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BAHABELET, ik 1-BEA3-(FRARBRS)OTEA B, £
L AMENF e PEP, ABRRTEFHX IVASHE TR FAZE)
REIFI AR X 1AM, P XA 0O, CHu=3, RHA-CO)OR’®
HRRZ@EKD)ERA T ALY R AH.

LETEEPX A0, CHUREFFRAFTERENX [LEHE
AREH AT, REEABLEMTHTEL. EHOCELHTRIBET
BA, Afd, KRBRURALET, AELITOE S OBE g
WELET, EESOAWEAN b= FAFBE T, ALEHX VI(E
¢ X A gE, KER)GEEMCRANLEE GRG0, LT
XA 0, CHR9IR, RA-CONRR', REAMELAKE, R AKE
A, KB RCATE R ATALE FEX VIAEGH KREELE
g9~ 18 CRAT, BB SHAIEMNG o Kok, AELHIR
F14) d= E AL —F T A4 (DIBAL™) & X, VII 144043 %) X, VIII = IX
o, RELWERBETALTNMALAWRALT, £ESRH
A IERF e = R FHEF, TURATEWE S AN KL
(VDA X VI Fo IX -3 28 X X béth, REAEHEREBAT,
A& L HAIER /K RESD B 2o AR T, A E MRS H LT
XX HEELEFXAO, CHREIRFRAFEAGHEHX]
a4, -
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8.7

XCHzPh-Al-OCHa

) Vi
RE—

NaX/ gz

IX
r' O CHO
Rz
[0} oNY (NHA1C
- &N\—<::>omg e 38
R N
R H o)
X

EEF X A0, CHudkind R AKEHELE KB LY
KIS AR LT, £ F AT R A
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CH,C(0)OR"

Xi Xl

EYHZTRERET, EELABEMNF R TEF, R FoprasE
X, XI 4915 B ER A 2,5- = 84K-2,5- = B-1H-FH[b] R EHr 2 M
F+ REAKEEAVFR T X XIS HmEF X H 0, C A
3, R AKRBIRBAEEMRBEL 0 X [ 106-4).

P CHZIFRF X H O X WA Ttk A2 G AT

R G

Xlil I

EHEREH 10 CRETEA, AXESGAIER G Hk
My, REREFHES SR TR 2-2 4 brt L TiE 8 RN X
X 4-(2-8 K FELA)-1H-1,2,3- = 5- % B Be (3L F R AKEICA,
K CEVFE R I H9E B e =74,

TR H AT RE &L T XA S HX 1464

-17 -



10

15

20

23

R
Lawesson's
> O

X H R® H

ELHERBET, EELHFMENFLFEF, A Lawesson
R HNQA-R@-FEEFA)II AR 24- 28 £ T 5K
(diphosphetane)-2,4-—#54L47), it 05 ¥, LB LT X A 0 #iE
HRARGX W FEEAGL T XA S X 14E4.

T AR A ARG ) Fo AL F AR B ARA R Mda bl B £ 6940 F 440
AT [ RSB ERAGTUASAEX I HILELEH. #ld, (DE
ELEHBEEAMNF 4 1,1 - AR B ET, A LBEAEESTUE
B4 B ¢ BeA (C(O)NH) AT .40, (2)BS K AR 75548 B 69 SR BR AT .40,
G)R = H s, ik = KA B A F B A (-C(ONH,) 548 &
8B (-CN)AT &£ 4, Fo(4) B FALH Bl de B BACBES, EBLR AL BB B HTA
MARE AR B, MEA X IIHNROR)H B A 28t 5 125 44 -
C(O)NRR’ A F #4948 5 ¢4 X, 1 1L4-4.

TABZER T 6B H AR —REANRATHRBERF, BT
AL SR LHFHEBR, Irateptk, EsterkfsbilirBi.
sh, X 1 89305064, Bp ARy 4L AL G- 3t T 4 & 7T A
BEIBRFHHRE o 2)FTh5 5. b, HH5X14eHmETUE
T 5 MAE. BIEAFRIEA, RA Esk e Tk, JExtee
W, SMH R, ZARFHRE DR S BB RS, RETHF
B, TASBRRANGLAFMEX: Q)T UAHFHRAERIE LA
B A F AR B R F 5Pl de F B, dEstaivikiies o
P8R EFEIHINERE Fob) ALEABRRI G ERF R

~-18 -
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de M. BY & FH ke Bt HikAe B/Z AR,

N [T B BT XA B, BFHE
XARE TAAPHEH. BmAlt—EFBHaABK, BRAESD
ek A B X R RO ERTANALAG T, TUA FHEBRRALY
Bkt A — B, LT HERE AN YRS ELTRE
M, L2, SAXEENBANEEIWERBFEAR, 5
RENPEF 2T, AT HEFHELEGIAERARE S
HEBHRAAFBGER., ERAKXLEN, TUFERERARE
BB EEHE. LML, Rand THEIIDABRESHA. K
71, BEECANMBAAMBETAGE SN B FETESHELE TX
KA E, Bt AATH Mgt AT AL 6 5 ik B B A PEAL B 64 B A A,
g, QEERART)EEBEBETAAESBRGBRER PHilid &K
RFRERDBARE, SEREREREFWENPEE, Ahik
ATEBSBLE, SAFHAIEMNEIIRE, RBLRBHR
BRABAEIR S, RERBBMCSH B LTS8, 225
AOBAmAENE TFTALVGER, RIULE 24 2 B4 A PR
K, Blde BB E A, 35 AAEAIR S 4o BT R H
S E S b TS0 ey P A ARRS, B89 Bm AR Bh T AR M
B AR KR

B, SHBEERANGK [ ESMe BT HE BT X
Fod A REA, BAEHETALVGLE, Hims b
BAEQER X, BHE SR EH X0 A TR EBRH XA
F. TR FHE RS B R OIS 5 5% B R A H A
BT TREEOENE, CHIA, SRXEINBANETEINE
HhPE A, RASEMETFIAAEY, BikdTEETHFE
EHHRARYRNGERBRANASNMER, TUREALIRHERS
B WlImBA R RE A AN AR AR, SRARSZRA
e, Bk, R E LM EHEHmE L. wRES, ToEd

-19-
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A SR KRERLEE NG LERLEHS K.

AR I Fr, THEX I 498 SR 4-Q-B A F PaLl)
1H-vtmd-5- 5 BR B AT 2 4y, BRI ERITEY. ELHER
PR B R R EREEEA, AESHANER, FlilRim
Sy, AEY 1 BRAXXVHERALSWAEX XIV & % BRA
B 4-Q-FEFE AR R 2 THREBFHAXXVIG4-Q-HEELLT
A)-1H-wbrd-S-H BB T AM,. RETUEALERT, EERLIEHN
B, KRR AEET, ERLEAN Gl R TEY, AERTENE
A, B4 BACLE (VDA X, X VI L6135 X, XVIII #9 4-Q-#HE %
FELA)-1H ok S BB EATAY . B4, TUELHTERT, A6
HIEH Gl dew Sokwh b, AEREEFNX XV HERRSHLESR
XVII 69 4-(2-75 2 F 2)-4- 84K -2- T e BE B 4 & X, XVIU 4Lo-¥. KB
250 CEMBRERRAHHEBEERAN, ALFHRKLER
FET, &S GEMKL TEL//K(S A BB B4R FE(SH1E
B MAAR T, ABRRIEF6IE L HERA), Flde(l)RAEEMRQ)
PACAL AL X, XVIIL Ak 6-#13 2] X, 11 1L6-4.
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ARABIRAR T AT T T 418 HIARH X XTI 484, ERASRA
P C A 23R ey X 1A T E o
NO, O

EHOCEYHEREZARAN, EESOFIEMNKLE-FLT
BRiE P, T ABEREEW A RAMNEER XVII #9iE SR 4-(2-
MAER)A-FR2-THREEFH X XIX # 4-Q-AEE FoLk)-1H-
123-Z o0 5 BB, KRG, AMALHR PO, AET, HESMA
PUEH RKEH RS WKL LB/ BAFHRAM T, EH 50psi HFX XIX
44 EACF B X XTI 64,

T AMIEAAR K AT 7 ) 518 5 BUK 89 X XTIV Fo XVILAL &4 (BT
HARA 1L Fo XTI A% BT & #9):

-22 -
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XX XXi ‘ XV

[O]
s

BEH- 18 CEHTIR, KikELY - 78°CTF, EERTFHM,
it n-Buli AT, £FiE S GFIEN G dowm Kekrh P, 12318 5 RA
X XX S BEREFHX XX 953G F Rl ARERER, #£2T
)R LB X XIVALEH, RELAHOCEHTRBELHA, £
I [AHER, FeR TRy, AEREEFHEAN, Fl=84
£ 47 X, XIV 444013 8) X, XVII 40845, '

TAMAE PCT WO 94/29275(1994 4 12 A 22 B A, Eﬁbél)\
S8 A BAEAF PR F ik & X X4, XTI, IV, VI. XV,
XX Fo XX ADHAETAGEH LERF, RETUHRIBERAR R 4264
ZERE, RAERIET 7 46 P7E 5 R4 4.

T 5] LS R —F WAL, MARMRF KA. 453
s

DBEABRKBECL Y, RELTBIAFRTEBE, L 18 -
25 CIR R E RS

-23-
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*®, "~ 9% - @8-~ &8 opooe
© -] oo 4

(i) 89 AR AR E(600-4000 baArF;  4.5-30 mmHg)&H T £
REELAN LRI, BIRA 60 C;

(iii) e ik BT & J. T. Baker K73 49 40um AR 09 beik BAT A £
#47; % EEM(TLC)E Analtech 0.25mm &A% GHLF #(Art 21521
Analtech, Newark, DE, USA #&R4%) L #4T;

(V) TR B R e 3T B o F ) B R VAR M e 3y — e i —#F
R SR T 5 F k0 FEEM(TLC). #&E&4‘9EMHPLC)RX A48
EH(GLC);

(VR ERA R ER, (dec)i8HiE AL EMB S B EHOY R
RIFNEE BHAELTUFHRERSHNEFIRARNOBEEGMANS
&,

(VR Z RS 4 RARE SR F X —FREH T 454
F kMR AL BESW(TESEIE. Lo AE XL RNMR)
Hoik KA

(vil)#5 3 = Ao BURL B JE AL T 58S

(Vi) B 8 B F) vA 46 3T B ) AL b A (pa) 8k B R A kit
TR F7 %45 E(bars)4e i

(X FRFAALBEOEL LERATTHAREE: VHRR),
W(EE) mp(#&) L[#HL m(£H), mmol(EER), gli]
mg(£4£), min(5-4), hr(bE;

(X)FR 5 Sh35 A oh, A 6 B LA AR ARAR(VIV) A AL

)43 Ash, R EERAFRETHT HA

(xil) KRB L EATIE T 7342 WEA(—F E=42 =K E)RE
.37 o B RGP S B A B T AR AR R ;, TR A SR AR E.
BB R ENEBIEEN LS, Gt AR E— ¥
EZHZ =, WHER EFRANSHHEAREZERGTRE, A
REFABARL. mHERTOENEL DR ESREAH TRE
W, AR, WEEREAT. AT B s R T 8
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“e e s

B AT BT R, FTAR R it AR T A R LS
).

