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(a) H,
(b) Cis X, &K
(c) -COOR;
Rs %
(a) H,&
(b) Cre LA ;
FHEmH 2. 3K4.

2. HRBARANEK 1 LA RATHAL, XF¥F R AHKCL
3. RERFAIER 1 WS HIETHERAL, X+ R A H.
4. ARERFA|ER 1 0SB ETEARL, L+ R H CL

5. REAFER 1 YU EBEATHAL, LA+ RAH K Culn

t}ﬁ

6. WMERABR 1 s RAETHAR, P R, 5 H.
7. AREARA)ER 1 SR THALE, 1+ R Y CH;.

8. MFMA|ZR 1 S HWELTHERAE, £+ Ry AH(CH,)-NRgR,,
AP RgFoRo LI

(a) H,

(b) Cri S A,

(c) #M-OH B HY Cog LK,

(d) CHO, %42 Rg#= Ry VXA —A~% CHO, 5 — /A&,

() RsFe Ry Bl HEMNARE 8 R—RT A&

W, IR, Bk, AAERk, ARE, HFPRATFI—HTE
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AABA: H. Cia A COCry bk,

9. BEFERAZK 1| YRS HAXTHEAE, X+ R ¥
-(CHy),-NRgRy, 1P Refe Rotsbi b h H. ¥, TR, 2TX.
FAE, BF R RoFl H5ENAak e R—RE R 1-%hE A, 4-FE-1-
v 4 T A-1-%% T ERBS . 4-"Bok X . 1-%k=2 K. 12843 CHO,
#HF R Re e Ry ¥4A —AN % CHO, % —ANA &

10. ARFEAFZR 3 AW RATHA L, L+ R, 5 H X CH,.

11. REFERFNER 1 LS HRATHA L, FrRtsdidf:

a) (S)-(H)-[1-FE-1,2-= & [1,4]%F% (2,3, 4-i K] Foe-7- ) F A TR,

b) (R)-(-)-[(1-FE&-1,2-= £ [1,4]"%% 5 [2,3,4-jK]F2-T7- 1) A LA,

¢) NN-=Z % -2-[ (1-FEE-1,2-= £[1,4]"%% H[2,3,4-jk]*Fo-7- )&,
A]-1-T R,

d) [(1-FE-1,2-= 81,4785 52,3 4- K] F-7- X)) B K | TRz,

e) N-J & -N-{2-[(1-F %-1,2- = & [1,4]"%% 5 [2,3,4-K]F-7- K ) K]
LA,

f) N-ZX-2-[(1-F%E-1,2-= & [14]"%% 52,3 4-jK]"Fo-7- 1) R )-1- T
:

g) 2-[(1-F £ -1,2- = & [1,4]"8% 5[2,3,4-jKk]"Fe-7- ) B2 T A T BLAE,

h) N-F &-2-[(1-F£-1,2-= K[ LAPERH [2,3,4-1K]7F £-7-5) A )-1-
Jz,

i) 2-[(8-f-1-F K-1,2- = & [1,4]°%% H[2,3.4-jk]"F-7- ) Bk )-1- TR,

D 2-[5-F A-1-F5-1,2- = £[1,4]"%% 52,3 4-jK]"Fo-7- K ) X )-1- T
&,

k) N-Z X-2-[(5-F A-1-F X -1,2- = §[1,4]"%% #[2,3,4-jk]*F-7- 1) &,
A]-1- Tk,

D 4-{2-[(1-F X-1,2- = &[1,4]"%% 5 [2,3,4-K]*F-T- ) R K] T XK }-1-

4
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R T BRAR T B,

m) 1-E-1,2- = £, (1,485 52,3 ,4-jk]"F-7-54 2-(1-% % A ) T A,

n) 2-(4-FA-1-REX)TE 1-FE-1,2- = & [1,4]"8% 5 12,3,4-jk]"F =%
-7- Ak,

0) 2-(4-"HokE)T A 1-F & -1,2-= £[1,4]%5 5 [2,3,4-jK]"Fo-7- K B,

p) 1-3A-1,2-= £ [1,4]"8% 52,3 4-jK]7Fre-7-5 2-(1-%R 24 T AR,

q) 2-({2-[(1-3F A -1,2- = £[1,4]"8% 5 12,3,4-ik]*F2-T-R) B X TE IR
A)-1-T 5,

r) N,N-=F & 2-[(1-F & -1,2-= & [1,4]"%% #[2,3,4-jk] "F £ -7- %) &
X]-1-THE,

s) 2-[(5-F A-1-FKE-1,2- = £ [1,4]"%% 5 [2,3,4-jk]"F=-7- X)) E X ]-1- T
Rz,

) N,N-= & -N-{4-[(1-F & -1,2-= £ [1,4]"2% 5 [2,3,4-jk]*Fe-7- %) &
)T XA,

u) N,N-= ZE-N-{3-[(1-K % -1,2-= £[1,4]*%% 5 [2,3,4-jk]|"F~&-7- ) &,
KR,

V) [Q-{[(AR)-1-F K -1,2-= &.[1,4]"%% 5 [2,3.4-i K] F2-T- K] AKX} T X)
RAE)TE, [ATHAL,

12. ARBARAEZR 1 69X ETHA R, RS HLE:

a) (R)-(-)-[(1-FK-1,2- = £ [1,4]"%5% 52,3, 4- K] F-7-2) S TRE,

b) R)-(-)-[(1-F%-1,2-= £ [1,4]"%% 3 [2,3,4-iK]*F - T-R) R A LB F
AR 3

¢) [(1-FAE-1,2-= & [1,4]FE 52,3 ,4-k]F=-7-K) F K] T,

d) [(1-FE-1,2-= & [14]"F% 5 [2,3,4-K]Fo-7-2) A | L F s i,

¢ N-F &-2-[(1-¥ £-1,2-= K141 BRI [2,34-]kIF2-7-2) RA-1-T
F,

f) N-¥A-2-[(1-FE-1,2-= §[1,4]"%% (2,3 ,4-jk]F-7-2) E X ]-1-T
el R,



00810457. 3 A ok P FEs/TH

g) 2-[(8-F-1-FE-1,2- = & [1,4]"% % 5 [2,3,4- K] Foe-7-R) F K ]-1- TR
¥ Bk 3k,

h) 2-(4-F X-1-%%E2)T A 1-XKE-1,2- = £,[1,4]"8% 5 [2,3,4-jk]*F =
-T-A B, R

D) 2-({2-[(-FKX-1,2-= £ [1,4]"%% H [2,3,4- K] F - T-R) R A T AR
£)-1-TE,

13, RBRAER | S HRATHA L, RIS WLA:

2) (R)-(-I(1-3%H-1,2-= SLAPER (2,3 4-ikI7F - T-2) K TR,

b) (R)-(O)-[(1-F%-1,2-= £ [1,4]85 H 2,34k F -7-R2) R LB F
S,

©) N-F R2-[(1- K £-1,2-= K[14]1E% H[2,3,4-5KI°F 2 T-F) A -1-T
B, %

d) N-FR2-[(1-F5-1,2-= K[LAPRE 2,3, 4-ik]F - 7-F) A -1-T
BBk

14, RERAER | HAAHIETHA R, it hity:
2) (R)-(-[(1-% K-1,2- = £ [14]"8% 7 [2,3,4-1K17F -7-5) A T B,
&,

b) (R)-()-[(1-3FE-1,2-= & [1,4]%% 5 [2,3.4-jk]"F-7-2) R K| T F
AR Eh .

15. RAER 1 YL ERER THF T A S-HT LHRBFER
W 5-HT D BB AR AR ENHDPEHEA.

165 8K 15 A, £ P AR &4RA 5-HT, 4K,

17. RANERISHER, L FIRRARAEN BRE. WAL
WA EE. HEMBEEAAXG AR, BREAR, BWHE. R, 4



00810457. 3 A} ok P e/

B IR AT,

18, AAZR 15 A, 3 F AT &R A R AE A Y 5L e Ay
F . HERME . A M AR ATIE 3 R fo 3 E AT R B A SRR RIS 4G
EHREEA.

19. BAIZRISHEMA, LR RRARRE. RME. HALE
by BB RLAR K 6 R A

20. BRAIBRISHER, X P HAS5-HT HRAAH LA 5S-HT &
oIt BLATE B Rk B AR . WARE .. WA S BB WA R ERER,
SRERMRAR. TARR,. SERREAXGER. BRER, AW
JE. BIAJE, G EBEAIE. RAEZGIFANE. BB AL G| A5k
B BB hE BRGNP, A2 EEMETL. WBE. LEFE
FlieRet, Hho/E, RkAH. AEMLA. AilsihEHRA, £
IR o AR T SR AE . MR, 5 X ik AT AR, AT
SHRE. WREE., HTHEEFFHIIRGEIENBBER. &
Befa 3 . ATHER, AR, WEHTRE. RHEZE
A4, RATHREAL, AAHHEARR., SHEHIER. HENAFLEH
ARG, JFREARE. AARR. YHEMARKR. EHEAR, ik
R, REAVEHA. AGEHRAERERR. ASWWERREA. Ky
A, MR, EPHEEARE, BIREA, HIHLFHRS. %3
MR, %M S-BERFRRITE. “ARHAR SHoESBETRES
AE,

21. RA|ZRISH A, A FHEQEHBLEMESH. /L
B, RALHRoRLH. FTLE. ERLHRIEMELY.
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22, BAIBRKISHER, L PAEeitbaheg st E4 0.01 £ 150
mg/kg A i LIk &/ X,

23. BRAER 22 YE A, X PRGLSHNHLEEH 0.1 £ 50
mg/kg Frid i LB Wik &/ K,

24 MAER 23 HEA, A PHRAKLSHHLEETAH 1 £ 30
mg/kg BT $Lsh ik &/ K,

25. A ER 1| A ERERATHFETHZAY S-HT %4k
R AR R KDY
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AT %7 TR E RGERRGTRIoFE

K A AR 3R,

AEPRBET BARKRLE ST 8(C-8) Fodi B 9(N-9) t9 =85 S vi it
Frad, FAEKRH, RKAURET TX(Dged. XEsbhAh
5-HT &4k, “THA T# 7 A ZRAY 5-HT EHe kA,

AXPEXE

FEFPRAZEZGARTR LIRER. SCBRBPELAFAAH
ZEREGOHH. B, 5-FRERSEFSIRTPRAZEZLH K
mAemEA K., BERRPRECLELSER, K., BoER. AT
Wik, APk, WA BB BV SEEFLCEEREMXAR
A FE. R W Fuller, 2 ¥ Ee94 & £ %% (Biology of
Serotonergic Transmission), 221 (1982);: D. J. Boullin, W
F % P8 5-F &K (Serotonin in Mental Abnormalities) 1: 316
(1978) ; J. Barchas %, 5-& & k#4474 (Serotonin and Behavior),
(1973). 5-BREKRELEIA 25 EMAL TR EZ/EM, £k, ©
ERANFTEFFAREES., 2 2R FH4ER.

S-REBRESZKAG T EHHIFBERN YL FELANEDAK
Kbk, BREEk, THREFREINPRANAZE T AT EFE
#, OIEBEERE, WARE, SGhk, Wi, CMHE, BAHERR, H
AWERE, WiE, HZTHRER Bl TLHEEEX, MEEARESE
Fo R E R KRR o F T L3RG Rk, M. D. Gershon F, 5-%
&, Bt 51 1 45 A (The Peripheral Actions of 5-hydroxytryptamine),
246 (1989); P. R. Saxena %, Journal of Cardiovascular
Pharmacology, 15: Supplement 7 (1990).

5-REBZTRGHT)HEIRENCS 4-18 HRARKH XK, €
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ek EX4S%X. £ X Glennon %, Neuroscience and Behavioral

Reviews, 1990, 14, 35;# D. Hoyer, % Pharmacol. Rev. 1994,

46, 157-203. LFRAAGA X ERRH, oH. SAPHRGEER
B, ATRAAHGEEREFREMN, LAAREGLTHMEGBlalE
A,

Hlda, 5-HT6 4L 1993 552 #7A (Monsma % Mol. Pharmacol.
1993, 43, 320-327 #» Ruat, M. 3 Biochem. Biophys. Res. Com. 1993,
193, 269-276). JUFHIpARF Fodp R &G utavmEG 5 5-HT6 LR &
(S HEL, BHELSTRHREZCMNEEFRG—ABF Roth F J.
Pharm. Exp. Therapeut. 1994, 268, 1403 - 1410; Sleight % Exp. Opin.
Ther. Patents 1998, 8, 1217-1224; Bourson % Brit. J. Pharm. 1998,
125, 1562-1566; Boess % Mol. Pharmacol. 1998, 54, 577-583;
Sleight % Brit. J. Pharmacol. 1998, 124, 556-562). st$l, 5-HT6
FHhELEBHNE BB EAEEKESA X (Yoshioka %, Life Sciences
1998, 17/18, 1473-1477). XLHEARELYN, £ 5-HT6 ket
SHBRTRATER FHRAZZGKRA.

AE A A 5-HT Bk (Bl de AR H B A XBRA). B
o, CMTRTAAALRAY S-HT FHGERK. BAEMT, KXANL
M TR T AR, 8EX, HAREWARE, BRiEE HdsR
i, HAASEEVNRRE, BE, hkR, HHAR, FEREEAR ARE
7, Al B REEAAE, BT BRAMS, BRiaE, HREAFER
B, KX RGSHETR TETFA SR EGRARE. K., H
2y bk Ao R A 12 B b g R Ao B8 AR AT R B W SRR RSN B S REIEA.
E—#HEREAFEAGHNEGRAARGY, Bit, TRERXGHRHM
AR, KRR, KREARGEHETA TATRETH, B
T ATEAARETERMLGLRERRTE.

&N

10
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W097/45427 AF T BA G HF WK CMP-& 8 — B B 47 #) 4 A
R g g S X

W095/11245 2FF T %y 5-HT3 4k B 7 i Bk 4% o 4F A 69 w9 2079
whT AW, BATHREXATHNEARR, 2B HBESERET.

X #k SU-256776-S. SU-252342-S F» SU-255278-S A F T 1,2 =&,
kI eEed, AEA R AW E LS B F R k.

EP 377238 A JF T 2 5-HT &4k B4 3 3 4F /A 69 & 3K 6 73] & JF
(3, 2-cl ABRFTAY. ZUABITURTAEAFBEMALER. A
Z4% KA. ChFEER. FREAGEAARPATERXAG S THEA
25 4 5| A 0 LB JE K.

EP 344015 A F TATH T AH. ERE. ZSfRattfmin
B, APHFTEREEESIRKZME.

EP 297651 A F T A -RE I ARG WRTE, ATVRT
BRIAR 2 5l wR ik 2 i 5.

