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(S)-N- {3-[4- ({[2- (2, 3-—&¥HF=%kH-5-£) -1
- PRAZAICARAIFTR) -k -1-K]-3- AREE} THE
)i

N-[2- (2, 3- —&4c#p-5-%) - 1-FHAZE]-N-TX-
(1- PHsAke-4-2AFE) - &

19



99804532. 2 oM P FE11/88m

N-[2- (2, 3-—&4F-5-%) - 1-FRCZE]-N-AKX-
(1- PRBART -4-EFH) - &
N-[2- (3 3-=—¥&-2 3-—&XHf=%H-6-£) -1-7
EZE]-N-TH-[1- (Bok-4-FK) - %T-4- XAFE]E;
N-[2- (8, 3-—9¥4-2 3-—&XH*wh-6-%) -1-VF
EZEI-N-2h- (1- THBARE-4-ATH) B
N-[2- (4- PREFE) - 1-FRZEA]-N-ZE-[1- (=
PREBEE) - kw-4- A PRI
N-[2-(3-ZRFEFA)-1-FRAZE]-N-THE-[1-(=
PREZRL) - % -4- EFPEIE;
N-[2-(3-ZRFEFR)-1-FRZE]-N-TE-[1-(%
W-1-F&E) -kw-4- FFR]E;
N-[2-(4-ZRFEFE)-1-FRZE]-N-TE-[1-(%
R-1-BR) -k -4- APAE;
N-[2-(4-ZRFREAFEA)-1-FRZE]-N-THE-[1-(=
PREAZX) -kw-4- APH]E;
N-[2-(3-ZR,FEFE)-1-FERZE]-N-ZE-[1-(%
dh-4-FE) -%kw-4- AP E]E;
N-[2-(3-ZRFEXE)-1-FRZE]-N-THE-[1-(1,
2, 3, 4- W&, 5] RLK-1-BR) -skor-4- AT
N-[2- (3-8%%X) -1-FRZHE]-N-THE-[1- (%"~
1-84) — kg -4- A9 R,
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& Sons; New York, 1991, 1-40 % . X EAEMHA T EREALAKL
S —kF ik, TANREZERRTEIFAEFENRHARSL LH
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4o Hass # Riley FT# [4L 5 3% # (Chem. Reviews) 1943, 22,
406], f& Knoevenagel X Henry R E&H#TF, #iapeis 1| 5ARAR
BEE, TARNFEEELE 2. B¥ARXELH 2 BRABFE T
HFEE 3. AENEREH O ANEBE/LERWARH, XML
/B EACH /03 Kk,

EXEREBAEHTHASY 3 5% RCHO A E; RELBAH
RCOLEE, A FPLAZZAEALA, EHR; FEERENLEH
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EBL(@a) T, M TPl THiRLY 5 HE&. B4P 5 ALK
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E. &€ ERBAT ERFE XKRHAANE. Blde, Magid, A. F, £
MALF L E (J. Org. Chem.) 1996, 61, 3849-386 ¥E TH A= 8
SAMEMNBEALRNG 7, VAZ Borch, REFALBALFLL
A (J. An. Chem. Soc.) 1971, 93, 2897-2904 ¥AZ T 5 A4 H
SAHE A B R B F k.
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RTFEBHASERBEANERN GEFERTFANEN, B, —ER,
W Ea =k F.
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# Hillhouse, J. H. mE X454 % 1976, 498;F Szymonifka, M. J.
# Heck, J.V. w3 @4k (Tetrahedron Lett.) 1989, 2860-2872.
HEERESEEN (R FR. —8LEF) PRARRZLESR
AT AT,

LA TEETHAAE IFEREFHFEX If ooyl

A ]
AR T HETHEXN I 69 (L F R A -SONRR® X -
SO,NR® (CH,) ,COOR") #§ %5 —7 k. X EESHHKMEX Ig X Igite

4
N n—so,cl

v —SO,NRRE
R2 ' R2
NN N
EY(:‘/\/
R’ R3 R?

20 ig

R2 i N— SO,NA(CH,),COOR”
oY
R3

R\

|

34



99804532. 2 o P 2E26/881

BX Ja W5 RBRRE, BERAELINBHRE, FrEl
&% 29, AR B ERZCEFETRT. AEHRBEENOLER
Rz, Hlp_EFK. —LTRF.

oM 29 BlakI A rEBERR Ig bW, R B EBE =}
BALEAETRA. CEHREENOEERTHEEN W A%
W, —R/RYRF.

ki, BSYP 29 EEEBRRBETHEN IgheH. BAER
ERATRAREAENBAELT TOARERf. AENRAEEH AR
ERFRBEEMNLHE, Wa%kHF.

T SBETHARE JHERBELFMHHEX Ig XX Igitd
o B k.

#AE K
AR KMETHEX 1444 (XL F R H-S0,(CH,) ,NR°SO,R®, E.
REAE) 9% —F k. X—ePH4EX Ih s,

e]
f
R4 LS F
R ‘ N l?\/
N 0] N
Ta R D/\r >
== R? \ R3

R R
30

5

ELZEZEN R RFRI_LILET, X la bbPE55LF I 2
- KA BB RE B HF TH A B EAS P 30.

BEEBBENAFTET AW 30 5aBE HNSO,R® AR AFX
Ih o%. SEHREEMOCIEERTFREEMN, wakdi =T

A PR,
TG OB THAABRKAEREEHHEX ThiLe P

k.

wiE L
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AR LELATHEX 1459 (L R A-NRCOR®, H RCAHZA)
B%—FE., X—AHHEX 1jIEDH.

%2, (a)

R T __.E
Re r!/RS
ReCO-L RSCONH | Ji;
& 3
=N R
i3
% 4% (b)
RICOOH o T
Ii > =2
B2 (c)
HA
Ré
HN I
OzN 'L~W 2 mNﬁw
P S e
R\m RI R?
9 1
_9_ =
R¢ R
SCON SCONH
O e U e
v T T
9 ; 3
A : R :
9 n 4 !/
5
NG T
g’ + H — =
o}
17 -
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—g kg, X ILRAX IHEBRALASWERTARREE AMEHR
BEHBIERAENREHE.

EREZ(@F, ARARE PHRRESLH, #X 1i FEkbBit
FARCOLEETHAX 1A, AP LABELENA, HH2L.

B—F @, EBEOGF, X 1j RO TEBREMNAETEEX
1i A% 5 £ MATAY RCOOH #4177, A Pe@BEild N, V-5 -
Zeke (CDI), ZFRTE-HE_EEOCOX 1- (3-—FEREFL)
-3-CZHABR_TEHEEHERE EDC]). HRREERMA 1- BELEHF
EZRREMALETHA. GEGREENOIEERTAIEN, tovw
Sk, N, N- —FEAFERE.

F—7F @, EBRZC)F, ARAE A BEZ O HERBELH,
MAeed 9 kT XA VAKX ¢ed. REAMARE C
%2 (b) PTG E R EH, Wk 4ERR-4- TR ITREHE
X 1jfte9.

LA 108 THBLESA L FRRBEEFHHER 1] DS
$ Rk,

A M
KEMAZBTHEXN I 449 (E P R Y -NRCONR'R® & -
NRCCSNR'R®, H.REA K ) 9% —F k. X— A HWHFAEX Ikiésd.

%% (a)

S R8R7INCSNH- R4 P
)Ok( ) RSR7NCONH | \/O
N
L NR7R8
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RSR7NCSNH- Re RS
RER7NCONH | \/O‘*
; RENCO/RENCS N
I [
R'l
Tk
%% (c)
R4 /RS
H,NCONH | \/O
. KNCO N
Iax - _
Y

ERZ@T, ARAEF BXOALAEEMA, X L B
M5 RETBRE/BAREETREASGKIE B HFX Ik Lo,

A @, ERZO)F, AAAE F. BXC)TPHEHRESL
#, wX L XBEFRRE/FARREREAFX Iked.