F&4 1

(a)4-(4-BAR-2-FE R FEIR)4- K- TR T8

B 70 5474 £ T A 42(37.5ml 2.37TM ¢4 AE&,  88.9mmol)iE Am
E & BR T88(8.96ml, 88.4mmol)4s THF(100ml)#4-27(-78 C)eyiE#& ¥,
PASEH RSB AR T - 78 CHiRE. Hw THF(Sml)st#Avi& i@+,
¥ 4-FAR-2-F B K FEL(14.88g, 80.2mmol)#) THF(30mI)& & 445 £ fw
B, R 4T 4R (R FTE R LB EALT - 70 T). FHieA
THF(Sml)#tk g m-F. T - 70 C, HArLiEmaitH 90 5-4F, KB
B E - 60 C. ik MmNk ZE£(18.3ml, 316mmol). A 60 -4 ATE
BAEBME 10 C, H4E CEO00mD) F. B iaFoeh s B4 KRR
(2x450ml)Fo 48,50 8 RALH AR (1x450ml) ek F £ 65k, BRAR
BRANTFIRAME, LB AL e RAL RS, 2Bk BTG
&, B BT B TH(90:10) Bl 2] A & & i Rp o) B Arib &4
(14.73g, 64.8%).

TAMRIE T RN & 4-FR2-HER TR TERLARRK
T, #PMpL—FAE (156ml, 1.55mol)hw £ 4-FAR-2-FHE- K F B
(313.0g, 1.55mol)#= KK v & vk b (2L) 64 A 69 F F 249w 30ml
Aak, KRB R RS it EMEK, AR EHFHERLEBR
T & Ae(Gml/min)#l 48 TR — F AR, ARG, EERTH#Y
it 2.5 B, BEATE R R IRAY P AN T MR F A 20m,
0.2mol)H 4k 4 m#h 10 H4p. EAFER B RAMAZER, AKAAE
AETHREMAERERSY., EETHREAGY, REET AT
(17D ¥, FRAFBTHMBEERMWER 15 540 REBRIH
(375g, 1.74mol)F» — R TR GBL) M RH 6RAR T, TERTHEWHF
0.5 18, KREADATHAERLRAHimE 1.5 D, FhAfA
BT (110g, 0.51mol) A AT dk 4wk 1.5 I od, HATER B

-25.-
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RAMALEETR, ERF T A TEGL). @it CELITE™MiE B AR R
&%, B LR (2x500ml)F 2o bt AR Ao ek, il 1T AR A% (1200ml)
F2(1200mDit B A, ERBABAETRERE AETREGY
FFE AR EH R 4-FAR-2-55 23 T B2(247.32g, 86%).

(b)4-[(4-FAR-2-F A FE ) 72 T A |- 1H- -3, 5-— 5 B = L&

# 4-(4-RAR-2-FHEFI)-4-725K-2-T % 8% TES(5.00g, 17.7mmol)
Fo & LA TBE(2.75g, 26.5mmol)4) LEE(43.3ml)M R =R S XK. %
EEIRE, #HATE R LIRS M, B LB LB 5 (20:80, 30:70,
40:60 Fo 50:50) %M. B-FFTASH T ERAWMGESL, AR
LR, BEAMEFTEERSR 2Sm)FELEHHA, FHAGERK
& B #4084 (4.15g, 59%, mp 60 C),

REHT RS & B ARLEH:

FRAFFEAMBET, % 4-4-RR2-HEAFER)4- X 2-Thih
Z 8%(253g, 0.89mol). ¥ R T EL T B (102g, 0.89mol)Fo £ A w9 £ 7% %k
(1 4Lym# =R 3 X, BN K T8 TEE(40.0g,0.35mol), EERT
Wik 18 I, AKBABLETEREN., FERGHA09g)ET
¥ 3(800ml) ¥ 1% 44 T 5(800ml) A EFTEIE R T, AN RSY
WA 1 e, RRAY. ROR(L)REES TREIB-REH
X(216.4g). HizB-HEHRETHRYFERAO) T, FHmTK(OALE
HAGA G ER T, XGRS YAEZER, FIEHEHFTR LB
Frid b, A SR(2x500ml)zekiEst, T 50 CAZ FRFEALE
&5 K B ARA (202558, 57%). TREABAFTTHRE LEE
&, WAGM123E TAKRGLAEL, A-RKFKFE 99505 £
98:2 Heik M 1T B A K & &8 K& B 471L-5-4(9.85g, 2.78%).

(C)4-(4-FAR-2-FEAF P B A)-1TH-wbe -3 5- K B — L8

B 37 &4 4% fAL 44 (VI)(17.48g, 174.8mmol) e £ #b " (27.6ml,

349.5mmol)# =K FAE00m)ER T, A 9 4403 4-[(4-RAR-2-5 4

¥ A) 2 F A 1H- k-3 5-Z # 82 = . B8(11.56g, 29.1mmol) 2t B4k 7H

-26 -
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XA, FERTHARERLRAMEE 44 D0, LBAFRER, A
B AE R (500ml, IN)RAAME. A LB LEEEGx250m)f— K TR
(3x250ml) B AR E. 45F F £ HMERY, HlERSALA RS
235 EK(1092g). % FHEETEA, ARTFIR2-REE(982,
96:4 F= 94: 6)eBl. MFEQOm) T T4 HRAGHES, FHATH
EHh, SHEMREGELASFELEL TN, FEAGEBKRSA
AL S-4(9.85g, 86%, mp 168 C).

HAEE T EHE B RS0

FRAFET, B 35 5446k (481.6g, 6.08mol)iRi m £ AL
(VI)(304.56g, 3.05mol)(iz &: & AA4E(V]) F AR R — ML LK
G B, I AR BALAE (V) Ae E o ) Fo = F F AR (6L) 89 ALAE
e Bk b, AR, AR R EAMIEH 40 54, RETER
T, A 05 el 4-[4-RAK-2-F A F ) 2 T A&)-1H-eok-3,5- 238
B = Z.8%(202.5g, 0.507Tmol)# — R FH(1 L)k, TERTo#LEHH
it . A CELITE™(205g)#0 % 544 Collins K 7F [ 4L 4 (VI)(50g,
0.5mol)Feub?2(120.3g, 1.52mol; =M FIE(IL)], AR B R iR-E-H it
B4 E. AR E RSN, ASRTEGLRARN, LA 4
FiEd Aok, ARKBARATTRSEG. R GWAET LRTEQL)
P, it AR AEGLEIEZER. ERBRABAETREMER
., WEARZYGHETROHTEEOMT, REARHTRATR
(800ml). 4EFFiE A4 ZEB, KGR, A THRExS00ml)zHE
B, T 50 CAEFIRFE A G EH K R RS ¥(186.08g, 93%).

()4-(4-FAK-2- RA X FBLE)- 1H-mbrd-3,5-— KB = L&

¥ 4-(4- FAR-2-75 L E T EEA)-1H- e -3,5- 8RB — L85 (8.7g,
22 25mol)Aw £ XK LEEQR65m)F. HATRRAEHBI 20 557, KRB
g2 hei ZER. A 4 DR RN BB S49(15.29g, 87.86mmol)
#A(85. Sml)iE k. WATREREIA 4 R, RATRRESHAF, BRE
. EAEEEN ERBAHVERD R EBR(1823g). AR FNE

-27 -
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Rk BATSAL, R LB TES TH(15:85, 25:75, 30:70) iR E & & B
(g, oA RIM Fifo =6 %5 ER AL RS, Eh
ik EAT, B RAF2-FEE(982)BL. WAL AR EEN R
8, FEMNFE—MELFR G ESASEH, BB AFE RN B
e (eHEEEH 5.2g 64%, mp 201 C).

HA, BT EMNE B ARMCEY: TRAFFERHT, ¥ T84k (444g,
1.78mol) A K (6.6L) 41 iRA-E A Z 8 C; RELGHR AWM BELS T
£ 12°CZ, A 1.5 G E4t44(271g, 7.16mol)#) K (3.55L)%
#. REEB8C- 12 CHRERRAMITH 1.5 D, it &5k
5 SFid i TR LB R, R TR R ERBRBAGEE: EXTFR
835, EEZEHRTHE K). §RAKGCXL)®RAEG, KER LB
RX2Ly##%, ®EA FTE(IL)sA. # FEEREGBEHNLB, £35]X)
A5 E o] FBE(8L)4 22L XEALF. Ao 4-(4-FAK-2-R R K FEed)-
1H-wtbm-3,5- = # 88 = T.B5(111.0g, 0.28mol) 84 2L 88 (2 52L)iE ik, 4 FTi&
B REeHmBE 64°C, HRBETF64°C 6 u; RESEFIR, H#
ifit CELITE™ itjE, A PEL(2X2L)%% CELITE™ B, &4 kit
ek, ERBALBATTAMERTE. QAEREY T mAKL),
WiRLiRA Y. AAQXS00ml)tAERG, T 40 CAETFRFEHH
3% & B R4 B AR1L-E-41(98.81g, 96%).

()7-FAX-3-( T A 3 A w3 [3,4-c][1] K 3 &% $-4,10-(1H,
9H)— &R

] 2-# o (1.30g, 13.69mmol)4y F 3R (400ml)iEi& F mA 4-(4-
FAR2-BA X PELA)-1H-sbme -3 5- — K 82 = T#5(5g, 13.69mmol). #
PR helifl 2 X, REZABERAERN, T171 - 12 CHEEGY
Bl 4 X, EEARAZ, ZEZEN, AZRFPREM2 Itk
BB, AR 2-ABEOT)RMER T LGB 4 X, SXAHE
AR RBEBRRA T 95N, LR ATHABMA T HEMNFES G
&, B) 489 B AR1b-6-4(1.65g, 38%, mp 290 C). &, KitA LB/ EAF
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(7:93)M 4 L BL Bt B AR1LE-40.

RE, BTEHEBIFLSY: T 160 CRAFERANHEAT,
¥ 4-4-RAR2-BAF FaLA)-1H-wk 2 -3,5- = HK B = L85 (133.64g,
0.365mol). ZB%%:(2.82g, 0.0365mol)F= 1- 7 Fh-2-wbe& L ER(267ml) 49 %
A mk 14 DR A EFIRG, AR T HATER B IRE MR EKAL)
PSR 05 e, KELRARRSY. FiRGHESF TAKGL)
&, BAE05 e, g AAGXE00mD)iuAES, AT FREIK
GE&EHER(1103g). A-fKPR(IL®AE Y, LETREFIRGE
#HK(10523g). EiEHRMAKTEHE T EL R, LB, AKEEEH,
F 50 CAE T35 4 G &4 Kty B AR1LE4(67.7g, 59%).