A P
AEPRRBT T IS HIETEHA R

R3
O/
R1
~E LI
N
oA,

I

K F
R
(a) H,
(b) BF, XK
(c) Ciedtit:
R, A

11
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(a) H,

(b) ”%,

(c) —OH,

(d) —CN,

(e) —CF,,

(f) -0(Cie) BTIK,

(g) Ciohik,

(h) CisRXTH,

(i) —NRsRs,

(k) —CONRsRs,

(k) —SO,NR:Rs,

(1) —COOR;, &,

(m) £4, R THEFHTHEARARK: B8F. O 0(C.)REXK
Cosdt ik,
Ry A1

(a) —(CH,).~NRsR,, 3 ¥~ (CH,) & TH#H —AXFEA Cro A K Coss
AR
R A

(a) 5K, &

(b) %%k,
FRAFERIEL, FRE-AXEAD RBK;
FEAAERAAERFIALE, LEA—ARBEALH R AP NE)
GRBF, RALZKTARERESG _RFHFER, LEA—A. AL
XEARBA. AFNXSELRT; ¥ XAREE. HR Gtk
APt g RTTH—ARSA R B
Rs#= Re 2k SL36

(a) H,

(b) Cs¥tik, &

(c) CieERinik;

12
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R A

(a) Cie¥uik, =

(b) (Co.Bi)-k, HdFRETH RIRK;
Re o Ro 2 330 4

(a) H,

(b) C.ebt3k,

(c) Cio3Rlik,

(a) A E Gy B tk, BAAEH-OH. —0(C. %K), -0C- &)~
NRi(R:2 2 —CO:Rs,

(¢) —CHO, &4 % Re v Ro TALH — A~ CHO, 5 — A4 &,

(£) -(CH) .~ %, 3 A TH R FBA, K

(&) R RA L CMNEEHR—RHRE, NRELER, L TH
R THALA—ERAFIGHAR. AP NOHRRT, i B
Hob Bk e R R TR —AREA R A

Y RAEHA Ru;

Rio

(a) A%,

(b) -OH,

(c) —CN,

(d) —CF,,

(e) —0(Cie) bk,

(f) Ciebii,

(g) CisBRETIK,

(h) —NRsRs,

(i) —CONRsRs,

(j) —SO.NRsRs,

(k) —COOR,, 2k

(1) %24, pada TEEAARRK: 84, -0H -0(C., &) X
Cobtik;

13
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R Ro3k 23 A

(a) H, &

(b) C . i
Ris A

(a) Cehtik,

(b) Cys3RbEA,

() B Co it , BMAKAAG-0H -0C . HHE). -0C. i)
NRuoR.; 3, ~CO.Rs,

(d) -OH, 2

(e) £ (=0);
R

(a) H,

(b) C ki,

(c) CisiRhbni,

(d) BAH Co ik, BRAKEXA-OH -0C. . Hw&E)., -00C. &
35) -NRyoR,, 3 ~CO,Rs,

(e) —COOR,,

(f) -OH,

(g) AR (=0);
JFH, mA 2. 3 &K 4.

AEXPERBET —FEH8ed, Lot I OHESBRATY
AHFTHE AWK EHAGLTARFTEY, BOYUKBOLLFAXK
2 X IR ETHME.

AKPHAERBT —FEHFFESHT $HREH LAY 5-HT h4eed
MDD ERRBEN Tk, QERLEFTARXESX I e HRE
THRAELETHALDD.

AKPERBET —HE5F TR 5-HT SRR A LAY 5-HT: 5 4 &
MBI AERIBEN T K, OEREFTAZLEGX 11T GLESD R

14
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A THAELGE TRALDY.

AERERBT —HEFIARGFTBRNZZERRIRENF &,
OEBLAAREAX (LA ATEHERAELE THLaH. X1
Bt R EAERGRRAAECERRR T JEHE. A4
. HASAE. HASRAERER. SERRRER. ZABR,
5% R FARE (stress-related) 9% B (Pl —RHEEERER).
ZEEN, BWE, BEE, 445 E¥ (post-traumatic—stress)
A, PEAZGHARE. BB ER B (stress—induced) 5| &R &3k k.
BHHRCaF2ANFE B LR ERBERE). A2 THMRELL.
WA, FEHFEIIRGBE, SGhE, BERH. BAEMLR. WL
H (Bl A) G RER. LRAEPABESE. ERBRER. 5
A E R AR, AERRE. BWEXKE, T LHAES
AU ROGGEMEEIRGERR. AERBEFE. FARF(OFES
N RBAXERRTHES (B, ok, HAXFTREREL)). R
ARG, AERTERAE. BRREZZE6ME. SITRER. XK
WRERRER, SEBER, MR LCEAERRE. JBEEEE,
BANER, T HEBRAR. EHEAR B, RERAKAER ALK IEE
FHER), it hEH. FENER. QG ERAEKEER. AL
WEERR, HARE ERFPKPER. G TEFFHIRGHA
REAT. MAPEEAF NOS). SR B AR (G A A Ab 7 45 48 65 & B 47 AR &, A8
BHAER), FYHREAER. BREA. HIHAFTHEA HIE
. BMW 5-2E6 K FEBIH (SSRI).  “# & A1 X (poop out)” %
LSAERIE R (P, BEREEGME) .

AEXPERBT —HEFEE . HRAIEEMLBERBY T &, &
HREFAREAXN TG HIAATEREL L THRALFD.

AXPEARBTA IREDRETHERELANGEATATXAG

AEXPERBETAY S-HT KA T %, QLA
HEHX TS WRETH M ERATHR (KIS RIAKA).

15
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AXRARBLTATHEX IEHAHG T RAEPHET &,

iR

AKX PGS WA FHB IUPAC X CASH L 2%w . TRAL
HBERAARABGHBH X (Bl PR EEK, “M"RETE,
“EtPRE TR, “WREDEFTUREER).

A#EBHEIOBERTRIUEVERFRS FERTHRIFRK
KWW EET, B, HE Co, RRAEHDEERTERRTHIRS,
G, AR, Fle L RARKEA I-TARERTHRE, k1
Fo T AT

AT @l RAEATEE G EARF % 6 AR AR
FARELRLEAAFPBRAARIECAAG L CE AL .

XARATHEZL, RIEHARLA.

REAR R BB

BAZIRAARIEAGER, ERAZAGEARLHRE
AL, IO FHKEFRAYBARIEH, BARE, Cokthk
TAPR. ik, mEA. FeE THE FTE HTE KA
3-RIEXR T,

Coc REEZIBA 36 AR THREE. Bhm T, G iiA
TRAhREA, FTHE FREAXKTE,

R RFERAREL, ik, FEATHTEEAARK: —A K
$AE%E. OH. CN. CFs,. 0(Cro) ek, Ciottih. Cos3R3ai. NRoRs.
CONRsRs. SO;NRsRs. COOR, 3 K3k, m A PR A X TH TR EAARK: B
#. OH. 0(C.)¥HXK Calnih.

XA SR6 LERFHRAR, LEA-AIFHALEEA.
BARANXMGEET, RIOX 10 LAEMEG RS HHRER, L LA
—A. BAREARABA. BANXOSGERT; AT X AFREL. H
X Ca bk RV AFANBERTFTRTEAARK: — A XS K
4. OH. CN. CFs. 0(Cio) 3. Ciodtdh. Cio3Rbtih. NRsRs. CONRsRs.

16
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SO,NRsRs. COOR; K ¥ %, mA FPHEREAITHTEEAARNK: BE.
OH. 0(C.)BRAR C A, Bk, 2FATRAwwA, £y
¥R HEm. Kibekvh. Robokek. ek EA.

THRAEARTATLEAL PSSR mARE, OHER
#. aemEd, asmd ARE BEEE RE Aamid AR
. PR Liam¥3. ER&E gumd BoBRE HER
#., -gichkgnd L8 YHRREF. FANE THAR
TAALkBRE, THBEESF.

MW OIEATTY.

RiEEEIEH RERC il

R, 4k 3% én3& H X K.

R4k ik 6136 H. B &. —OH. —CN. —CF,. —-0(C.o) 3. Codni, .
CosSREEH . —NRsRs. —CONRsRs. —SO.NRsRs. —COOR, & ¥, A T#H Tt
AABRA: B4, OH -0C.)RAXCHIE; £F, R R A H.
Cooli & Cos SRk AP RACEE, RC2EL)-FE, L
AT # R, BAX.

R, 4t @3 H. B&X Cohtik

R, kL H . AXTE.

R, £t 36 H 3 VA&,

R; P64 6,36 — (CH,) . ~NRsRs, & P~ (CHo) o~ TH T R XA BRA: —
ABEA Coolt b G 3Rt L F R ReIEZHA H. G RIRHE,
# OH. —0(C 382 ). —0(CryaB0IE) —NRwR,: K —CORs A G Co FT I
—CHO (&4 2 Rofe Ry FAUH —AH-CHO, 5% —AAA), —(CH,) .~k 3k,
AP EATHOEERAK, X R REASECNMEGR—ZHER 5. 6
K TARRK, EPHBEREREA—ANRBAFISIGRRT, &R
Fik AR, Bl N(Y), AFPLHRNBERTTHELHE —ARAA R R
K, P YRALEZRD Ru; B F Rofo RuESLIE I H H K Cobo ik
Ris 7 Coo bttt Cos3REEH. #—OH. —0(CraBeHL). -0(Ciis 50 AE) ~NRuRy,
F,—~CO,Rs BUAX 89 Co 282k, —OH KA (20); RuA H. CeA, Cis 3R

17
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¥, #-OH. -0(Ci dHk). —0(Cr B3 ) -NR R, K ~CORs A 89 C, 4
%3k, —COOR,. —OH X #.4X (=0).

Ri 4k it €36 — (CH) ,~NRsRy, H ¥ Refr ReE LM A H. Co bk, #%
~OH AR g Coo B8 h. —CHO (44 R Ry PAX—AH-CHO, % —AH
2), X R RRFAHEMAAEG KT ARKTE, BRI E. Gakk,
ARG E, REEAXELARTRE A+ A%E2 AR ENERETZ
— R TEEARARAK: H C A HR-CO,(C ).

Rs k.3t €L 45— (CH,) ,~NRsRy, A F R R KBS A H. TR, T
#. ZH8 (ethanol) . #AX, X RAR AEEMNAAEHR—RE
AR O1-%kEE, 4-FR-1-%E R 4-RTE-1-REXTEE (4-
tert-butyl-1-pierazine carboxylate) . 4-"Gokt. 1-vkwei. 1-
B K -CHO, 4FZ Rede R FAA —AH-CHO, 5 —A K 4.

R aFEFTE, EFFEiTEL,

R 3% 636 B 3 A A 65 R 5K

Rk 636 2 35 5L,

Rofbik e gvboe &, whg k., Rk, ok, =%k, Sk,
LS WL EEEL AT

R4 it 4 % 3K
K E A6 LB O3

a) (S)-(M-[U-](%k-1,2-=4[1,4]8% 5 [2, 3, 4-jk]l*F-7-%)
ATk,

b) (R)-(-)-[(1-(%-1,2-=4[1, 4184 5 [2, 3, 4-jk]*Fedk-7-%)
2R UK,

c) NN-=Zh-2-[ (1-%%-1,2-=&[1, 4]*%4 5 [2, 3, 4—jk] "k = -
T-R)aRK]-1-T R,

d) [(1-%%-1,2-=&[1,4]"%% 5 (2,3, 4-jk]"F4-7-X) & KX] T
K,

e) N-Fd@A-N-{2-[(1-F£-1,2-=&[1, 4]*85E 5 [2, 3, 4-jk] "=~
T-R)ERI TR K,

18
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£f) N-ZA-2-[(1-3%%-1,2-=&A[1, 41°%4 I [2, 3, 4-jk]I"F=%-7-%)
£ A]-1-Tk,

g) 2-[(1-(%-1,2-=4[1, 41844 [2, 3, 4-jkI"F=%-7-R) A Kk ] ¢
AV B,

h) N-FR-2-[(1-¥%-1,2-=A[1, 418432, 3, 4-jk]"F=-7-&)
a2 Rx]-1-2k,

i) 2-[(8-F-1-(#-1,2-=—&[1, 41-%4 4 [2, 3, 4-jk]"F=-7-X) &
A1-1-Tk, |

j) 2-[(5-WA-1-%K-1,2-=4[1, 4184 5 [2, 3, 4- jk]"F&-T-&)
£ HX]-1-Lk,

k) N-Zk-2-[(6-FHh-1-%k%-1,2-=&[1, 4154 5 [2, 3, 4-jkI*F
-7-K) ARk ]-1-Tk,

1) 4-{2-[(1-%%-1,2-=4[1, 4)-%% 3 [2, 8, 4-jk]vF=-T-3) &K ]
LA} -1-%% FERAT &,

m) 1-%3K-1,2-=4[1, 41855 (2, 3, 4-jk]=F&-7-H 2- (1% %K)
LI,

n) 2-(4-FR-1-vkRik) Tk 1-XK-1,2-=4[1, 418552, 3,4
jkIvE ek —7-3 8%,

0) 2-(4-"Gok k) TR 1-X K1, 2-=4&A[1, 4]°%5 5 [2, 3, 4-jk]*F=%
~T-JK B,

p) 1-¥(#-1,2-=&[1, 4]-%k 5 [2, 3, 4-jk]vF=-7-H 2- (1-vk"e &)
IR,

Q) 2-({2-[Q-%(%-1,2-—4&.[1,4]%% 5 [2, 3, 4-jk]"F=-7-%) &
RILRIRA)-1-L8,

r) NN-ZWH-2-[(1-%%-1,2-=4.[1,4]°%% ¥ [2, 3, 4-jk] "F 4~
T-X) 8 A]-1-Tk,

s) 2-[(5-FR-1-%4-1,2-=&[1, 4]"F5 5 [2, 3, 4- jk]*Fe-7-4)
£X]1-1-2 8,

t) NN-= R -N-{4-[ Q- 4-1, 2-= & [1, 4]-E% 5 [2, 3, 4-jk]°F

19
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e —7-3) AR ] TR} g,

u) N,N-=Z 3R -N-{3-[(A-% %1, 2-= & [1, 4]°%4 5 [2,3,4 jkI*F
7)) B AR,

v) [@-{[UR)-1-¥)%-1,2-=4A[1, 41843 [2, 3, 4- jk]*F=-7-& ]
ARV RAITE, RETHAHR.

FEBHRERAARTAREMR, KAPHLEHOLTFHFS,
o, EMTAREHBXXSHRBXS 5. %&4&%%T£mﬂz§aa
A%, TARM, KX XX BAE B GIEATIM K=Y X, LT
K. ZaBX. ZEFUBIAXNIAFH/EX, RLBRSH, L
AALEGAH ZGHER. iﬂﬁ%i?ﬁ‘l’/\%ﬂﬁﬂﬁ%'l%if(ﬁt%’i(&ﬂi,t
FHAHBEARAFSHRLX, GREBFAESR, KRAFHREK,
GESH (W RAFHEEREZM), FRAKXIEG LR ﬁk%&%‘?&
ARAER T A %065 £ 8P Z 5-HT, k.

ATHRBEBEBETAZPLESUHHEIE. HAGRAY
TABHRKA X EREPREG T EHNERERRANASTLHR T £
BRARAR A7k H &, RTREZEF RO A EXZL R4
A A T K PTRRE

B ARETHERFTR 6 UM FTE. RARKR, wEBRHA. &
&@ KB, BBRAN. ALAPEARANM, £EN e DMF. THF.

CZRATPRRCHET, Mo K8 2 A58 1 ik, FEAHL
ﬁi 3. AZRAMwEME/FZXRINLEY (D) XEECERAN Bli R
March, J. « & F AMAFY Advanced Organic Chemistry, F 3 J&,
John Wiley and Sons: New York: 1985)4% 3 a5 #5ki&x &, #F3|*E%
TS5, #—FTAERMEFE/ EXEAMCALEEN L LE, TE
Aok Pab o abse, FREKIHFTE 6. X, TERES AL 4 a
WS 2 EREBBEAN PP RAERTRERELETHR (X
R, Sabitha # Rao, Synthetic Communications 1987,17, 341).

Fit-Ek 6 AFHdu. TAEUAF F R L ek,

20
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— A ERETFHEAZRAERFTEELS B, FA LG ek (AL
(At eEERITFH45 B Chiral Separations by Liquid
Chromatography, Ahuja, S., ed., £ B4 5 52 ( American Chemical
Society) , % % #,D.C. :1991 fei& & HPLC #ATFH L E— A BB
44 E&#g 5 A (Chiral Separations by HPLC: Application to
Pharmaceutical Compounds ) , Krstulovic, A. M., ed., Ellis
Norwood Limited: Chicester: 1989). A —# ¥ HFwkkegF 2
it E X HATHATFRERMNERTEEKS. KRALFHES
HFHERANG T R —HAMUCAF NP - D-RA&H
#3& B A (LW Atarashi, ¥ J. Heterocyclic Chem. 1991, 28, 329
#+ Yamada %, J. Chem. Soc. Perkin Trans. I 1983, 265). #|4»,
A B L HRA &G XNF, A CBZ-L-MRBRFFHH &k
ey () -KiE% 6. WMETHRBIAGETEOH I —HFTERALT
E LR EGERANALETERFHEMBICA, PriE #kZ Noyori %,
J. Am. Chem. Soc. 1996, 118, 4916; Buchwald ¥, J. Am. Chem.
Soc. 1996, 118, 6784 # Ang. Chem. Int. Ed. Engl. 1998, 37, 1103
F. ZH6. 7. 89O LB AFPMENREIRLE T REAIHERD X
FA Xk, ARUWRL, T d A RE K.

