) -~ 4—HEXLITFE) -4 -4

2 —wekolk T2 ) LB T,

45. BRAER AWk, LpFRemwz(2z) -5— (03,
5—=(1, 1-ZFH£ZE)-4-BEXEITFFE) -1, 65—
ZE -2 (FHE) — 4 H—vked — 4 —H, |

46, RAERSHF T Lhfidtew®(z) —5-((3,
5-=(1, 1 -ZFHZE) -4 -BXFLITFLEI- 1, 5-
ZE-1-WHE -2 (FiE) — 4 °H—vkep— 4 ~F,

47. RAER Wi, Hoifidtemzs—((3, 5—
=(1, 1-29HZE) -4 -BEFEITFE) -2 - (F%
Z)—4(5H) — &,

48, WHERShF, LofRteuZ(5-0(3, 5-
Z(1, 1-—FHZ2%)-4-BLFXLIPFL) -4, 5——=
-4 —F—2-uE ) AER,

49, RAER SWF#E, RPFduasi(5-(C3, 5—
Z(1, 1—-WEZE) 4 -EBEFEIDPHEE) -4, 5—=
-4 -R -2 E ) REREA R,

50. WHERSMHE, duftahzs—-((3, 5—
(1, 1-ZWEZE) -4 -LEFLITFE)I -4, 5=
- 1-FE-—4-4—- 1H-—skk—2 £ -AER

51. RAEK3IHF &, XPRtae#Z(5-0(3, 5—



(1, 1——HEZLE) -4 -BEXEITFE]) -4, 5=
A—-4—-F5—2—%uE )i

52. RAEXKIWF &, Hbrdtaew®Z(5~-0( 3, 5—
=(1, 1——9HEZLE) -4 EXFEITPFE)I -4, 5=
B—4—F8—- 2w K )NFER Y,

53. WAEKsHFE HhimdktegA5-003, 5
Z(1, 1-—-FHZCE) 4 EAFXELEITFE]) -4, 6=
Ad—-1-FE-4-49-10 %% 2 -

54. MAER 280 F &, At apZ(5-003, 5—
—(1, 1-—FHZE) -4 -FAFXEIPFHE I -4 -4 -2
ko Ak ) LB OTE,

55. RAEXR 4tF &k, Eemdthemegs-003, 5
=(1, |- Z-WEZE) -4 HAXEITFEEI-1, 5—=
A—-2— (H#HEL) -4 10 —% 4 -8

56. NHEK W FE, Fhmhktohwzs-003, 5—
Z(1, 1-=—FHEZE) -4 BEXXXIPFEI-1, 5=
-1 -FE-2-(FHE) 41 skt~ 4 —H,

57. RAERSHHE Ehhrdtep=25-003, 5-—
Z(1, 1-—_FEZE) -4 BXFXEITFEL) -4, 5=
d—-1-FE&—-4 -8 1H—vknp- 2 -%F)EAER

58. RAEKFE, Lok tewZn-(5-0( 3,
5——(1, 1-—WFXZE) 4 EEXEXXIDFEX) -4, 5-
—A-1-FE-4-FA—-1H-%-2-K]

59. WAEKk28F &, LoobdtemEzs—-01-~(3,

10



5—=(1, 1-—HEZE) 4 -EXEFEXITTLEI -2~
(F#E) -4 (58 ) —E4HEH,

6 0. WAEKR28F ik, Eviidhe2(5-01-1L( 3,
5—Z( 1, 1-—WHEZE) 4 HEXEITLE) -4, 5—
—E-4-8 -2 g ) ELR

6 1. MAEK2KWF &, HrvfttewBr-(5-01-
(3, 6—-=(1, 1-ZHFE £ - 4 -BEEXEXITPLE] -
4, 5——F—-4-8-—2 @R

62. HETA (1 )ehR e TAABRER R BB F &,
A(I)H4.

CH; ©
(CH3) 3C X N
x—1_ II
HO v
C(CH3) 3

AHXAZEO. S, NH RN —KELEE:

vy! £ O0H B SH ,
% H AT

%3, 6—=(1, 1 -—FELE) - 4-FEEKLHE (a)
2, 4—FEE_WR (v ) Bfy, IBRESHEE, B, EFX S,
ERAAPH LR KB BE i, F8 1 0404640,

6 3. WFAEKG280F, EbHktewZs5-01-1C(3,
5——(1, 1-—_FEZE) -4 EXXXITTLE]) -2, 4—

11



o v 17 —

64, WAER6 20k, HPIrRbe#wZ5-01~-L( 3,
5—=(1, 1-—WHHEZLE) 4-BEFXFEITRLE]-2-%
R — 4 —E ki B,

12



% HA 8]

2 — UM Iy o vt ol
nEnl ok B fook kB R 3, 5——RT
E -4 -REFXEDPRETEDNHET &

YHAEAF S LA —FL2TAAT 2 — BRH gL 8.
e o R Aok ek R BRI 3, BT A - 4 - BEXENEM.

fldm, 198845 H 25 HRXMFiHEEH 077198 , 528
WEEEAEIFE(HEHFE); 198944 A1 0ERXHWHES
AH07/334 , 346 HEETHAFFE(HCKF )M 19894 TH
5 HRXEFEEHOT/375 , 794 W EHAYEAFTAL
3, b—ZHTHE—4—FKerEuolk B, okod kB frkek kB 2%
teH. FEL, HA=ZFEAFEHNRKAERIHATARTIA
THANATFAR, B, XEFRHEENAERS LR EE,
ARACEH G XENTFARH K RELS BT, et
ko ik B 3R Ay 2 — AL B R R X,

HEEXMANTELAMEAR (B Eovd, G =
) EaHERRARE 2 -RAXNLE M. £N: 19884
11A29BRXWFEEH 07277 , 171 HEELAPH
(HEHF)MI9894 1 030 HRXHFEEH
077426 , 814 MARFREE LA Wik, BR, XBEH XHEU
THEMNFEHERRATR: B, 2FFBL2LTLEFRE 3,
- HTE~ 4 -FEXERLZFHBRALE. FRARTHE

13



W EFE 8N o
ARUAF RN AU EH AR RL R mR 3

RS

14

C

CM83

M A A&
XAZS, O. NH &N —MAK %,
Ry ZAKXFTHE;
Y5
i
|
SCHa, SOCH3, SO2CHjz, NR;R;, NHCN, NHCNHRs
i i
NHNHENHz, NHNHCNH, , N(ORg)F. . N(OE)CORs, NR4W,

CHz
‘ -~
CHCO,R4, (CHz) COzR4, S(CHz),CO2Rs, 3% NR;CORg

H
720, S, NH ., NCU
WA CO Ry H¥ R, BEXENTE LE

CHCOpH, (CHp) CO.H, (CH, ) OH, C(CH,O0H)j,
Hy

n;%l\ 21 3;

mizlZ5;

Ba v Ry $harhn. fRepE. FhE. R (CH,) NReRy,



Ras BH. MERFE,
Rs £ HBRKGE;
Ry RlE. FE. KCFs ;5
Re ZHBRPLE
Rr RIREKEE,
AEAXS RALENEEFXOR | o BRETHARRE A
BT, FEAE:
(A) EBERERNFADREE. LEXRHEESY, TH24-—
1ooc,ﬁTﬁ(1)mA%5%%¢ﬁ%\N-W%ﬁ%ﬁN,
N~_$£L&ﬁ » RCT ) A

| Ry O
MesC '
, | Y nH
HO X §S

R o0 X B XA BT g B

(B)EZWEH, EZLEFET, TH0-50C, ETR
(1) ReHERTR. RREFERBR RIS, BHRH YA
SR (£ RRFE. BHERCH, Co.H )R 1AM R (1)
4

Rg O
Me,C N NH
X —-&
HO s
CM€3
1

15



N XWE SR i AH, wELE, T4
(a )ERWERNEEEN Y, 424 -100°C, FR

(3 )5 T#HESESE. i - »HEER. ¥ -HOELMK.

FREAMK. &KkFR. k-9 LRAEHE, X 3)H:

Meq /\(/ﬁ\ N
.
HO -L\ SCH3

CMe -

AP XWE X wrR; 5#F

(b )ERTESEGET, Ei4HEEN S, TH40-
100%C, FR(3)heh58E7F. HAK., 11 —-HAE.
2 —AE LB R 4o

ARPZF R AN FhahE L AR E g -

CH,
(CH3) 5C SN -
/)
XL 11
HO ;
C (CH3) 3

A W
XAZS. 0. NH g5 —1RFEHE,

y! B O0H #8 SH ,

AR HAH LT e R WAL &M s 2 25 5 58 3 B % 2 Y
£, FFERE. 3, 5 (1, 1 ——HFEZEX) 4~

16



BEEXIHE (a) 2, 4 Fit 8% ( b ) BHF; MURE
Wa, B, £FXP, ERAAT, BLEREmEEKE, RER
I4&4.