A—Z @, EBEZR@E)F, ARAE F. BLW) PHREAYEES
ft, X I oW 5 RBE/RABRE (RRF/AARY) K%
BB MHEFX Ik e,

xaH 11 L THRBAE M AAEREFHHEX Ik AWk

Az N
RENBETHEX TS (L F R2A-NRSO,R®, B REAHL)
W F—F k. X—{EPHREX ILLeH.

R N
ROSO,NH 1'\/6
R9502'L N
Ii B A3

R'u

L

BRER#ZE 1. B&X CHERELFL, B3X i voHE58
BALH RSO,L (A ¥ LABXEE, HANZK) RE, THEXILAL
&9,

Lap 2B THAAENAERBEEAREX 11 oHei
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i 0

AAE ORE THE KL P R A-NRPSO,NR'R® B R A &M X T d%
N7k, B—HEPHEX Infts.

——

i
}_l

I

R# N~
REATNSO,NH | \/O
RER7NSO,-L ED/YN
. R3

BRAEE ] PHEAGREEM, X 1 XEAS0P 5884
RR'NSO,.L BB, EF LABZLEH, HANAK TRAHHX In 44
.

P 1I3LHETHRAAE O TERELEHHEX In LoWegk

A P
REPHAEATHEEFPRAINNRARFREEIPESX IL
LYty k. XA WHREX In b

R4 R?
(CHZ),N | \/C“‘
HCHO/HCOOH @/\‘/N
4 R3

Ii i
R‘u
In

AZRFPEMEMT, ¥4, £ Eschweiler—Clarke &4 F, 4
X Ii FEXGHETRATREE, TAHAX In i, Rk
X % 50- 120C F #A47.

LG 14 BB THARE P ERBEL4HEX In oYt
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— R XA

FERZARETERAZAGAIIANRBAZERAIRGSIAAR
PN G LB WA (Caufield, MP. BB E 525 %
(Pharmacol. Ther.) 1993, 58, 319-379). #ERTHKAAY TE
R AERE. FHEFTRETFRENIEST BREEZZH4A (Eglen
R.M. %, 3532 ¥4 (Pharmacol. Rev. 1996, 48, 531-565). H ik,
FEBTHRBEREN (ALAMRGEXLE) TATRFALIENEE
BERTAREYRE, ZBEREOHELSTHE. REREAEFTR
BREMGEDGRF/ERREERAXGERFEA.

AEXAREBTEAGEHERELROEIRERBESE,
BRER, BEXR, THEFHLBE, PESDS;, LAV DITEHR
R EAEARELRCEESIIERER (AL ERPERE. AR
FREAE) pEAREEALYE, KAPALEHTEFOFTRERLKE
HHREEAENER, RPN gEAL.

B, ATCBETHEFERTAEATERYETAREERHS
A, BaBRLLRARERTRATERCEERSHILE NG ZH
SHREEE, B THEIRTAEN T TEANZRZATREEFT T
FEEZH4A, BRRAKETRABALAS B TATHEFOENMEL
K#. FERBRRFPEIRENGTEFERS. BB, XAXHL
EHAETERBEFZZEER (HloRAENERRE) RERSFTA
T 7= B IL A K Fo BE R PUAR 5.
xe

AEXPREHUAFERTEELRN. SRSV HFIERTHKE
AR TR X R ELRXBRNE, ETRAXZREFHUAZERZHK
(m-m) ST EELAFLARHAFTHRRERN S, FERAERLEEA 16
. |

BRERBRXIATHAZLEARADANEEZBRT RN THB K S
ok 5 B EE, ARAARBEAZENYEIREREE, #
MAERLEHRS 17,
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@it ARBE TR R RS Y FE RN TGRS
MR SR EHER, HAARBRARZENSEEREREYE, #w
N A5 W L4 18.

LHEEhEEY

AXPOBEhastY, EFaELALAHNEGDRETEALER
MEBRE—FHREHTHERAEK, RREABEECEFF#/IAAGH
2.

— ki, KA HES KA LA EZMARGHNGETTE
SHLHEFXAEAAREHXER. SEGHNEAEFX 1- 500mng,
#FiEkFER 1-100mg, mAZXAFXK 1-30mg , XRETEHEE, %
BRAERGPERE. SETEGFEPATRERL. FALEY
R, 2HBRPANE,. SHMTRNGELE,. ARBXEF R
ERPLZE. HTHEIER BAXEERRGTLEBARLEH
FEERYE, ARERELI LAV FOATAERESHAZL
AEPRESBGETARE. -

AEXRREHBEAGHHAFANBXAR, ZLHANOEET R
(LEZ2FPETLH) . BB FA. BF. HHF. REAREHE
(GIEMA. HBRA. HA. A THEKRA) E2RLHGHBX, XA
EETARAARKAEZLHHELEHBX. RAKGLHEFXADRATHRIE
RARERERTAYHFAINEZ I REX.

AEPAEHE FRABBA. BEK. XBEAN-RTERARSED
BUEPF RGN E. HGHESHPELNETAEFTARAZTHFTR
Wy, AFRERRBERCERAESYIARS, MBEEMNETE
SEBRPEAGENELERESI RPN ETESESARLTERR
. HBHELSHTAAREAGEANE (FHehARALKE) .
FEANE, BN, L5 HN. IEMNpER., BFR. LK.
BA, RALBIREALEAGEANEX, RAFEHEAHLEE
HEHX. BRURERNS 1 EALFTERSRA LT ZHLA 0.01-100 £
ZEH MR ESEGREAEELEHE,
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AEXBHAHTRABRLEFHOBRANE., XLANEHELHEAR
TOAALTLSHIETHEALENERAY. THARKTAR
EAS ik, BABXANGEDHN. KM, LM, BEN. AEAN,
B, FTHHEEN. BARATAR—FXSHLTAAHEN,
FAkA. BEMN. BEMN. EFHN. BAHN. BEN. AAHBAX
OHMAGHR. B HmE, BAAEEBREHRESREG TR
Bk, atFAAN, ERASAESRALLALELLETHHEKL
BA, FEHBRIEHBEFRD. HAPREANERELSE 1- XY 0%
RS, EERAABKRYE, RIRE, Fo, B8 LB, R
B, W, ®H, UK, BEEKR, FEH44%E, BTEAHLEH,
K E8, TTRE. KE “4N” AEERLeohEEHEKGE
HHAHEGHF, IHRETERRS AR R LKA —REHK
OHFFHAE ERESEAGKE. £k, EOERENFEN.
EA. B, BREN, AN, BENAEANAES ORLH W EEA
A,

ELOURBHEHEACHR OERABXHMN, XOHLR. HBE.
B, KEE. KE®R, R AW T RN REHXHMN G B A
X, AR TAEA—BRERTAEABXHT, JETELLALA
I P AR, BALEABRBELRE, XAMEMAK. KERTETEK
PEBERRSFMALTGECH. AkA. BEARERAN 7S
% BRAESALBREI R RIARE. Wi, TEALEE. BT
AR FRARLENERNGRFIRBBEERESY, TAHFLR
%k BABIXHMNOEER, E5RFL%R FELRERASS
ATASAEECH. A%RMN. BEMN. £24H. AZf X KRAERAM.
SEF. AN, BENE.

AEXRUSHTARNREHELEBX (FeEfss, ik
EREXZEHRE), FAETURETRAGENGER, HAALE
HE. MRIBEVWASHNEEIZTHRLMNEBIAE. ks
SHTAZE &k, Bk, AL THESKEREN T ELE (F

42



99804532. 2 o 1 ZE34/88m

PARKRCLoBLER) ZEBX. BHEXFERESK HBEHN. 54
ZBEBEHNGEHOER 8. BL_5. Hbod (FHeilb) . f
TEHANE (HRLE), FETRCARANEEHN. B
A, LAHNXEFHN, BEMNF/ZS5EN. F—F &, EREALTA
HABIXBLS BABEARRATFERNBARALX, SNERLAN
S B de X8 LB A FESE.