LA 2

7-RA-3-[2-F & A LA RA F bR =4 5 [3,4-c][1)- K H R4
¥-4,10-(1H, 9H) =&

¥ 2-F E AT H(0.93m], 10.7mmol)Ae £ = T I 42 69 P RIS
(5.34ml, 10.7mmol) P, & Frif iz 454 0.5 /) B, &30 5% 3% (0.63mi)
s E T-FAK-3-(T B I ok ol 53, 4-c][1]- 375 R4 ¥-4,10-(1H, 9H)
—B&(171mg, 0.534mmol)# F R (1.3ml)iEk P, FERTH L6955

P45 N, R BN B 6ml, TN (SOmD B 55,

A T8k LE(5x30m) A — K FAR(Sx30ml) E B B, fEAe AR LR
G oA A HEISE H S B A (70mg). AKRGOOm)AFEARE, K4 A
£A45 (250ml) X B 64 (NEF, AR AL LIRS R EFE B
(60mg). &-F B AT IF B4R, Btkik BEAT 4, AR FI2-% 8955,
90:10, 80:20)%EHLiF 2] B AR{LA-40 (= £ % 41%, mp. 287-291 C).
#, THER L8R5 (7:93) kMM LIFE) B A4,

LA 3

T-FA-3-(= R AR A T B )bk H[3,4-c][1]- K R4 £-4,10-

(1M, 9H)=

¥ = A K (1.29ml, 9.38mmol)m £ = F A48 69 T R 25 % (4.68ml,

-20.
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9.38mmol) ¥, AR BI 45 D oF. IS EER( . ImD)w E 7-
FAR-3-(Z B A B A Yo 53 ,4-c][1]-E 5 R 2 ¥ 4,10-(1H, 9H) =&
(500mg, 1.56mmol)#) F X (2mD)E& F. AMATE(m). TERTH
B s B4 70 5°4%, RER IN &£&8(3m)%EA. 28, B LBRLE
(BXS50m)ERAE. A IN EBFKQSm)REEF G HIE, Witk
WAL RE., ASEGWEEITHA, A TH: LB LE(95:5-50:50)%%
BiA% B B AR &M (- £ 31%, mp. 270 C).

L4 4
7-FAR-3-(N-TF A E A T a6 ) o S [3,4-c][1]- 3 5F F 7 ¥4, 10-
(1H, 9H)— &

¥ 3F B (1.34ml, 12.5mmol)m £ = P %4269 FRIER (6.25ml,
12.5mmol) P, HAridEadits 30 54, &5 A HEHR(795ul) /e
E 7-FAR-3-(TREHE A 3 4-c][1]- 3K 5 KA ¥ -4,10-(1H, 9H)=
BF(200mg, 0.625mmol)é#y F A (1.56m)isE ¥, TERTH FEHNER
AL 48 B, KB A B AREE(1.88ml, IN)FeK(BomI)EA. A=K
FREX2Sm)E IR E, SFANE, LRERERMR FRAFEEA
FrA4-#(203mg, & & 85%, m.p. 335-336 C).
FH 5
7- RAK-3-(B AR B ) mb e 5 [3,4-c][1]- 3 FF R % ¥-4,10-(1H, 9H)
ool ‘

Dok (26801, 3.06mmol) v £ = F A 4569 F KI5 & (1.56ml,
3.13mmol)F, HATEERAEHE 20 94F. &5 2L ER(B65u)m
E 7-RA-3-(T B A )uked 53 4-¢][1]-3 5 f22 £-4,10-(1H, 9H)=

#9(100mg, 0.313mmol)# ¥ £ (0.760m)iEx ¥, FERTH Z L ER

B 4 DB, KB R BERAEE(1.88ml, IN)FeAR(SOmD)ZA. A&
(7X50ml)A» T8 CEE(3X50m) F BUK B, Ak AL ERGE 656
HWE. STkt B AL, B R 452-RE5(99:1-80:20) 20 LT
2| B #7404 (89.9mg, = % 80%, m.p. 347 C).

-30- .
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FL#H 6

7-FAK-3[NN-R(Q2- Tk T A B A T A 341 %
3 $.22 ¥-4,10-(1H, 9H)—&

H22-(2-LRATHE)EG60UL, 3.13mmol)mE=ZF AL FTHRE
#(1.56ml, 3.13mmol)F, AR 20 547, - LG5 ER
(424pD)m £ 7-FAK-3-(TBA Ak 5F(3,4-c][1]- 5 K4 £-4,10-
(1H, 9H)=#1(100mg, 0.313mmol)#) ¥ (780ul JiZ& ¥. FERTHF
AERRIE 45 I, K5 A HEBUKER( Sm, 1N)FK(20m) %
A, RLUBLEQGXSOM)ERMKE, ERHELXELREAIE, #
% iy bk BT EAL, AR5 2-% BE(99:1-80:20) LT £ B AR A
#1(60.8mg, /=% 45%, m.p. 202 C).

A 7

7- FAR-3-[NN-2L (2- F £ TA) R F B Al 5 [3,4-¢][1]- X
# 4% ¥-4,10-(1H, 9H).— &R

W 22-(2-F f A T A)E(560uL, 3.13mmol)im £ = P R4 FRE
#%(1.56ml, 3.13mmol) P, IFATEIERIEAE 20 54, WL NRSER
(403ul) e £ 7-RAK-3-(T B AR )b 5 [3,4-¢][1]-F 5 f4: £ -4,10-
(1H, 9H)=&3(100mg, 0.313mmol)#4 F K (780ul YE&F. FTERTH =
A WA 24 DEE, KRB R B EUKER(L.8ml, IN)FesK(15ml) B4
RAEH(OX25m) B E, S FAIE etk L Lk, Mk
P ik AT SAL, R RAF2-FBE(99:1-95:5) e BLIF B) B AR
(421mg, & & 67%, m.p. 207 - 209 C).

LA 8

7- RAR-3-[N-F EAN-F 5 L) 8 )b 33 4-c][1]- K R &
¥-4,10-(1H, 9H) =&

f1 888 N,O-=F AL #4:(550mg, 5.6mmol) FRAZFHREMHFTR
4% (2.8ml, 5.6mmol), F 0 CHATHEZERMH 15454, TOCHF L
835k (1.5m)iw £ 7-RAR-3-(TEA e S 3,4-c][1)-F 5 &
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% ¥-4,10-(1H, 9H)—#(300mg, .0.938mmol)4y T & (Sml )&k F. 4=
AR A EE R4 . KB A BEBAKERE(8 4m], IN)FeK
(50mb) B4, A R FIEX30m)ERKE, BREELREAIER
5| B 1h(160mg). KREWHREELEN, ARKFERM 19 8. £
A AR A AW EAE B B 4R(190mg). A AAIFE M ER, Btk
ik EA AL, B R PHE2-AE(100 % R FIHE 99:10) 2080, 43
Mo JE B 4R 5 H- 20k 3 KA KRB 15 5 B ARAL 44 (220mg, & & 70%, m.p.
287 C).

4] 9

7-FAK-3-(F 2 )knd 5[ 3,4-c][1]- 3 5F £ 3£-4,10-(1H, 9H) =&

H 7-FAR-3-(T AL Z Ak FE[3,4-c][1]-FF K & £-4,10-(1H,
9H)-—&M(6g, 18.75mmol)/E £ AALHRIEZ(206ml, 0.2N) P 695 % =R
135 S04b, AR RS WA EE R, K TEGOm). LB RENS
RATIRER) h % & B4k B 4RiLA(5.1g, & F 94%, m.p. >400 C
dec).

£341 10

7-RAR-3-[[(F-T AR AR AR b ek 3,4 [ 1]- 3 JF R4 &-
4,10-(1H, 9H)—#A

W 7-FARA3-(F ) ke (3 ,4-¢][1]-F5F 22 ¥-4,10-(1H, 9H) =
(400mg, 1.37mmol)( 4] 9 #94bddh)fe 1,1°-3 Ik ok (334mg,
2.06mmol)#& N N-= % & ¥ A (16ml) P 695 84 1 D af. — ke
A 3B N-B-TE#Z8(516mg, 4.11mmol), 7 T BT HATEERIAH
17 B @ F AR T ARAKQOm]). ERERMRK, BRHT
BE(3X20ml)#k%4% 3] B #71L 441 (300mg, & & 60% ,m.p. 258 C).

FH4) 11

7-RAR3-[[(3F TA LA RA B Ak I [3 4-c][1]-FH R & F-
4,10-(1H, 9H) =& | |

W 7-RAR-3-(H ) 5 [3,4-c][1]- 5 R A £-4,10-(1H, 9H)—#

=32 -
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(300mg, 1.03mmol)(SE#4] 9 #54b4-4h)Fe 1,17-FA =K% (251mg,
1.55mmol)Z NN-= 7 % P &ta(12ml) ¥ 69 2R A8 1 b e, —Rokkde
A N-3R & & £ B(469mg, 3.09mmol), F FZ 2 F Ak kit
2 NEE. A1 E AR T K (15ml). iERE YR TIRFE E
#reA-4h(286mg, £ & 72% ,m.p. 220 C).

L34 12

T-BAR-3[[(F R A RS AL B A 3 4-c][1]-FH K& F-
4,10-(1H, 9H) =&

3 7-RAK-3-(F AR ek 5 [3,4-c)[1]-3K 5 fu 44 3-4,10-(1H, 9H) =&
(300mg, 1.03mmol)(E#4] 9 #iLed)F 1,1-% 4 Zok=£(251mg,
1.55mmol)4& N,N-= P 2 F 8L A (12ml) ¥ 695 B 34 1 /DB, —Kitm
A B8 N-F & A #282(345mg, 3.09mmol), F T £ T H A s g
55 o4, B FAGER T mAK@Om]), FARE, fdE5E. R
AL 5% M 5 ik BAT AL, A RAT 2-59 BR(98:2-96.5:3.5) % ALIT 2| B AR
HAH(167mg, &% 47% m.p. 224 C). |

L4 13

7-FRK-3-([(F RA) RAH A ok 5 [3,4-][1]- K5 Rk F4,10-
(1H, 9H) =&

W 7-FAR-3-(F )k 3 (3,4-¢][1]- 31 R4 F-4,10-(1H, 9H) =&
(100mg, 0.344mmol)(FE#] 9 s94LE-dh)Fe 1,17-3K A —ok"4(83.5mg,
0.515mmol)/& NN-=-F & P aaz(1 4ml) P 695 i 1 ef, R
N-F 2% #5:(82.2mg, 0.515mmol). = ZK&(71.7ul, 0.515mmol)#= N,N-=
WA WELEQMDE T 5 — AP, iRt 20 5-4F. HArEz
Bevsidm ERb A ke R % P, T 70 CHE 7 AR 1 e RAT
RAEA EER, FhAak(0ml). EEREWYFFTIRGFE AT
{4 (110mg, =% 81% ,mp. 169 - 179 C dec).