AEARHE R THT TERRENER 4464, IBRELE,
Plin, REMRT R AT R, HkE. FB. 8RR,
Mk, BRass. 15 RS m SR 5 R 8 A S i R
. fREsmiFL e, Bl d e G R EHY, AR
ZHRE, ZAsHAETEK. TR . k. A
thfn. BB EMR GBI ARENR [ 1 AEHE e X
IR I ey & UK %4

FRAEH RETEANEFRGEASE, RIARAZHER
EWFE, ZFEaEUETHABANEEXOA TR IA6H5
‘B $o

FRAZRBTHAZER [ K I Lo eI EH4ER
BT HEHREA

ZROWERAGUR AT RS RAETEMLI AN XRE
WE—REATHERGA6HR BT F ik

RIRTHLEWAE S - KEAH. FALRNAREE, ¥
R LR AN, E, RETARVANA A4l nA
Ho

REHR I HEHWE: (2)-5-[ [}5—=(C1, 1-=HEL
) 4A-BEXEITFE) -2-TFEE - 4 —FkHHIR
$#(1:1); (z)—-5—-(03, 5—=(1, 1-=HEXLE)
~4-PEFXEITFE)-2-(FEAEFLRE) -4 - ( 5H)—

17



EUFEE®E, (2)-5-003, 5-=(1, 1-ZF£Z
 E) -4 -BREXEIFFE) -2, 4 —ERRE_F2 -,
(z2)—-5—-003, 5—=(1, 1--¥FEZLE) -4-8%X
EITFE) -2 (Fo%) -4 (65H) —Eu; (2) —5-
(03, 6—=(1, 1-ZWELE) -4 -EEFXEITEE)
—2-(BE(I-F¥EZE)AE] -4 (5H) —ERE, (5-
0038, 6-=(1, 1-—¥WRZLE) 4 -EXXEIDFE)
—4, 5-ZHA—-4-A-2-EEIAEAEHLE, 6-CC3,
5-=( 1, 1-_FAZE) 4 -BEEXLITFE) —2—
(F#mE) -4 (58 ) "% (5-003, 5—-=(1, I-
SWRLE) -4 -BEREITFE) -4, 5-"H—4 %
S 2 E ) EERME—((3, 5-2(1, | -ZFELE)
—4 —EEFEITFE) -4, 5-—4A—-1-FE—4—-4-
11—tk — 2 — % — AE e |
 Fhmfh#BRE: (2)-5-003, 5—=(1, 1—-=9%
LE) -4 —BEFEITFE) - 2 - THRE— 4 —Eud kTR
BM#H(1: 1); (z2)-5-(038, 5—=(1, 1--W£L
E)—4-2EFXEITFE]) -2 - (FLAEFRE) — 4 (5H)-
R BB, (2)~-5—-(03, 5—=(1, 1—-—H#0D
£) - 4-BEFEIIFE)-2-(BX(1-FELE)EE)
—4 (58 )—E@WM(5-003, 6—=(1, 1-=FXT
E)—4-FLEFEITFFE) -4, 5—-4—-4—-4—2 g4
EIEAERAER L. |
Bh&WwE: (z)-6-003, 5-=(1, 1-=-9£0

18



)4 -BEFXEITFE) -2 -TEE -4 —ELHRHFTHR
$C1: 1) (2)—-5-003, 5—=(1, 1-=FET
E) -4 -FEFXXITFE) - 2-(FAEXFEE) — 4 (54)
— v el W 2 3 B 3

EALHAE, “KEKE” Z4E 1 E6 MREIGE, ARFE.
E. AE. TE. RERCEUR BN RHG

HERA. L RRMo

FHEAEABRNEERE 1. 2K SMRRERARNEE, i
BRREZ—-IMRENATFRRE: €461 Z4 M E. oR, (&
H R, BB ENHE). SR (H¥ R, HFriiiviie

0

XFE) . Rabco (S Ry S iz XiE ) .
C(0)ORs ( HH¥ R, Yariimuik e XAk ). £REWE,
NRgR; (H¥Re MRy F M ibmalife X AR ). £k
i %o

FRERNRE XNFEA AT TIRERE, FEDEERFIH
THEE, PTE. THEE. PTEURBNHRNE

Me J%qa,%o

FRAMEW T B NARNE, E, XA LI RME
BREEAY. RAXGKE T ETURER 2 HEF A RN

AWML AL ARAREBIRE, FrEUNRAT R T 4408
A RMYR B TERE BT

RIRT58™ LML EERPANR, £TUNE
BABAMREEBRANE. FANARRABERRVEEZ A. FE

19



E, URSHBRANANFREGHEREEHEY X BA R —Fo
FEPXEALGY ETESHEESRTENS: 2/ H AR (&
H B ) AR (L Fa . XA E R ) E4AT
BEHRL, mEL, FoRY., XEHE. HFEHARLE, &%
ZERE (WEBAGANMINR) TEN S AEXRALGHNHR
FAAMEL RNEA AR, 4. €. #. 5. %. 4. 44
AR . RR L FRBE .

ST UAEEN AN RH LS. EATHEXRARAHAE ¥ L
TELHRAENRAE LS. THHESEAEEHR LREMWAN
o ABANBHE—A%, HEBAIFLAR B HhTHEL
BHE6mT, WRANRETaE: . —f=kE R (09K =
FRRA=ZTE); & —h=RERER (e, —H=THKE),
AER (WRERMMAR); Ba M, V-FEHEWK, v -
HERE; ok, Lo F-FEXLE Z(RTFX)AEFR
& (. £W “ Pharmaceutical Salts ”, J.Pharm,
gci., 66(1), 1-19(1977) Jo

FrRmiEteut AL THTEAE: AR 1 LN EER
BATEHAEEREBNARKEEARLCELEN S, RAERRE
B, 2 BBE RERA T LA RERSBRELE, oAl
EENRA T MABERREE, REEANEREHT, IHERNE
o B4 B B R 4R 2

ITRER TR TGP RREETENE: HEENRE ¥
HHAYUENR I RUECAHR B, BALEY ETELHER L.

AR ACE T UR KA HREHCIT R

20



ERAMAMEN 5 - FEARRAALENNRAN R BN =%
WG SRR FES T AXREREER PSR, TR BNE
£ RFRERB P ER KN RS, SRAFEKRERET.

ARBL/ARBC 241 5 —[FE 6B A ANEEN R €
A

HEEBREAMFEEES ( Rockville , MD ) BEH AR
BREmfFE A E ( RBL-1) o

A d Amersham ( Arlington Heights , IL ) #fu
Seragen ( Boston , MA ) #8%| LTB4 f0 PGF, F At 48 MK
( RIA) &,

eIBco ( Grand Island NY ) BETHHARERE,
B3

A12%kFmENTY Eagle ' s RIRSHHRERBEF
RBL—1 #4if, #HRAHRLER — 5 DR UHKH 3 7 CHFM bt
fTo Bk B4, AANBRREZATApH 7. 4 (PBS,
NaCl, 7. 1&; Na;HPO4 , 1. 158; KH2PO4 , 0.2 8;
KCl1, 0. 28/#) %k, HEWHMMU2X 10 M. m1
WEERETS1. OnNEETFHWPBS B, EHMIERBES
( Fomsow) ( 1% DMSOF WL WHERANM ) R T,
TEREMMER] 028, WASEFREA23187(54 1),
HABHMEI TCHERTIE. BREEALAN ] 02 HER UK
e BOSEEN, LEAT-20CTRF. FARRBRMENK
HEFMREMEERRBE( 1004 1) PR LTIBs #PCF 4,

#1 44 hiELMERNR AN ENKE, W, REIR50%
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WHIARE A MW BTN 1Co0 HRELTHRE (# n ) Fat
LTBs 8 PCFaa HRWINE T2 R,