HTFERAEGEHREE, AEAPHEDTRARKFN. EHNxE
FABK, XERHAAEELBHN. e, RENPENTRARAKRER &
BRREH, FAZE SEBNP/RBEN. M TR R HR
EREHN TR, FELEFESH —FREFAMN. BEHN. 5HH.
BFA, HRAAXEFEN. E4vEAFLLERAGHANGERN (£
CHELTARERBEAEBRTEARIZEZR FHERRS)
CELTHRER PR EXEERFTEAR T ERRS HG%
8, POELTELREEAAGERRYGK D E.

ARXPARSH TARFBRAENB AR, FLBUAREEE (b
FERFBRH B R T TROGRAY) , FEIH WYY REER
STHhP. RERBZHABIGBRBREDMAFTARIGEL R, A
¥ E 1.

AXARSHTARFARBELHHAN. Al LERRSFA
B Ot S RAEGRER. REX, FHN. BREAM. HIH. &%
ER e <N

AEXRRHEHTARMBEFALEHAN, AAFALEL, wFEF.
BREXRFETARERIXEFREBAET SE. HMNTARENE
XEMNEHALR. EERABERBAETHE—FHERT, TAHEE
LRELREACBREERIABFRAZAX—BY. ERFLHHBH
T, TRARF e EFHEHEAZHX—BH.

AXAREGH TRARALEFNLGEBX, FHRALH T-HRHE,
FEXIHBHOIEZALYE, LOYWAFTLARIEE, #li 5 #E
KREMBEEFL. BHEBEETALAGER LG X (FlEpiit) K7,
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ERESWEAESRANGMES B, HERNLRAK
(CFC), #l—fRATR, ZKATR, X -KORALK, AR
JECHEEAKE., AFAETALEERLSARBERAN LI HE. 5
wHETHHERES. F—F &, FERSETAATFHE X R4,
Bl W EZ SN EAR R LB, . ENiTEd R TE
UHERBELHERERRPVP) FHHAREY. BAEEFLEREA
HARREK. DRASHTAREN L ARBEERNRAARECESE
(blister pack) YW LM EHXALE, EE—FHEHT, BRTH
RAANBLA.

FE2W, ANETUALELESAEHNERALHERRS O HE
6, R e A B

HMNEAAEENEY, EEHHBXF, AATELALEEESE
BALSGEEMNT. 2EAMNBTRAAECEHNN, ZOEILAAMNE
HA, wEHEHN. KE. PRTFIEIEZEAGHN. £4, 24
MBTARLKE. BA. BEMN. ARHNELY, XA TRAALEIHE
e —Fp SR 6 &R K.

% E. W. Martin % %%, Mack ¥ #&2 3] (Easton, Pennsylvania) 1995
41k j% %5 € Remington: ¥ #F 5 £, (Remington: The Science and
Practice of Pharmacy) (% 19 J&) FALTHEECEEHHDEALR
EHA., T#HEH 15 FPHETLSEALPRESHGRIEGHHE A,

5 7451

HATHAGEBAAR I AR BERPEREALYN, 2AXPE Y
TFHHEHFLES. FEENRREAERZTEALXAREGRE, @
AR EHBES.

#HEp 1
AR ANEHEX TRED
A, 5- (2-WEBARL) -2, 3-—&XKHf%%$
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BHT, £4554A, % 5-8-2,3- —8¥%kF%k%(0g, 0.251
mol)Fr 1, 2- =R T (2.2 nl) A& k% (250 ml) F 695 & Z &
F)4£ )5 (7.5, 0.31 LE-F)egw s = (50 ml) BF&A. MHIHN,
BREFRLZREH 30C. ARSTAHFAFER, F—KhimA 3-8
-2-FEAK. BHEIRE, B 2% EBRKLRE, BAOYALK
BB, RXENERE 5- (2-FEEHEAREL) -2, 3-Z&FH=%4
MR (43.4 g, 99%). M 174.

B. 1- (2, 3-—&Fjf=%w-5-%) A-2-8

EFk/ A Fhd 5- (2- PAFGRE) -2, 3- 8%
ok (58g, 0.333 mol)Ft% (27 ml) £ =K FI% (450 nl) F= 7 B (150
ml) P e &, FBALEALAK 1.0 K. MmABMK (8 g, 0.24 mol),
BRREGWEER. TR HBANREY, RAXTERFIH—-HKkPY,
HmREES, FE1- (2, 3- —8¥kHf*%w-5-%)FK-2-8\ (32
g, 54%), bp. 1107C (120 mT).

F &5 2
WA AMREFEX 44

X 4 oA TEIRARLF E4%: Nichols ¥, EFHFE
& 1973, 16, 480-483; EFf{F £ & 1986, 29, 2009-2015; #E
FRhFLE 1991, 34, 1662-1668.

A (S,8)-N-[2- (2, 8- =& Fjkwh-5-%K) -1-FRTHK]
~1-FRATCARAEBE

BHT, £1- (2, 3-—&¥k}%%H-5-%) §-2-8(32g,
0. 18 mol) #93K (300 ml) EZ AMmA (S)-(-) - 1- XXE T K (17.5 nl,
0.136 mol), Bk 4 B, RE4HK, ZXEREHRY, FHik
RBHEET L8 (300 ml). A E4L 6 B A 4L (6 g), 50 psi
T EaiLRASY 24 Do, EBrRBEAN, AREERA 1LLOM RLATEE
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REAL, ERHANE, FREFHG, S)-N-[2- (2, 3-=4
¥k -5-%) - 1-FRCA]-1-FELKkERLE (26g), n.p.
1517C,

B. (S, S)-N-[2- (2, 3-—&¥5i%%-5-%) -1-F&2
E]-N-Thk- U-XETH) B

(S, S)-N-[2- (2, 8- —&¥HH=%Hh-5-%) -1-F&
LE]-1-(EXTE s (26g, 0.08 mol) £ =& Fit (300 ml) #
ZCEAL 5nl) PHESRARAZLBRELMEAIAHA (26 g, 0.123
mol). #H 5 945, WMATE (4.8 ml, 0.086 mol), HHEHFRAE
M 2 PR, A 5% HBRAKER (400 nl), FA-KFTREBLR
¥, RRXBEMNEFEGS, S)-N-[2- (2, 3-—&XHf=%wh-5-
E)-1-FRZHAI-N-ZE- (1-FXETH) BHERYP (23g, 91%),
M' 309.

(S)-N-[2- (2, 3-—&¥#%w-5-%) - 1-FELRAIL

C
&

(S, S)-N-[2- (2, 3-—&¥HF=%wm-5-%) -1-F&
ZE]-N-CTH- (1-FETHE) B (23g, 0.074mol) #= ¥ B £ (30 g,
0.48 mol) A& 10%4E—# (3.7 g) £ L% (300 nl) P RA&H B F A
2 hif, IEREY, RAEMNER—RED, HHEE 5% A84LAF
LEZ 58, AXABEVWAMFE(E) -N-[2- (2, 3-=—&FHf%4H
~5~-&) ~1-FECAITEHKSE (14 g, 92%), M 205.

HE&H 3
WA AR, A ARG H —F ik

A, [2- (I-FE-2-G-MA¥XRB )R LEERE
A9 RGonl) PRA 1- (3-#EFXHE) & - 2- 8 (1. 44g,
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8 mmol). 3Bk (0.42g, 8 mmol) =Tk (1.1 ml, 11 mmol).
HRRAWERARATEREH 30 04. RE—hMmA 2,55 (11.7
mmol) Z ZBAXMENH. ERAATEEEFARESY 18 I oHER
AN 0.4 R THEEBRE. REH—FHHA 18 I, BFEALBRHRR
BAY, 10% LAAAERE (B0 nl) %k, LAARETFRIAALATRE
B, FE—HmRY. FRHBRDETTH A IMASRLRERR
, —FmeBRELE BEAELGEK RKTFEAE[2- (1
-WHR-2- G-AMEEXEX) A ILeE B R (1.4g, 85%), m.p.
173-175C, M'H 208.