BTk, HEA 5% 6 £EEEN e TFA, LEIXABKERTHR
H. MARHBERLESY, pREAERA. EPHEBFRE. ZARRT
B LA ET B, AR N-RAERE 7. AAsEELETRR THF
FEBR N-EAAE T, FEM 8, WALSKIKR-1,3-—FAEFER
( Fischer) B4 &4 TR E, HHEARwWEA-TEFrFd 9(1 N,
Sundberg, R. J.; €¥|*k)» Indoles, Academic Press: London; 1996
#= in Hughes, D. L.#F#: BRI R it (Progress in the
Fischer Indole Reaction: A Review. ) Org. Prep. Proceed. Int.
1993, 25, 609-632). % 9 ALY, THFEEFHLLERLAN
Bk, RAATHR MG E#EAE, KA RN 7 &8/ TRET
2B S LERBEZERTTFHRS B (BLERMEERTFHUHS B

21
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(Chiral Separations by Liquid Chromatography) ), Ahuja, S.,
ed., £EAFFL, LEH,D. C: 1991 fidd HPLC #H/7FFHHE
(Chiral Separations by HPLC): A #% it &% L &5 5 A
(Application to Pharmaceutical Compounds), Krstulovic, A. M.,
ed., Ellis Norwood Limited: Chicester: 1989).

B B. CHDARASE BB, A2 BT R TER T2
40 2wk

EEBY, TEAERE—FRTHLEMX IHESR 12, RARRNEL
Bl rm AR, PR 1,2,3-ZFAE, 1,2,4-=FE%. +
AR XART T 130270CHBET HERAB 12. F_FFik
RAE2-(LRATAR)LEF, T4 160-210CTF, f48/% % Darco
XERGWAELT, 9wk (FREHME ) EP839806). X%, &H
9 AL A DR E, #ik CuCl, K CuBr, ( EKKKEEX) ,
BER, W8, L_8/—%x. L—8/THF. DMF. ZH. L&
L. 4. LBRATE&R/KFi#IT, BEH 40-120C, £3 HK M
10 #= 11. Z AR BT 5% T L#k: Matsumoto, M.; Ishida, Y. :
Watanabe, N. «#3R)» Heterocycles 1985, 23, 165-170. A g4t
R M AHBFRAINAER—GRE 104 11 RSH. &
KB 1040 11 TRIRAKEESH, 75 124 13, K&, SMNT
ARGUERTRATRFEAFERTSE. RE, AKH 10 #
11(5 %) % —A) A [ALAE R 8 fb 42 & 22 (4% £ K LiCl & LiBr, {24,
TRAKAHR), LBIBEEBERE, XREXABEBHEMAXF
MmN GH T fras, 2FEIRAEZEN 0 DIF P47, &
MRJEH 100-270C, 8B 124 13. HE, 9 TH&EEL, £AK
A A 4o P B, fE8%, 4 NaH. KO-t-Bu & LDA A AT, £EA, 4
3o THF ¥, TREAH-T8CEFRFH 10, TRAABEHILIFE 126
7 EF AL 12,

B 12 A 13 TR S A A RN ATREAL, THEEXAUANT
BREMRHTER 16, 17. 19, 20 4= 24. ERRHF ERE TFHERY

22
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%A B g A K, T Fo B 0 ST ) A BE.

wB BT, B 124 13 ARAREARLEEHHiTREL, T
BPHLR, wENA. KR, RRBREXERA, EENTHT, &
MBIk X DMF. THX AW, E£RE 120C T#7, RARFRERP
Nt ik, 8%k 164 17. &, B 124 13 AL ERTE
ki, SR FPELER, ALK, BEBRF. BREIBBRHA,
AEZEF T Hl4e DMF. THRAEBRITATMFE I 14 # 15. &£ THE + B
BMF KM P HEBERAS W TERE 80C TREREM, S84k 16 f
17,

ACAFTA—FuUFAFEidt—F ERA-SERE 16(K1T)8F
. —H T ERABECEANFA L TRLE. LEESFHTEAL, &
3| me 3k %ok SfeF e 18, BEA Sk JFeird 18 9 A B A& THF F A ke,
MR FPRBEESMESTEE 80CERAE, FARARLTENF
19, A—FFELLEBRENTAALBERFTER, ¥ 18 B R
BRI B TRIFE 19, 7 —FHE BRI FE 19T ERRAF
LEHMRXREREL 16, ZARTAAZRANLELEMLAR=
LEBEEA ML, EEMN_EFR. —LLEMTHF¥T 0 £ 80
CTF#AT, RALPI/CHAET, ELART, EBEMN P TE., LES
LB LETHAT, 5 19. F =7 ELMRA[LD R T BB E X
VEBBREFTEEI6EARAL, SELADABA TN @ 5 E,
BEN, 4o THE. TH. —RK V5. DMF F+#tir, 5% 19, A8 C
P, QA& BRARFA. ZAHEIRE. X AR LTRFHRE.

LHPFEH A RATEN L 208, KAWL RLHE, &
AR ITEF ek 19F A F — % SHAAE R FE 685 ALK
A, X, TFAREAMCAMNIBIETE 16 —RFBER, ABF
F] 20.

ADHETHEEXR - RARATE 248 FHBNFT k. ARRKR
ARtk m 12(K 13) ik, SBFHER, BRI, BBRER
NaH, fE# #]4» DMF. Z M. THF, — & PR @, TEHE £ 120CT

23
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#A7, FF2R A 21, ANKEE 21 FABLESRIEKE4ST. TEA.
DIEA A AT, 2% M4 DMF. TH5. THF. — R PRXAGH T TERE
120C 4 TR, FRALTE 24, 5 —FFHKATE 24 5%
ZRERARHIES 12440, F5-058 22 BARFRA TR
AR RFTESBEEQDIRE LR, F3-TE88RE 23.
R G AT R BROAX B B B A A B R R R 24,

THRAETRAAGR T N im 7 kKA, Pl AXAH
HEeHEETHRRE.

AZPHREDTHREAOLENEDEETRK BN G SHHESE
W&, XHHEHBEWTRA KGR T N5 F Ef BT M0 &.
EEFEMRSOGFRN e FE R Z (Remington 4 45
Remington’ s Pharmaceutical Sciences, E. W. Martin (Mark Publ.
Co., 15th Ed., 1975). AX AL E AL HTHRAIENHELH
@k REH. BRAZHFIMANEHR). AFLYE, oREHRE
e

T OREFLH RN, FHRALGHTE—HRSEHBRBANRE,
FATHERERGAA. vERMN. A, KE. A, EF&. #ERXH.
BAKEMNFER. EHACHIAHMNBECLES 0. 1969 F LS
M. SR, BEVFHANGELRETALR, FITHAEREALZ L4
MBEY 2 24 60wth. ERNEHEIFHEFTAAGBEHTHE
FALFF RS KA A H K.

Al &AL, AM. RENFLTOLTERS: BEHeH K
B, MEAK. ERAEZRIRNE; BRENLHR-G, HifNrEX
A LHERED. R8T, AREMNwRIERE, kAo,
A, LBERRLAHMERFARMN BT, LTSRS ERA. B §
LERBAREN, RTEREBGHRI, ETELLREERK, i
WA RL_E. SHACHRATHACKELE, REEBKELAN
Reyh BB, Hlde, AH, AAXKETRAAK. . XKIEE

24
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ZFOR, BEXBRANTOLERLSY, FAMANGEEXRE, 4
AGBAGFEREAETRPERAE, LHAFHRH BRI H%
HH. SR, £—HATHEETLEEMNBGHREATEHAGF A
EMERGAESTAALSE., i, FRECSGBHTHEAEEHNPE
.

MR AW ETHKARBEEABIREREHRS XL Y.
ERLSWR AL EGERTEAKRTHE, £ LEXGEREAR
A, LTHELAEW. RARL 8. HWZLBERFAREIAR
Al b o3k, BFRAERFEALHT, XL 5 645 85
M EHEK.

ERTEHIBEGEDANE TOELRAKERXS TRILR
R, IR ROAFTRASHEATERHERLAEZR/ WM EE
BRSHE, HROHTRAKY. EAGEHT, RLHHNE
BEAXLAGRAK, EEFPERFATRIETH. RARERIBER A
THERMKERES BN, PlotteK., LB, S48 (il A=
B, RARL_EE). HdHh, L3 dERPLETHREAY. £ %
ARG e TBIAT 7 XBHE: BREREK, E2¥CRTRFEM
FHEAREREAGEREN., AIEHARBED AR LA N TRE
WAEBGVER, xR RAEXTERE. ANKTE., £8. LER. 5HW
XE. EHSHEHT, KAECSFHEAMN, o EFRIAIMAHA.
A AS Y KRR TASE AW F XA ERBIH XA EAR,
Jo S B8 G B 4B A0 A IR

EAEHERERTRAIFERLE DA ETELEH AN E
HETCERFGRS—REBALELHEN T, MEHATITELR
MR, ERTHELATEHSERGLABR RN, KAGHEF &
AATFRPAATREAK, ZEBERTEFRERERSEAETA
AR EAERTHECHMGTERSTOH K.

stTFEFRLH R, KXAGAESH TR XK, FLei
Hikhe, o, BFEHALZCNMAEEABRBRFLETESOEA(TAHE

25
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RRER)—RG RGBS W RFMNERLK L%,

ARAGAARBAOERAAK, wBEL6. L. BREG%E. =
A, BB E. AMMGREKEKOEK, B _BRK-8B/ 8
B, KXPAGUEH T ARG T XNERXTHE T, £ 48
TAFENEABERN. ThABHNERD AL CHBEEDH K
B ZREGHER. BRGRKAS D THREAN&LEE, RTESE
M F Rl eEHR, AFRARBRAFTHEFERHENARIK.
Ao B, R, BhBRERE. BB, REFEEX
BHAMMAELTERABR-REAABRTREEABA. BE.
BE. LF, AAHEEA TR LG LK.

XIEHOARNETEASEDWED FIRZ SMGKRIER
FothkREHHZ., I IRPLECHIOARXMNEIBEIAGFT ER
RARER P A, HleTHARLEREF 4,938, 949.

AW T HARMAFZLERBL Y, Pl aME 644 0.05n0g
£45 500 mg, Z1FHE4EL4 0.1 ng £4 250 ng, A E®RY 1 ng
4 150mg EHRL. MIEGRETREARALRAFN ZRAEELG R
fa % RA 28R, #le, BXIRS. =, WRAEEANEHNE. 2
MEeEAEFTH—FTHRH okt BHRERR L.

MEM TR ok H, £TLY. EALLEREREL
%, MEAKFHY 0.01 £4 150 ng/kg, Hi£% 0.1 £4 50 ng/kg
Fe FHEL 0.1 £4 30 ng/kg " HL WK E.

N TEBmEL G R, KEHTHhHKER, EREHNSL 0.1 £4
10% F#HiE% 0.1 24 7% BRTOLEECRS, LA, KA
(AR ET- R iR

AZ RS D F oV RLEFTELRBRETAIAREST B H
BER BRAOEE. HRE OIS EINGH .

BE, KEXAGLSHA 5-HT Bk, KXBHELESBESBE 5-
HT Rtk &4 R HARHRA, AR FHRBE54HE6 5-HT Sh R4
SARMER, EHEHNTRALLER T A ORI FRA TR R,
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AXF, REGAFHLESAR, 5—#HXEHLecedmk, ks
Wxt Xty 5-HT BRHR LS EEHEY 24, KR EY 104, £
it £ 50 4.

AERASMHAES 5-HT SHREHRNXBERMNGEALTEA
ABFBRF N R RAETRRE. AXRRBETASE—FXSH
5-HT f R BB G FA M XL LAMGX T 4ED.

5-HTs * R &6 % %

o0 e, A K Ao ) &

A LBEA 5-HT6 &Rty Fmicd Dr. David R. Sibley £ %
‘¥ (National Institute of Health)#F, (£ Sibley, D. R., ]J.
Neurochemistry, 66, 47-56, 1996). @fefE 5K EH H#H Dulbecco
154565 Bagle g i A Kk, 32X PA AR L-58 K. 0.5%%F F&
M. 0.3% HEEF-45%. 0.025% G-418 #= 5% Gibco B4 ik, &
B, BILeH, BEMRETANBRRIEZF KT,

BREAZE@REANBRIEZAGEKRFTRE K. @B
wAEY, AL EHFT 100nl 445 50mM Tris. 5oMEDTA # 5 oM EGTA
¥, pH 7.4. A Vir Tishear X £ #7344, £4E 50 T#AT 4
AMEFAFEXR 308, K Eegmieie 700 RPM (1000 X g) T & 10
o4, A LFAR. AR ARDEHEFT 1000l Y X EFER T, F
KB ATER. B/ EKYLGIAHAE 700 RPM (1000 X g) T H
10 24, X E#dk. ¥4 56 LE % (200ml) £ Beckman
Rotor (42.1 Ti) ¥4 23,000 RPM (80,000 X g) F &= 1 8. ¥
REWEZFT 50-8-nL HEBEFR T, ZEF& 4 HEPES 20
mM. MgCl, 10 mM. NaCl 150 mM. EDTA 1mM. pH 7.4, J4-70C T A
EoH A EER.

5-HT6 &4 58
HAHERZTBEAPH-2ABR A BB OASD). ZEB A
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Wallac 96-FLAF &M L7, EL&4E A% P 11pl EEHBE
MEBHSE(EBRTRA 11 270REGHS, €5 —K). 11 pl #%
SHEARA= 178 pl &9 WoA-EL B 69 SPA sk B d i d i ReY. ¥ 5
BHKEES T, REEAERTEF 1IH. e, BEBKELAT
W&, 4 Wallac MicroBeta Trilux W33 8 B4t .

F (Ki) R 2
ﬁ%%%ﬁ*%é’] 11 25| # B % A PE/Cetus Pro/Pette &% ¥4
T EEKRE. QXEHEER T MANSERARF S 7] Fﬁi%‘]%%ﬁk&
REeW., BEREOHABLES con BEZELELEHBH §,
GraphPad Prism % 2.0 s&. HF4k385 IC, 1AL Ki 14, z:fﬂ
Cheng—Prusoff # #2 (Cheng, Y. C. %, Biochem. Pharmacol., 22,
3099-108, 1973). wEEF KAFeh Ki i+ T4 L.
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%1
5-HTs R 45 & T B K 3B
5 4 5 Ki (nM)

1 76
2 1.8
3 7.6
4 1.7
5 7.8
6 2.7
7 39
8 2

9 5.8
11 5.3
12 35
13 57
14 6.9
15 97
16 5

17 1.1
18 3.3
19 8

20 28
21 19
22 3

BeTREXAEFTEFREBALAOVE D P ARNET &, ©
MABBEAXAGFESARX AR EEHGRT.

% 5 F K6 L H
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#H &6 1
3-% K -20-1, 4- %K %%

) ££ 7K (360 mL)#= CH,C1,(400 mL) ¥ &4 % B 47 (72g, 521 mmol)
@ A 2-R X B (10. 05g, 92. 1 mmol) Ao vg iE T K 258 4.4 (0. 1564,
0.46 mmol). R ABRBET, £ 45 24 A B mA 232X L8 (18. 33g,
92. 1 mmol) #§ CH,C1l, (150 mL)%#%. ¥ RAEBEHIR. 4 &, A#
EAK (300 mL) %%k 3 Kk, AARETERPFEREET. ¥HAGHEK
AXKTE (50 L) #ATEL A, 735 11.78 g (61%)# 3-3FK K -2H-
1, 4-% f*%% ; mp 108-111T.

IR(GEZ# (drift)) 1613, 1479, 1445, 1389, 1320, 1274, 1216,
1111, 1078, 1064, 937, 885, 754, 736, 689 cm'; 'H NMR (CDC1,)
§ 5.08, 6.91, 7.01, 7.13, 7.47, 7.93. 4# #3414 C.H.NO: C,
80.36; H, 5.30; N, 6.69; ZL#{a: C, 80.15; H, 5.34; N, 6.63.