AXEBHFERBARENAAMN -2 ( CFE2)

mik: HE

¥100mgAXEK( Marine Colloidal Div. ,
Springfield , NJ)AMEI1O0n L XEHK( 0. 9% ) Bk
( Travenal )P, WU HEAIERKEA( 1%, W V). ¥
ZERARRE30—-450%. ERAXEKRERN 10, A5
YRR 2Rt b. BERARELHNE TEEAHAREER Tik
AO. 10m1 1%AXERER, WERRBNAAM. B AEER
R LB A ARREBN LS ( Buxco Electronics ) MEATH
RAGH, AAXERREE S/ D HUEARER, Mo KEEF
RINERE s/t SadB b £il. AE—48% Rzt a X
BETERBRHNELCEGUSRBTOHARATEHOARTHE 2R,
FEEEAHEGH BHITERBEEI TN & T BB
(MEKIHRAEFTELLHAENE ),

AFXHEBFRARIXEHEAMN MK ( MFE ): FF

HRAAKRPEFLAE 1 0L EBRL IHE( 5 mg/Mm1)
B Famit. £Z0X%0. Inl2XHERAGENBER
B ARZRNER X EHAA . EENET 2AHAXBERH
REME RS ENE KA. E2f2 XHEN 10HRE 1A
F2X, BARS 4, AZAKEH(RETE0. 204E—-80
0. SBREZEREFELLEE S ) dABPANE. FARBEEL TR
oM ALAEA RGN ECE BB K THHANER.
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HBRERBEEMITE D0 (MHMHK4 0BFFNE),

BETHEULY RTRHNETIHZE G T 2 HE, WB./ ~M
FEERBREA(UD ) « FE

¥mAEpddvwistar AR(100—-2508 ) %%
2 4/t ARG, DBRERMAW(ETR2n10. REFE
HESHEE), AEBREAMEKG /P, REACO. ARAR
UETRE, AT, FHERGETHFE UELTHE
TREFRGHARNEL2EE UDso (FIR50PARLEERHHA

B)ERT 4%
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Hlk, ARATAFEATHTLRE—FRRREN LR 464,
ZHEME A METLRREARBANEA TR I MG URAD
RA¥ LV 8RR E

FEALRGEA TiHTRALERENE LSS (BEA) WK
%, HEAERCAR IR I et aud A Aedaa
DB ERE (RFROR) & T LA L s 4.

ATF-AWELEREEAREZHATRAE LRK RN E— R
SHERNWELXN K TRIAEBHAARE NN, pERFA L4
Wik, AKASHA T EWE 05 VAT At I T RA K
e P TR A A

ARARAWT UL TR RETHBLE: whH. BE.
AR, BREEH. CMIETUULAERAPA DMK AEL S,
ENETURHG L R R T (g T BRENLA)
%%, WIRHENEEATED (MRARARFAER ALY ).
R R EAR B, BAREKA (Wask. 4BF 0K ) WikT
g, ARACLEGHET UdH. RRGEHRABLTE. AF, £
HMLHRE—RAT Ko

FEAAMEPURKTTARHREA TET . —MATHEL
REEREZHENLE AW AR, UHIRGRTET A K
WR R EFRETEEY, ELAREERRE EAM KA X,
REmARNR, EERARAKN,

EHEAHEARAGE. FAALHENHARER 68 FAL
BREHHNM, YRJIAERATRETRER: o RERE
FREEEE. URGHTANER. A, KEE, HH, IR
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ERTEEELRBEAREE

EEAGhEAR, SEHATRTFAR IR T 04URLTH
RAEMARARSGHMTREARTR: REHbet. LHRE. %
BTG UARET S R Ak, ERATRARTHEAX
BB Edglshdnt, R TR I HRRTERALWETH
ERGTRHEERAO0. 1£sZE500nm g Lk tétn, e84
HWE, NBTAEFRHKEC. 5Z500m s WyLE, Rhkl
H&Z0. BE50mg ke HAFUKE, X9 2ZE 3 XRA.
sEBLe% (G, KATRRKERE)TE, EENANERETR
BEO. 1ngE 10048, BRMIAH0. 1+8/ke LRNMA
#o

B RETET L RAAREEGREXTRRRETE,
AR T AW AR o & 5 H & DIE o X H ',
BhEHNEZ1-10n g LRUAH /TR (HALFHHGEE), &
REHR 1 -5n8,/ T3, fliw, 1-2me./ X

TN : —MATFNELREERESHERITH (AF) N
WML RRER BN BRANAR RN ZAEY. Az,
EAREEFETULARA KO E, REEN wANREHRLA
W K B ko

RETULBRAE.RR G, ERFXAACLEE KRNI ILAE
DHEETHABRERBARRTARARGBN AR T, XREF
MR T AR M G — it

RTRIAEH4, ZHALGHTRTUSFHBERRR, #
m, RALEHHAN, FHAEREXS (vSAID ). XHILHEH, #

26



W, ERURY. —REAPRE, Al 458 _FEAR2E
EURETUKEN, RATE - AN AXANR. —REXAE— KRG
HARNE. B, ApERR 1R 14445 vsAaID B, R
I 485 NsAID HERL—MEA41000: 1EA%1: 1000,
BERAH200: 1EZAA1: 200, RIS ERMAEFERR
REA— LN ENREEZA, B, £ HAPHERAE—
iE MR H BN B

— MR 1 AR bl G kB R e R

NSAID #HBAET2HNEA:

(1) ARATA 4

( 2) TB4T440;

( 3) RERAT44;

(4) BEBBITE,

(5)%&Bi&ITEM ( oxicans )

Ry LRbA MW THR #.

TERAM TR AWM : FBF. HFBFE. FREER. 4
A, EoE, FELAKR ARARR., XEXFR. KEXTWHER.
WK, RFWFER, oxaprozin |, NHEFK.
miroprofen, FWEHHA M, EFHwn., HRAEXFTR. XEFE. K
BREAARFPEFCOERFTR, B4R 000E R ER &M X
W AT £ BL AT X — 4,

EHik, KPR ES “ AR ED” RRABE
~CH(CH3)COOH B —CH,CH,CO0H (MEJEVNTETHA
HEHBHR, Him, —CH(CHs)COO NAT &
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—CH,CHaC00—Nat )ty LR /EHEHRY, ALt
th TR B —CH(CH, )COOH ¥ —CH,CH.COOH X—MREHE KM
WREZELATR, REFRFBEFERR,
TRRN OB EDEE: HXA (ERRAWNSAID ). A
RA. EFRAR, XRABRA. RAEXR. —AXEXLE. %
$XZR. BTXCOK. 84 LR. LAGLE. SELR. £47
W, BhE. NEER. G, oxpinac, ¥ EXEw LE,
EAEGUEEAERERAGEME XN CBAT AU SR T — 4,
By, XEWEHFARER“ ZRGES” BAEWHE —CH,CO0H
X(REEE, BYETHALLR, i, —CH,C00 Nat Ky
R )WL AE A ESERERY, EXRFEDE, R
—CH,CO0H £—MERBXHETHR, RFEEETFAALFRR,
UUEANRBRTAHAE: FXR. FEXE. AXH. AR
X, fAPFRKRR, AARBULME AR MRS WA X XA
&N RTiX— Ao
Hk, XRATRES “ XBFEY " Z&ATRREL W

BEME ke AR 2

Q_NHO

CGOH

ZM AN T U A S ARAE, FHEPHMEE—Coon XV NUE

TR 4 XE (Flw, —coo~Fat )HER,
T AA iR RS A A —REAFRAEE LBRAM

28



Mo RARPULSA MHRERNENAXORERRTED LR T
K — 4,

B, ARARESH “HKXRBAAY ™ REATRRA LMW
eI R EE R

CHUEHEEHRARE, FEL b —Ccoon ETUETHAH
X8 (#lfm, —coo~Nat )HER,

THRTALZANSHRER (oxicams ) AE: RAEHE. E4
ik, RUEBtHf4 25 -1, 2-FpEgl, 1 -—4ty
4—-(¥—XE) ¥l REEALUEBmERERNSMEXY
R 2 5 R T X — 4

B, RRARTE «EBEL " LA TR S JEHKB LN
JIERERHEXSY .