B. [2- (4-#%%) -1-viAzRAzEI8E

¥i1- (4-2%%) m-2-8M(5g 23.5mm0l). THHEKE 9
g, 0.23 mol))FHEAMEANSK (2.22 g, 0.035 mol) &£ F 5 (100 ml)
PR RS T 22CHHF 16 M. RERERSE, FHAREHE 1.0N
SAMNA Q25 n)F B (60 n)Z H 5B, TR (RKRRE) HR
EREAMA. FhRkBEhEnd iR/ oanegss, F3[02
-(4-£XE)-1-FERA]ILEEE N (3,8g 58%), m.p. 175-176
(o

C. (i, BEECHEHR 1- (4-2%FX) H-2-W\K 1- (3-
MEFRE) A-2- Bt AL eRER LK, FHBLGHEH
BAEF %, FIFTHX 44b4:

[2- (2-8FE) -1-FPRE]LEERYE, np 146T;

(D-[2-(4-FEX)-1-FECLE]REERE, n.p. 184-185
C;

B -[2-(3-ZRKFEAEXE) -1-FRAZAIREIERE, np.
180-181TC;

[2- (2, 3- =& ¥HF[1,4]=%%k-6-%) -1-FEZTHE]IR
B8, mp. 151 - 152TC.
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&P 4
i BATAMEX 1346
A 1- (RTEER) %k -4- 58

FI%EE - 4- & (10g, 0.08 mol) £ 3N £&4L4 (52 m1). K (48
ml) Fo =& 5% (100 ml) PEIERAMAN ZEE =R TE (18.6g, 0.085
mol) o &At4E (3. 4g, 0.084 mol). BAMEFTETHIF 16 Ir. it
BRAY, ERARREARL, ZmA S FREKR. AMEAR
BRETER REREEFIAGERAE 1- (RTEAERE) RE-4-%
B (17.7g, 99%).

B. 1- (RTEBEA)R®R-4- (N-FEE-N-FH) - P8k

A 1- (RTEEKE) keT -4~ %8 (17. 7g, 0.08 mol) ¥ =K
it (200ml)E &R AMAN, 0- —FEERERE (9. 2g, 0. 094 mol).
—FREE TR (12.17g, 0.094mol), —3FRTHE K =¥ (16.2 g, 0.079
mD%LWﬁiﬁﬁﬂﬂg,QMSmD,%%%EiﬁTﬁ#IG
DB, BRREN, RERFER, MERGHWAIEREREEES
&, A 40% LELE/SHREM, 558 1- (RTAEA) kT -4
- (N- P&HX-N-PH&) - Fsbredhkd (17. 51g, 82%), M'H 273.

C. 1- (RTAZER)R®-4- T8

0CTF, ¥&i4E4e (258, 0.066 mol) 5-#mE 1- (RTEE
A) ke -4- (N- FHRE-N-FHX) - PBE (7.0g, 0.026 mol)
B LK A2kl (50 m) AER A, BHERERESY 30 54, RER
KA T B (100 m1)F= 20% 474 8 (100 ml). Z&HH 30 54. &
BAVE, KERLBRR. SFANRRE, FREPERBRAMNE
B, K, 10%EBRAKESE ABRATERFEERSE, 3 1- (K
TEER) % -4- FRBEKY (50254, 92%) , MH=213.
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&G 5 |
iR B AT H &K 17 6%

A, 1-FPHBEART -4- BB TE
0CTF, ¥ FH8EK (28 nl, 0.36 mol) ¥ —F & (50 nl) K&k
FHEHmBRE - 4- BB LB (50g, 0.32 mol) fr =M (53 ml, 0. 38
mol) £ =R W (350 ml) PHERA. REBRASWT 0- 5CHH 3 s
B, PIAFE®RM2x 100 nl K#E%, TR (AXARRE) pREXKSE.
BAZER 100ml ZEEATH, SEKEF TR T2 1- FHEEA%R
- 4- RBR LB (68g, 90%), m.p. 91-92T.

B. 1- PHEA%RT-4- 75
AXHH5CTT, ¥ 1. MEA 48 4265w &% (200 ml, 0.2 mol)
BEME 1- PRERAKRST -4- BB & (68g, 0.29 mol) #vw3 &%
v (500 ml) FRA. R ERAWT 5- 10CHIF 15 54, FF mA 10nl
K, REXLRERSY. REX%ER, 3tmA 50% && - &5 (100 ml)
H., REFBRGGEEK, FREFS 1- PHRERT-4-7F
B% (46g, 82%), m.p. 96-97T.

C. 1-¥HmBAkwh-4- Y&

-60CTF, ¥ =¥ & (39nl1, 0.55 mol) #5 — &K F £ (300 ml) &
BERE MBI EBRK (22.7 nl, 0.264 mol) ¥ =K T (700 nl) K&
R. 10 346, BB WA 1- PrAst Ak - 4- V5 (46g, 0.238 mol)
R T (500ml) &%k, £~60C 44 30 54, MAZTE (167nl).
BREXEHRRESY, REPLH R LB LE (1.2 L)FK (200 nl) 2
A, T8 (AXARE) FREXREAWM. BEHVALKRLE/TR
LS, FH 1- PHBEERT -4- P# (34 g), m.p. 97C.

D. X, BB LBLEH SAMETZ, ALCBRIABTRTHEL,
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HETHX 17 4eH:
1- ("Bok-4-ZR) kg - 4- P&, n.p. 78-79C; #
1- (FROHEBEL) kT -4- ¥8&, M 223,

LH 1

oA CHAHEX la b

-2 (a)

1A. N-[2- (4-FE&EFXRX) - 1-FHTZE]-N-CE- (%%
-4-XFR) LB A FKEH

B N-[2- (4- FEAXE) - 1-FECAILEERE (2. 0g,
8.71 mol)FegE B4 (3.2 g, 30 mol) £ F 3k (75 ml) #=7K (50 ml) J &9
BAPNZFE RN 1- FEEERRT - 4- HEK (2.67g, 9.5 mmol)
BFPR(25nl)E&E. 2CHIFR B RS 16 8. RE M LB L& (100
nl) HBERRASY, TR (AKARE) FREREANM. REHE
Aakfc bk & 54, A 30% LB LE/ SRR, AWK N- [2
- (4-FEEFE) -1-FERCE]-N-TE-[1- (FEEER)
et - 4- EBE KR (3. 5g, 95%); M'H 439.

A 50 p.s.i. F, F 22C&4 N-[2- (4- PEEER) -1-
PEZEI-N-ZE-[1-(FEEFHE)- ke - 4- AEE]E Q. 5g,
8.3 mmol)#= 10% 48— (0. 7g) &£ L. % (40 ml) P H9R4AH 2.5 .
BRBAR, RERFEERFHRK N-[2- (4- FEREXE) -1
_WRAZA]-N- A - (Ror-4- ABA) B 11g 84%), WH
305.

ek B R A4 42 (30 mmol) M9 W Sk (120 ml) k. EHm
AN-[2- (4-FEREFER) -1-FHAZHA]-N-TF- (R=R-4
- A BE) B (7.8g, 25.6 mmol) & vI &=k vh (40 ml) HER. 30 54+,
F 2ChAdEX. SEBEY, RERBEEREFEN-[2- (4-
PEAEFRE) -1-FHRCE]-N-CTH- (Rm-4-XFX) K,
A EREBIXMNLE TS EH3 LEALHY (7.0g, 75%), m.p.
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144 - 146C, M'H 405.

1B. R, B LI&EEas IAMEFE, AS)-N-[2- (4-F
FAXE) -1-FRCAICEREBREFRAN-[2- (4- FEAFER)
~1-PRZAIZEERE, HF () -N-[2- (4-FRAXL) -
1-PAZE]I-N-CTH- (R -4-E2FH) &, MWH 291

#42 (b)
1C. ()-N-[2- (2, 3- —&¥H%w-5-%) -1-FHTHE]
~N-CZH- (hw-4-KEFH) - K&

M -N-[2- (2, 3- —&FH%Hm-5-%) - 1-FETHE]
Lk (2.38g, 11.6mmol)fo 1 - (|TEZEE) %o - 4- FEE (2. 47g,
11.6 mmol) £ = F 5 (20 ml) ¥ 645 & WA = LB A KM S A
(3.67g, 17.4 mmol). ERR L RAY 16 I H. BREBREZEHN, ¥
REY R L FTRERBRIARPERZE. AIERKEE,
BB TRABERS, ERGHEIRKR kR E#Z5%L, #£A 30
% LRLE/TREM. &HELRYy, REEHRABK(S) -N-[2-
(2, 3-—&¥Hs%kw-5-%) -1-FECZE]-N-THE-[1- (R
TEER) kot -4- AFHR] - B (3.78g, 82%), M'H 403.