#] &H] 2a
3-% K -3, 4-—&-20-1, 4- K 5t%%

) 3-k A -2H-1, 4% jf %% (17g, 81.2 mmol)f&£ 100ml £ K Z B
8 Xk b A A4 (6.07g, 162.4 mmol) FoK (25 mL). KR4S
W 90C Fimik 2 ub. ¥REWA Iy, RE, £ CHLCLAK
F o8, AMERKQ0 nL) %%k 2 kK, ARKRETRARSE. ¥
HOmKWESATTTE, 55 15.95¢ (93%) 6 3-%(%-3,4-—4&
-2H-1, 4K 3 "%

IR G& 4k ) 1609, 1591, 1501, 1480, 1453, 1428, 1350, 1313,
1280, 1210, 1128, 1056, 1039, 744, 700 cm'; 'H NMR (CDCl,) &
3.99, 4.28, 4.50, 6., 6.79, 6.85, 7.41. ¥t F 1L C.HLNO: C,
79.59; H, 6.20; N, 6.63; £®{4: C, 79.22; H, 6.27; N, 6.38.

# & ¥ 2b
(3R)—3-% % -3, 4——&,—20-1, 4% %%
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EERT, BHE&H 2a 65,79 (5.01g, 23.7 mmol) EMT 25ml
ZRPEF, FA N-FHRDH(2.3g, 22.5 nmol) & . BHARMHXK
RBEHAA I E-20C. £ 15 24 A B A (S)-RE 4 P (4. 43g,
17.8 mmol) /& 25m1 — KWK F &5k, RFLRLBEKT-17C. #
B ReWAE-15 2-20C FTHH 1.5 I8, KB, MmA 25ml K&K
pArak, HomReHARETR, FEH 2I0H. 54, KER 2501
ZRPRFER. I ANFERRE, A 2501 46705 8 A A KB R B%
2K, B4 A 25ml & IN 8. 25ml 46 KALA A 25n] Kzk% 1
K, BREOENERRAKABRTE, B, REZBATEEK
HGREEY. FXFFHREE 25m] PRART A 4. 80l PEH#TE
#. RE, BhAZWAFALR (1.28g, 11.9 mmol) /£ 7. 5ml P i &
TEBRTHRGER, FE-FEMGRER. BROVEFTETHY
30 4 AeitiE. S B HGESA 1on]l PRABRTHEEBRLE 2K, £ 50
CREAERTTTHRAR, F32.42 ¢4 (9. 77 nmol, 41%), 4
—#FEH K.

% M Chiralcel OD 250x 4. 6mm A # 775+ HPLC, ¥ 0.5 nL/%
Ap gk B, KA W 25 hBR%F A B, 75 RR%EE A 0. 1 4KR%
LA BRARGREGEN. R -ekFHEE 17.2 24 82 E £,
f (S) Sk F MR 24.6 24P, RAZF %, 4 5 OiFHALLY
8 B4R 69 3o 28 2 4 99. 5:0. 5, 3] s etk & 99%4g 4.

& # 3
4-T AR -3-% K -3, 4-— 5, -20-1, 4-¥ -k

B 3-% 33,4 £,-2H-1,4-%5t"%% (17g, 80.5 mmol) & L&
(100 nL) ¥ RAW P A = £ L& (6. 2m1, 80.5 mmol). &R
ERAEAXBETAHNZE 5C, AL T EMA L AEET RS (9. 4n,
80.5 mmol). ¥RAEBEH 10, HBEL BRI F, L FEE
Mo N B B2 47 (2. 6g, 18.8 mmol) 57K (200 mL) % . fEBEE FH AR
Bk, 45, # 8 (100 oL) mA A B E AR, 36 E A K (200 ol)
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ik 2k, MARBETER, SBPRE. BHAOIRDERBE TS
AR, FAREmPHAGEBART IR AR, dEKE, 5 16.7¢
(81%) %5 4- I 7 3 -3-K 3L -3, 4-— A, —2H-1, 4-F jf"%%.

IR(GZ#) 1493, 1467, 1438, 1321, 1305, 1288, 1243, 1230,
1151, 1118, 1062, 763, 754, 735, 728 cm'; 'H NMR (CDCl;) &
4.93,4.56, 6.02, 7.1, 7.2, 7.3, 8.2. Z-¥3+F 4L C.H:N.0:: C,
69.99: H, 5.03; N, 11.66; Z@:M4E: C, 69.86; H, 5.07; N, 11.57.

&4 4 |
3-% K2, 3-—&-4H-1, 4K Sk -4-K K

B A 4L454% (4.9g, 130.5 mmol) £ & & (100 nl) P X R E R A
RFTFhBsEEREDE. £1IHREMAN 4-BRAHE-3-XK-3,4-Z 4
—20-1, 4- K Jf %% £ L& (300 L) ¥ 55 k. W REWARK G TR,
FHH 18 . ZEHmAK (GO nL) BAEAK., SEKERK, A
LEE . BARNIERSIF, FFAK(Q00nL) REHK, AARET
B, k4, 1578 8.7g (61%) 5 3-FK-2, 3 —A-4H-1,4-K %%
4-3K .

IR &4k ) 1585, 1491, 1462, 1453, 1351, 1309, 1283, 1267,
1243, 1215, 1046, 814, 750, 728, 702 cm'; 'H NMR (CDCl;) & 3. 25,
4.27, 6.83, 6.92, 7.41. 4 #3 F 44 CL.HuN.O: C, 74.31; H, 6.24;
N, 12.38; %a@l{i: C, 74.48; H, 6.28; N, 11.77.

] &# 5

1-%(%-1,2,9, 10-w & [1, 4184k 5 [2, 3, 4-jk]*F -7 (8H) - &%
ARBET, A 3-%4-2, 3-= &S -4H-1,4- %K %% -4- X &

(1.042g, 4.6 mmol) £ F X (30 mL) P ¥4 RA P TP AR TI-1, 3-

— % (0.538g, 4.8 mmol). HRAME 85C Tk 15 44, sLEf, o

AP E BB — K4S (0.874g, 4.6 mmol), HEEIE 110C. ¥

RAWER 24 Mo, AHFEERIFRE. HHEAL B A CHCL/IN NaOH
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Mo, AWEREKEE, PPRAARBETR. 7 HEEE44(100g
BEK), £B(AM/ T (25/75)) BN, £ 0.475¢ (34%) 8 1-
*3%-1,2,9,10-w9 £.[1, 41°%% 5 [2, 3, 4-jk]°F=:-7 (8H) -&4.

IR (GZ#%) 1629, 1492, 1458, 1444, 1409, 1358, 1320, 1262, 1245,
1194, 1129, 784, 755, 736, 704 cm™'; 'H NMR (CDCl;) & 2.1, 2. 4,
2.5, 2.6, 4.5, 5.4, 6.8, 7.1, 7.2, 7.4, 7.8. % # it F & CsHi:NO,:
C, 79.18; H, 5.65; N, 4.62; % &l{4: C, 78.85; H, 5.83; N, 4.63.

&5 6
1-%3-1,2,9, 10-w9 & [1, 4]*8%JF [2, 3, 4-jk]*F -7 (8H) B t5 3 4
¥ 1-%4K-1,2,9, 10-w9 &, [1, 4]°%% 5 [2, 3, 4-jk]*F -7 (8H) - &R
(0.600 @) EM TRV EHIHGFT, MAFARE, EERLHGERHA
15mL. ¥E &R EHEREAL 30CH 5x50 cm 4 20 #% Chiralcel
OD(Chiral Technologies)# k. # %A 30%5F A B £ B (V/V)E %R
VA 75 mL/4-4F % b, BB A& 245 nm F KA Merck/Sepracor ST-140
HPLC #4743, A& HPLC B A H A @B E AR R A FHREE . KE
f£ 25-32 443018 B BLEG WS4 TO% w @304, AodE 29-37 o4
W] ZEBLEG 5 g 2 40% KBS, KRG YRR, BIER, £
FokAd R T eHs. GHFEENRY, B REERXBRHEAN
k. ¥4 WAE 0.46x25 cn Chiralcel OD-HAELETEET#iTH
M, RA 25%F A B RIAER A 0.5 nL/o 44T %M, £ 244 no
T#HATHER. KT RMG AT FHMK(0.297g, R = 21.7 min) R Z
97. 6%k thid &, #iTAM & ELE, XA AE/ Tk (20/80) 2L,
#k 0.296 g9 (R)-(-)-1-%%-1,2,9, 10-w &.[1, 4]°%4 5 [2, 3, 4-
jkl*F=-7(8H)-8; [al, = -81° (CH.Cl.). J& & b /BL &9 =% e 7 4K
(0.261g, R, = 26.8 min) B EA> 99%sfmethd 5. #fTaké&iEL
®, KA AEA/ S (20/80) 2B, £ 0.254 g 65 (S)-(+)-1-K F -
1,2,9,10-w9 &.[1, 4]°8% 5 [2, 3, 4-jk]"F£-7(8H)-8. [al, = +84°
(CH,C1,).
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CE-
(S)-(+)-1-k%-1,2-=4.[1, 41°8% ¥ [2, 3, 4—jk] "k -7-8

¥ (S)-(+)-1-%K%-1,2,9, 10-w & [1, 41845 [2, 3, 4-jk]*F o~
7 (8H) -4 (0. 397g, 1. 31 mmol). A A4L4A=7K4E4 (0.513g, 3. 01 mmol)
FLER/K(1:1,4 nl) BRAWAE 120C Fhedk 6 0. A5, R
CHE_RAFR. KPERAAKERR SR, FANEALRRMA
SRk, RKEpErBEFTERIAR., KE, ¥REMAE 130-140CTF
5 5 8 42 (0. 106g, 1. 44 mmol). £4L4Z (0.061g, 1.44 mmol) #= DMF (3
mL) —RHEH. AHE, FREVWE_LATFTREHP A EKE RS
B, ¥AMWERRBRATR, REFEERLHATAK (60nl) &EL
W, XM LR TE/TE (10/90) e/, 5% 0.184 g (47 %&H ¥ ) &
S)-(H-1-k%-1,2-=4.[1, 418552, 3, 4-jk]*F%-7-8. [al,=
+98° (MeOH) .

# &%l 8
(S)-(#)—2-[(1-%%-1,2-=&[1, 418552, 3, 4-jk]"F=-7-%) &
Al

¥ (S)-(H)-1-%KK-1,2-=4A[1, 41845 5 [2, 3, 4-jk] *F & -7-8
(0. 161g, 0.534 mmol). £ 4K Z A (0.074mL, 1.07 mmol). &K EX4¥
(0. 148g, 1.07 mmol)#» DMF (2 mL) ¥ %4&-% T 70C THH 4 J .
FhNERTH(0.074 nl) Fesk 847 (0. 074 g), BRESDHFHTRE.
REMNER T F BB (55124 0.074 oL #= 0.074g), K REHA
£90C. ¥RAWEZBETM#HL.50K, RE, LA iEH
AR, WE, BROVELBRTLE. b REgfdkast. ¥
AMERBBEE TR, KEFFERAHHETAK (40 nl) &E 44K, &
KM CHCL/ T (: D) BB ARBEGRA, AER LR LK
/CH,C1,/ &% (5:45:50) i, 45%] 0.113 g 85 (S)-(+)-2-[ (1-3( 3~
1, 2-=&.[1, 41°%% 5t (2, 3, 4-jk]I*Fd-T-R) R A 1 L.
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[a]o = 118°(CH,C1.). £ #7it H 1A C.H;¢N:0,: C, 77.63; H, 4.74:
N, 8.23, %®{i: C, 77.36; H, 4.99; N, 8.23.

%34 1
(S)-(M-[(A-FK-1, 2-=4A[1, 41855 (2, 3, 4-jk]"F=-T-4&) &% ]
Y73
A
3

FEO)-B)-2-[-%kEX-1,2-=&[1,4]"8%% 5 (2, 3, 4-jk] *F & -
7-A) A AT T A (0.928g, 0.273 mmol). #kt—F 5k B4 (0. 10wl
1. 09 mmol) fe X£.7K THF (2 mL) 8§ R4 WA IEH 2 . A e, I
SHMNFEAGET ZEMES LR, ROV EATTREET,
AANTE, thhE., QERRBTMA_LKTRAFTE, BFRAY 10
BEER. FReHHF 1 I, REATSKREET. BELHE=S
ATFTRPEBRAARBERZIASER. BAWERRBATRPRSE.
KE P TaRK (17 nL) &E 4L, LM TFE/—AFR/4A84L%
(2/98/0. 1%) B, 5% 0.0774 g (82%) & (S)-(+)-[(1-% k-1, 2-
Z A1, 41785 (2, 3, 4-jk]1 F-7-X) & A ] T Rk,

[al, = +95°; 'H NMR  (CDC1s) & 1.57, 3.28, 4.26, 4.50-4. 66,
5.52, 6.45, 6.65, 6.96, 7.16, 7.34, 7.85. £ #73t F AL CoHaoN0, :
C, 76.72; H, 5.85; N, 8.13; &£ {4: C, 76.16; H, 6.12; N, 7. 90.

&5 9
R) - () -1-3)(3-1,2-=&[1, 41855 (2, 3, 4-jk]"F&-T-8

% XK DMF (60 mL) #65 R)-(-)-1-%3-1,2,9, 10-w & [1, 4]°%
%3 (2, 3, 4-jk]*F-7(8H) - (17. 3g, 57.3 mmol) B4 F AL
K fA4A (17. 7g, 131.8 mmol) = XK HAL4E (9. 6g, 229 mmol). ¥
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BEMAE 60C Tk 40 b, KRB, HRAWEAK(600nL) T, #
AREKR, FAKREMTLEBETE (GOnL) ¥, T EREEHEK, 4%,;3
BRGET, KRG EKREMRT DMF (60 nlL) ¥, @H fniti
42 (12.4g, 143 mmol) F» % B 42 (10. 6g, 143 mmol). ¥ RASM A 120
C Tk 6 B, A4, KRG, EAf CHLL M4 8. FAMERK
(200 mL) ek = k. #ATHEE#E LA (600 nL #£K&), XA EtOAc/T
Xe (20/80) A suBlA. R FdfTe#E4® (600n] #ZAk), K
A EtOAc/ T %t (20/80) 4 A ZBLA, 53 6.0 g (35%) (R)-(-)-1-%
E-1,2-=4[1, 417845 (2, 3, 4-jk]"F4-7-8. [al, = -121° (c 0. 73,
ZRFR).

'H NMR (CDC1;) & 4.5, 4.6, 5., 6.4, 6.6, 7.0, 7.1, 7.2, 7.3,
7.8. M3t F AL CHisNO: C, 79.71; H, 5.02; N, 4.65; %R{4: C,
78.82; H, 5.14; N, 4.50.

& 10
R -(=)—2-[Q-¥%%-1,2-=&[1,4]"%4 5 [2, 8, 4-jk]*F=&-7-%£) &
EKITH

% DMF (50 mL) ¥ # (R)-(-)-1-%X & -1,2- = & [1, 4]*%% 4
(2,3, 4-jk]"F=-T-85 (5.9 g 19.6 mmol) &4 F A B B 47 (8. 1g,
58.7 mmol) A2 X T (4. lmL, 58.7 mmol). ¥ RAMWAZTETH
# 20 . BRSYEK LEER 5 E. J%ﬁwbu;:—m#(zoomwébf%
BR, REKREBEATRPRS., 7 HEEELE (800m]l #K),

A CHCL #EA M, F5 5.94 g (89%) R)-(-)—2-[(1-%(%-1, 2-
—&a.(1, 41843 (2, 8, 4-jk] k= -7-X) 1L 1 T H.