e REFAERRT F Ao
HTRATHISAID : B3R, HWEAXER. XRXR4H.
amtmoprofen , anitrazafen ., wEKHKE. HEMNL. ¥
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GIERBEARE. RBEH. RERE. Bk, TERLB, Rk
AE. B% LR, FEEH. AFHR. ¥R, FRET L,
Hu|E®, delmetacin |, detomidine ,
dexindoprofen , diacerein , di—fisalgmine .
difenpyramide , emorfazone, XLAER. EFEXK. ¥
whwgmk etersalate, L% LE. etofenamate .
fanetizole mesylate, —RXA LK. AFXKTH. X5l
B, REFEK. ORER, REEReR. ASEXE. AAER,
flunoxaprofen, AL, fopirtoline . BB,
furcloprofen , ZAH Z®. ®WXMH. guaimesal . TXK
HEFR, — ¥R, 2WFEK. REHCR. 4E 2R, 2o
Btl%. lefetamine HC1 , leflunomide ., EEFwkek, A
A R4S, FE R, loxoprofen, AR, RIERE.
FRAKEY. FEUERH., nmnicroprofen |, nabumetone ., B
HYlwhE, nimesulide. Xk R, FHR. XALES.
oxaprozin . "RPuEekiriEEE . pimeprofen .
pimetacin , BANHE. FXUEH. hHEF. NHXER.
WAXBLE®RLL., WE®. pyridoxiprofen . SEEAME. ¥
FH2. talmetacin, FMIEBKEE. tenoxicam ,
thiazolinobutazone , thielavin B .
tiaprofehicacid . tiaramide HC1 . R@Evkwl,
timegadine . X'EHHE. SfFHAKER. tolpadol .
tryptamid , ufenamate , fzidometacin ,

®/E, L RAMNSAID AE: AWFRYE, % F1R M Hf Ik,
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AR NRILTHA .
AERT AU B RAAL AT UEAFEAR R

sk, flw, KW, £27. BRBK. EAR. £%. 554
LT AR EAPE 11 , 067 RATHH LA PR ESR
HARWEELSA4 , 237, 160 PAFEAEDBE A, EHH.
vMET U FmEELH 4, 325, 961 FIRBAEAB N AW
A, #lt, o —REEHAER, H4 ATHXIAAWERFEH,
KH, THERMBRE FRERNEE: FREM. F%ET. T
KWKETH. W R. temelastine | acrivastine .
loratadine , cetrizine | tazifylline, ¥¥FBkek. Wk
MEH81102976. 8 AT ARE vk X4 WAt TR EF
XBaFktthath: xEFHA4 , 283, 408
4,362, 736 ; 4, 394, 508 FEkMEF¥iH 40 , 696
BHAHSMAET USA KA ATP Hi9HA, flo, 2EEA
4 , 255, 431 A Fomeprazoled, EX—HREHAH
W 4 5% Xk HA AR WE A ko

AR TG — BB TRYENE, ILWRTELANF—
% Ho

—MEATRFEZ-HEA TR I 44,

ATHAEATR A 2 — Ak B, 3%k o A kol I
B3, 56— RTEX -4 BEXXTFENE DA

ATHET¥FEMS W20 AER: FHE 1<Isc Katsumi
et al Chem.Pharm.Bull. , 34 (4) ; 1619 — 1627
(1986)>#&# MR, LH. RANNEZEXAENRT24-100°C
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THgpERk. v-FEER. N, N -—_9XLRES, #HBHK
BB ARAMT 19894 10 30 HRXHHFEEEN
426 , 814 WX EFH WM CREN M 5 A F i
89121896.8 FIRWFETURHELARLAR I LW HESR
TRy SHNAAY, Ek EREEXEENRR A
X #o

ekt ato2hs—Fig: AEEANY, T24 -
100°C, EFHEMAGY 3ISEESL, HBHHTHE. FFRKEA
¥: N-REEEK. V-HFOERKR. FEER. 2 K¥FKE. 2K
W, MR ERk

HEWNRMEM2HE I ER: EE0TH,. L8, RAE
MEEANE, ERTHEEFET, FT40-100C, EFHER
W3 5RXR. HAR, 41 —-FEARK 2 -5 TS 4.

TH3, 65— RNTE - 4-EX-2-WHEMLGHIENR
Wi A TAM#b E=%Rd, E=LKHFLT, T0-50°7,
At 1 SHFRRN, TUAaRNAH 3.

A, e 1 5ERRARAARIREN, AR F
R=CH(CHs); - CH2CO2H WETHIE4 4.

MEFLBNAURERER THEXLARK IR I A4 H2 W
BFEHREMC BRI, ANEBERARGSHEEREMFREL
of Wk YNk &R

SIAfRE I REFERPERANCEERGBH 2D HEA,
£W: T.F.w.Mcomie REW“ANRFPHRSE" —-Fh
4 IMREE#EN. 95TWREE#HT ( New York , 1973 )
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J.F.W.McOmie , Advances in Organic Chemistry ,
Vol.3 , 159 — 190 (1963) s J.F.W . McOmie , Chem.
& Ind. , 603 (1979) , fr.W.Creene , “HHAE BTN
HPE”, Wiley ( New York ) , 1981, 2. 3fu7H,
EHHARPEN LR ¥X, ZRHEHKE. CRAXTE.
FAXCAETE, FEXVE, ZREHLE. §&,
EAXRATHERRALGWN T EE, BHAEHEEAR
AR#RS ARG RN RPENER, Eib, RETETHANE
HREH, EAXHTRT EXADEEERPEGNA,
FRAMAFE, flw, R KB ENET UL EAFTRY
R B4,
AXRANRYREFEHZTHEEN Cath, BE7HAHH
VAL %
HEANRER S AL HY ISR K IR, o EH
BHRR IR T othé i,
FEHTRAFAREEG LA — P AR T KR W, AR
0% 0 3T ok M A AR RS,
X EH 1
(z)-5-003, 5—=(1, 1-=—¥XE7LE)-4—-2¥X
BITFX)-2-FRE- 4 —E4LKE
#3, 5——HRTE-4-EEXFH (9. 48, 0. 04
mole ). EHHE (4. 72, 0.0405 mole ). ZRR#H
(8. 38, 0. 1mole )FMRZR(200n1 ) WEBESHHEE
MBEFK2 10 45N EAHmEKKS, S8R HHE
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W, FAARSE. HEAZTHAETCRY, KRAK. RREMA
Ak THRBEGE, BEEM, B29. 4T, HH
EHMATE-IRIEES S, 523, 86(38%) (2)—5-
(038, 5-=(1, 1-ZHEZLE) 4-ZEXEXITFE)
—2—FRE—4—E4KE, m.p. 277-279°C,
TEM: ¢ H,aN,0,8: |
WHM: c, 65.03; H, 7.28; N, 8.43; S, 9.64.
Sy, C. 64.90; H, 7.30; N, 8.21; S, 9.50.
EHF 1B
(z)—-5-003, 5—=(1, 1——HEZE) -4-8EX
EIPFEI-—2-FRAE— 4 —FpRBFERLEC(L: 1)
HEHEBKR (0. 758, 0.0078 mole ) HymArkw (4ml)
A TERTmAREEN(2) -5-(0(3, 5-=(1, 1-
THEELE) 4 EBEEFEITFE) -2 -TFRE— 4 gk
(2. 32g, 0.007 mole )HyWARH(189m1) AN
W, ¥iZRAMHIL2 5404, ERETKT 3 0 ClhkEM, AL
BRI AT, KEMBER, ACRESE, 832, 99¢EK
m.p. 252C(AM), AENBFE - LRELE, 43
2. 67¢(89. 3%)(2z)~-5-((3, 5-=(1, I-
SHELE) -4 -REFEIDFE) - 2-TRE- 4 —guk
B Es®RE(1: 1), m.p. 252°C(4#)
TR ¢, gHy 4N205 8+ CHy SO5H- 0. 13H,0:

WEM. c, 52.96; H, 6.61; N, 6.50; S, 14.88.
3. Cr 52.58:; H, 6.57; N, 6.38; S, 14.94.
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3 Mt 2
(z)—-5—-(003, 5—=(1, 1-—HELEX)-4-BEX
EITFEI-2-(BFEAE) -4 (5H) — g

By -—FEERHE®HE (12.52 8, 0. 15mole ), BHE
M(14. 88, 0.0756 mole ). ZE(50m1)fA(50
ml)HBEAMTEETHEL 028, EZKEMHMmA 5-((3,
5—=(1, 1——9¥XLE) -4-ZEXXE)TIFE)I-2-%
-4~k (HW: Iluo Katsumi et al. , Chem.
Pharm.Bull. , 34 (4) , 1619 — 1627 (1986))
(17. 58, 0. O05mole )fZE(600m1), HHH
BB HENN 8 /Nete R EW IR BRAWAH, R, T45°C
BEBRERER, AXK-AXREBEZES, 82 HEEK, HARR,
A_fFRRI. THRANE, K4, fa 19k ¥i. REHSB
HE(2148)WENAGHL, ERA-RER. BA-QAFR -F®
(9: 1)%M, BE11. b8, EFH-LRBRIBELE,
%%8. 68(48%)(z)-5-((3, 5—-=(1, 1-=
FEZE) -4 -ZEXEITFE)I-2-(EFE4E) — 4
(5H) -, m.p, 199-200C(4M).
THEAM: ¢ 4, N,0as:
it¥. c, 62.96; H, 7.23; N, 7.73; S, 8.84.
5 . c, 62.72; H, 7.23; N, 7.43; S, 8.59.