B -N-[2- (2, 3-=_&¥XHf=%m-5-%) -1-FRTHE]
~N-CE-[1- (BRTEEE) kw-4- KX FH] -8B 3.78 9.4
mmol) ¥ A 20% =R LB K FREZ (50 nl). ZEREHAHE
RADE, REAERS, FRAGHE-LTRF IN LELALR
HE., KERAWE, RBRIFTR, RELEFAHKRG) -N-[2- (2
3- & ¥k -5-%) -1-FRZE]-N-TE- (RE-4-
AFR) B (2.52g, 85%), M'H 303.

LA 2
R DR HEX ILafSPh —F ik

51



99804532. 2 oo 4 ZE43/88m

2. N-[2- (4-F&REAFE) -1-FHAZE]-N-"E-[1- (K
TEZEE) R -4-AF4 - & |

HFREMEAH (1.07g, 17 mool). 4-REAFE-1- (RTEA
# A )%koE (3.0g, 14.3mol) w1 - (4- FEEERE)H - 2- 8 (2. 35g,
14.31 mmol) £ W& (50 ml) P95 & T 22CHHF 17 b, BEKRSE
RS Y, BREHWELRLEPKZAS R, TB (LKEARE)
AW, BERBEFEHK N-[2- (4- FPEEAEE) -1-F4
CHEI-[1- (RTEZEE) ko -4-HLPHE] - B (4.28g, 82%); #
Bk 3%, mp. 198-199C (VP& /Z#& ), MH 391.

¥ N-[2- (4-FEEFRE) -1-FRZE]-[1- (RTEE
) v - 4- X PRIE(0.87g, 2. 4mmol). BE (0.2 ml, 2.5 mmol)
Fo = LBLE I A4S (0. 763g, 3.6 mmol) £ 1, 2- =R LK (25 ml)
THREAMT 22CHFE 16 I b, REXRENREASY, FREGYHH
B.2| 100ml Z& A 25m]1 10%XBAKERAN. TR (LKARE) F
KuAAE, SmiBid 230-400 B Ak ek & E ki, A 10% L&
LE/LREH. BEXRESEHSESH, B N-[2- (4-FEEXE
X)) -1-PREZEI-N-"E-[1- (RTEBRL) w-4-4¥
K- BFK¥ (.93 g, 95%), MH 405,

2B. (¥, BEREGIHES 20 LGk, BLBERREAR, HE
N-[2- (4-FEEFR) -1-9RZHA]-N-TE-[1- (RTE
BE) k- 4- AFHE.

Ep 3

PAEZEEHEX IbieY

2% (a)

3A. N-[2- (4-f¥X) -1-FEZEI-N-ZXE-[1- (K&

SEE) R -4- KPR —FPRE-L-BoBEFREY
BWH N-[2- (4-FXE) -1-FRZEILE (.58, 2.76
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mmol). 1- (ZFRETEEX) vkt - 4- F& (0. 616g, 2.76 mmol)fr =
LR EMEAH (0.88g, 4.15 mmol) £ 1, 2- =K T (20 ml) ¥
#RAd 16 M. REXREHMAER, BREHLSRE 1.ON 284
(20 n)F LB TE (50 nl)ZH. T8 (RKERE) FRERSE
AhdE., FHRA_RKTRA - L- BoREBX LRV RE, FREH
N-[2- (4- REX) -1-FEZHA]I-N-TE-[1- (FTEzd)
et -4-RAPRIE —XPBA-L- BeBAFKE (1.9g, 92%),
m.p. 121-123TC.

3B. Xk, BEREGEEM A HEF R, REEX 4 B ENR
N-[2- (4- RER) - 1-FHZAILE, FaEALeX 234
SHBER1- (FIREX) % -4- &, HFTHAKX Ib b9

N-[2- (3-X&EXE) ~1-FHRCHEA]-N-THE-[1- (x
CRERE) ke -4- AFRIEERE, MWH 463;

N-[2- (4- FPEEEE) -1-PRACHE]-N-THE-[1- (3%
CRER) kR -4-AFR]IEERE, WH 429;

N-[2- (3, 4-=—f¥¥X) -1-FRCZE]-N-THE-[1- (3K
CHRER) AR -4-RAFPRIER-_FXTEE-L- BoBRIEFKED,
MH 439;

N-[2- (3-&¥XHX) -1-FECZE]I-N-CX-[1- (RTK
BE)RR-4-AFRIBR_EATBREA-L-BERIEFKEH, WH
405;

N-[2-(4-=ZRfFEEL)-1-FRTE]I-N-TX-[1-(x
CREL) RT-4-ATFRIE-_XTFBREA-L- BoREFKRED,
MH 439;

N-[2- (2, 3- —&%3#[1,4]=8%-6-%) -1- FLTH]
-N-ZHA-[1- (FEREE)%RR-4- X FR]IEERE, MH429;

N-[2- (4- PEEXRE) -1-FRAZEA]-N-TE-[1- (5
d-4-BR) R -4-EFR]IE_EXTSRE-L-BEREFKS
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%, MH 404;

N-{2-[4- (2, 2, 2-ZRCAE) FX]-1-FETHE}-N
-AmE-[1- (FERBEE) R -4-XFRIBE_KTPHBE-L- B
EBREFKEY, MH 483

N-{2-[4- (2, 2, 2-ZRTEXR) EXA]-1-FETH)}-N
~ZE-[1- (FRERBEA) KT -4-AFPRIBE_XTPBE-L- B
EBEFKEH, MWH 483;

N-[2- (4-FKEAFXH) - 1-FRZA]I-N-ZHE-[1- (3
THRER) R -4-RAFERIE_XFBREA-L-BoRIEFKED,
MH 463;

N-[2- (2, 3- —&¥#[1,4]=8%-6-%) - 1- FAZHE]
-N-CZE-[1- (Bs-4-FA) kw-4- A7R LKL, WH
432;

N-[2-(3-=Z=RKFEEX)-1-FRZE]-N-ZE-[1-(%
dh-4-FR) RR-4-RAFEIEERE, WH 442

N-[2- (3-8FX#A) - 1-FRAZE]-N-TH-[1- (G-
4A-BE) ko -4-RAVRIBEHRE, WH 408;

N-[2-(3-8¥(A)-1-FRAZEAI-N-FRR/EPE-[1- (5
dh-4-FE) R -4- KPR IEERE, MH 434

N-[2- (3-AEFXRE) -1- FRAZE]-N-&/E-[1- (B%
—4-EE) RR-4-BAFRIEERSE, MH 419

N-[2- (3-8EAXHE) -1- FERZE]-N-&E-[1- (B
~4-FR)RR-4-EAFRIER_ERE, MH 403;

N-[2-(3-=ZRFEEXER)-1-FRZEAI-N-&E-[1-(F
dh-4-FER) ko -4- AP RImERE, MH 456;

N-[2- (2, 3-—&¥%H=*wh-6-X) -1-FPRCHA]-N-C
E2-[1- (Bok-4-FX) T -4-EFR]IERE, MH 416;

N-[2- (2, 3-—&¥#f%-6-%) -1-FELA]I-N-&
E-[1- (Bok-4-81) or -4- APAIBE&E, MH 430;
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N-[2- (2, 3-—&X%#f=%d-5-%) -1-FHAZE]I-N-T
E-[1- (Bk-4-FE) ww-4-EAFX]1BERE, WH 416;