F 34 14

7- RAR-3-(FB A H)rbod 53 4-c}[1]-F5F £ F-4,10-(1H, 9~
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3 7-FAR-3-(F ) (3 ,4-c][1]-F 5t R4 ¥-4,10-(1H, 9H) =&
(lg, 3.44mmol)( L& 4] 9 544 F 1,17- 8 K = =k = (0.64mg,
3.95mmol)/2 N,N-= F & FBLA(25ml) F 495 34 64.5 o, — ok
FeN T B 4:(0.796mg, 10.33mmol), 4&#&F A A NN-— ¥4 785
(15ml). FERTFTHRERIF 375 0eF, E2RE 45 540, AKX
(3X20ml)# & A G 4. ik R AR R T IRE 2 B 47104 (967mg,
% 97% , mp. 224 - 225 C),

F34) 15

7-§AR-3-CE R IR ) H[3 4-c][1]-5 5 .2k %-4,10-(1H, 9H)
ol |

H 7-FAR-3-(F )bt 3 4-c][1]- K R4 £-4,10-(1H, 9H)— &7
(500mg, 1.72mmol)( L4 9 eh4te-H)Fe 1,1°-8 K — ok (418mg,
2.58mmol) /& N, N-= T 2 P Btz (7ml) F 69 Bk A% 16.75 /1B, — kM
FeNFEBH(486mg, 5.16mmol), T 70 CHATRIERIEH 24 I RE. &
FEAEER T RAKGOD), FARE, ZiEESE, HELEHE
Beik BAT4AL, B R4 258 BL(98:2-90:10) L ALAF £) B #74L-6-45(330mg,
% 53% , m.p. 265 C),

4] 16

7-RAX-3-(CF fA B 2 )mbrd 5F[3,4-¢][1]-E 5 K2 ¥-4,10-(1H, 9H)
ol

B 7-FAR-3- (A ok FF[3,4-c][1]- %5 R4 ¥-4,10-(1H, 9H) =57
(500mg, 1.72mmol)( 4] 9 94La-)F 1,17-3 & =2k (418mg,
2.58mmol)& N,N-= ¥ 5 ¥ Bthc(7Tml) 7 #) B0 13 9047, —Rlm
NFBE(534pl, 5.16mmol). T Fi& TR g its 175 e, T
55 CHEIE 2.75 94, 4EPTRIERA ZEIR, mAK(0m)., LERE
P JT I T 1243 %) B AR (360mg, % 55% ,m.p. 254 C).

SEHA) 17 |
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T-FAR-3-(2-F 3 E A 35 A ytbnd 5 [3,4-c][1]- 7 K4 ¥ 4,10-(1H,
9H) =&

&) 7-FAR-3-(F A Yk 3 [3,4-¢][1]-3R 5F R4 £ -4,10-(1H, 9D =B
(500mg, 1.7mmol)(F#&41] 9 &AL A-H) 8 — T 5(15ml) o9 3 F e
NN-= & FEAQ #), KB — MmN FEBA(300u], 3.4mmol). T
TR T A A AR 24 B, AREEESORE, HEOKEH TN
o EE(15ml). T 100 CH AR RAH A 15 P ST & RS
5@ A B AL, A= R T T EE95:5) AT E) A B
& B #:4b4-9(358mg, =& 63%,mp. 247 - 249 C),

A 18 |

T-FAR-3-(F 7 B A 3wk ok 5F[3,4-c][1]- % Hu & ¥-4,10-(1H,
9H)= &

1 T-RAR-3( T EAF )k 5 [3,4-c](1]- R sk F-4,10-(1H,
9H)—&A(500mg, 1.56mumol). 2-&A BL(60ml) A= iR B BR(3 )M R A
ZABBRESGOD 6 DDA ERIER, KB RRLEGAR. F=A
G, itk RR FHRER, A% S Bk BN gife, A=K
T 2-@ BE(95:5 - 85:15)MAFE A & & B4R B ARG 4 (256mg,
& 48% mp.291 C). A, MIBTHE | AR KAEH] 18 ATRT
A4 & B AR1CE4.

FL A 19

7-F A -3- Rt 3 [3,4-c)[1]- 35 R4 ¥-4,10-(1H, OH) =

5 7-FAR-3-( R Ao 5 [3,4-c][1]-3 3 £ % %-4,10-(1H, 9H)
—&A(590mg, 2.03mmol)(K#H] 14 49 4LS-4) 8 = R EACHQ2.56ml) T
W EA 0 O, A% Ede 106 C T A&M £ it $ 49 = SURALH.
R T 84 AR 6,55 8 4 An Aok (40ml). A T8k G EE(4X50ml) F ALK
A8, BSAAA, SRBAETIR RS ERSALMEREREN
KA 6 BRY B ARLA (% 216mg, &% 39%, mp. 370 C
dec).



10

15

20

25

oooooo

341 20 .

(@)1-4-FEALEE F ) 7-FAR-3-[(N-FEAN-F AL EX)
el 3 [3,4-c][1]-F 5 §.2¢ $-4,10-(1H, OH)=FAK 2-4-FELFAT
F)-T7- AR -3-[(N-F S A -N-F 245 R ) B Ak 51 [3,4-c][1]- K 5 £
¥-4,10-(2H, 9H) =&

F 0 C &y 7-FAX-3-[(N-F EA-N- 7 2888 K wb 5 3,4-c][1]-
%A §. 2 $-4,10-(1H, 9H)=-&(1.7g, 5.07mmol)(E44 8 s44c-A-4)i%
&P e NN-Z ¥ & F @k (25ml) fo st 44 (154mg, 1.03mmol). F 0
CHATIE BRI 10 54, A A B BL44(639mg, 6.03mmol)#= T BF
(7uD). AR BRI 15 54, A 4 FERAF A KGIme,
5.18mmol). T Z & F ¥ A i g 4 16 /18t A 4ede i & RAL4ER(84ml)
BOAFTR R, B LR LB (10X40m) AR R, S AME, B
BTk, LR FBAHBLARGFHRETREK HHASOAE
ik EAT AL, FER O TR TE(90:10-70:30) e BL1T 8] —FF 449 B
ArAl A~ K 3% M R (regioisomers)(1g, 44%); Ry 0.51 (1:1 AR L B8 &
).

=345 20

(b) 1-(4-F A K E FH)-7-FAR-3-F Be Aotk 5 [3,4-c][1]-F 5
R4 ¥-4,10-(1H, IH)= 8K, 2-(4- F RAFE FH)-7-HK-3-F seAok
= 5f[3,4-c][1]-F 5 £4: ¥-4,10-(1H, 9H) &

¥k § Lk E64 20(2)8 £ — R 334 4K(955mg, 2.10mmol)f&
THF(48ml) ¥ #9354 5 - 78 C, mAE—RFTRFHEMA=FTE
45(14.7ml, 14 7mmol). F - 78 CHEATRIZZ B 165 447, KREmA
E(24 7E)F K (220ml). A LB L E(SK30m) F KB, S AHME,
LA TIR, TR LR RIOREF AL BR(T2mg).
KE#E 17 DB, RER LB LEQX200m)EFKR, 4o birksd®
HAWE. S-S REE BK(772mg, B~ % 81%).

A 10 4447 KA (1.80ml, 22.8mmol)#) = F H(17ml)iE &

- 36 -
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P N AL (VD(1.15g, 11.5mmol). 4 = £ 64 PH 30 54, &
FE R P RAI G E 6 BR(760mg), FHIEAE SR 24 BT,
B S E R TREER, BRATRGEXSOm)®AZEY. A IN
HE AR (18Tm) ik A e A AE. AKQO0m)AHFE R FERY, A
Z P H(5X200ml) e LBk LA (3X200ml) B, A BT A S ALE,
i, AHALKRLSRE, BAKAEBATR #EEIREFIK
MeH R, WHASH R EREEN A4, A R4 LB LEE(80:20)%
AR 3| 4 @ & B 4ke B #:16445(509mg, 62%; R; 0.67, i LER L&
1:1).

£ 34 20 _

(c)7-FAK-3- F Bt A 4 5 [3,4-c][1]- 35 &4 ¥-4,10-(1H, IH)=
)

F BT bl b EA45 2000)7F5) 69 1-4-F RAELEFTE)-7-K
-390 Bt Shootndt 56 (3 4-c][1]-F F f 4 3£-4,10-(1H, 9H)=8AK 2-(4-F
FAERE T R)T-FK-3-F B Aotbed 5 [3,4-¢)[1]-F 5 R4 ¥-4,10-2H,
9H)=87(400mg, 1.01mmol)#F=5¥ 8% % 4774%(2.2g, 4.03mmol)#) T A¥(12ml)
F2K(Aml)iRAk ¥ e R A 17 00, iR, A A LA(12ml)A Kk
(4ml)&h iR Aa o A EA(10ml)se k4 B &9 B4R, A LB LB EICT M -
Kk, HFLXZI BRI RS LB TEEERMA, RHELE
BRUEA. R #ed PEL(1X20ml, KB IX10mD)2e4R G4, TRFEA
F¥rit-6-4(25mg, 9%).

sEat4) 21

(@)4-(4-Ffk2-FH A 5 T oL 2)-3- 3K Pk 1H-wkk-5- .80 L8

FTERETH 4-4-RR2-HEFH)4-AN2-TRETE (A% £
A 48(a) W BT & 41 4)(1.2g, 4.11mmol)F & & LBLF(1.2g, 8.22mmol,
4 Org. Syn. Coll. # VI %, % 386-388 7 4447w &7k (THF)
(21.6ml) ¥ #9316 DB, REBLREHAERLLY, ZHEE
Mrobdl, B OO LB GBS (90:10, 80:20, 70:30)#uALIF £ B ARILEM
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(1.3g, 74.3%); R;0.38 (1:1 ZEL L BE: TAR).

(b) 4-(4-RAK-2- A K FELA)-3- K FBLA-1H-hok-5- 5 8 LEE

AR B 23(d) P ATIEARILGY F ok, B4R A R 4-(4-RAK-2-
A A K P A A3 P A A - 1H-w 4 -5-3 B 288 (1.2g,2.81mmol) /1§ 2]
MR . WS M ik BAR HAL, A SR 2B LEE(75:25-50:50)
PBUAT ) A B 4R B 4748640 (620mg, 56%).

(€)3-% F 8ok -7- R e S [3,4-c][1]- 3 5 R & ¥-4,10-(1H, 9H)
=&

F 146 TH 4-(4-FAR-2- 84K F8L4)-3- K F LA 1H- -5
Bk B8 (620mg, 1.56mmol). 1-F Fk-2-wbe&-bo B (4ml)F= T 8 %(120mg,
1.56mmol)m#k 16.5 /I &f, J5iZE A E 160 T 1 Do, RATEEREE
FiB, MAKGOmD). EIEREESF68me), TR, L£FHmARKEE
A, S LB L EE(90:10-50:50) 2 BT B R ke F 4. FAR S B4R
5 ZB(15ml)# B, A LEE(GX10ml) B4, T 1472 8 471L6-4%(30.5mg,
F % 56%, mp. 370 - 373 C dec.).