LR 3
(z)-5-(003, 5—==(1, 1-—HEZX) -4-8EX
ZIPFE) -2 (FEEFEEAE) -4 (5H ) —EkFEH
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&

AeMEATBERLE(2)-5-003, 6—=(1, 1—
THELE) - 4-EBEEFXEIDFR)-2-(FEEFERE)
—4(5H) —EWHHF (8. 3&, 0.022 mole )HH50m1—
LA, B39, 1 (ERBUR)4 4, m.p. 177~
179C, 2-_8¥K—-VBE-LREL S, /6. 08 (66%)
aoMal(z)-5—-003, 5—=(1, 1-—FXZ%) —4—
BEEXXEITIFE)-2-(FEEFEREL) —4(5H) —¥E%
HYEEBRE, n.p. 177—-179%C.
TCHEA C,oHz3N205S-HCL:
WHME: c, s8.17; H, 7.08; N, 6.78; S, 7.76; Cl, 8.58.
5 e . C, 58.60; H, 7.20; N, 6.81; s, 7.85; Cl, 8.31.
LR 4
(z)-5—-003, 6—=(1, 1-—HEZLE) -4-£X£X
XITFE)-2, 4—E_W2 -5

WHBEM (40.75 &, 0. 59mole ). HTHH
(60. 68, 0. 54mole ) MFH(500m1)HRAHT
EETHB¥E2504%, REMAS-((3, 5—=(1, 1-=F
X7E)-4-EBEXE)DPFE]) -2 -HA— 4 —Eodok
(49.64 g, 0. 14mole )yFEE( 2. 57 ) &EH Wik
AMBHEE R 2 3/, REWRMLESWAEH, I8, T45CH
EEBREN, Ak-AAEXZT W, 2EVRGERK, Ak #
EHRALRS, THENE, B 16cEE BELLR-FTXE
#5, 182114, 68(30%) 4K (2z2)-5-003, 5—
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=(1, 1-—FELE) -4 -EEXEITFE) -2, 4%
gt — 82 M5, m.p. 24 1°C(2#).
RRAETWAARREN, HEAF2EFE, @dBacos 4
A H 55 4 A,
MBI 5
(z)—-6—-(03, 5—=(1, | -—HXLE)-4-BEX
EIDPFE)I -2 -(FHE) - 4 (51 ) "EULH
¥5-0(3, 5—=(1, 1 —WELE) —4-ZEXE)
TFEXE] —2-#HRK—4—ELH/BF( 69. 98, 0. 2mole )
Fo=7ZH(20.24 g, 0. 2m o )W=sl (1. 17) %%
FEIETHE 1 /Do, WMABER ( 141.9 8, 1mole ), ¥ix
B RRamBHE2 0/ et Hiz B eHitI€, T40CUTRER
FAEHEN. BRANERRSHm Ak, HRGRI HAAKk
BZER, REGH TR Y. THFEX, BAFEN LERYE Bt
fTEEE, B219. 258(26% )84, m.p. 159—
160C. &3HR%E, AR, AUNLTHEL R, XHFFH20.7¢
(29% )%, BACZ2)~5-_(3, 5—=(1, 1—-—=H
ECEX)-4-BEFXEIIFE] 2-(¥m&)—-4(5H)
— vk #, m.p. 159~160C.
TLHERAHI: CioHzsNOS,
QESE c, 62.77; H, 6.93; N, 3.85; S, 17.64.

S ¢, 62.80; H, 6.54; N, 3.47; 5, 17.72.

SEH7l 6
(z)—-8—-(5-003, 6-=01, 1--WXLE)-4-
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EEXEITFEI -4 —-E—- 2SR TEIHER
HUEB (2. 252, 0. 03mole ). MTH4HA( 2.8]
g, 0.025 mole ) ZEE(700m 1) HRAMT EE THE
1544, 5—-(038, 5—=(C1, 1-—WEZLE)-4-%
EXEITFE) -2 (FmE) -4 (5H)ELH(7.27 ¢,
0. 02mole )MmERRMY, A RRAMBEER2 0/,
WZRAWIR, T40CHREREERN, AAARERTH. A
| N BRARARM, A CBRER, AASBEENE, T8, BEh
M, BEAT. 75K BEEERERANELE - LRELH,
 BEl2. 958 (38B)AAHN(2)~n—-(5-((3, 5-
(1, 1-ZWECE) 4 -BEFEITFLE) -4 -4 —2-
EeoR TE ) 4R, n.p. 260C(AE).
TRAM: ¢, o, 6M,0,5-0.250,H;0:
WHM: ¢, 61.74; H, 6.91; N, 6.86; S, 7.85.
. C- 61.82; H, 7.08; N, 6.50; s, 7.55.
3 Wit 7 |
(z)—-2—-(5-003, 5—=(C1, 1-—HELE) -4~
BREAEIDHEE) -4 -8 -2 —FohTE I BRRPELR
¥5-(03, 5—=(1, 1 -"FEZLE)—4-BL¥E)
TFEE)—2— (FHE) -4 (65H) —~HuW(6. 138,
0.0169 mole ) fuBEHAK (1. 538, 0.0169 mole )
ETE(300m 1 ) PRBAMBIER 70, TEETHELD
K, TRABEFY, ATERE, RE5. 78slthk. GH4
 DMF—WEBELE G, 883, 45 (47h)H%EH(z2) -2~

. 38



(5—-0(38, 5—=(1, 1-—FX7%)-4-BXXX)T
HE)-4—R -2 FRTE) HARFGEK, n.p. 200 —
20 2°Co

jt%:é}ﬁ: C19H26N40252'H20:

WE®. ¢, 53.75; H, 6.65; N, 13.20.
52 M . C, 53.76; H, 6.48; N, 13.24.

EHRB8
(z2)—56—-0038, 5—=(1, 1 ——_HEZLE) -4-2EX
EIPFE)-2-(£E(1-FEZE)AE])I—-4(5H) -
g% vt I

By -REEAERE®E (5. 58, 0,049 mole ), &T
B4 (4. 838, 0.043 mole )MZHE(500m 1) HWiES
WMTZETHHL1S54%, REMAS-L(03, 5—=(1, 1~
“ERCE) -4 -BREXEIDFE) -2 - (FHE) —4(5H)
—E B (7. 278, 0. 02mole ), HWZBABTEEK
6 /Nt BERZENE, BEIAHNHRNREEHENSALI NS
Mok —ABESMY, FRATBRIER, AAREAIE, TR, AR
BN, BRAT. TehEh, ZRGHZEK (2028 ) HENE
., FRA_S¥K. BA-_AFR-FE(9: 1) %K, 43
7. 084t GHELZ_QFR LRI -LRESH, R
4. 28 (54D) %M (z)-5-003, 5—=(1, 1-
—HELE) -4 -BEEXXITPFE)-2-(EE(1-FE£L
E)AE)I -4 (5H) —E4RkE, m.p. 208 C(4# ).
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m%é}ﬁ. Gy 1HzoN203S:

WHHM: c, 64.58; H, 7.74; N, 7.17.
. C. 64.52; H, 7.67; N, 6.92.

LA 9
(5—-(03, 5—=(1, 1-—HWEZLE)-4-EXEXX]IT
FE)—4, 5—~—48—-4-8 -2 F4LE])HAER

BEER (5. 045, 0. 1 2qc.c) fugTHEE(12.28
g, 0. 11mole )WZE( 1# AR TZETHIEL 504,
R ERFEMAS-(03. 5 (1, 1-—_FELE) -
A-BEAXREITFE) -2- THFHE) -4 (510) —Fu
(36.36 g, 0. lmole ), HAREGHWHER2 340, B
+HEM(A650m1 )G, BiZREREHAH, BASH LI
B AKES T, BHBEE, HAkEE RARAMELHR-TLRT
B, AA®REAENE, T8, REEN. B2 35, TslEK B
HFAEHEELE, 8825, 1 (70%)a%m(5—-(C(3,
5——(1, 1-—9HXZE) -4 EEFXEIIFE) -4, 5~
“A-4-A -2 EREIRAER, .r. 240-242%Co
TEAH: Ci1egHz3N30,5:0.2CH,0H
HHEM: ¢, 63.38; H, 6.59; N. 11.55; S, 8.81.
%MME: ¢, 63.18; H, 6.70; N .1.55; S, 8.75.