[alp, = -1151° (c 0.84, — & Wi); IR(E#) 1586, 1497, 1456,
1452, 1321, 1311, 1262, 1237, 1177, 1152, 1041, 789, 738, 718,
700 cm” ; 'H NMR (CDCl;) & 4.5, 4.6, 5.0,5.5, 6.5, 6.7, 7.0,
7.2, 7.3, 7.8. 5 #3F AL C.HN0,: C, 77.63; H, 4.74; N, 8.23
Z@4E: C, 76.75; H, 4.72; N, 8.10.
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5 56,45 2
R - -[(-%%k-1,2-=4A[1, 4]°%& 3 (2, 3, 4-jk]"F4-T3) & Ki]
LR EPRE S

o~z

‘ Nio * CHySO,0H

S
a

Bl R)-(-)—2-[ (- %-1,2-= & [1, 41°8% 5 [2, 3, 4-jk] "k = -
7-35) 8. A1 T (5. 94g, 17.45 mmol) & THF (100 mL) F#5&4% ¢
MNP BB S (4. 97nL, 52.35 mmol). ¥RASMHAE 8CT
#2400, KREWEREIHRE, ZREMATE, AEFLAKE
h, AEBREEMN. WATEQOWL), RE, ATHRE. RE, K&
AW EBT CHCL/CHOH (1:2, 75 mL) %, Ak 38 (10 L), #
REWAE 66C Tk 2.5 0. HREDBEIHRE, FRAEBIFKE
Bbde, RE, BRAWAEKS CHCL, 445 &, FHEMK (200 nL)
REBRRLKABRATE, RERS. A& %47 (450n] &
fg), &M CH;OH/CH.C1,(8:92) ¥ #BLA, 44 5.85 g (97%) (R)-
() -[A-%K-1,2-=&4[1, 41855 (2,3, 4-jk]"F4-T-KR) &KX ] T
B, W R34 Paie 3, 155 4.25g (65%) (R)-(-)-[(1-%(%-1,2-
ZA[1, 417843 (2, 3, 4-jk]"Frd-T-R) A ] LR P o 3.

mp 236C; [al, = -37° (c 0.96, DMSO); IR(:&#)2991, 2939,
1589, 1456, 1451, 1265, 1241, 1223, 1202, 1183, 1152, 1043, 791,
735, 701 cm™'; 'H NMR (DMSO-ds) & 2.69, 3.47, 4.4, 4.5, 5.5, 6.4,
6.6, 6.8, 7.0, 7.1, 7.2, 7.8. % # 3 F 1A C,.HzN.0,-CH,0:S : C, 62. 71;
H, 5.49: N, 6.36; S, 7.28; £®{&: C, 62.42; H, 5.50; N, 6.27.

&4 12
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8-F-1-%%-1,2,9, 10w &, [1, 4]°%% 5 [2, 3, 4-jk]*F = -7 (8H) -&A

¥ 1-%3-1,2,9,10-w A, [1, 4155 (2, 3, 4-jk]"F -7 (8H) -84
(0.441g, 1.45 mmol). A7K CuCl,, (0.430 mmol, 3.20 mmol). A XK
LiCl (0.308g, 7.27 mmol)# DMF (3 mL) ¥R &% & 65C T HEH 50
DE. AdE, RSV EKATERLIR, RE, £ CHCLf#K
Wt fro . BAWERARRATRIFRSEET. #THK (60 nl)
GELAE, KALUBUE/CHCL/Th (5:45:50) M, %) 0.349 g
(T1%) 8- R -1-%X % -1,2,9,10-w & [1,4]°%% i [2, 3, 4-jk] "F =& -
7 (8H) -8 (F A p Ak RAH) .

FH A 1:R; (EtOAc/CH.Cl,/ T ¥ (5:45:50): 0.33; MS (ESI+)
m/z 338 (M+H)'; 'H NMR (CDCls;) & 2.44, 3.00, 4.50-4.63, 5.42,
6.82, 7.04, 7.21, 7.37, 7.78. Ff#ik 2: R, (EtOAc/CHzCl /T H
(5:45:50): 0.21; MS (ESI+) m/z 338 (M+H)'; 'H NMR (CDCl:) &
2.30-2. 75, 4.45-4.60, 5.40, 6.82, 7.13, 7.21, 7.41, 7.77.

F &4 13
1-33%-1, 2-= &1, 41"%% 5F (2, 3, 4-jk]*F&-7-B

FiE A ¥ 8-F-1-%4-1,2,9,10-w & [1, 4]°%% 5 [2, 3, 4-jk]
»F ek —7 (8H) -8 (0. 235g, 0.697 mmol). A K LiCl (0.0355g, 0.837
mmol). Li,CO; (0.0618g, 0.837 mmol)# DMF (1.8 nmlL) 8R4k
140C FHEH 3.5 0. AH 5, ¥RESWAE CHLL FokKRl 4 8. FH
WERABRATE, Kbt fTakEELE, £A EtOAc/TK
(10/90) # B, 45 %) 0.143 g (68%)1-( K -1,2-— 4. [1, 4]°%% 5
[2, 3, 4-jk]"F-7-B%.

kB AECBLE/CGH (30unL/15nl) F65 1-(%£-1, 2,9, 10-
vy £,[1, 4]8% 52, 3, 4-jk]*F = -7 (8H) -&4 (4. Og, 13.19 mmol) ¥ #m
AN Z R CE (2 nL) #= LK f4L48 (3. 56g, 26.4 mmol). I RA %A 80
CThEAEA LS DN, FREVWKSE. $ERLADERT LR TE (50
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mL), TEKRELMEA. BEARBIEPEBITER KL, BAKERE,
AEBRETRPRE. BELWEMHT DMFF (15 nl) ¥, mAgibée
(2.4g, 27.7 mmol) A= %% B 42 (2. 04g, 27.7 mmol). ¥ RASMHE 120
C Fhmik 4.5 0, KB HEKMP CHCL A48, AHERA LK (30 nL)
gk FmKk., HIATHEEELIE (200 g #HAK), KA EtOAc/ T (20/80)
VEBLA, £ 1. 05g (26%) 1-K 31, 2-=4.[1, 41845 [2, 3, 4- jk]
oo 7B

'H NMR (CDC1:) & 4.5, 4.6, 5.5, 6.4, 6.6, 7.0, 7.1, 7.2, 7.3,
7.8.

HikC: MEBHRAKL Q.5 o) FHMMTEK, WMATE, LiHK
AALZTRERHPRE QEUEBORABLTARATE+SEXK (4ol),
FEhERBFTE mA 1-X4-1,2,9, 10-w 4 [1, 41855 [2, 3, 4- jk]
vkwk —7 (8H) -9 (0. 180g, 0.593 mmol), R4 WA 180T T ik (£
SHWRE/REFEM). 3 IEHE, BRAMAN. RAZLTR,
HERIRAL. FERRFTALTKRSE, AEZFHRARBEAK. A
ht, FRAVERATERIR., A5, BdIEKERK (I TK
), HATAK GoOnL) &ELA®E, XA LK TE/TK (20/80) #AL,
% 0.119 g (66%) 1-%2 K -1, 2-=&A[1, 4]°%4 5 [2, 3, 4-jk]*F % -7-
L

'H NMR (CDC1;) & 4.50-4.65, 5.36, 5.51, 6.41, 6.56, 6.97,
7.09, 7.20, 7.35, 7.84. % ##F FHAH CHisNO,: C, 79.71; H, 5.02;
N, 4.65; F£R4A: C, 79.33; H, 5.10; N, 4.63.

FiED: ¥ 1-%2%-1,2,9, 10-w9 A [1, 4]°%% 52, 3, 4-jk]*Fr-
7 (8H) -8R (0. 0586g, 0.193 mmol)# 10% Pd/C (0.058 g) £ 2-(Z &
RCEA)TE( L) PHRASWA 190-200C Tt 4 D E, RE,
Adf R PHRAKE SR, FANERRRETR, ST8&, HE
BREKEEAEEL TR EELE, XALETE/TR (20/80) %

39



00810457. 3 oM P EE32/61m

Bh, #£%] 0.0274 gt 1-K%-1,2-=&[1, 41°%%5# (2, 3, 4—jk]"F=
-7-B%,

'H NMR (CDC1,) & 4.57, 5.37, 5.50, 6.42, 6.56, 6.98, 7.09,
7.17, 7.35, 7.84.

# & 14
2-[ (-3 K1, 2-= &A1, 4]°%% 5 [2, 8, 4- jkI*F-T-H) AR L H
@ 1-FK-1,2-= & (1,4]-%% 5 [2,8,4-jk]"F=%-7-8(1.05 g
3. 49 mmol) /&£ DMF (15 mL) P 8RS % P M A BX B2 47 (2. 4g, 17. 4 mmol)
i R G (1. 2oL, 17.4 mmol). ¥ RAWE 85C Tim#k 1.5 I,
Fr e Y hdp it £k Fe LB 8L, KA ALE A A (200 mL) 2R # K,
ABBRETHRPRSE., HTEEELHE (60 g #£K), £MA CHCIL, ik
BLH, 28 1.1 g (92%) 2-[(1-3%(3%-1,2-=4&A[1,4]"%4 52, 3, 4-
jklvFe-T-X) R KT TH.
mp 61°C ; IR(Z#4)1587, 1496, 1460, 1452, 1432, 1321, 1311,
1262, 1237, 1152, 1042, 790, 738, 718, 700 cm'; 'H NMR (CDC1.)
5 4.5, 4.6, 5.0, 5.5, 6.5, 6.7, 7.0, 7.2, 7.3, 7.8.

5] 3
N, N-=ZE-2-[ (- %1, 2-= A [1, 41°8% 5 (2, 3, 4-jk]I*F-7-3)
S A 1-2EAELL kB Y

Et
N
o/\/ \Et

£ 100CFTF 1 0HA, & 1-%XK-1,2-= & [1,4]°&% 4

[2, 3, 4-jk]"F-7-5% (0. 048g, 0. 159 mmol). &% B 4¥ (0. 044g, 0. 318
mmol) = DMF (1. O L) ¥ RA M UE S S hA AR AL S

40



00810457. 3 oM P E33/61m

B 3 (0.033g, 0.191 mmol). 5.5 B E, HMmA 0.011 g4 —T i
RACEELERE, 1IWE, mMA—LBLMAES. Ak 10 5
B, BRAGDETETEFIR. AAEERST (0.022 ) _CLEAE
RUEEHEENE0.017 g), HRASHA 100C FHEH 1.5 8., Kl
KL DMF, REAWE_LFTRA KA L 8. FANERRER
FRFk%E. BARLHHTHERK A7 ul) &ELE, £A EtOAc/= £
W% (30/70 £ 60/40) 2B, 5% 0.040 g#§ NN =T HE-2-[(1-% %
-1, 2-=&.[1, 41°%k 5 [2, 3, 4—jk]*EF=-7-%) &1L ]-1- Tk,

MS (ESI+) m/z 401 (M+H)"; 'H NMR (CDC1;) & 1.13, 2.73, 3.10,
4.31, 4.58, 5.51, 6.44, 6.65, 6.95, 7.15, 7.34, 7.88.

ARG kEFA BtOH MM ELkMmE, F3 NN-ZTHE-2-
[(1-%%-1,2-=&[1, 41°8% 3 [2, 3, 4-jk]"F-7-R) & A 1-1- T K,
Ik & 3. mp 105-107C. 2 #73F H A& CoHasNo0,-CH,0.: C, 69.75; H,
6.24; N, 5.42; ZR4E: C, 69.32; H, 6.37; N, 5.28.

54 4
C-%A&-1,2-=4a[1,418% 5 (2,3, 4-jkl*F=-7T-R) A RX I LKA
HWaiemit

(i

m2-[ (- 41, 2-=&A[1, 4]°8% 5 [2, 3, 4- jk]"Fek-7-38) £ 4]
Z B (0. 380g, 1.12 mmol) # KK THF(5 mL) # 5& ¥ e A\ B4 — P %l
Be4-# (0. 317ml, 3.35 mmol). ¥ RAMA T5CTFHAF 3 Iut; A
Jo, SN T EAE S EGM-TRARESHIFLEAER., SAK
kB, ¥REVWEKREET, APATE, KREGPEHIR.
FmNF B R B CHCL AEMEK, FhAkEE (0.1 nL). ¥
RAOWBIE 2 I, KRG A CHCL, Ao gk 8 S A KK &I 45 8. BAM
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ER%ET (BBA), 53 0.307 ¢ (80%) #9 [(1-%X%-1,2-= &
[1, 41845 (2, 3, 4- k] F-7-R) A A ] TRz,

'H NMR (CDC1;) & 1.6, 3., 4.26, 4.50-4.66, 5.52, 6.45, 6. 65,
6.96, 7.16 m, 7.34, 7.85. @ LA BE G EFHG K FRER P M
A W 5B (0. 0857g, 0.891 mmol), MY EL NG, 535 0.328 g &
[(-RKEA-1,2-= & [1, 41°8%% 5 [2, 3, 4-jk] »F=-7-3) & 4 ] 7 B,
L 1.8

S A F AL CooloN,0.-CH,0,S: C, 62.71; H, 5.49; N, 6.36; 5
#4E: C, 62.63; H, 5.56; N, 6.29.

%364 5
N-F+ A -N-{2-[ (1-( K1, 2-= & [1, 4]1°%4 5 [2, 3, 4— jk] "F o ~T7-
LW SR 35 5. B9 'F ¥ F

O/\/SYCH:,

T

w2-[ (1=K -1, 2-=4[1, 41-%% 5 [2, 3, 4-jk]*Fe-7-2) & 34 ]
A5 (0.497g, 1.46 mmol) £ XK THF F &5 & T Im A MK -F A8 B
A4 (0. 42nL, 4.38mmol). ¥ RAWA 80T FHH 1.75 I W, K5,
REAN, DOWPATEASBIEHME. BEREATTERR
EF, BEEA AR LTE., aRLY P AEE (12 nl)# 0.5 N
HC1 (6 mL), ¥REMHE65-T0C THI 15 04. AT L8, ¥
BRERNE—{TRFAEBREAKRERA 8. FHWERRBEA TR,
KRG A TR EELE (100nL), XA FTE/ L FHE(2/98) 44 %
B, 453 0.278 g ey [(1-%K-1,2-=4A.[1, 4]"%4 4 [2, 3, 4-jk]°F
h-T-R)ERILE, 0.2 g%k, RERMBE-FRARLAEES
AW TLCARAK T, #TAK (60 nL) &# 4%, XAVE/ &7
/A A4 (2/98/0. 1%) 2B, 3% 0.068 g &4 N-{2-[(1-% %4 -1, 2-
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Z&A[1, 418432, 3, 4 jkI*F-7T-R) A AT LA} -2-F k.

'H NMR (CDC1,) & 1.8, 1.17, 3.01, 3.221, 4.35, 4.49-4. 65,
5.51, 6.44, 6.66, 6.97, 7.16, 7.34, 7.82.

LRBRERML £8(0.0204 ¢ HxB, A-_KTR/FTE/TK
g8 H &, FEN-{2-[0-(K-1,2-=&[1, 41°%5 5 (2, 3, 4-jk]*F
-T-R)RKI TR} -2-" k%, LiR®HE.

2 ¥ 3 FAE CosHuN0,-CH,0,: C, 69.31; H, 6.02; N, 5.57; %
A{E: C, 69.30; H, 6.16; N, 5.865,

& #] 15
N-{2-[(1-FHK-1,2-=&[1, 4]"%% 5 (2, 3, 4-jk]"F=-7-R) £ X ] T
SN 3
ONNHg/
¢

‘@ [(-FE-1,2-= A (1, 4184 3 [2, 3, 4-jk] "F=-7-3) &% ]
& (0. 58g, 1.68 mmol) /& DMF (10 mL) ¥ #5584~ F A A\ T B &F (0. 17
g, 1.68 mmol)#= DMAP (0.01g, 0.082 mmol). R4 i 85C T v
A5 54k, RE, A EXRPLERAIR. FANERKELEBL, A
RBETHRAKE. RTEEELE (70 g #IK), KA CHCLl/ A
(80/20) #E s LA, 28 0.46 g (T1R)N-{2-[(1-% X -1,2-= &
(1, 4]°8% 5 [2, 3, 4-jk]"F-T-R)E AT LX) Lo

'H NMR (CDC1;) & 2., 3.9, 4.3,4.5, 4.6, 5.5, 6.5, 6.6, 7.0,
7.2, 7.3, 1.8.