FHH) 22

(QN-F LA F L P L

¥ ¥ F 8 (6.65g, 62.7mmol) 7= £ T B (100ml), 4K B 47 (8.98g,
65mmol)fe 2 8% O-F A #M:(10.0g, 62.7mmol)#) R . HATR RS
HErf 5 N, AEER, ARK(GS00m)AE. A LB LE(500ml) AL
Rk, RAKEAHTIE, SREBRETHR SRR ELIRSEFE
& &bk e B ARLAH(14.96g, 119%).

(b)h8 N,0-—F A &£k

F0°Cék B 5364) 22(a)#9 N-F RA K L F A 8(3.0g, 14.2mmol)
49 R F F(30ml) ik T An A = F A K A A 55(3.09ml, 20.3mmol), &
MmN Z R E(3.92ml, 50.6mmol). {EATRIEEIBHEER, BWH 16D
B, RS RLRMATRE R, WAL HIKRY PN =& FHEQ0m)F
AL R T RAGF R (20m]). STIEREEY R (300mg), wIEHEK
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ERFHAER., AASHRI P RARNKAY LRI ER
(20ml). FAATE(100ml), EEREWHT. FFEHEAKS AL
it i & Bl AR-A5F17 2 B Ar4L84m(1.57g, 45%).

(€)7-FA-3-[(N-72 2 N-TF ) 3 2 ot 3 4-c][1]- 3 3 L 2 5
4,10-(1H, 9H) =&

F 50 CTH& 7-FAK-3-(F ) rbrd H[3,4-c][1]- 3 5 £.2 F-4,10-(1H,
9H) = &9(459mg, 1.7mmol)(FE 44 9 #iLbd)F 11-HE —ok
(421mg, 2.6mmol)f NN-=F & P &bAk (3ml) ¥ 6§ ik 1 Ief, —
FoM AN 3B N O-=F £ #28(1.3mg, 5.24mmol), F 50 CHATEE&
A 1 B, WETRE A EEIR, AAKQGSHY). A LEBTE
(BX10m)EBUK B, A4 RLKRGEAIE AR 15ml, SRR EHEY
Ji. AR RBANE, QEGH P ANTE(Om). SEREN
MR, SR AR, TR G EBKRS00mg). @i%BEARPEIER
e 10 % B BACHAEZ(10-13mD)E pH 11 . SR LR RERD A,
BB P AR K LEL(3-4ml) £ BARILIE B k. WLREREEY
R, RS B AR (259mg, 40.3%, m.p. 282-285 T).

LA 23

(2) 2,22-ZRERTIK

% 3,3,3,-= A LA 58 3(14.8g, 109mmol)#d 7K (55ml)iE & ¥ Av
Z.8%(82ml), 4% AN TAHEL44(8.2g, 119mmol). A TEFLON™ME 4
R EY, FESRTHRYE 3 et 2FEE MNEFCHREARD
82ml. HMETAMNZLBEZHZATRLKEMAREHN 0TM, FF
A 52.5%(6.31g)# 2,2 2-Z A E R TIHK.

¥4 1.00ml #9845 = RER T ER AT ES p-
PR B — KA (510mg, 2.68mmol)#) TEE(10ml) e iER F. Ak
(10ml), #EFmALFREKRIEFH. A 02N AAAAKER(9.9ml)A
B RAMERNLEAE, ERE 222-ZRAFER TR ETIHAE
0.7mmol &9 3]~ F AL,
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(0)3- = A F A 4-[(4-FAR2-M A F L) (F )P A]-1H-b-5-8
B L8

kB ik E3ES 23()MEA 2,2,2-Z A E K TS (80m],
56mmol) 7 £ 4-(4- AR -2-FH R K R )-4- 72K 2- T 8 L8 (3.09,
109mmol)¥, FEEBTHARERMIE 3 XK. TLC BFAREHE
#R0.67, 111 T B LS THAL)Fo B A4 = H1(Re 0.36,0.48). AL

At W R AREE G LBRE R AT E 222-Z AERTIK.

4o L FTiR B4 E % T B(EHAH] 23@)F(0)(F —RMF2,2,2-=
TR MGRERN 0.54M, FEH 4.78g, 40%), &/ 26 LEIE
e AA(xS0ml KB 2x7Sml)de oo 8 FALA AR (1XTSml) 2k,
2R TIR, ERGRIRLERRS(20g). WizhRE
Yeik AT SbAL(T5E: TEL TES, 90:10 /5 80:20)4% 2| L6y B ARt o
(2.39g, 28%) %= K 3% F H 4k 89 564 (0.88g).

(c) 4-(4-FAK-2-A S K T 8k A8)-3- 2 fUF A 1Htb2-5- 8 L8

3& & 1k 4 (VI)(CrO;, 2.828g, 28.28mmol) #n £ wit " (4.58ml,
56.63mmol)#1 = F FH(T0m)iE R F, FTERTHATERSWEH 15
Sb. BEAMBEEERT N 3-Z AT EA[4-RR2-AEXE
A)(FE ) T |- Horthnk 53 8 2. 55(1.64g, 4.17mmol)# = L, F (1 5ml)
ik, FTERTHEEORASMBH 4 R, WEERAGEEYH T
b= R P AR, B LEEXI00m) AR E B, SR TR
LEEERMY, WAE A IN 2EUKEZRQX100ml)Ftafe 89 RALA KB R
dhik, BRKHEEAETR, T, ZAaSRARERIARERRY
B #7454 1.33(82%).

(d) 4-(4-BAR-2-BAEF FoLE)-3- Z A F - 1H--5- R B TE

B EIR(15 D4R BRI AR EAE 10 Cho 16 CXR)@AHe)
(R kK BAZE 10 C) T B4 () K4 [Ni(OAc), 4H0](2.02g,
8.12mmol)#4 7K (30ml) 84 /& i F A A4 £AL 48 (NaBH,, 1.22g, 32.25mmol)
#97K(16ml) (& iR )35k & 4 MAL4E(NL,B, PYROPHORIC). Fi#&#2AL
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Bk A LI A BK R ERE. MATESE, T10 - 15CTH
ﬁﬁ%%%ﬁ#z:m¢:&ﬁ%ﬁfﬁﬁiﬁ%ﬁi%%%ﬁAﬁ
£ AREAFBTHREPEEREERIAEZLIESEEERE. A
K (3X10ml)#= ZBE(3X10ml) b4 B ERIE, 73] 1.06g ¥rom ZeHr K.
B R L AT TaMEL BaHRAEIRBEEAFRE LA
i i ROR

3527 884 00 FALAL(1 06 B 4-(4-RAR-2-AH A K FoLA)-3-=
£ 7 2 1H-thek-5- 5 Bk 288 (437 0mg, 1.116mmol)#) T B3 (20ml)iF#&
d pEmoa LON HEAZE(5.0ml). F 60 CHizRe-MELH 30 2
b, K5 T TR TS A(T D oad). 3 Ak BR -4 41 £ K(250mi)
b B LREX250mDER, SEANELEGREGNZERN, WAFA
A (250ml)Fatt fo ) RALE AR R (250ml) bk, BRAKRBETHR &
AR RRAEE] 042g KR & B RS T LR GE(S0m))
& FRAMT 41gshiilk, KELT 40g(2.84X14.2cm)AE A be ik EAT
BT, B Ot - CHLEI90:10 KB 80:20)5ALik AR A R
&, B 469 B 4R4L-4-4 235.6mg(58.4%).

(€)7-FAK-3- = A T Aok 5t [3,4-c][1]- 37 £ 4 %-4,10(1H, 9H)
il . )

@ 4-(4-FA2-RAE P oA)3-Z AT A IH-kd-5-RBTE
(360mg, 0.997mmol)#) F 3 (S0ml)i& #& F A= A 2- # A 7% (93.9mg,
0.988mmol). AABEMRTRE, T 170 CHXGHMmHA 2 X. H R4
E58, MASHTEQOMD. LB REES AT E AR E 4(284mg).
A0 M ik A, A= R TR (100ml) fe = £ F 4:2- R BE(98:2,
200ml)Af. #EEELRFLEES, EASARLHEH kM. A
Sadr, BibAREA R ERIT R, ALK, THUERLE
(95:5,90:10), —RFHA =R Fi: 2-AE(955, 90:10)Z6Bl. F&4EHE
& k4 7R3 A & & Bk B ARAL6-4(124mg, 37%, mp. 337-
339 C).
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E, TeMhitde TRESEB RS TRAKET, T 160
CHBEHTH 4-4-FR2-BAFXFTELE)-3-Z A F A 1H- 1 -5-K 8
Z.85(1.0g, 2.76mmol). Z.E:4:(0.21g, 2.76mmol)Fe 1-F H-2-rkeR LU ER
Q3mDE RS M 1 I, AEERE, QRHGELRAY T
AK(25ml). #3310 5475, LI A R E R, AR (QX25ml)
RAEEG, REALTTRFINBERK. W ERANRKTH25m)
b, EAERASMBN 15 o4, RBLE. AZRATREX25m)%F
B, AT FIRIEE 4486 B B 4RE4(0.66g, 76%, mp. 334-
336 C).

A6 24

T7-FAX-3-[(N-F 2 -N- 7 B0 B b A7 [3,4-c][1]- 3R 7 4 -
4,10-(1H, 9H)- =&

1 7- K3 (2w R [3,4-c][1]- & 5§ 4 3-4,10-(1H, 9H) =87
(500mg, 1.72mmol)(FE44] 9 #5405-4r)eh w9 FACHE(Sml) s & iF & F Ae
NEFACH(358mg, 1.72mmol). &R RAM M 17 Do, LIk, A
w9 FALBE (3X10ml) 2t 155 B # F A N-F A F AR (190p], 1.72mmol)
Fo Z F IR (Tml). H S AR RSIEH 17 DB ®IZREH TN
(50ml). 4 BAKE, FTETEGEXIOm)ER, SHFANE, £t
AEORSEH S0ml . BRI RBREY R, FAIERTRN T
Y, ikik EATSAL, B RA45Fe £A52-5B5(99:1, 98:2-90:10)ze L. &
S EM S, Bk s KRR TR K K & B4R B 47485 (100mg,
15.2%, m.p. 308 C).

F340 25

(a) % 7 B3] F et BLAR

1 5 & FAABLBF(1.05g, 5.63mmol)#d KAk ZBE(Sml)i# R F AmA#f
B ETEE0.5g, 4.7mmol). AT T EARBLIHT R F A ISR
FEBTHET - 1054, BAFLASHABER. LR REY
AHE-15C 554, TERK, A 15Sml AFERE ZRAELE
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FREFHNAGEL KB HL4W(1.31g, 100%, mp. 1355-136.1
C).