SEHF O B
(5—-0(03, 5—=(1, | —HEZE)-4-FEXE]IT

P-4, 5-"A-4-A 2 FuE)EERERL
BB Eat(12.18, 0 034 mole, 4 6. 6%KE



BI)mE(5-003, 5—=(1, 1-—HELE)-4-£%
FEITFE) -4, 5——4A—4—-8—2 gk ) REN
(12. 78, 0.035 mole ) AEHH. WiZBAMEIR2 /N,
BREBENE, BRTHA LR LEER, REA, HELERE,
AL LBk, #F1 584> 4, m.p. 189-190%C, &
FBEH-TRIUBELS, B2 14.02 6(89. 3%) AEG
wRatra(5-003, 5—=(1, 1-—H¥EZLE) -4-%
EXEITHWE) -4, 5—-A—4-F -2 HuXIELAH
%, m.p. 189—-1907C,

TR C;9Hz3N302S*CgH, ¢NO:

&, c, 62.58; H, 7.88; N, 12.16; S, 6.96.
. S 62.53; H, 7.86; N, 12.21; s, 7.14.

EHF 10
(z)-5-(003, 5—=(1, 1-—FXZLE)-4—-EX£X
EIpFE)-2-((2-(=_FEEX)X)18X-4(5H)
— v wi:

#5—-0(03, 6—=(1, 1-—F9FLX)-4-EEXX)
THEE]-2-%AK -4 —ELHKHE (6, 998, 0. 02mole)
N, N——WEREZHK (5. 292, 0. 06mole ) FTHE
(250m 1) WBAHHBERT. 50, KEAREN, RY
MRRERKERET, BH6. TsEE, EE2TYH-LRIUE-FX
LN, RE3. 48 (42%)44H(2)-5-003, 5—
(1, 1--FXZE) - 4-BEXXXIFFE)-2-((2-
(—FEZEE)EIEEXE-4(5H) —E4LE, m.p. 209 —

4]
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211°%C,
jt?é}ﬁ: C22H33N3025:
HHEE: ¢, 65.48; H, 8.24; N. 10.41.
?&}ﬂd{ﬁ C, 65.38; N, 8.34: S. 10.19.
HEHEA 1 - 10t e, RAETWHERES, WET TR
P Ao
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LKl 20
5—((3, 5—=(1, 1-—HEZE) -4-BEXZ]ITV¥
) - 2-MA— 4 bk
¥14. 18(0.060 mole ) 3, 5—_HRTHE-—4—-%&
¥FE., 7. 08 (0.060 mole ) 2 —#RMAK— 4 — "%k ok
17. 48(0. 21mole )LBRHIRT 5n 1 ZHEBELSHER
AAPRBEMBEL 2 0/, BZXEBEHRHWEMEIOO0S
kA, BBIESY, Ak, hhpfRH16. 2¢(81%
g ) &=, ZEMERTT—% K.
¥Rt RENEL, £AR 2. 5B LR
YR, BAS 25 LB LG FRER, #EN~W
REARTEELER, BEEts5—-(03, 5—=(1, 1-—F%
LE)—4-EBXEFEITFE) -2 —HMR — 4 — %%,
m.p. 240C ().
T HA A : C18Hy3NO3S:

JHME. c, 64.83; H, 6.95; N, 4.20.
5 4 Cc, 65.00; H, 6.95; N, 4.17.

SEHBl 20 A

ATHENELS YN S —FEFRERET:

#18. 88(0.080 mole) 3, 5—ZHRTE-4-EE
W, 10. 08 (0.085 mole ) 2 —&ifK— 4 —"Eukvk .,
28m1ZBf1. 65(0.018 mole) p—HARAESOm1
R R A B R (M AERE - Bk R KR ) 408,
M A2 B RRRA R YT B A, A BRI, 2K
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LEESS, BE11. 1 (41%)%eRBi4, SHRHE
oM E, BAS—-(03, 5—=(C1, 1 -—_HEXZE) -
4-BEXEITFE) -2 A 4 — bR,
LAl 2 1
5—((3, 6—=(1, 1-—9WELE) -4-8XFXL]T¥
X)-2-(¥HE) -4 (5H ) —wuk

kB4 HEES5. 08 (0.015 mole ) 5—~(( 3, 5—
Z(1, 1-—9WELE) - 4-ZEXEITFE) -2 %K
4 —Eo MRy 7 5m L WEAKHER, 2. 4n1 (1. 78,
0.017 mole ) ZTMAEZ, THRANTHZRLMBEH 1/,
$REM4. 5m1(10. 35, 0.072 mole )BAFIEAE, K
FHE, WHRGMBFHE2 408, WiZRNBESDTIER, AR
AR R R EEER, 2HREARR, REGDEN4A
(#fE, Al 2. 5-5DLRUEN_AFHRER), 554.38
(83%) difail, 56—-(03, 5—=(1, 1 -—_FXELX)
—4-BEFXXITFE)I-2-(F#HE) -4 (5H ) %K,
BEELRIE /CTHELZE, n.p. 164—1667Ca
TR Cy oH, sNO3S:
HHHEME: c, 65.67; H, 7.25; N, 4.03.
;};mjﬁ: C, 65.72; H, 7.20; N, 3.81.
5l 2 2
(5—-(03, 5—=(1, 1——FHELE) - 4-ZEXE]IT
HE)—4, 6~"E-4-4-2-%4EIRAER

#0. 388 (0.0090 mole )RERWSON 1 ZHEX

48



kA, 2LESKHMAO0. 932 (0.0083 mole )R
TS, B 1504E, mA2. 62 (0.0075 mole ) 5—
(038, 5—=(1, 1-=—HEZLE) - 4-EEXEITIFE)
—2—(¥HE) -4(5H) ~ 4T, KEFMA25n 1 LK,
¥iZRAMRBER 3 M, REDH. EEHHHALITKEBE, &
Wizdh, BoBEAsk, E2Tl1o00o0m14ky, Al. Om1
BB, BiZReuNE3 00, HTBTIKE(4XT75n1)
BER, 44ANE, AHA(2X150m1 ) %%k, TR(EX
Na,S04), %K. B2 1. 08 (38%)f/=wm, o 5-((3,
5——(1, 1-_WELE) - 4-BEXXITFE) -4, 5—
—E-4-4 -2 EIRER B0 CRIUBELLNH
W, m.p. 220 (2#).
TR ¢, R, aNz04:
HHME: c, 66.84; H, 6.79; N, 12.31.
5 C, 66.81; H, 6.83; N, 11.92.
EHH 2 3
(5—-C03, 5—=(1, 1-_HEZE)-4-EEXX]T
WE)—4, 5——4A-4-8—-2-%4X)REQERYE
WAL FEEXR (0. 9528, 0.0028 mole )
l1oml FEEAKESEAL. 08 (0.0028 mole ) 4 6%
BHRBEALKERS 65n L FHERRE, EEARLHZRAH M
o EZ B, IR, AW, ARIER, BARAWHEATYEY,
REZER 3K WREWHAEREGHE4 Om 1 TR PHH, 388,
#H0. 648(53%)8Em, WI5-003, 5—=(1,
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1 -—FELE)-4-REXX)ITFE) -4, 5——F—4-—
- 2% X ) EERERL, n.p. 85C(2#).
TEAM: o, B, eN,040.5H0:
tHME: c, 63.55; H, 8.22; N, 12.35.
9375!'“5. C, 63.92; H, 8.38; N, 12.31.
EHH 2 4
5—-((3, 5—=(1, 1-—HEZLE) - 4-BEXE]) TV
E)-2-%R— 4 -kl B
¥3, 5—NTHE—-4-£EXFH(30. 08, 128
mmols )., 2—-¥HHHE(14. 8¢, 128mmols )., CEH
(368)EZR(200m1l) PHEBESHERAA TR EMIE
Wo 2 4/0H)E, WRBAWAH, HEEENK( 2F) PH L,
LAet G, WEAZH, AA%K3 A TR, ALHELZSE, £3
5—~(03, 5—=(1, 1-—FELE) -4-LEFXLITVF
E)-2-#R—4—kodok® (24. 68), m.p. 278~
279 C(42#),
LM 25
5—(03, 6—=(1, 1-_HELE)-4-EEFXEIT¥F
£)-1, 5-Z8-2-(F#®HE) -4 H—vkd—4 -8
W (0., Hm1l, 8mmols ) mEHKHTFTHS-—(( 3,
5-=(1, 1-=-HEZE) - 4-ZEEXE]JDIFEX] -2-%5
R—4 ke8I ( 2. 58, 7. 5mmols ) FM-RHELK
(1. 356m1, 7. 7Tmmols )WZE(25m1) BE#EY,
FEREAAS, TERTHRHZESD 5/ G, REAEAE
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AAC150m1 )b, 1/AE, BB, AXAE3 X,
Tk, BEH5-003, 5—=(1, 1-—HELE) 4%
FEIDPFE)I -1, 65— 48— 2—(FHE) —4 0 -kt —4—
BM(2. 6g), m.p. 248-249°C,
LHB 2 6
5—(03, 5—=(1, 1—FRLE) - 4-REXEIT¥
E]-1-FE— 2R — 4 —sk ki