5 34 6
N-ZH-2-[(1-%E-1,2-=4&[1, 4]°85 3 (2, 3, 4-jk]"*F#-7-1£) &
Al-1-ZEA AL k&3
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0/\/NH/
O O COOH
N * [
S COOH

& N-{2-[(1-%%-1,2-=4[1, 4184 [2, 3, 4-jk]"F-7-&)
AT R} TEE (0. 46g, 1.19 mmol) £ £ 7K THF (10 mL) ¥ #5 R4
AR P AR RS (0. 34nl, 3.6 mmol). HFRABARALAT
T 8T THA 18 I b, ¥REVAHNEIER, EREMATVELE
AAEBHIFIE, REXEMN, BATEQOoL), RERE. ¥E4eD
BT WE (20 mL). CHCL, (3 mL)Fosk# 8 (3 nl) ¥, #KE, £ 65
C Tk 45 04k, HRAWMBEBRTKER T A, K CHCL S
B, AMERMKRGE, MERETHRPRSE. H7HE#LE (50 g
ERK), KA CHOH/CH.Cl, (4/96) 44 ZBLA, 3% 0.268 g (61%)
A E MRS, N-TE-2-[(1-%E-1,2 =& [1, 418452, 3, 4-jk]
ek -7- )R A]-1-THe. HARAEL k&%, 55 0.1993 g (34%)
8 N-TR-2-[(1-F%%-1,2-=4[1, 41"%% 3 [2, 8, 4-jk]"F=-7-4)
ARK]-1-Tre, Lk&E: mp 105T,

IR(iZ#)1634, 1609, 1585, 1532, 1496, 1452, 1379, 1350,
1261, 1240, 1152, 1042, 865, 790, 739cm™'; 'H NMR (CDC1;) & 1.4,
3.3, 3.6, 4.5, 4.6, 6.1, 6.4, 6., 6.9, 7.1, 7.3, 7.8. 4#i
F 14 CpHaiN,0,:CH,0, : C, 68.84; H, 5.78; N, 5.73; £#M44: C, 68.50;
H, 5.88; N, 5.66.

95645 7
2-[(1-%%-1,2-=&.[1,4]°8% 5 [2, 3, 4-jk]*F-7-H) @ X ] £
VOBt

,VNHEH
e

44



00810457. 3 oM P E3T/61m

G L(-%%-1,2-= 41,4188 (2,3, 4-jk]*F-7-%) &4 ]
Z (0. 7423g, 2.16 mmol) £ CH,C1l, (10 mL) &9 RS F AV &
78 (2 nl). HRAWAE60C Tk 200, EhBfks. #i7
HEELA (80 g #/K), KM CH;0H/CH,C1,(4/96) uMi, #5%] 0.769 g
(96%) 85 2-[ (1-% k-1, 2-= &1, 4]°8% 5 [2, 3, 4-jk]"F-T-£&) &
RITHE TR,

IR(Z#) 1668, 1637, 1585, 1496, 1451, 1379, 1323, 1311,
1264, 1240, 1151, 1042, 790, 739, 700cm'; 'H NMR (CDC1;) & 3.9,
4.3,4.5, 4.6, 5.5, 6.5, 6.6, 7, 7.2, 7.3, 7.8, 8.3. 4 #it &
{4 CpHwoN:0s: C, 74.18; H, 5.41; N, 7.52; %#4h: C, 73.32; H,
5.67; N, 7.03.

5 3 ) 8
N-FRE-2-[(1-%%-1,2-=4&[1, 4]*4 3 [2, 3, 4-jkI*F=2-7-£) &
Al-1-2BALL k& H

A ANH
0 “CH,

COOH

g

f1 2-[ (1-F A -1, 2-= & (1, 4184 5 (2, 3, 4-jk]IvF=-7-£) &4 ]
LA P BER (0. 769g, 2.06 mmol) f£ £7K THF (10 mL) ¥ #9244 ¥ /m
AR P A BL4A-4 (0. 59nL, 6.2 mmol). ¥ R4EWHAE 85C A AAR
TEAE19.50H. RE, $REVAHELR, ERUMATEALE
AHRBHBLE, AEBREEN, ARATE(QORL), REREL. ¥R
AMAEMTPE (15 ol). CHCL (5 nL) Aok 38 (4 wL) F, KE & 65
CTFh# 1.5 0. $REMARBFKER TR, EK/CHCLHS
., AWERKZE, AABRETRAXRSG. #HiTHEELE B0 g
AIKR), XA CHCLl,/TX/CH0H (80/17/3) 4 #MiHl, £& N-F&-
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2-[(1-%%-1, 2-=4[1, 41785 3 [2, 3, 4-jk]"F=-T-&) A& ]-1-Z
B (0. 536g, 73%)

'H NMR (CDCl,) & 2.61, 3.19, 4.35, 4.57, 5.52, 6.44, 6.66,
6.96, 7.16, 7.33, 7.81.

RE, Fusie R D ki, 5204718 g (48%) ¢ N-F A&
—2-[(-%A-1,2-= &1, 4184 5 (2, 3, 4-jk]"F=-7-%) &K ]-1-
Ui, k8.

'H NMR (CDC1,) 2.9, 3.6, 4.5, 4.6, 5.5, 6.1, 6.4, 6.5, 6.9,
7.1, 7.3, 7.8. ¥t H 4L CHoN,0,CH,0,: C, 68.34; H, 5.52; N,
5.90; L@4{h: C, 68.32; H, 5.47; N, 5.90.

# &#] 16
8,8-— R -1-%(%-1,2,9,10-w & [1,4]°%% 5 [2, 3, 4-jk] *fF =& -
7 (8H) - &

@ 1-%%-1,2,9,10-w9 A [1, 4]=%5 5 [2, 3, 4-jk]*F -7 (8H) -
(0. 5681g, 1.87 mmol) £ Z & T & (10 mL) #= L AF (10 mL) ¥ &R &
oA Z R GE (2 nl). A XKFZAA (1. 26g, 9.36 mmol), ik
LA 95C T E ik 2 . 5 0BG, BmALKRAS (0. 63g,
4.68mmol), ¥RAHFRA 1 1. KRB, KRE4WE N CHLL (150
mL) ¥, dE. WERABERAKERRKE. 2K, ANERKRKRER
4(200 mL), AABRETHR, K%, #TEEZLE (70 g#£K), X
A L8 T8 /CH,CLl,/ T 3% (5:45:50) 36 ML, #F%| 0.428 g (61%) 8, 8-
ZR-1-%%-1,2,9,10-w & [1, 4]°%% 5 [2, 3, 4-jk] "F = -7 (8H) -
AR

mp 104C. 'HNMR (CDC1;) & 2.6, 2.8, 2.9, 4.5, 4.6, 5.4, 6.8,
7.1, 7.2, 7.4, 7.8. H#3 H L ColisCINO,: C, 64.53; H, 4.06;
N, 3.76; Cl, 19.05; %®{i: C, 64.47; H, 4.13; N, 3.78.
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& 17
8-F-1-%3-1,2-=4[1, 4185 5 [2, 3, 4-jk]"F 4 -7-8

% 8, 8——f-1-%%-1, 2, 9,10-wA[1, 414 5 [2, 3, 4-jk]
vk ek —7 (8H) -8 (0. 4072g, 1.09 mmol) £ DMF (5 mL) F 84 R4 F mA
% B 4% (0. 242g, 3.27 mmol) o £ 4L.42 (0. 143g, 3.39 mmol). ¥ R4S
WERART T 120CHmik 1 8, RE, &3 AEKF CHLL B 5 B,
AMERAKRERL(20uL), RARETFTERAXSE. StfTEEELE
GOgA#AK), RARLETE/TE (20/80) 4 4 #HBLA, %4 0.2876 g
(78%) 8—F.—1-(HK-1,2 =& [1, 4]°%% 5 [2, 8, 4-jk]"Fd-7-8F.

'H NMR (CDC1,) & 4.5, 4.6, 5.5, 6.1, 6. 3, 7.0, 7.2, 7.4,
7.9.

H &4 18
2-[ (8- -1-(%K-1,2-=&.[1, 41°8% 5 (2, 3, 4-jk]"F-7-&) &% ]
LR

® 8-f-1-F K -1,2-= & [1,4]8% 5 (2,3, 4-jk] *F - -7-8
(0. 286g, 0. 851 mmol) £ DMF (5. 0 mL) ¥ &5 3.8~ ¥ m A\ 5% B 47 (0. 59g,
4.25 mmol) ##:8 X Z B (0. 3uL, 4.25 mmol). H¥ B4 A 85C T ik
1B, REAFFERPLENE S E. AHERK(50DL) % 3 K,
ARBETRPRSE. HITHEE#ELHE (60g#K), XA CHCL/TK
(/)M HBH, 2% 0.2876 g (90%) &9 2-[ (8-f-1-(%-1,2-= &
[1, 4185 5 [2, 3, 4-jk]"F-T-) AA]I T M.

'H NMR (CDC1;) 4.5, 4.6, 5.1, 5.5, 6.5, 7.0, 7.2, 7.4, 7.8.

A 9

2-[(B-&-1-%(%-1,2-=4a[1,4]8% 5 [2,3,4-jk]"FE-7T-X) &
Al-1-2BmAEL k&R
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o/\/NHz
Yo

B 2-[(8-F-1-FE-1,2-= & [1, 41°%% 5 (2, 3, 4-jk] *F -7~
)8 AT (0.2838g, 0.757 mmol) £ &K THF (10 mL) ¥ 85 %44
T e N B IR B B S (0. 22mL, 2. 27 mmol). ¥ RAESWESAAT
£ 82Cw#% 18 M. KB, HRE %/\%Fiim, EALE Y PN
HEERKREHSLE. AT EEN, mATYE (G L), kL. KX
AW E BT PEE (10 nl). CHCl, (5 mL) A3k 38 (3 nl) ¥, £ 60T
Thedh 108, ¥REY ARKBRTKIER T A, £XKFe CHCL 4
AWER KL, REBRETFRPRE. 6% kti.‘ﬂ(SOgli}b;),
£ A CH,0H/CH,C1,(4/96) 4F A seBL71, %% 0.080g (28%) % 2-[ (8-&
-1-%(34-1,2-= 4.1, 4]°8% 5 (2, 3, 4-jk] vk -7-3) & X 1-1-T k&,
mp 127-128T.

'H NMR (DMSO-d;) & 3.4, 4.3,4.7, 6.0, 6.0, 6.96, 7.04, 7.19,
7.3, 7.4, 7.8, 8.2. £ ¥ 3t F4h CuoHsC1N,0s0. 25 (CH,0,) : C, 62. 85;
H, 4.88; N, 5.53; Cl, 7.13. S%#®4&: C, 62.6; H, 4.92; N, 5. 45,
LR G kB %, 133 0.0275 g (7.3%)2-[ (8-f-1-%#-1,2-=4&,
(1, 4184k 52,3, 4-jk]"Frd-T- ) RHKE]-1-T e, LkE; np 171
C: 'H NMR (CDCl,) & 2.79, 3.66, 4.39, 4.5, 4.55, 5.38, 6.39,
6.91, 7.15, 7.36, 7.70, 8.17.

H) &1 19A
-9 % -3-(K K -20-1, 4- % 5F2%

7 42 7K (300 mL) #= CH,C1, (200 mL) ¥ #9 8% B 47 (63. 89g, 462 mmol)
FmA 6-F & - P& (10.0g, 81.2 mmol) e g E T XA B & 4
(0.139g, 0.41 mmol). ZBARKT, TASFHABMAN2-BXT
& (16. 16g, 81.2 mmol) A &. HRAWEHIR. RENE, HAMN
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J&F 1IN NaOH (500mL)#=7K (2 x 300mL) %%, MAEREFER, X%
HATHEELRE (400 g AK), KR LB LE/TH (20/80) 4 4 2 i,
A, % 8.96 g (49%) T-FH-3-%(E-2H-1, 4% 554,

'H NMR (CDC1,) & 2.34, 5.06, 6.74, 6.82, 7. 32, 7.47, 7.92.
2 #3t J4E Ci.HiNO: C, 80.69; H, 5.87; N, 6.27; LR{&: C, 80.76:
H, 5.88; N, 6. 21.

&% 19B
7-P R -3-F A -20-1, 4- K %%

B T-% & -3-K K -20-1, 4-X 5 =%k (37. 23g, 167 mmol) £ £ K
L B% (200 mL) 64 R & F A S 404 (12. 62g, 333 mmol). HiRd
WAl B5CTRIA LS. RE, HRAWKSE, £ CHCLAKES
. ¥AWERK (B nL) k& HmEA, RAABRETFBRIREEF. ¥
I BE KT, 53 22.53 g (60%) 7-F 2 -3-% & -2H-1, 4- 3% 52
%

IR (3% #)3349, 3338, 1514, 1456, 1351, 1319, 1296, 1279,
1229, 1154, 1135, 870, 811, 758, 70lcm™; 'H NMR (CDCl;) & 2. 25,
3.97, 4.26, 4.47, 6.62, 6.69, 7.41. 49 #+ H {4 C:HNO: C, 79.97;
H, 6.71; N, 6.22; %£@{: C, 79.96; H, 6.79; N, 6.20.

# &) 20
T-FR-4-® I -3-% -3, 4-— 5201, 4-F T4

6] T-F A -3-F K -2H-1, 4-3 5F*%% (22. 5g, 99.87 mmol) /£ T &
(300 mL) ¥ # R4 W F AN =K LB (7. 7oL, 99.87 mmol). 7 &
BEREXRBTAIZE 5C, FHioALAHEETE (12. 26nL, 99. 87
mmol) . HRAMWEH 1 I, REIEBPHAEIK. LEKERK, B
Lk, WERELRPKA LB, AHERK (500 nL) ik 3 K,
ABRBRETIR, REET. 46 BEKRFE 23.22 ¢ (97%) 7-FX
—4-Z AR -3-F K -3, 4-— & -20-1, 4- % Hf -2k,
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IR(GGE#)1499, 1445, 1360, 1326, 1306, 1256, 1232, 1156,
1143, 1134, 1068, 1058, 820, 739, 697cm'; 'H NMR (CDC1,) § 2. 36,
4.21, 4.54, 6.02, 6.87, 6.91, 7.17, 7.26, 8.06; 2 # i+ H {4
CisHiuN:0,: C, 70.85; H, 5.55; N, 11.02; & {: C, 70.96; H, 5.65;
N, 11.01.

# &4 21
T-FR-3-%HK-2 3-—&H-4H-1,4-¥HH"Tk-4-k&

¥ S4t4542 (6. 9g, 183 mmol) £ Z8 (300 ml) P £ & T HAR
ThAEXSPEBE.ELSDIHABRAN T-FR-4-2aE-3-%3-3,4-
— &-2H-1, 4- ¥ Jf =% (23.22g, 91.3 mmol) £ Z B (250 mlL) fo £ K
THF (40 mL) P95k, BREPAKETRT, £ 1810 H. ZBm
AK (50 mL), BBk, SEKERK, A% FHFERS
3, HAK (400 L)% 3k, AABRETR, REETF, £HEBK.
FERAECIFAR, KEFTHR, 53 16.5 g (69%) 7T-FH-3-%
¥k-2, 3-—4.-4H-1, 4-¥ Tk -4-K.

IR(Z#) 2912, 1579, 1505, 1455, 1318, 1305, 1243, 1233,
1163, 1050, 892, 835, 804, 759, 702cm™; 'H NMR (CDCl:) & 2.26,
4.25, 6.65, 6.72, 7.28, 7.37. #%# 314 C:HeN,0: C, 74.97; H,
6.71; N, 11.66; %#@{4: C,75.11; H, 6.70; N, 11.53.