OFEXERTIT

B £ P pbat PR ABLAR(1.15g, 4.2mmol) B T 4448 T I 64 B R BAL
., &N 43ml 1.0M FE4Ae FEARQ3g Na e BETAKT
BEW A E 100ml). #3EERASMEMAVNEIMER. Btk
REREKIFSHEN, LFATTHERR2 I HERREAEYH
A, FESEART 215 C, 200 €T #47 Kugelrohr 748 1 V&,
F 68 - 70 CH, AL & idkined B AR T EZ QIR
F.
(c)3-F A -4-[(4- R -2-A A KR (B A) PR 1H--5- B R T
B

A A R 09 R F RUP HE(2.44g, 20.7mmol)#9 10ml & XK THF &
M E 4-(4-FAK-2- A5 R AR)-4- 72 AR 2-T SR BE T EE(5.86g, 20.7mmol)
¢ 10ml THF ¥, F 52 T4 ins-Hmitst 18 oy, Ait-Feosks
8 LB A PR IR BB RAY, it At AR AR SR A iR (12.24g), %
25 BAL. LEIRYM RFE AR E BR) B AR S (2.428). e
HARBEE A R, LD OB GER LB (4:1)AT B 1R 5] B f=1k
St 1.52g(6 3t = &K 48 %).

(d) 3-3F Fh-4-(4-FAR-2- A A K F B AR)-1H-vtnde-5-38 BR T8¢

1% 4% = 8.4644(0.15g, 1.5mmol)m £ KK wZ(0.237g, 300ml)éy
AAZRFEOn)E R, RIBLEWRAY, TEITHLSHY
10 4%, A 25 44048 3-F A -4-[(4-RAR-2-AH A ) (#4) F A& )-1H-
Wb S- 3% B 285 (0.10g, 0.25mmol)# Kk = £, F A 2ml)iE & 4 =40 m
EROEHRSHT. TERTHMARRBRASMIH 18 /e, ik
Bk B R %A, A 3X20ml 3N HCl FEBUE%. AR TREH4
HIERY, @il KL RS T2 mkM0.1g), BAE TR TR
LES(4: )RR 2] A48 & Bliked B ARLE4(0.075g, 75 %). |
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(e)MiLsk

FEBT WAL LEBEID2.0g 8.0mmol)fK(30ml) T 8%
Lk, 3R\ F G0, BEAZE0°C. A 30 5-4b:@aE E R e A4L
£(1.21g, 32mmol)# A (16ml)Ak ZiZ G EBR T, FIo H#HBEN 11
- 12 C. iEFAEHEERE, AKRGX25ml)F LE(3X10ml)3ui,
ERABRATHRAAT TR PIORBERAAIETR BAAECTR
31 K. ENk ey B8 & BlARe £ £(0.82g, 1.37X B F£), -

(0 3-F A-4-(4-FAR-2-BAF FBLIR)-1H-lbok-5-5 8L L8

¥ ai1e4e(3.56g)F= IN HCI(16ml)é9 F BF(65ml)s& ¢ & s £ 3-
A A-(4-FAR2-P5 B T B AL )-1H-wb e -5- 3 BR 85 (1.5g, 3.7mmol)
d RS WA E 60 C 18 /e, LEATE B R RA, it
AR ENRBERAZEEANRQI8Y). FAEARKRET LR LE
(100ml) ¥, A KQ2X50ml)Fe &K (1X50ml)E I, ZRBMATIRANE,
WA A IREE KM (1.5g), AL o) TRRAEFE AR ER KR BT
1t.4-4(0.855g, 62%).

(g) 7-FAX-3-7 Foobmdt 5F[3,4-c]{1]-3F 5 R 2 3-4,10-(1H, OH) =&

F 160 C #4t 3-F A -4-(4-FAK-2- RAF T k) 1H-nbek-5- 38 B
Z,85(0.84g, 2.28mmol)fe 2-§2 4 -#k72(0.217g, 2.28mmol)és F E(12ml)
RS EFRAERTR, FR—BRETHhHAXAGH 18 /8, AKi
KB LGl 2-2 AR, RS R e £ FEE(225m) ¥,
e Edb, MmN TELE(100ml), JEFATEIER AR 2 547, REXK
% % 100ml . LBATHRIER LR ERERM R, BREEILRSE
B EHRILE, LIEFR A48 E B4k B 4R40E-(0.381g, 51%, mp
328.1-330.9 C).

BA—fxthFik A, B CPrrdaidapsXI18EfHLenit
A4, P X A0, CHhuedzg, FFTE1P.

— R F &

F %A
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FIEBA TFRAOBMKF A 7-FAR-3-(TRAZE R )b 51 [3,4-
c][1]-%£ 5 .2 ¥-4,10-(1H, 9H)=-&4(0.50g, 1.58mmol)Fo X, IV #9i& & #
BE(RPOH)(10ml). it i 4+ 38 & F 4 69 7 R P A A St 8 BR4R(IV)(0.89g,
3.14mmol), AR RAH i £ €7 10 - 90 4. A 1IN HCI(20ml)
DA TR B R A, A CE(GOm), LRERRERIR. AL
BMAX30m)EEER., LHREATRAFHANERY, LZiEEAL
BORGFEAS Y, BERATEFELLAFIN [ SY, FiL
FlF&1F.

7% B

(a) ATk B e4EALAl a9 4 %

ZRBRBE_ETAY

HE A= E T % 45(3.36g, 13.5mmol)Fe s R BL4E(2.05g, 27.0mmol)
B FARAHALAADF Dean-Stark 47K B BA T TR DK
(125ml) . EA BB T KL RSHEE MM ERR, FIR
18 JoBY. fitAk s A A T AR TAE(100ml), R R,
AAEATS0mY), &A% A M Anik Bk, AL E M AR 695K
FE4E ERAATHOALERGERREZE Sml, TAEFERE
GER. AR PLHEPELRFEA G EE KRG B HRLEM(213g,
45%, mp 151 C).

1-#2 35 - 3-(F AL AUELARAY)- 19 T A =45 2Bt

Y AL = E T £ 45(2.14¢, 8.6mmol)F= = F AR RBE = E T 2&45(1.0g,
2.8mmol)# ZBE(30ml) F 4944 hedk Z A 6 DA, ERAE, G &
AR T A EFH AR, WAtk R A BOR S AT E B LIRAE A BR,
BEBEEAHRABETETET I8 8. T0CHAEHRANTRTE
4 IR 3 A G & B4k B 47164 (2.74g, 86%).

(b)F %

FRATH 7-84-3-(TRAZE L )b rd 3 [3,4-c][1]- 5 A %-
4,10-(1H, 9H) = &I(0.50g, 1.58mmol). X IV 9 i& % &5 8 (R°0H)
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(15.8mmol)#e 1-# A -3-(F A RMARAE)- 0@ T A =45 85(0.176g,
0.316mmol)4d F F &% (10ml)m ik =37 18 (Mo, B idae 35 K AURER
Bk B R RAMH IR E) R by BIK, 181 B2 teit BT, AT L&
LE(95:5) Bk AR AL A, =R T K T BH(50:50) BBl ek 2 4,
BINTEYFLE LT AR E X ] Binsd, FAI TR P,

F % C

142 Kt F R 69 A8 Ae A 7- RAR-3-(F ) mbrd 5 [3,4-c][11-35F
% 2e%-4,10-(1H, 9H)=&3(0.50g, 1.7mmol)(FE #4419 #4t-&-41)fe LA
Z R FH0mL). B 5 A 6h 5t 3 P N FEBLR(0.43g, 3.4mmol)Fe LK =
PAFEEQ A TERTHEMERASMIN D, AFERE—
WE L RAMIMERT LT TE, EFREHALE. WLk
BEHK BURBFTE B_ %A, #T 100 CLEP AKX IV #hiE G698
(RPOH)(5-10ml)4&L 32 15 s-4b. ik FAeymf, ARk @k
M. ERE T IR B KT S AT @ o) BARG. Re A8 AR T
B FaRFR X 1ed, #T41F.
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WEYLTBABYFE (% o1 TWH—) BELYES (v)

1"€€2-0°1 €T 24 0 14-0=D'HOOH 44-2=0tHO0(0)D- H | 1D| H H 144
¥95T-1'6vT £z 0 tI0'HOOH €32120(0)0- H|ID] H H P
1"$ST-6'pST 0t o) 1D4HD)OH 101(tHD)0(0)D- H || H H. w
9'62T-6'8TT 9T o 12Y(*HD)OH 1DY{tHD)0(0)D- H || H H 184
6'T1T 09 . fHOSI(*HO)OH fHOSH(THD)0(0)D- H || H H ob
9'$$T-65T 1z o) HO=0UTHO)OH HO=01(tHD)0(0)D- H {ID]| H H 6€
293p 9°20€ £L 2 fHoOH tHo0(0)o- H || H H 8¢
T9EL-6'VET w 0 THO=(*HO)DU(*HDIOH THO=(*H2)OT(THD)O(0)D- H || H H LE
I"E€2-6'0ET £9 o) tHOSU(*HO)OH EHOSHTHD)O(0)D- H|D| H|H 9¢
1'bZ-6'ThT §s v THD=HOTHO(*HD)HOOH TH=HOMI(*HO)HOO(0)D H{ID|H]|H ®SE
VEET-EIET st \ THD=HDM(THD)OH tHO=HO(*HD)O(0)D- H || H|H ®PE
9'69T-v'69T | LS q [Ado1do}2£aTHIOH 1£dosdoj2A9THI0(0)D- H 1D H | H @E€
£'15T-6'05T 79 \4 THO=HOY(*HOJOH tHO=HDOY*HI)O(0)D- H || H H put4s
§LTT-9'STL L8 v yd*(CHD)OH yd{(TH2)0(0)o- H[1D] H H @€
9'€8C-L'T8T oL v HEHO)HOTHOOH YTHOIHOTHOO(0)D- H |ID| H H (0)0€
9'LIT 9§ v 4d*(*HD)OH udi(THO)O(0)D- H|[ID]| H H Y14
CELL-9TUT 19 '/ THOU(TI4D)OH tHOW(tHD)0(0)D- H || H H 8%
11925657 09 v tHOUTHD)OH THOH*HD)O(0)D- H D] H H LT
§687-8'L8T ob v 13(THO)HOOH 13(FHOIHD0(0)D- H|[ID]| H H P14
10¢ 08 v Y{(fHD)HIOH {(tHO)HD0(0)2- H (19| H H 81
o, dw | ¥ E £ (HOGW) e pd (g zd | Y
WALY HHHE
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EHA 45

T-RARB((BT EA)H AT A )bk 5 [34-c][1)-FH L5 %-
4,10(1H, 9H)—#&1

Bt 4 BA(E)-3-B-AAR-3-FEL2S-—EK-2,5-Z&-1H-%
F[b] £ 2 F-4-F) A HrEs A T 85 (AR 48 WO 94/29275(1994 % 12 A 22 B
ATV ] 44 P AT k&) 60 F BE(Sml) & 5 R P R e KB
(0.14g, 4.5mmol). FA T HERGM LI ERAKE, TEETH
45 40, FTREERAMEIH M - RE R, HLER
18 b, EER B RASMFEER, HANTLEFPELER. &
KB 89 BK, AR, SaicEasiie, A LB T8 TH(50:50)
RMIRB| G IRk, T- 10 CRALETEPESL 18 /e, i,
F 100 C F 343 %) B 4740-6-44(0.2g, 25%, m.p. 226.5-228.6 C),

LA 46

7-FAR-3-(H A T )bl 53 4-c][1]-3R H f & F-4,10(1H, 9H)=
]

Witz HBE T-RR-3-((RT BB A T Aotk 3 ,4-c][1]- K
# .2 ¥-4,10(1H, 9H)=87(0.26g, 0.72mmol)#) =K F1E(6ml) ¥ ¢4
A N R L E(6.38g, 56mmol). T E& T AR Lt 30
So4b. BadAk KR SURS T B RS MITE BK, AR FA
WEtkPE4S, T 100 CFRF2 B ARMLE4(0.14g, 64%, mp.
297.3-299.6 C).