¥3, 5——HRTE-4-ZEXFH(19.08 , 8lmmols),
] -FE -2 - -4 -4 HBW( 10. 68, 8§ 1 mmols )
fup—HEBR (4., T, 53mmols )AZK(150m1 )4
RS EHEEARABRBERAER, 540G, HiZESHA I,
BAKRC 1. 5) b, 14hwE, EH&H, AA%RE 3K,
T, 2LHERS, B#85-0(03, 5—-=(1, 1-—_¥%7
E)4-EEXEITFE) - 1-FE-2-HAR—~ 4 —vkuitok
B(17. 58), m.p. 242—-244%Co,
LHH 2 7
5—003, 5—=(1, 1-—FELE)-4-BEXE)¥F
E)-1, 5-Z8-1-FEF-2-(F5HE) -4 H -k —4-
B

WS (1. 2m1l, 19mmols ) mEHieHe5-((3,
5——(1, 1-—FEZE)-4-EEXEITFE])I-1-WF
E-2-HAR—4—%kkfB ( 4. 0&, 12mmols ) FM_RH
22 (2, 4m1, l4nmmols )EZHE(S50ml ) BHEE
B, EEMEASAY, TEETHHZBEEGY. 1 800G, WiZE

b))



AMEAK(300m 1) PP 1A, BH~H, AARER3 XK,
T%®, HLRUEEL &, BEA¥WN5-003, 5—-=(C1, 1-
—HECLE) -4 EEXEITFEI -1, 5— 8- 1-¥%
—2—(H¥#E) ~4H % —-4-8W(3. 08), m.p.177
—179C, 2%0. 254%4BHNEREH.
LM 2 8
5—0(3, 5—=(1, 1-—WELE) -4-EBEXEITYF
Z]l—-4, 5—Z4-1-FEX-4-48—-1H—-—kdk-2-X—-£%&
ER

BELEH(O0. 28, 4. 8mmols )mEA5—-((3, 5-
=(C1, 1--W#ZE) - 4-BXXXIFFX) -1, 5—=
B2—-1-FE-2-(¥HE) 45 -%%-4-FH(1. 58,
3. 9mmols ) fRTH4H (0. 58, 4. 3mmols )WZTHE
(25m1)AHEP, EEEARAPHEHFZESYHAETK. 2.5
MetE, WiZRAWAN, REBEEAK(200m1 ), A%
BRRA, . LAHE, BH~H, AAEE3I %X, T8, ALK
THR, BH5-((3, 5—=(1, 1-—FXLE)-4-%8
XXXITPFX) -4, 5——8—-1-WHE—-4—-4—1H-vkng
-2-%-8E% (0. 78), m.p. 257-259C(~24#),
L]

B Kenyon , J.Am.Chem.Soc. 93 (1971 )5542H
FHEHE ] -FE—2-HEK— 4 vk

BT AT A0 3R o i W AR,
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kb2 9
(6—((38, 6—=(1, 1--—HFELE)-4-ZXXE]IF

HA)—4, 5—-H—4-8-2 E4 XM
EARPAHEA2, 08 (0 021 e )HBMEHT7 5m1
LEEEW, kMmN 2. 2¢(0.020 nole ) RTEHFAEZ,
WiZRaMHIE L 5408, RERAETEFEZHNE L. 66
(0.013 mo1e)B5—((3,5 (i, 1-——FHLE) -
4 -5£EFEIPFE) -2 -(FHE) 4 (5H) &L
75m 1l LEEER Y. X MFOR QBEAMWHER 3 Dat, R
A, i, EMBS50%HNMEHE. FHULME 50 08%k-KH.
WM BB, A%, BT 200n L ZBROEY, A
A(C3Xx200m1 ) BFZER. T (EAKNa,504), EKo
%GB ENE, A4 10%LIEN LR UERR. §34%
wEm(5—003, 5—=(C1, | —FELE) -4-8EX
XITHFX) -4, 5-——4—4-8 -2 %X IM 2. 68
(Kk#£55%), HEKIHELRZHHEn.p. 258 C(2#).
TTEA: Cy9Hp6N403:
FTEME. c, 63.66; H, 7.31; N, 15.63.
52 04 63.93; H, 7.25; N, 15.57.

SEHF 30
(5—((38, 5—=(1, 1-—HEZEX) - 4-EBEXXIT

HE) -4, 5——8—4—-8-2 "4 X IFHERY
#1. 808 ( 0.0050 mole ) ARFEWETHEASTA Y
BMRAESOm LE®M 2 —FHEY., A40.58(0.0052 mole)

33



FHBROS0n 1 2 -WEAKZAEN — . WAL EH2 -HE
AR ED R R T A BizERsRE, AEZRERAE
EE, HEBO. 76¢& (R3¢ ) F#BL, n.p. 2787C
(428 ).

TF A C19HpgN4O3CH, 05 €

itEE: C, 52.84; H, 6.65: N. 12.33.
5]17ﬂ{|{ﬁ C, 52.70; H, 6.75, N 12.19.

EHF 31
5—-(038, 5—=(1, 1-HELE) - 4-EEFXXITHF
E)1—4, 5——F—-1-F&%X -4 -8 -14—%&k-2-K-M
BHEBM( 1., T8, 18miuv i cs)mBA5-003, 5—-=
(1, 1 ——H¥EZE) 4 -HEXEITTEE]I -1, 5-Z4
—1-EHE-2-(F#HHEL) 41 %k—-4-H(3. 08, 8
mmoles) fof TEWH (1. 5+, |, 3mmoles) fELE (50m1)
PR RS, EEEAA T #miER. 2 4/ G, FiZRE
WAL, EAKC300m1)d, Hik ¥FAuE, KEH&4H, A
K3k, T, BOE vur w45, Bad4%5-((3,
5—-=(1, 1--WHEZE) 4 BEXEXEITIFE) -4, 5-
—A-1-¥E-4-8—-1H % -2-KX-M(0. 68),
m.p. 288 —290°C (2% ).
pEENHE: (4-A—-2-8HTE) ZRFE(E: Z23H
W g4 )
BRTES(112.2 8, inwe JAFE(400m1 )M
BAMBELE~10" £—-6C, A2020m\HECRYE

54



(106.14 &, 1mole ) MRELRYE(99.098 , Imole)
WA, HhmHERE, EA -6 CEERB#2 004, REEE
ETHEEL, s, ACM (4 1. 5H4) HBZREAW,. KRBT
%, R UBRkE 24 TER KR8 ZNREMRFERAR, DMOHHA
4 vHBRE, LR EFH, AXS, TH, BH119cBE
B, ZNE%E-CRLUEEL S, §280.95 ¢ (47%) 4%
Wi, m.p. 171—17 2%,

TESH: CeHiNO;S:

WHME: c, 41.61; H, 4.07; N, 8.09
g, C. 41.56; H, 4.11; N, 8.05

EHBL3 2
(5—003, 5—=(1, 1-—FE7EX)-4-8XXX]T
FE)—-4-R-2— W TE) IRFE( 5LHXERZA,
QMR ERE: 2 RHWENESY)