($-N-[2- (2, 3-—&G¥HHs%kwh-5-K) -1-FRTHE]-
N-ZHi~-[1- (Bgk-4-FH) kZ-4- KPR IR, [al,®
+15° (¢ 1.0 CHCL,), M'H 416;

N-[2- (2, 3-—&¥Hfs%wh-5-%) -1-FRERZE]-N-&
F-[1- (Bgk-4-FE) ww-4- AP X ImERLE, WH 429

N-[2- (3-&&K-4H- (5[1,4]="8%-6-%) - 1-F&
ZEI-N-A"E-[1- (Bk-4-FHR)%kw - 4- AR I mdn ¥,
MH 459;

N-[2- (4-AEXE) -1- FRZE]-N-®"E-[1- (D%
—4-BR) kw-4- A FEIE, MH 433;

() -N-[2- (3-#AAER) -1-FRZE]-N-ZE-[1-
(Gok-4-FE) kg -4- AP X]IBERE, WH 419;

N-[2- (3, 3-=—¥%-2, 3-_&XHF%kw-6-%X) -1-F
RCEI-N-TE-[1- (B-4-FH) %w-4-EAFE kiR
#, mp. 203-204C; #

(9 -N-[2- (2, 2-=—F¥%-2, 3-=aFf%w-5-%) -
1-FECE]I-N-CTE-[1- (Bok-4-FE) hw-4-XFH]
BB 3, MH 444.

%% (b)
3. N-[2- (4-FEAFHA)-1-PEZHEAI-N-ZE-[1- (3
CRER) RR-4-AFRA K —-HN-FEIBRE-L-BokH
Kewm

BEHE N-[2- (4- PEEER) -1- FAZA]-N-T4
-[1- (RTAZEE) - -4- AFHE]1E (0.28g, 0.72 mmol) &
ZHRZBRGo)ER.AGYE 10%H#BRAKER (1501), FX (10nl)
AR RTHEHEBR (0.134 nl, 1.0 mmol) R4~ RAWAE 22CRE 15
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MRERCRTE (25 n)ER, TR (EKARE) FREREAMN
M. A= - -FETBREA-L-BEREAEXS B %, 73 N- [2
- (4- FREXK) - 1-FEZE]I-N-CTHE-[1- (rxTREEL)
X -4-EPRIE —-A-FEFRE-L-BEREKSY
(0.29g, 51%), m.p. 119-120C, M'H 401.

3D. (-N-[2- (4-FEIEEE) - 1-FELE]-N-TE-[1
- (RerBEA)kw-4-AFE EEgHE

F)-N-[2- (4-FEREEE) - 1-FRTZE]-N-TE-
(vkve - 4- X F3) B (1. 54g, 5.3 mmol) F=2X 844 (1. 6g, 15 mmol)
AP (50 nl)FeK (30 nl) FHRAH A MAIRTHKELK (0. 74 ml,
5.5 mmol)., 16 MG, BMLERCE (100 n) RRE ERAY, TB
(RAXRBE) FREXFEAWM. REBREHBIANTLRLE/LRYT
2EFW, FHG)-N-[2- (4- PREAXRE) -1- PRZE]-N
-zEA-[1-(FEerBEEIRR -4- AP R]IBE&E (1. 25g, 54%),
m.p. 159-160T.

3E. EMd, HBLE&E LA D AEFE, BEEX lattsHHER
(S)-N-[2- (4- PEAXR) - 1-FECTHA]I-N-TE- (%%
-4-AFPR) B, FELALBLCERARTNKFRTEEBRR, HFT
7| X Ib b9

N-[2- (4- PREXRE) -1-FRZE]-N-ZE- (1-#%
TEART -4-AFR) BoX9BA-L-BoBEKXEY, no.
119-120C (Z#&);

N-[2- (4- FPEEXE) -1-FHECE]-N-THE-[1- (3
BEEA)RT-4-AFPABE_f(T9RA-L-BHoBIFKoW,
m.p. 121-123C (Z&);

N-[2- (4-FEEFER) -1-FRZE]-N-CE-[1- (w
bl -4-BR) -k w-4-AFRIBE_EXTSRE-L-Bo®kH

56



99804532. 2 o 15 2E48/88m

¥ K4, n.p. 116-118T (Z#&);

N-[2- (4- PREER) - 1-FACE]-N-C&- (1- 2
Ak -4-APR) B AVEBA-L-BeBEFKEY, np
114-115C (Z.#);

N-[2- (4-FREFRE) -1-FRZE]-N-CTE-[1- (=
FPERER) R -4-REFERIBR_EXT8A-L-Bogi Lo,
M'H 485;

N-[2-(3-ZfFEAFERE)-1-FEZE]-N-TE-[1- (3
CEEA) R -A-AFA I BE_SAF8RE-L-BoBiked, MH
439;

N-[2- (2, 3- —&¥%5#[1,4]="8%-6-%) -1-FHATH]
“N-ZEA-[1- (WERH-4-FHX) kg -4-APR I ERHE,
MH 431;

N-[2- (2, 3- Z&FHF[1,4]=8Fk-6-%) -1- FRTKE]
-N-ZE-[1- (WE®H-4-FHE) R - 4-AFPEIE-_XV7
BE-L-BoBRIEAKESY, WH 431;

N-[2-(3-=ZRFPEEE)-1-FEACE]-N-CTHE-[1-(w
Sl - 4-FEE) X -4- APRIBE&E, WH 441

N-[2- (3-REHX) -1-FHRCZA]-N-ZX-[1- (m&%
H-A-BERE)RT-4-AVPRIBRERE, MH 407

N~[2- (2, 3-Z&X#f%d-6-%) - 1-FETLHEA]-N-3K
REAFTEA-[1- (wERwH-4-ZER) e -4-RAPRIEESE,
M'H 442;

~[2- (2, 3-—&¥kHf%H-5-%) - 1-FHETE]-N-%x
AEFTE-[1- (wamwh-4-FA) kw-4-ATPR I8 H,
MH 442;

N-[2- (4-AEFKE) -1- FTRAZE]-N-A"E-[1- (KT
SERX) k- 4-AFRIERE, MH 420;

N-[2- (4-AXEXE) -1- FRZE]-N-FE-[1- (%=

57



99804532. 2 o 4 3E49/881

—4-FE) kR -4-ETRIE-E&E, WH 431

N-[2- (4-AEFRE) -1-FRCE]-N-F/E-[1- (1~
ZRCUEERT -4-BR)w -4-EFRIBm_E 8%, MH 527T;

N-[2- (2, 3-—&XH=%-5-%) -1-FRLA]-N-T
EA-l1- (2-8X-1-(EBE )% -4-AFRIB=RL8H,
MH 451;

N-{2-[3- (4-RTEAXEEEEKE) XA]-1-FELR} -
N-Fm&k-[1- (4- PHmAFRRABERE) kR -4-EAFRIRE&E,
M'H 632;

N-{(2-[3- (4-RTEFEEEEE) FX]-1-FRTLE} -
N-"E-[1- (= -2-BE) )T -4-APEIB=RT&#E, WH
544;

N-{2-[8- (4-BRTEAXEZERE) £E]-1-FECH] -
N-&%-[1- (CZERA-BE) R -4-XFR]IBR=RT®HE, W1
550;

N-{2-[8- (4-®TEFEEERL) FE]-1-FRLE) -
N-AmE-[1- (R -4-FX)%R-4-AFXI=RKe&E, Wi
555;

N-{2-[3- (4-®TEAFEEAEERKE) FX]-1-FHLE) -
N-FE-[1- (RTEAEE) %R -4-AFR]IE=RTL&HE, WH
534;

N-{2-[8- (4-®TAFEEEKL) FE]-1-FRLE} -
N-AE-[1- (FTLAZEEX) RR-4-AFERIKR=ZRKTHEHE, IH
560; |

N-{2-[3- (4-RTHAFEAZERE) £E]-1-FHATHE} -
N-RE-[1- (R -3-FR)RTE-4- AV A BR=ZALERE, W'H
555;