# & #] 22
S5-I -1-3)3-1,2,9, 10-v9 & [1, 4]*%% 5 [2, 3, 4-jk] "F -7 (8H) -
&R

@ T-FHR-3-%(kK-2 3-—H-4H-1,4-% %% 4% (5.95 g,
24.8 mmol) £ WA (175 mL) T I RAH T AR TN 1,3-3RT R
B (2.86 g, 25.5 mmol). R4S WA 95C T Mk 20 54, Hud, &
MNP RSB — KA (4.Tlg, 24.8 mmol), ¥REFHE 106C
FFmik 1 e, FREPEE 1208, RE, AFEFTEIIKRE. ¥
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K4 CH,CL,/IN NaOH ] 4 8e. AAEMR A Kbk, ARBETRHR
k% EF. HITHEEELR (100 g #K), XA R/ (25/75)
HARRA, 24 406 ¢ GIRS-FH-1-X%-1,2,9,10-9 &
[1,4]"%% 5 [2, 3, 4-jk]"F= -7 (8H) & ; mp 171T,

IR (£ 4%) 2943, 1644, 1640, 1481, 1456, 1397, 1323, 1307, 1265,
1191, 1123, 1017, 836, 763, 704 cm'; 'H NMR (CDC1,) & 2. 07, 2.42,
2.47, 2.54, 2.62, 4.45, 4.54, 5.37, 6.63, 7.05, 7.36, 7.6.
oM HAL C,HLNO, : C, 79.47: H, 6.03; N, 4.41; £®{4:C, 78.72;
H, 6.23; N, 5.02.

# & 23
- -1k K1, 2-= &1, 41°8% 3 [2, 3, 4-jk]"F-T-B

BB TE/THK (150 nlL/50 mL) ¥ # 5-F K -1-K K-
1,2,9,10-v9 & [1, 4]1°%% 5 [2, 3, 4—jk] *F =& -7 (8H) - &4 (9. 0g, 28.4
mmol) ¥ MmN = T & (4 nl) F» XK A48 (9. 7g, 56.7 mmol). H &
S OC FThERET . FRSHEAN LK FH (500nL) ¥, i
EREXAWEAKR, BERABIRBRAFER L, BRAKRE, AR
BAETRAk%E. BEALWAEMT DMF(20nL) F, A igib4E (4. 2g,
56.7 mmol) #= 8% Bk 4% (4.9g, 56.7 mmol). R4 WA 119C Fhe# 5
B, KJE4E R KA CHCL, [ - Be. AHERM #K (30mL) 36k 2 K.
BATHE &% A (200 g & fik), KM EtOAc/ Tk (20/80) 42 BLA, %
1.3 g (14.5%)5-FH-1-(%-1, 2-— & [1, 4]°%5 5 [2, 3, 4-jkI*F
ot —7—Bf,

IR(GZ#) 3407, 1489, 1463, 1446, 1382, 1332, 1296, 1275,
1132, 1117, 1024, 841, 752, 744, 704cm; 'H NMR (CDCl,) & 2. 55,
4.47, 4.58, 6.37, 6.53, 6.81, 7.03, 7.17, 7.34, 7.63. #-#it
HAA C,HiNO,: C, 79.98; H, 5.43; N, 4.44; £R4A: C, 79.22; H,
5.50; N, 4.34.
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&4 24
2-LG-FA-1-KK-1,2-= 4.1, 41°8% 5 [2, 3, 4-jk] "k —7-£) &,
Al

® 5P A-1-FA-1,2-Z 41, 4185 4 [2, 3, 4-jk] v & -7-8
(1.3g, 4.12 mmol) & DMF (15 nL) ¥ 4% & m A 2 847 (2. 82, 20.6
mmol) #e & A LA (1. 4nL, 20.6 mmol). HRAMWAE 85C Fim# 1.5
DR FRESWA A, FEKR CHCL M4 8. HIERKEEEL
(200mL), MEBETBRER%. ﬁtnizéwaktﬁ(loo gEK), XA
LB LB/ T (20/80) L LA, #3%] 0.665 g (46%) 2-[ (5- -
1-R -1, 2-2 &A1, 4185 5 [2, 3, 4- k] -7T-2) &4 ] 2. 4%,

IR(Z%A) 1594, 1488, 1465, 1448, 1333, 1313, 1274, 1259,
1238, 1177, 1162, 1139, 1025, 749, 70lcm; 'H NMR (CDCL;) & 4. 49,
4.61, 5.03, 5.53, 6.54, 6.70, 6.98, 7.17, 7.36, 7.82. 447}
JHE C2oHisNoOz: C, 77.95; H, 5.12; N, 7.90; L@ {E: C, 77. 34;
H, 5.19; N, 7.61.

& B 10
2-[(-FE-1-]K-1,2-= & [1, 4185 5 [2, 3, 4-jk]=Fe-7-%) &,
El-1-T g

® 2-[(65-FE-1-% K1, 2-= &, [1, 4134 5 [2, 3, 4- jk] ko —7—
)R AT H (0.66g, 1.86 mmol) & £ THF (120mL) ¥ &5 3%4-% & jw
AT BB B4 (0. 53mL, 5.6 mmol). A %A 85C F & 18
DE. FREWMAME ERT, BRI T EEH 5 R ARSI,
AEREEMN, WMAFTEG L), FEB L. BELEYERT
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CH,C1,/CH,OH (1:2 15 mL) ¥, AwAKR%EEE (2 nl), HREHAE 65C
Fhe# 1 6. BREVABRELERT, REBRHFKERTH, AKX
F= CHCL, M5B, AAERMKZLE, RABRBETER, K% #iTEe
& 438 (70 g #K), KA CH;0H/CH,C1,(4:96) 4F A 2B, 284 0. 444
g (67%) 2-[(5-F & -1-F%-1,2-=4[1, 418552, 3, 4-jk]"F-
T-R)aHA]-1-TE.

IR(Z#)1593, 1576, 1487, 1448, 1335, 1313, 1261, 1162,
1138, 1129, 1022, 838, 779, 750, 702cm™; 'H NMR (CDCl;) & 3. 30,
4.95, 4.46, 4.57, 5.48, 6.42, 6.59, 6.93, 7.15, 7.32, 7.83.
- M3t FAE CosHaoNo0s: C, 77.07; H, 6.19; N, 7.82; %£®4A: C, 76.62;
H, 6.29; N, 7.68.

&%) 25
N-{2-[(5-F H-1-( %1, 2-= & [1, 4184 3 [2, 8, 4-jk]*F%-7-3)
- Y RIE SN S

O/\/NHTI/

HiC. ! ' X
b
0
6 2-[ (6-F A -1-RK-1,2-=&A[1, 41845 5 [2, 8, 4- jkI"F=-T-
E)ARX]-1-T 8 (0. 0. 442g, 1.23 mmol) f£ DMF (10mL) ¥ #9BA-% F
Fa N T B BF (0. 126g, 1.23 mmol)#= DMAP (0. 08g, 0.66 mmol). ¥
M 95C Theih 18, AFE, AXPpLBEsER., FANEA
K (60 mL)Z%& 3 Kk, AARET®R, K%, /£7 0.49 g (99%)N-
(2-[(5-F A -1-%%-1, 2-=4&A[1, 4]"%% ) [2, 3, 4-jk]"F2-7T-X) &
K1 HK) Lskkk.
IR(Z#)1662, 1655, 1646, 1593, 1574, 1551, 1506, 1487,

1448, 1335, 1312, 1258, 1138, 750, 703cm'; 'H NMR (CDC1) § 2. 03,
3.87, 4.32, 4.50, 4.61, 5.52, 6.46, 6.62, 6.97, 7.18, 7.33,
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7.79. ¥t H 4 CosHoN,0,: C, 74.98; H, 6.04: N, 6.99; LR44:
C, 74.56; H, 6.06; N, 6.80.

S 11
N~Z K -2-[(5-FRA-1-(3K-1,2-= & [1, 4]°8% ¥ [2, 3, 4-jk] "F o -
T-R)EK]-1-LEBEAEL k&%

0 /\/NH\/CHa

S

HaC

B N-{2-[(5-F A -1-¥%%-1,2-= & [1, 4]"%E 5 [2, 3, 4-jk]"F=
“T-R)ARKATTHA) L8 B (0. 212g, 0.53 mmol) #£ THF (10mL) ¥ &5 i%.2-
Prf NS -F A EA Y (0. 150L, 1.6 mmol). ¥ B4 A 85C
TER 16 DB, AFE, CEBREMATEAIZAASERKEL. A%
hkaEAM, ARATEGI), Kb L. kR4 HERT
CH.Cl./CH;0H(1:5, 15 mL) . AR &, HREMWAE 66C Fim#k 1
DR HREVAREERT, AEBRATKER T H, FL K CHCL,
B 5B, WAMERKRKE REBRETER, k%, HTHEEELE
(70 g #J8), KA CH,0H/CH,Cl, (5:95)4 A M7, £ 0.148 g
(TO%)N-Z 3 -2-[ (5-F K -1-( 3 -1, 2- = & [1, 4135 5 [2, 3, 4-jk]
sEed-7-3) &K ]-1- T B (TLC:MeOH/CH.C1,, 5/95, R, = 0.38): 34t
R RS, MAKCEELS, 155 0.0223g 6§ N-Z X -2-[(5-F
A-1-FK-1,2 =41, 41785 5 (2, 3, 4-jk] vk -7-%) &£ ]-1-2
fe, Lk,

IR(EA) 1593, 1573, 1485, 1457, 1448, 1351, 1337, 1318,
1257, 1140, 1130, 1031, 866, 748, 72lcm'; 'H NMR (CDCL;) & 1. 42,
2.5, 3.3, 3.59, 4.43,4.53, 5.43, 6.41, 6.51, 6.79, 7.09, 7.31,
7.55. K (KF) : 0. 24%. %4731 H A4 CosHa6N.0,-C,H,0,-0. 24%K : C, 69. 14:
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H, 6.03; N, 5.56; E#®4{A: C, 68.84; H, 6.12; N, 5.47.

&5l 26
7-(2-2 L AA)-1-% K1, 2-= & [1, 41845 [2, 3, 4-jk]"F=
1 1-ERA-1,2-=&[1,4]°%% 5 [2,8,4-jk]"F%-7-8 (3.0 g
9.96 mmol) #=5% 8 4F (6. 9g, 50 mmol) f£ £.7K DMF (70 mL) ¥ &R &%
F A 1-38-2-§ 8% (4. 0mL, 50 mmol) . % 4A-# f£ 85C T m# 8. 25
NEL.RE, FRAMAKPLEN S E. 5B EAME, AK(100nL)
ik 3k, MAKRBATR, SEEXk%. #AHEELE (200n]
AR, £A CHCL/THR (/DA EBA, £t 3.4 g (94%) 7-(2-
fAK)-1-(K-1,2-= 41, 41°%5 9 [2, 3, 4-jk]"F .
IR(:Z#)1637, 1585, 1496, 1450, 1431, 1323, 1311, 1265,
1239, 1151, 1041, 790, 738, 718, 700cm'; 'H NMR (CDCls) & 4. 04,
4.55, 4.64, 5.5, 6.5, 6.6, 7.0, 7.2, 7.4, 7.9,

5] 12
4-{2-[ (- %1, 2-= 4 [1, 41785 5 [2, 3, 4-jk]"F4-T-H) &KX 1 T
-1 B2 FERTE

N, 8
o ™AN

\_/
G -8 TEE)-1-£24-1,2-=&[1, 4]°%% 5 [2, 3, 4- jkI°F
wk (0. 453g, 1.24 mmol) £ 7K DMF(6 mL) ¥ &9 R4&%H T A 1-%%
¥ & 4 T A 8 (0. 232g, 1.24 mmol). #{t44 (0.018g, 0.124 mmol)
Fo 5k B 47 (0. 342g, 2.48 mmol). ¥ R4S 85C T imw#k 20 I HF. R

B, BmAtbdp, A LEBEAKT S E. AWERKEEFHK(200nL),
RAEXBEATRERSE. A EEE42 Gonl k), XA

o-SCHals

55



00810457. 3 o P ZE48/61m

CH.C1./CH;0H (98/2) #ti, #4%] 0.487 g (76%) 4-{2-[(1-%( % -1, 2-
ZA[1,4]°%4 5 (2,3, 4-jk]F-T- ) BRI A} - 1R EFHRT
B ; mp 72C ;

IR(3E#4) 1693, 1585, 1496, 1452, 1428, 1365, 1310, 1263,
1241, 1175, 1159, 1151, 1129, 790, 738cm™; 'H NMR (CDC1.) & 1.5,
2.7, 3.1, 3.5, 4.4, 4.5, 4.6, 5.5, 6.5, 6.6, 7.0, 7.2, 7.4, 7.9.
4-#7 3+ F4E CoHasNy0,: C, 72.49; H, 6.87; N, 8.18; £ R 4h: C, 72.15;
H, 6.90; N, 8.14,

534 13
1-%4-1,2-= & [1,4]°84 5 [2, 3, 4-jk]"F-7T-% 2-(1—kER) T
S |

B 4-{2-[(1-%-1,2-= 4 [1, 41°%% 5 [2, 3, 4-jk]"Frk-7-2)
A AR} -1-%% 78R T8 (0.406g, 0.79 mmol) £ CH,C1,(2 mL)
THREDTRAZRCHE (2oL). FREVAEFTETHRE 1IN, &
Je & CHLCL fe/Kia 5B, AAERIEFBERTLE, BAKABRAF
BJaRb, #iTHE%E %42 (50ml #fk), KA CH;0H/CH.CL,(8/92) vt
A4 100ml & 2 3 NH,OH B&EFM M, %) 0.133 g (35%)1-% 4
-1,2-=&.[1, 41"%% 5 [2, 3, 4-jk]*F-7T-2% 2-(1-ER) A&,
mp 72TC.

IR(ZEA) 2936, 2817, 1585, 1497, 1451, 1431, 1322, 1310,
1265, 1240, 1151, 790, 738, 718, 700cm™; 'H NMR (CDC1;) & 2.8,
3.0, 4.4, 4.5, 4.6, 5.5, 6.4, 6.6, 7.0, 7.2, 7.4, 7.9. K (KF),
1. 64%. 273+ AL CoHaiN;0,. 1. 64% H,0: C, 74.28: H, 6.66: N, 9.99:
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%A4E: C, 73.94; H, 6.77; N, 9.82,

%t 14
2_ (4-t?£#1_%‘§£) Z‘% l—ig_ly 2_;% [la 4] v%%;f— [2) 3) 4_jk:|
oE k-7 &

)

O/\/N N—CHj4

w T-(2-RCEK)-1-%%-1,2-=&.[1, 4184 H# (2, 3, 4-jk]*F
" (0.412g, 1.13 mmol) £ XK DMF (10 mL) ¥ #3%4% F e A N-F £
vk % (0. 125mL, 1.13 mmol). #:{t44 (0.17g, 1.13 mmol) F= 5% B 47
(0.312g, 2.26 mmol). W R4& WA 85C Thmdk 20 o8k, RE, ¥R
S WA ERS CHCL A4 ER. 2B EANE, BAKEEHLK Q00
ml), MAKZEBRATRERSG. #TEEELE (Bl #k), XM
CH,OH/CH,C1, (8/92) A B 4 100ml A 2 # NH.OH & %45 F s lt, 133
0.156 g (32%) 2-(4-FA-1-%%X) A 1-FK-1,2 =4[1,4]%%
312,83, 4-jk]*F-7-2% & ; mp 57C.

IRGEA) 2934, 2793, 1585, 1496, 1451, 1323, 1311, 1283,
1264, 1240, 1177, 1167, 1150, 790, 737cm; 'H NMR (CDC1,) & 2. 35,
2.6, 2.8, 3.1, 4.4, 4.5, 4.6, 5.5, 6.4, 6.6, 7.0, 7.2, 7.4, 7.9.
K (KF), 1.33%. 2-#73F F A CHuNi0-1. 33% H,0: C, 74.84; H, 6.89;
N, 9.70; :#{4: C, 74.90; H, 6.93: N, 9.58.

(

%4 15
2-(4-GokK) TR 1-%( K1, 2-= 41, 4185 5 [2, 3, 4-jk]"F-7-
A
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I\
O/\/N o

./

M T-Q-R/RTCE}R)-1-FXK-1,2-=—4&[1, 4]*%% 3 [2, 3, 4-jkI*F
" (0.278g, 0.764 mmol) &£ .7k DMF (10 mlL) F 69 R 4% F mA Gk
(0. 133g, 1.53 mmol). 444 (0. 114g, 0. 764 mmol) A= 8% B 47 (0. 21
lg, 1.53 mmol). HBRAESWAE 100C Fhmik 6 I bF., HREDMAKREK
ERT, EERTHF=ZR. BB, KREGVAEKLSLEASR. &
&, #Tﬁh}%ﬁlﬂ(%i%ﬁbt(so mL), XERLKABRSE TR, K&%E. #
FTHEELRE (50n] BAK), £A CHClL/BE/TH (7:2:1) %, %
2] 0.192 g (61%) #9 2-(4—"Hok i) TH 1-FX K -1, 2-= & [1, 4]°%R 4%
[2, 3, 4—jk]eFrd-T-H 8.