¥3, b——-RTE-4-BEXFE(23. 48, 0. 1
mole ). (4—8—2—FhTX) ZRTE( 17.52 g,
0.101 mole ), W ( 3m1 ) MZE( 1#)WRLHEEE
#2108, REHZRNEAWAY, RS HKE, 87 31.4
gk, m.p. 256—-258C, 2HEARE—-LBRLEEL R,
#E19. 48(50%) a4, WA(5-003, 5~
Z(1y 1—=FELE) - 4-RBREXEITFX] -4 -8 -2-
ok T ) ZBRFEE, n.p. 257—-2597C.
TERH: Cp B 7 NOLS:

& ME: C, 64.75; H, 6.99; N, 3.60; S, 8.23
5 S C, 64.59; H, 6.89; N, 3.65; S, 8.03
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L 3 3
5—( (3, 65—=(1, 1-—HELE)-4-2EXE)IF
£)—-1, 5—F—-2—-(FmE) —4H %4 -

B EE (0. 5ml, 8mmoles), 5—( (3, 5—=
(1, 1-—WEZE) - 4-BEXXITFE]) -2 %K 4
ko kB ( 2. 58, 7. bmmoles) M_RHELK (1. 35
ml, 7. 7mmoles)ZE25mlLEYHESWELAAALTE
mHEE 1 g/het, REEALS0m L AR, REITE, AkR
e, T, BEa4%~EH(2. 58), W5—-003, 5—=(1,
1 ——FELE) -4 -EEXX)ITEE) -1, 5 ——4—-2—
(F8%E) —4H-%—-4—-8, n.p. 248-249°C,
5%l 3 4
5—-(03, 5—=(1, 1-—_FELE)-4-EEFXEITYF
X)-1, 5——8—-1-FE-2-(FHE) — 4 H %k —4—
¥

¥aEE (0., 7Tm1l, 11mmoles). 5—((3, 5—=
(1, 1 ——WELE) - 4-REXE]IIFE)-1-FEX-2—-
-4 -k ( 2. 58, Tmmoles) _RHXLE
(1. 5m1, 8. 5mmoles)ZE25ml ZHPHESS (R
T RGN ERE LIS AEME ) EAPTEATHREEE, RKE
BIAKA PR, R ITE, Axkadk, TR, 2CRUEEL S,
BEHEW(1. 6g), BWAS-(03, 5—=(C1, 1-—_F%
LE) - 4-BEFEITHE)I-1, 5-—_4—-1-W£-2-
(%) 4% —-4—8, n.p. 177-178C, &%
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0. 25 LBWEL HAER.
LB 35
5—008, 5—=(1, 1-_FEZLE)-4-BEXX)ITY¥
E)l—4, 58— 4-FE-4-4-1H-%—-2-%X)4
ER

AEER (0. 2¢, 4. 8nmmoles) 5~ (3, 5—
Z(1, 1--¥EZE) - 4-BEXE)ITPFX) -1, 65—
A—-1-WE-2-(F5%E) 40—kt - 4-W (1. 58,
3. 9mmoles), HTEMH (0. 58, 4. 3mmoles)E25
m 1l CEEPHERE, mAERK2. 548, BizEAHEA 200m
A, ARBRERL, BEKE AXxdik, T®, 27FE45,
RESgeFm(0. T8), BH5-((3, 6—=(1, 1-=
FELE) - 4-BEEFEITFE)I -4, 5——4—-1-F%-
4 -4 - 1H—-%-2-Z)RER, m.p. 257—-259°C
(2#),
EHHl 3 6
F—-(5~-0038, 6—=(1, 1-—_FXLE)-4-FE¥XX%)
PHEI -4, 6B - 1-FE-4-R—-1H-%-2-X%X]
JK

ARTEH® (1. 58, 13mmoles)i#5—-((3, 5~
=(1, 1-—-¥EZE)-4-BEXX)T¥X)-1, 5 —=
L-1-FE-2-(FH%E) -4H5—%%—-4-HW(3. 08,
8mmoles)., HMM (1. 78, 18mmoles) M50m1 LM
BiREeM, WmAER2 0408, REEA400n LAKPHE, K

57



W, AA%, TH, 2WHELE, GHX4M (1. 48),
m.p. 286—-287C(44#). ZDME/E+OH E4 SR ERE
AtisRE, MAY-(5-(03, 6—-=(1, 1-—_FXELE
~4-—EEFEITPFE) -4, 5——4—-1-FE-4-4%-
1 H -k —2~K ]I, m.p. 288-290C(4#).
MR 37
5—(1-038, 5—=(1, 1-"FXZE) - 4-BEXXX)
TTEI -2, 4 —vERE

ERAAT, 43, 5—=(1, 1-—FX7LE)-4-%
X7BA(Tet.Lett, 1981 , 5293)(4.08 , 16mmoles) .
2, 4—EuWE-"WM(3. 08, 26mmoles) MZE&( 1. 9
g, 25mmoles) &1 2m 1l FRPHNRAY, mIEK4 8/ at
REAFEERBEREN, £20n 1¥FBRETHZARTY,
B, WHITE, AFEEASE, T8, #725-(1-(03, 5—=
(1, 1-—_HEZE) - 4-EEXXITFLEI -2, 45
WoFageFw (3. 7¢), m.p. 253—254°C,
%538
5—(1—03, 5—-=(1, 1—FXLE)-4-EXXX)]
FZE) -2 -HR— 4 —FdRE

FHRBE-HETakBE, ERAAT¥S, 5-=(1, 1-—-
—HRTE)-4-BEXTCEX(20. 28, 8 1mmoles), &
HAr(11. 88, 86 nmoles) B4 (6.68 , 86mmoles
E110m 1 FXFHRAWmBEXIX, BMATRE (3. 0
g€, 3 Tmmoles), K&, KK O 6/ 0, WiZEAHAEK
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B, BHE Y, £ATFE. BRALEAR, T, BHéd
FedH(22. 28), n.p.244~-246Co BUKEL R,
BREMMAHE, FHS5-(1-03, 5—=(1, 1-—¥X%7
E)-4-BEXEITLE) - 2-HK— 4 —EUHMW, Bhik
KXo

3 9

5—~01—03, 5—=(1, 1——_FXLE)-4-FXXX)
PCE)-2-(F%E) -4 (58 ) —H4H§

ERAAY, £8T, $#5-(1—-03, 5—=(C1, 1-=
FELE) - 4-EBEXELEIDFE) -2-HR—4 —FdH¥
(1. 68, 4mmoles), ¥R (0, 45m1l, 7Tmmoles)
f—RAEECHE (L. I1ml, 6mmoles) £ 20m 1 ZHPHIE
AUl 6/, REEA200n LKPHH. BHITE, AL
Ak, TH, BE W (1. 48), WH5-(1-(3, 5—=
(1, 1-—FEZLE) -4 EXEXEITLE])-2-(F%%)
—4(5H) —¥4H, n.p. 206-209C. BLHKEL R,
BEKMARE, n.p. 224—-2267C,

EEF 40
(6-01-03, 58—=(1, 1-—HXZE)-4-BXXX)
PZE)—-4, 5——F-4-8—-2ELX)EER

EREAT, BRTHEH (0. 98, 8mmoles) WERIEF
5—-01-03, 6—=(1, 1—_HXLE)-4-BEX%XX)
PTEI-2—-(FHRX)ELH (2. 58, Tmmoles) %3O0
m 1l CEFPRREAT, REMANEER (0. 48, 10mmoles),
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¥iZBAS G MR E K. 2 HE, FiZEEHAH, HE200m1
K, HH.Pos B4, SEHBIE, AARHEk, T, RE”
M(2. 38), B—RLABEBLHELES, BT &, W
H(6-01~-03, 6—-=(1. | ~-ZHELE) -4 -8BEX
EIPTLEI -4, 5--"F—-4 4 -2FE4E)IRER,
m.p. 229—230°Ce
LHF 41
y—-(5-01-03, 5—=(1. 1 -—WEZE)-4-8%
XEITFTEA) -4, 5 -8 -4 -8-2-@XIMN
AREAY, HRTEH (1. 28, 10mmoles) mZH
EFWH—(1-03, 5—=(1, 1 ——WEZE) -4-8EX
XIBZEI-2- (FaA ) E@( 2. 58, Tmmoles) &
30nmllERHEERE, REWNLEEM(1.48 , 1bmmoles),
¥iZRAYmBET. 28G5, $2EWAH, @A200m1
Ao didt, WRBKE, Axk4, T8, G0 (2. 58), &
LB/URESES, BEaMaER, WAN-(56-01-(3,
5~—(1, 1-—_FHEZLE) -4 -BEXXIDPLE) -4, 5—
“E-4-B-2-gREIM, 0t 277C(HHE).
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