N-{2-[3- (4-RTEEAZEEE) ¥E]-1-FRTH] -
N-FRE-[1-ZBART-4-AFR)ER=ZRATLERE, WH 492;
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N- (2-[3- (4-RTEAFEEZEER) FX]-1-FRTE} -
N-FE-[1-(ZABR)I)%-4-AFRIBR=ZRL&RE, WH506;

N-(2-[3- (4-BTEXEZERE) FX]-1-FETHE} -
N-&"E-[1- (2- FREEAZE)RR-4-EAFERIR=RTL&RE,
M'H 568;

N- {2-[3- (4-BTEFXEEERE) FX]-1-FATE} -
N-FR-[1- (FTABEE) T -4-XFR]IK=HATEHE, WH
532;

N-{2-[3- (4-®TEFEAFARE) XE]-1-FRTE} -
N-FE-[1- (4-fAEEBE) %R -4-AFR]IBE=RATEA,
MH 579;

N- (2-[3- (4-®RTAFAZFAKE) $A]-1-FRTH} -
N-dmE-[1- (FTEABR) % -4-AFRIE=RTLRHE, WH
534; #a

N-{2-[3- (4-RTAFEEZERE) FE]-1-FRTHE} -
N-&E-[1- (F8-5-FA) %R -4-AFR]B=RALRE,
M'H 545.

LHH 4

TR EX Ic b

B2 (a)

4. N-[2- (A-FEAFA) -1-FRATCA]I-N-TE-[1- (%

R -1-BA) R -4-AFR G —FXFEA-I-BoBREKSH
B OMAA/FE (2.0 nl, 4 mnol) £ L% (20 ml) HERAMRAN

~[2- (4-FEEER) - 1-FRACE]-N-THE- (RR-4-%

®E) B (0.23g , 0.79 mmol)#) L% (30 ml) & &, 30 545, ik

KEREY, AETHRBH N-[2- (4-FAEAFRE) -1-FHL

E1-N-zA-(1- &ZAgew-4- AFE)RER A (0. 238g, 77%),

m.p. 144 — 145T.
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M N-[2- (4-FAREXE) - 1-FRAZHEA]-N-TE- (1--
KEERE - 4-2FE) B (0.1g, 0.257 mmol) 85 % (10 m1)
BFRARARERE (0.1 nl, 1.2 mmol). BAHT 22CTHE 15
. REFRSHE 10% HBRAKER (10 nl)—BEE, F8 (£
KABRE) FREREANMN. REYBIRKEEEEELEL,
RUBRTERF. A—EXFBREA-L-BoBRABINLETLBEL
, FFE N-[2- (4-FREAEXE) -1-FRZAI-N-2Z£-[1
- (R -1-BE) R -4- A PR —XVRA-L-Bem s
K44 (0.087 g, 45%), m.p. 110-112C.

4B. EMb, BREIB LA AR FE, ALEX laROVWER
N-[2- (4- PERAXHE) -1-FRZEA]-N-CTH- (gow-4-
ATR) Bt n A EERRER, HRATHAX Ic RAY:

(S)-N-[2- (4-FEEER) -1-FRZA]-N-2Z£-[1
- (3-FZEMER-1-FE) RX-4- 2 PR —E 7ot -1-
BABEKESY, np 101-102T;

N-[2- (4- FREFRE) - 1-FECHE]-N-ZH-[1- (4
"RTRABERARE-1-BR) R -4-RFA I — X FP8A-L-5
AR EKEY, n.op. 108-109C, M*'H 503;

N-[2- (3-ZRFEAXHA) -1-FRZHA]-N-TA-[1- (2
"EFERR-1-ZR) R -4- AFEAIBESRL, WH 470, F

()-N-[2- (3-&FE) -1-FRZHE]-N-TH-[1- (%t
WA -1-FE) ke -4- RPRImEsE, WH 392

%%, (b)
4C. N-[2- (4-FEAEXE) -1-FRZEA]I-N-CHA-[1- (=
FAXAERRE) R -4- R Fh I P8 EA- - Hemiri
e

¥ N-[2- (4-FRAEERE) -1-FACZA]-N-TE- (%
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w-4-RAFR)BEEHE (0.205g, 0. 564 mmol). =Z B (0.5ml, 3.6
mmol) Fe = A A KL FE K (0. 115g, 0.7 mmol) £ =K F I (25 ml)
PRIEET 22CHHA 156 M. REFBRERGEERIANERGH L&
3 5% BRBRAKERFLEA. TR (RKXRRE) FXREANA,
FENFHERECA—KTRE-L-Beskd, 83 N-[2- (4
- PEAER) -1-FRLA]-N-CTE-[1-(—FFEEEZR)
et - 4- AP EE —XVBE-L-BeBREF A% (0.3 g, 69%),
mp. 105-106T.

4D. Ek, BB E&GELEM CHEF ], BEEX la o BHER
N-[2- (4- FREFE) - 1- FECHE]-N-THE- (%% -4-
AFR) B, FAE2BALCERETRIAEFR-FARAREATERSL,

HEFTHAKX Ic ot

N-[2- (4-FAEFERE) -1-FRZE]-N-THEA-[1- (=
FTREEE) R -4-BAPRAImEsmE, MH 362

N-[2- (4- FEAER) -1-FRTZHA]-N-THEA-[1- (=
FTREEE) RR-4-2FA B —RX78E-L-BeRmEFAS
¥, M'H 362;

N-[2- (4- FREXE) -1-FAZE]-N-2&- (1-&
Bk -4-RAFR) B —XP8E-L-Bo&#, np 106-107
T, M'H 347;

N-[2- (4-FEEFE) - 1-FPHETCE]I-N-THE-[1- (£
ARREEE) "R -4-AFEIK; np 123-124C; |

N-[2-(3-=ZRFEER)-1-FHAZE]-N-ZHEA-[1-(=
FTRAEARE) RR-4-AFRE ]k —X98E-L-Ba&%d, WH
400;

N-[2- (4-FEEFXHK) -1-FRZE]-N-ZE-[1- (=
LHAEEEE) R -4-AFR]EERE, np 68-70T;

N-[2- (2,3-—& % #[1,4]=8k-6-4) - 1-FHLE]
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“N-ZE-[1- (ZCAREBEX) - 4- AR B8 E, wH
418;

N-[2- (2, 3- —&¥5#[1,4] =Bk -6-4) -1-FLZE]
“N-ZEA-[1- (Z=PEEBE) ww-4- A9 mE8 %, WH
390;

N-1{2-[4- (2, 2, 2-=ZRTEHX) XE]-1-FHATZHA)}-N
~RE-[I- (ZFE&EABE) R -4- A PR 2784 - L
-BERE, WH 444;

N-{2-[4- (2, 2, 2-=ZRCERX) XA]-1-FHATCHEA)-N
—CE-[1- (ZFREARRE) e -4-AFE Ik —XFstd-L
-BAKE, WH 430;

N-[2- (4-FEEER) - 1-FHRCE]-N-FE-[1- (=
FREKE) kT -4-EAFPH 1 —X78X-L-B568%%, np
109-110C;

N-[2-(3-=ZfFEFER)-1-FRZA]-N-ZE-[1-(%
W-1-BEAE) T -4- ATPRIBERE, MH 440;

N-[2-(3-ZRFEEX)-1-FECZE]I-N-TE-[1-(%
R-1-BER) RR-4-APAE Ik —X78A-L-Be3, Il
440;

N-[2- (3-&FHER) -1-FHAZA]I-N-ZE-[1- (=
FREZE) kR -4-EAFEx]1 —X7@A-L-Bo®E, WH
366;

N-[2-(4-=Z=RPEFEE)-1-FECTE]-N-TE-[1-(%
R-1-BEE) kw-4-EPA I —XFsA-L-Bs8#E, WH
440;
CON-[2-(4-ZRTFEEE)-1-FRZA]-N-CA-[1-(=
FTRAEE) RR-4-EFRX 1k —X9%A-L-Bo8&%E, WH
400;

N-[2- (4- PREXE) -1-FECZA]-N-TE-[1- (&
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TEREAERL) k- 4- 2 FEX]E, np. 96-97C;