LA 47

T-RAR-3-(T RS H)-10-BRAR e 33, 4c][1]-F 5 R E-4(1H,
9H)-5#

FEBTH Lawesson KIXA[(2,4-0(4-F EILFK)-1,3-Z 50 %-
2 4-Z A5 T 312, 4- = HiALH)(0.32g, 0.80mmol)#) A K ¥ A& (15ml) &%
P — ol T-FAR-3-( LRSS [3,4-c][1]- R K& E-
4,10(1H, 9H)—#A(0.51g, 1.59mmol). ¥ = £ &) Fim#k Z &R 1.5 b
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. itEBATR R BRAMAER RSN R, Bl ELPORRIE
BARE| GG kR, WE ik T4, AR IO DHM. K
WEL b F4 L EKAE - 2 EERFE B 44464 (0.44g, 82%, mp.
248.0-252.6 C).

F 4] 48

(a)d-(4-FAR-2-AH L AR )-4- B AK-2- T Sk B TR

BIERS P A2 4-4-RAR-2-FHAFR)4-BR2-THRERTE
(7.46g, 26.3mmol) 8§ = &, F 4 (350ml) & & F A N = F AL 4 (26 2g,
301.3mmol). HFTiE R R RAHIEH 20 547, RERMETR, TE
BT 48 PR B A A 130 4%, A JEiBiT CELITE™ #iL ik
K. RRGEIR(1950) ik BT AL, AR T RAMFH A4 - BE
Sk 4 64 B AR4046-40 3.80g(51%).

(b) 4-(4- RA-2-FH AR T LK) 1H-1,2,3- =% -5- KB L &a

W 4-(4- FAR-2- A5 R AR)-4-FAX-2-T B B LE&(3.75g, 13.31mmol)
64 = F 2 P BEAR(20ml)iE i Ao £ k8427 69 NaN3(901mg, 13.86mmol)
0 =W PR Q0m)A P, TokibiR B T AT IR B R At I
325 0B, KETAZT0348)TiEREREN, FREAKRZEDE
S FAE00mD) P, Ak HEQm)EILEpH 1. A LE(Q2X400ml)F A
FrikiRadn, AFFER4, A INHCI(100m)#ed, MABg4E T, i
BAALFTO04 H)RFEHINAZ-HEDRDOABFILET
3.96(92%). 1 EALS F A E A e F F(100ml) ¥ £ 45 17 2| AR
&5 K eh B ARdLa-4h 1.98g(46%).

(c) 4-(4-RAR-2- BAF PaLk)-1H-1,2,3- = -5-K B LB

F £.4,(40psi) T £ PARR™ S48+ L& PtO,(541.6mg)# LB
(50ml) ¥ 89 B iE R IRIE 19 D8, KEH 4-4-RAR-2-AHAX TFTRE)-
1H-1,2,3- = = -5- % B% Z 85 (1.014g, 3.124mmol) 9 F. 45 (10ml)/ T &%
(200ml)E sk m £ AFiE BB A4 ¥, F Slpsi £ PARR™ ZACE ¥ 4
diRig. 3 BB, it CELITE™ #it gk R B iRéw, F LB
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sk, AE(03 H)REBRFIARRECRRY AL B IR LSS
0.9982(108%).

(d)7-FAX-1,2,3- = 5 [4,5-c] [1] 53 £.4: ¥-4,10(1H, 9H)-—8F

F50 - 55°C. HAFRKET, #wixH(15ml). 4-@4-8R-2-K
A FEef)1H-1,2,3- == -5-7% Bk L 85(844.1mg, 2.86mmol)Fex T B}
47(917mg, 8.17mmol)&yRE-HAXH 75 44F. REFMAT AR
(15ml), B4 84503 3.5 (8t A T EL(500ul, 8.73mmol), &4 A K (25ml)
WA PR B R RA, RETERTHRIFERE, SRKESYH, AKX
(10ml)#t, KB A LE(Gm)kik, T 60 CAZT024)FREMFIHN
H AR 6B R T4 B AR{L A4 228.9mg(32%). FitiE A KK & X 1T E)
B ARL 49 174.1mg(24%). & B #710-4-4(194.5mg)il i T 5| &L 2 46
fo: EA#MG0 C)FHpkibHmiETraf i mBR EANKER
(1.0ml). 480 & 5% 854k /K% (1.0ml)Fo /K (100ml) &9 AR T, A5,
KGR INHC| B Ltk iRe-4h E pH 95 2. LA R EIR
%, F 60 CHRZ(0.3 #)TF M2 B AxiLE4 154.1mg(21.6%), m.p.
385-388 C.

LA 49

(a) 4-(5-FAM-2-FH R FHR)-4-F2 2 -2- T SR B LB

F - 78 CHAT, #* n-BuLi(2.5ml, 40mmol, 1.6M &) TbTis ik )ie
F &k BR L E5(4.05ml, 40mmol)d w kv (125ml)isik . T4 - 70
CH TR BB RAM B 05 DBf, REEMm 2-FE-5-FNXEFEE
(6.75g, 36.4mmol). F - 78 CHATR R EiRE-HAH 025 Da, B
E-60C, RLEBECmD)EL, REBKEFTR, HAER BRGNS
e F LB (250ml) Ak (250ml) 2 ). 42, A EA(250ml)HERILE,
ZRBA TR LERRRMY, AERERR REDERREMN
ik, BOB/TELE@GDARBEZE A EE R B IRNLEH
6.12g(59%), #E 5 B1L.

(b) 4-(5-RA-2-FH B F A )-4-BM-2-T R BR L BS
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45 kY 48() P TR A AR T i, B 4-C-RR2-AE
¥ )-4-F2 200 T He B8 TES(6.12g, 21.6mmol).  MnO,(24.0g, 276mmol)
Fo CH,Cl(350mI)35 73 B #R4L4-40(2.28g, 38%). 4 B Aribb-th Zthik &
WA, B O LB LER(4: )M,

(c) 4-(5-FBA-2-FH A X TR A)-1H-1,2,3- = -5- B 86 LB

WIE L Ty 48(b) F AT A RARMM F ik, B 4-(5-RAK-2-PE A
% )-4-FK-2-T Bt L85(1.85g, 6.6mmol). NaN;3(0.45g, 6.9mmol)F=
= A& FELE(60m)IRAT B LS H(1.474g, 69%, ARG EHK). ¥
B A4S M kG T8 LB LES(2:1, S0ml) ¥ & 4 4f 4L,

(d) 4-(5-FAR-2-BAFE FBLA)-1H-1,2,3- = 4-5- BB L&

AR5 kA 48(c) T ATk A AR F ik, W 4-(5-RAR-2-F0 %
P EEA)-1H-1,2,3- = #4-5- 7 8 T.#8(0.19g, 0.6mmol). PtO,(0.10g). T
BE(65ml) Ao .45 (Sml)#F 2| B #:4L6-40(0.211g #8.5%).

(e) 6-FAX-1,2,3-Z 2 3 [4,5-c][1] 3R FF .4 %-4,10(1H, 9H)-=5

AR T 48(d) T AR AKARN FE, B 4-(5-RRK-2-A%
¥ 98 A )-1H-12,3- = = -5-F 8 T 85 (0.61g, 2.lmmol). T B 47
(0.673g, 6.0mmol)F=w &2k 40 (30ml), 42 80 C A& FRERF B AR
£-%1(0.304g, 59%, m.p. >250 C, A K& E&HK).

345 50

(a) 4-(6-FAR-2-FH AR A )-4-F K -2- T B BL L8R

MR A 49(a) ¥ AR ARSNGB B ER LEE(3.3ml,
33mmol). ™ & k%%(130ml). n-BuLi(21ml, 33mmol, 1.6M F &4t ¥)e
2B H-6-FAE FEE(5.6g, 30mmol), - Zbeik BATHAL, AT/ L
LE(5] £ 3:1)5M, 125] B ARLA9(6.44g, T6% L & iR A).

(b) 4-(6-FAK-2-FH IR FHR)-4-FAR-2- T SR BR TER

AR5 EAH) 4900) ¥ TR A AR F ik, B 4-(6-RAR-2-AE
E 5 )-4-7A2-T B8 T8 (6.44¢, 22.0mmol).  MnO2(23.7g, 273mmol)
#2 CH,CL(360ml), Ztkik EAT4bAL, B O LB LB )M, KF
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B #rft A (4.36g, 68%, & &idikdh).

(c) 4-(6-RAX-2-FH A X FELAL)-1H-1,2,3- -5 BR LB

}AE L k] A9(c)F HTIRARMES F ok, & 4-(6- RAK-2-AH AR K
H)-4-FAR-2-T $edh LB5(3.8g, 13.5mmol). NaN3(0.92g, 14.2mmol)Fv
= 9 4 W R (100ml) 3K AF B AR4L-8-40(3.79g, 87%, & & B4R,

(d) 4-(6-FAK-2-BAEFE FBLA)-1H-1,2,3-Z-5-R B LB

MRl EHA 49(d)F AT A A6 F ik, B 4-(6-FAR-2-A A
EPRA)-1H-1,2,3- ==-5-# 8 T#5(1.0g, 3. lmmol). PtOy(0.5g). L#%
(290ml), HE Bk B LEAL, B TR/ T B LB (80:20:1)2AL, KBS
e LEX(1:1,30ml) 51, 735 B 471L6-4(0.7823g, 86%, K &4rK).

(e) 5-FA%-1,2,3- 224 [4,5-¢c] [ 1] 5 &£ 3 -4,10(1H, OH)-—5A

FEB, RAFET, 4% 4-6-FAR2-£AFX FHA)-1H-1,23-=
w535 B T 85(0.7823g, 2.7mmol)#d w3 £rk b (25ml)&E i m £ T BE4Y
(0.91g, 8.1mmol)#) = £k vH(25Sml)iEik ¥, WA KRR A IH 2
AN, KB R CERQmDBA, it Ak B B T BB IRS-4 69 pH
BELH 2, SEKEHRNY BRREERRARESETER). FE®
BTk, ALBUBEBERKL LTREANE HlFae6xE
Wb B R A, KB ILRAM S K E—RAE, LRIKEH R
WAEE B, AKQEX10m A 2AEQRX10ml) ek, 4% AR B AR 89
ZBR LB E 4 LT B A A &0 K6 B ARILEH 0.059g(9%), mop.
>250 C.

A 51

AR FARM M 4ot B0 F ik, HETHAAX T REHHR
FoHE 2 A AR

(@)kF M
_ mg/ K
K 1144 » 50.0
& 488, USP ' 223.75

52-°
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15

......