IR(iZ#)1585, 1497, 1451, 1350, 1323, 1311, 1265, 1240,
1151, 1116, 1040, 790, 738, 718, 699cm'; 'H NMR (CDCl:) & 2.7,
3.1, 3.8, 4.4, 4.5, 4.6, 5.5, 6.5, 6.6, 7.0, 7.2, 7.4, 7.9.
273t FAA CocHosNo05 = C, 75.34; H, 6.32; N, 6.76; LR4A: C, 74.94;
H, 6.31; N, 6.609.

L4 16

- %-1,2-=&/[1, 41°%% 5 [2, 3, 4—jk]vF=-7-3% 2-(1—%k=#i) T
AR L PR

6 T-Q-RCER)-1-KHK-1,2-= & [1, 41°%% 5 [2, 3, 4- jkI*F
" (0.28g, 0.769 mmol) £X K DMF(6 mL) ¥ &5 244 F fu A 8R4L 44
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(0.09g, 0.6 mmol). #X & 47(0.207g, 1.5 mmol)Fvk®¥ (0. 13g, 1.5
mmol). WRAMAE T0C Fh#k 6 Iy, REEETETHE 18 I H.
REFRSWAEKRLER S ER. F8BEEMKBONL) 2% 3 K. A
ERBBATRERS. 478Kk (G0 nL)EEZLE, XA 1975
6 CHCL, AR MHEAZBAM, 28 1-%XK-1,2-=4[1,4]"%%
[2, 3, 4-jk]"F=-7-% 2- (1—vkve i) LA B (TLC: &8/ Tk, 20/80,
Re = 0.42), ¥ AR THEE, /2 0.134 g (34%) 1-FKk-1,2-
Z &A1, 41°%% 3 (2, 3, 4-jk]"F-7-2& 2-(1-%"R &) L&,

IR(:Z#) 1585, 1497, 1451, 1323, 1311, 1260, 1239, 1225,
1198, 1179, 1151, 1038, 790, 768, 740cm™; 'H NMR (CDC1,) & 1.7,
2.0, 2.9, 3.0, 3.7, 3.8, 4.5, 4.6, 4.8, 5.5, 6.5, 6.7, 7.0, 7.2,
7.4, 7.7. ¥ FEAE CuHuNo0, CH,0,5:2. 92%H,0: C, 64.19; H, 6. 48;
N, 5.35; Z@M{&: C, 64.01; H, 6.52; N, 5.29.

] 17
2-({2-[(-%%-1,2-=4.(1,4]"%% 5 (2,8, 4-jk]=F=-7-3) &4 ]
GEYRA)-1-1%

NNWM
e

M T-(2-RCGERE)-1-KK-1,2- =& [1, 4]°%% 54 (2, 3, 4-jkI°F
wk (0.273 g, 0.751 mmol) /£ XK DMF (10mL) ¥ 64 5244 F A A s 4L 44
(0.113 g, 0.751 mmol). & 4¥(0.207 g, 1.5 mmol) F» Z B K (0. 046
g, 0.751 mmol). ¥ R4SWAE 8C Thik 17 . RE¥EENZE
90C, HHRASWEH 51 H. RE, ¥REDWAHEIEE, 1L
Kb LR S8, FAMWERKGODL) & 2K, ABLKERATE
e kY. HATHEEL R (50n] AAK), KA 5%F B 49 CH,CL, % & BHL,
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4% 0.123 g (42%) 2- ({2-[ (- H -1, 2-= & [1, 4]=%% 5 [2, 3, 4-jk]
oo —7-R) A AT A RA)-1-TH,

IR(:Z#)1584, 1495, 1451, 1351, 1324, 1310, 1267, 1242,
1153, 1086, 1041, 791, 742, 720, 702cm™; '‘H NMR (CDC1:) & 3.0,
3.3, 3.7, 4.4, 4.5, 4.6, 5.5, 6.5, 6.7, 7.0, 7.2, 7.4, 7.8.
K (KF), 0.96%. £ #7+ F A& Col,uN2050. 96% H,0 : C, 73.49; H, 6.27;
N, 7.14; SR 4E: C, 73.61; H, 6.32; N, 7.10.

%4 18
N, N-ZF R -2- [ (=% A -1, 2-= A (1, 41784 5 2, 3, 4-jk]=F-7-2)
gi]-1-um,

CH,
N
07" CH,

OJ\Q

9 2-R T HEk 1-¥3K-1,2-= A1, 417845 [2, 3, 4- k] "fF-T-%
&% (0.248g, 0.68 mmol) f£ £.7K DMF (10 mL) P 693844 7 MmN 8% B 47
(0. 376g, 2.7 mmol). #2444 (0.101g, 0.68 mmol)fe 2M — W A ety
THF %% (0.68mL, 1.36 mmol). ¥ REWETETHIE 48 ok, &
B, ¥REVWAEKFLER S ER., APEMK (00 nL) 2% 3 K, A
AABRBRATREG KRS, HiTHEEELE (500l £K), LKA CHCL
ks BLA, B CHOH/CH.CLl,(95/5) b A, RELAALZTTH
EEAB ST, FF 0.020 g YN, N-=F R -2-[(1-%%-1, 2-
Z & [1,4]"84 (2,3, 4-jk]F-7T-RX) & A]-1-Z 8 ; wp 117-118
T,

'H NMR (CDC1;) & 2.82, 3.43,4.47, 4.60, 4.49, 6.45, 6.61,
6.94, 7.11, 7.32, 7.75.
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34 19
2-[(5-F R -1-(K-1,2-=&.[1,4)"%% 5 [2, 3, 4-jk]"F=-7-}) &
A]-1-tk

HyC- ' ‘/\/NH"’
0

B 2-[ (5-FRk-1-k%-1,2-=&[1, 4]°%% 5 (2, 8, 4—jk] F-T-
A)R ] T (0.66g, 1.86 mmol) f£ XK THF (120mL) F 6544 ¥ Jm
N5 BLBEBL S (0. 53mL, 5.6 mmol). @444 85C F imik 18
NE, BRESDABRBRT, EBEMATVTEREALZAASHRIELE. A
THREEN, BRATEG W), FRARL. ¥ELDEHRT
CH,Cl,/CH:0H (1:2 15 wL)¥. AKX %EE (2 nl), HFRESHE 65C
Thedh 1 e, FROMMAARERT, ABBAKERTF, 4
BKF CHCL M4 B. AWERKEE, AABRETER, k&%, #4147
& E A (70 g #8K), KA CH:0H/CH.Cl, (4:96) 4 A %BLAl, &
0.444 g (67%) W9 4r 4L 6% ;

IRGE#) 1593, 1576, 1487, 1448, 1335, 1313, 1261, 1162,
1138, 1129, 1022, 838, 779, 750, 702 cm*; 'H NMR (CDC1,) & 3. 30,
4.25, 4.46, 4.57, 5.48, 6.42, 6.59, 6.93, 7.15, 7.32, 7.883.
2 it FAE CouHoN,0,: C, 77.07; H, 6.19; N, 7.82; LRI&: C, 76.62;
H, 6.29; N, 7.68.

&) 27
4-ETH 1-]%-1,2-=&A[1, 41855 (2, 3, 4-jk]"F-7-HL &

W o1-FE-1,2-= &A1, 4]°8% 5 (2, 3, 4-jk] "F = -7- & (0. 5g,
1.66 mmol) /£ £.7K DMF (5 mL) ¥ &9 & 44 F m A5 & 47 (1. 15, 8.3
mmol) Fo 1-38—-4-§. T 5 (1.4g, 8.3 mmol). WFRESMWAE 85CTHAA
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ATh# 4D, RE, RREHAHFEER, WMAKGODL). #i'
CUHBESRBTY, RELEKRPLRA S &R, K8 E A K (50 nl)
ik, RERAAKBRBRA TR, L eRRERRE. B Ean
(50ml A f%), SLRMTIEM, FRATR/ =R TR 1:1) %MK, 7
5] 0.373 g (57%) #4744,

'H NMR (CDC1;) & 2.16, 3.58, 3.71,4.28, 4.50, 4.60, 5.52,
6.43, 6.62, 6.95, 7.16, 7.34, 7.84.

%34 20
N,N-Z T -N-{4-[(1-( K -1,2-= 4. [1, 4]°%% 5 [2, 3, 4 jk] vfF &~
T-R)EAIT R

o/\/\’N<\\
ewe
o\/K©
B 4-R TR XK1, 2-= & (1, 417855 (2, 3, 4-jk] " -T7-%
&% (0.36g, 0.9 mmol) £ &K DMF (10 mL) % #5384 ¥+ e A 8% 8 47
(0.63 g, 4.6 mmol). =Z A& (0. 48uL, 4.6 mmol) F=sk{b.44 (0. 135g,
0.9 mmol). IRAMWA S0C Ttk 20 00, REFRL WA EE
s, FFEKACEER S B, FeEERKEEHAGODL), REALK
REATR, LJEKR%. #T7H&# 42 (60nl 25K), KA 5%F 86
ZRATREREEBA, L8 0.127 g (33%) AR M.
IR(&4K) 2967, 2933, 1587, 1496, 1458, 1451, 1431, 1323,
1311, 1264, 1239, 1152, 1042, 790, 737 cm'. 'H NMR (CDCl:) &
1.11, 1.87, 1.99, 2.68, 4.24, 4.50, 4.60, 5.51, 6.42, 6.62, 6.94,

7.17, 7.34, 7.85; 5 # 3t F 14 CosHioN.0,: C, 78.47; H, 7.53; N, 6. 54;
LR4E: C, 78.27; H, 7.68; N, 6.47.

62



00810457. 3 P B 45 ZE55/611

&% 28
3-REE 1-(E-1,2-=&[1, 4]F% 5 [2, 3, 4-jk]"F= 7-FL &

f 1-F A1, 2-= 41, 41785 5t (2, 3, 4-5k]F=%-7-8% (0. 82 g,
2. 7mmol) /£ XK DMF (12 mL) ¥ ¢4 R4 F e A 1-32-3-5 A bt (1. 28g,
8. 1 mmol) Fo 5% BZ 47 (1. 12g, 8.1 mmol). K BRAWAE 80TC Fiuik 6 4
i, KRG, BREOVWAETETHES 1800, FHA& 80C THHF 6 I .
¥ Rb KA CHLCL, A 5B, HAMEMK (100 L) % 3 k. %
BAMWERLKREBRATHR, LER%., #4T7HEEL (60n] £K),
KA TE/CHLCL, (L:1)AEBLA, FE—MHBRy. BRHALFTERE
£ 32 (60ml /&), KM TH/CHLL, (60/40) 4B, £h 0.454 ¢
(44%) 83 F7 LS

IR(GZ#)1585, 1497, 1451, 1349, 1323, 1311, 1263, 1239,
1178, 1150, 1040, 790, 737, 718, 699cm™; 'H NMR (CDCl.) & 2. 44,
3.54, 3.90, 4.29, 4.39, 4.5, 4.6, 5.5, 6.4 6.65, 6.95, 7.16,
7.34, 7.79; % # it F {4 CHCINO,: C, 73.11; H, 5.34; N, 3.71;
Cl, 9.38. %#&{4: C, 70.92; H, 5.32; N, 3.55.

534 21
N,N-=ZE-N-{3-[ (1-% % -1,2-= & [1, 4]°%% 3 [2, 3, 4-jk] "F &k -
T-R)EA]RE E

7

A 3-RAE 1-¥%4-1,2-=&[1,4]°8% 5 (2, 3, 4-jk]F-T7-%
& (0.45g, 1.2 mmol) £X K DMF(10 L) P8I RE W F AT i K
(1. 2mL, 12 mmol) Femt{t.44 (0. 18g, 1.2 mmol) ¥ REeMAE 50CTF
it A, FRAY AR CHLCL ML 8. 2 &, FHIERLK (50
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mL) 6%, H MK (100 mL) k&, APER L KRRA TR, TEEK
%, #ATARKE & LA (60nl), KA CH,0H/CHC1,(3/97) 4 ZBLH,
23k 0.216 g (43%) 9478 A%.

IR G&4Kk) 2968, 1587, 1578, 1496, 1459, 1451, 1431, 1324,
1312, 1265, 1240, 1179, 1152, 791, 738cm™'; 'H NMR (CDC1;) & 1. 12,
2.18, 2.66, 2.85, 4.25, 4.4), 4.), 5.51, 6.4), 6.63, 6.94, 7. 16,
7.32, 7.86; 9 # 3t F 4L CxHoN.0, + 0.27 % H,0: C, 78.02; H, 7.30;
N, 6.74; S®{8: C, 77.41; H, 7.34; N, 6.70.

&4 29
-8 A (R -1-%4-1,2-=&[1,4]%4 5 [2, 3, 4-jk]*Feb-T- A &

& (IR)-1-% 3 -1,2- = & [1, 4178 3 [2, 3, 4-jk] »F = ~7- &
(3.67g, 12.19 mmol) £ DMF(90 mL) ¥ &4 RS- ¥ A A\ 2% B 47 (8. 4g,
60.9 mmol) # 1-3£-2-R L% (5. 0mL, 60.9 mmol). R4 M#E 85T
Tk 24 By, KRB, HREIE 95C, ik 4 bE. KAHKE
¥, ¥R EHFME 1.5 0. REXREGVWEKPLERSER. 45
B, WAMERK (00 nL) %, AMERLKEBRATIE, TEH
kg, BATAKRIEGELE, £ A TIR/CHCL, (60/40) 2B, 53] 2.4
g (54%) #y 4B EH.

IR(GZ#)1637, 1585, 1497, 1450, 1431, 1323, 1311, 1265,
1239, 1151, 1040, 790, 738, 718, 700 cm'. [a ]*,= -86°(c 0. 85,
—§ ¥k). 'H NMR (CDC1,) & 3.85, 4.02, 4.5, 4.6, 5.51, 6.45,
6.60, 6.96, 7.16, 7.34, 7.91; 4 # 3 FH 1L C.HCINO.: C, 72.62;
H, 4.99; N, 3.85; C1, 9.74; £&{4: C, 69.28; H, 4.95; N, 3.55.

&) 22

[2-{[AR)-1-% % -1,2-=&.[1, 4]*%4 5 [2, 3, 4-jk] *F-T- £ ] &,
KITHR)RAILE
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W 2-RCTE (R -1-(K-1,2-=4A[1, 4]°%% HF [2, 3, 4-jk]*F=%
~7-%BE /£ DMF (20 mL) ¥ 693244 F A #4644 (1. Og, 6.7 mmol).
47 (2.0g, 14.5 mmol) #» Z. B3 k& (0. 42mL, 7.0 mmol). R4
A 8C Tk 180K, RE, HFRAWEKF CHCLALE. 25,
HAHWERMKZERA (200 nL), AHERLKEBEA TR, SEE
K%, TR EELA® (60 nL), 28K A CH,0H/CH,C1,(2/98) #u K%,
K & R M CH;OH/CH,C1,/NH,OH (4/96/0. 1) e J5., Bt fT7 & & &5, 153
0.62 g (24%) &3 476,

IR(FZ#)1585, 1496, 1451, 1348, 1323, 1311, 1265, 1239,
1151, 1070, 1041, 790, 738, 718, 699 cm'. %K (KF): 0.73. [a]%,
=-78°(c 0.77, =& F4). 'HNMR (CDC1;) & 2. 97, 3.24, 3.71, 4. 33,
4.49, 4.60, 5.51, 6.44, 6.63, 6.95, 7.16, 7.33, 7.80; %-#it
F A CpHauN,05°0. 73 % H.0: C, 74.21; H, 6.23; N, 7.21; F@{&: C,
73.51; H, 6.47: N, 7.04.
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