Croscarmellose sodium 6.0

2 RIEH 15.0
£ & X 94 4 F (HPMC), USP 2.25
2311 S 3.0

(b)) &

mg/ix &

X 1164 10.0
H&EAERE, USP 488.5
Croscarmellose sodium 15.0
A fg Bi 4k 1.5

OFZ g ’

TR X, | WASDETEHBARFPELLEET0SHE )P
Tween 80(0.1%(E ))& 4G K P #1 & A FHREH O RE KER,

EEEIMAL PG RELEF LA ESHOEEFHR.
A, LBERNEMNEHBHHELHE, Hls ARG
NMDA &4 F A4 tE R, B, XLV -TURA TiERvE
Mk g%, BP P R/ T A 2 T MM R R dodk fn B, KR AR
kAWM, EAE L, B AR EMAAK.  amotrophic
Mk AbA, PR E% KA, e RKB, BBKER D ERE, &
FHGUWVB TR L BEARLERGESERLEXGER. &
B, EMABAG FRMBA, SRRV ZETFENTERRRE
Jh, TR 255 o iE Mo T A2 R Fede ) st a8 g RARSR A 89 A
Fo R bk,

A K BB AL B TRARAT 2T, Hlde Tl d ¥ RiFF
Foly £ A ST ROMAR E A K o) T,

18 F) ALK BB 640 A 6035 57 T VAR IRAME A IG TT MY, Je it B
ek K A EBTRLAGINASDAEREAGER., EAH T
Bk AWM T (it ) FAEHRBATELT AL T AL GLEY

- 53 -



AT TRBT IR T

BT LAR T 5l — Pk Fh & G5 R4 A0 A ik P AE 0 2R 08 5 VRN 5B A R B
WE YRS B 2 MR

G VARTA

CH]-H &4 & e

FEPH-HRERRE AW EP, WEE (4 250g) HEM Sprague-Dawley
AR FH&EHENRAME. BHSEEANNEEMESE 032M R

(110mg/ml) 45734, BT (1000xg, 10min) 7B 5k, ER L
ER (20,000xg, 20min), BEFTFUEKF, HEFET 8000xg B.L» 20
SrEP. KA R LB METARE EUE R PIIK 148000xg, 10min, FB&VFE
WEKF), BEEAPERYE_REBFKPREAE (TIK/ LB
HF—T70°CHEI.

R SR, ML Brinkmann Polytron (TM, Brinkmann
Instruments, Westbury, N. Y)HLR KN L, 7E 50mM = (FFHE) FEH
RrERE (pH 7.1) RARML. BEEZHHES, T 37C5H5 0.04%
Sufact-AMPSX100(TM, Pierce. Rockford. IL)—E#E 20 734, HBELEL

(48000xg, 10 4r&P) YEERAK, BRBRETEMET. BRARVERYE
S (200mg E / ml) SEAMATRE.

HHATPH]-HERS N-FE-D-RLAZBZUEEEIME, T 4TH
20nM[°H]- H & B8 (40-60Ci/mmol, New England Nuclear, Boston, MA) 5
BFT 50mM = (BRE) SEFETERYE (pH 7.1) PHE—EET
30 4r8h. F 1mM HE B2 e 714455 . H Brandel(Biomedical Research
and Development Laboratories, Gaithersburg, MD) ZH ffi #§ 3K 2% 7F 0 5& H
0.025%F ZIG TR BEHWH P HEA 4 EME (Whatman GF/B H Brandel,
Gaithersburg, MD) LEZHEMESHPH-HERSHEENSE. AR
BA 2.5ml fIOKA BB R E T I ERE LR RER=R. A
AR A IRV B TR . B 308 B o0 W - X S e BN 5 [ED A
B3 IC, 1H.

R T EHF 1(e)s 2-19+ 20(c)s 21(c)~ 23(e)~ 24+ 25(g)~ 26-47. 48(d)-
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49(e)H1 50(e)FIPH]-H AR SME, RN IC,, BEL 0.01uM =
Z7100n M JERE. Flan, SEHEB 18 27 70 28 LAWY IC,, E 454 0.064
M. 0.229u M #10.027 1 M.

P 7 i

b A B R R R A Y

Y EMEE R H VP R (50-70g) A 2-3% BT HEEE. REFFHEMN
RISABNEK, FMBIEE M E&. 10 2805 (BB, EBRETF,
WS E I BBk, B K. R TFEAEHE (FlmshbkE S
45 TP RAEE 5 8 BERS TRRAEY. UHRART B
FAREY), BRAEATLE. EHAEFE K 24 /M) BF—BITH
MgizshtE 2 pEt. 4 RIG, &% (k) 31, BUBm, B, YA
H TR AKE /BB LT AN RS e

F T 5143 2% RS g 5 0 42 ToR IR H’JH*’C)J)#%&

0=RE, EH

| =8MBE (£Z25%) —ABRT CAL B FRL%

2=EBEE (Z250%) —HEHEK, RBTOTF 4K CAT X

3=BFEWN (BE75%) — W RET—FK CAI Xi

4=FEIRSMETF CAI IR 4h

BT BN R (7 #OK). BRI IR FRBIR, 9%
HPMBEME. exE—HPRBIR 2%, B Wilcoxcon-Rank Sum
test LLERZGMIACBAFEFELBAWEN S EK. LRSS ERFEML L
HIERB WA R R E 5 HERR.

AR LS TEYS + 8RS B R i AR Y o (R 3R M A 06 45 R P S 45
3@ EDUH, RIHLL 20meg/kg HEMNFIBBEAN (ip) LK
(EREMFE) B, FridbAWARE 70% RS EFER.

R B AP ) K i 5 Bk R B

WAkE N 280—320g AN SHR KR A TXEMH., BTFRkAM
EKWis Ak (MCAY H& M5 Brint ZHridMIE (1988). 52,
WS EEASEMSABIEK, REHERRL T § AN 18 K msh e 4
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R, HAEE, BENEKSES FAY. MCA/ FEHKNERE 24
NI, AEFESTY, BGEERHEAIRIR . F vibratome YK 1mm FER R
., &L 2,3,5-=FF-20-1UM44 (TTC) Heklifa., REfE, ATUIES
HhIX 4> SRFE R RN SE i IR, FT LU B 2 1 2 B BN s T BE d X L.
RAERSH -0 F IEENERSTER, Hev A REREAE
FHELARNEZNEH (W S. Brint %, J. Cerebral Blool Flow 8:474-
475(1988)). F Student’st-#i 38 73 Hris Gt BN 2540 Ab BR B e 1 483 2 14 FR
AR EIIHER. GRREAABEFFTE L (%), FHL
HEIES .

2 7% B AKA DR K B AR 18D K B 30 Bk B B8 I AR R P A R 45 SR F st e 491
18 W& Hpisial, RINA 4 /MBTLL 10mg/kg/h FIBFHIKA LN, ©aLI3RAL
BRIMARFR —19 % I ZE 4K .

KRR

ARG B H BA R E RS T H BRI PN NMDA-%S %A
RS Eh I R R EER . [ HA—966 (AMEIERT) 1 CGP37849 1SR
#l, ERUEAEIEZRR T EESE (FIkE ID,, 7514 7.9 7 1.7mg/kg ),

AR MR ITEN T BARKH=82ZEKNtY (400mgkg ip)
WREE, MR EASERKA TAY. ¥ 5 IHERELEHNTA
. —fHh, K S XEFI-4XRATHYR: AERKEDPTRA M
BEEM, FERAFEAEPIEA AMNaCl, ZEAEDREA 25mM  NMDA,
RB—WEF RN 2.5mM quisqualic acid (QA X TEFMFIFTF ).
¥ NMDA SmB55T it — A2 T8 7 HI . 317 NMDA F)FFIeFITEFF GE
H 30—60 BHF, 60—120 #%), HEB—MBEFMABHETER. HiE
HMRFRNEL, PBRETZRAAY. A EXMIHRENREEEE.
e B TR 23t NMDA — 55 #9408 41 B i1 sh i i S B 34
Flo G5RFIRA IDsE (BIFIHE 50 % Wi 2R 254 78 me/ke).

TERRAZARET, AR\AEVHARRE R L RBLHES 1e)- 8.
13, 17—19. 23(e). 26—28. 30. 32. 34. 36. 38—40. 42 1 47 it&
YIRUHAE, RIVENIN ID,, HAEL 3.0mg/kg £ 100mg/ke TEEK . Fildn,
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RIVLHERF] 18 27 1 28 LAWK 1D, {H 3% 3.5, 5.7 1 4.6mg/kg.

—RETAERALEHIEERSE (EARRT) Wish, HlimA.
WNAEAMBHEARARTS, REERZBENLED TSR ERITERIE;
MR / BRAYIBKE S, RECNEES ERAHABRIRN,

FH A ST B R0 ) R AR R 25 5 AT AR 2B A S I A R b &
¥, AERHEFEARIMLEDH A S LSRR —Fhel B frzy#
EAEZREE. R HERBEENARAEY, XEHEYR L
Hik (CABAEEAETER). BB G, RFEYE. ERAHIMER
NG 2%,

ETFORMBEGHEDEIEERES . AT BRI 7FixX e
HHEYHP, FrREEILEDEZ D —MEERBAGIER . TR
IR S . X4 6P S ERIEBEERBEFNIN EYRE,
Bl anyEE FER AR AR IR EE . R 4E.

ORG B AEHAESMBFEAE ETESZHKIN. BB, 8FF. &
FANBA, EA1EE AEE T & HREERER, Gl KRR AR .
BRIGIERMBE IS, ZBRA -G a] LLEF BN, FlniEE g E .
RHERF . BFRRA. S EAMPIEN . BEARE, DREANLEMEE
FEEAREEA S CNABAIMABRFEBERD ey R,
il 4 BA e ) R 3 ‘

REALRY, BRSMEANEIR R THAKER. K—BAIEERNE
VLA RFZEMILE. BVENBSENENLHEHER_E. R4
B, FE 4Bl s s A T A ALER R R LB . XA AT LS
BB, Hlantsen. BimA. WEA. FALFF S E.

BIFEAKFH T RFBLEAERBBRALHRHEFOEE A R HRILE
VB RS EF T LAl EZ 0 E, Flark. BEKER. . msE
ERH — KB ET .

RIEAR K HE RS AEF QEMERE SIS, FlnTaTis. b
M H Y ER AN R i T R A & AR R

MRFE, @] LM ARRENLE WS N\ BB EEE BB R 6 a5
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HEYERR. R AMERES,

EIXEAEY T B SR LG AT A IR E S F B . 4T
152 W AR BRBE R TR RE £ ¥maRih: B2, B
ITHITIE. BARSSE. BERNSERG. 5EHH 28800 7% AR R B
R TEZ BB T BT X L hnt J5 R AR B B AR 20T, IBIRE AT AR
SR EEE RS ERFE. —RS, ARBNLSHEFES 0.01
24 100mg/kg AEEEANL .
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