N-[2-(3-=ZRKFPEEE)-1-FRZE]-N-ZH-[1-(w
R-3- FERKEERE) hmw-4-EFRIm—&8 i, WH 463;

N-[2-(3-ZR FPEFE)-1-FRTE]-N-TE-[1-(1,
2, 3, 4-wWA[L]=KEE-1-EZE) Rt -4-APHIBR_%8
3, M'H 486;

N-[2- (3-K%EE) - 1-FRAZEA]-N-TE-[1- (%=%-
1-EE) R -4-APR]kERE, MH 406;

N-[2-(3-=RFEAFR)-1-FREZHA]I-N-TZE-[1-(1,
2, 3, 4-wWAEdk-1-FE) kw-4-EPHIEA&E, MH 488;

N-[2-(3-ZRPEEX)-1-PECTE]I-N-ZE-[1-(3,
4- Z Sk - 2H- FXHF[1,4]°8% - 4- X)) R -4- AP Ak
BR3&, MH 490; #

N-[2- (3-=ZRFEAERX) -1-FRZHA]-N-THE-[1- (2
-PEBEART-1-BE) k- 4- AP EIBEE L, WH 498;

N-{2-[8- (4-®WTHAFXEERERE) ¥A]-1-FEACLH] -
N-RE-[1- (4-FHRKE-1-FE) R -4-EAFR]IB_4K
#, mp. 182-183C, MH 576;

N-{2-[8- (4-RTEFEZEEKE) XX]-1-FHTHE) -
N-&E-[1- (ASk-4-FX )R -4-XPEBERE, np.
137-138C, M'H 579;

N-{2-[8- (4-&TEFEEEERE) XX]-1-FHTH) -
N-FBEA-[1-(ZCEEEABE RT -4- AP XK=&, WH
549;

N-{2-[3- (4-RTEAFEAZEAKE) ¥A]-1-FRTH) -
N-AE-[1- (ZFREERL) T -4-AFRIBR=KTL®HE, WH
521;

N-{2-[8- (4-&RTHEFEZEARE) XX]-1-FRTE)-
N-RE-[I- (ZFREKEEL )RR -4-ATR]IE=RALRE,
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M'H 577; %o

N-{2-[3- (4-®THEEEABEEE) FA]-1-FRTHA} -
N-FE-[1- (REAREBE) % -4- AP X R=RKT&E, I'H
569.

%% (c)
4E. N-[2- (4-FEEAFE) -1-FHACE]I-N-CTHX-[1-(¥F
FEZR) R -4-EFEE

B N-[2- (4-FEAEERE) - 1-FHEZE]-N-TE- (%
T -4- R FE) B (0.23g, 0.79 mmol) #5 Z% (10 ml) E &R A AR
£ B F8 (0.2 nl, 3.4 mmol). f 22CR B 1.0 I BJE, BREREN
HARNER, RYYALR/CRELE, 728 N-[2- (4- FAE
¥£) -1-FRCAI-N-CZHE-[1- (FEREREEE) %" -4-
A WA B (0.249g, 91%), m.p. 97-98T.

AF. X, #BIL& A 4 kT E, RAEEX attéHk
N-[2- (4- FEEEE) - 1-FRCE]I-N-THE- (RR-4-
EAFE) B, FEARALCHAREBRAEFRRTE, AFTHX
Ic #t6-%:

N-[2- (3-f%&) -1-FEZE]-N-ZHA-[1- (FRE
SABR)RT-4-ATFTAIBE_XF8A-L-BE®RE, WH 380;

N-[2- (3-&EHX) -1-FECE]-N-ZE-[1- (rTE
FEABEE) KRR -4-AFRIE—FAF8E-L- BoRAE, WH 420;

N-[2- (4-FEEXE) -1-FRTHE]-N-THX-[1- (¥
EEABRBEA) R -4-AFRIE—_XPBEA-L-Be®RiE, WH
364;

N-{2-[3- (4-RTEAFEAZFERA) FE]-1-FHRTE} -
N-FE-[1- (RTARAZE )% -4- AFR]EK, np. 155-160
T, M'H 549;
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N-{2-[3- (4-®TEEXEEEKE) FX]-1-FRTH} -
N-"E-[1-(RTEEREBE IR -4- AP RIBE=ZRT&HE, WH
549;

N-{2-[8- (4-®THEFXEEEEE) XX]-1-FRTK) -
N-FE-[1-(FAREAKREFR )R -4-EFRIK=RAL&%, W'H
535; =

N-{2-[8- (4-®THEFXEEEEE) XX]-1-FRTHK) -
N-@mE-[1- (PEEREABR) R -4-AFRIK=RA &L, WH
507.

%% (d)
46. N-[2- (4-FEAFXR) -1-FEZE]-N-TH- (1- K
EAgEvger -4-KAFH) k&

MEdk N-[2- (4- FPEEXE) - 1-FRZE]-N-ZHE
- (ke -4-AFH) B H (0.42g, 1.16 mmol) F= B 47 (1. 5g,
18.5 mmol) EXK (5 ml) PHIRABR KLY 20 24. HEA G EBHKL
R, KERBAKFASKB/OREL S, F2 N-[2- (4- PRAX
A) -1-FRZA]-N-CHE- (1-&EBEERT-4-XFH) &
(0.3g, 77%), m.p. 104 - 105TC.

4H. N-[2- (4-FEAFHE) -1-FRACHE]-N-THE-[1- (4
- CEERE-1-BE ) w-4- AP —XPBRE-L-HLR
S KREH

¥ N-[2- (4-FEEFE) - 1-FRACE]-N-TE-[1-
(4-BRTEFEARE-1-EZHE) %ksg-4- BEFHE]E (0.325 g,
0.65 mmol) M =R L& (2. 0 ml) B RAE 22CTHREF 45 44F. BREXRSE
Kk, RGWHEE INLEMAF RN, BERE TREGANAM
(AABERETFR) . BRGHETHRR G o) FLRE (1.0 nl) &
BRAVMA, FWHERE 22CHXE 15 IH. RERGBEER, HF&
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G4 Eed 0.5N AELAFLRZIA. T8 (RRABRE) ANAEHF
R, FHA_KEATERA-L-BEBREBANLEYS &S, F3 N
-[2- (4- FREXE) - 1-FRACZE]-N-THE-[1- (4- LK
Ak -1-FR) R -4-AFR]E —X78E-L-BegIAe
#(0.13 g, 26%), m.p. 117-119C, M'H 445.

4T, £, BERLGERA MR TE, BLEX [attéddHk
N-[2- (4- PAEER) - 1- FRZE]-N-ZHE- (R"-4-
E9R) Egd, HFTHKX Ic s

N-{2-[3- (4-®RTHEFEZEAER) FX]-1-FRTE} -
N-A%X-(1-RAEAFPEE%R® -4- XFHE) M, n.p. 182-183C, M'H
493; #»

N-{2-[3- (4-RTEXEZARL) XE]-1-FHLE) -
N-&E-[1- (1, 1- — R -ADdk-4-BEE) ke -4-E2FE]
B3 E, MH 611.

L34 5
e B AR GCHEM &N Ided |
5A. N-[2- (4-FEA&EAXE) -1-PHRZEI-N-ZE-[1-(}
AARER) R -4- KPR — X978 E-1-BoRE

1 N-[2- (4- FEEFR) -1-FHELE]-N-TE- (%
e-4-A9R) EdsE 0.2 4, 0.55mmol)F =8 (0.4 nl, 2.9
mmol) £ =R FH (10 nl) PH RSB AMA LM AFTRFAEGFTX
%% (0.83 ml, 0.83 mmol)., 22CHHBIERERLSY 16 I, KRER
EXS%., BREWHBRAELRKRTE (20 nl)F 5%%EAAKER (20 nl)
ZAH., RERBAKARRETREGAIM, KEAEHALIHRERK
BEM, M4 0.5%R A4 19T B/ M. FHA_FXT8E
-L-BEBREBXLE (L&), F5 N-[2- (4- PEAEEXR)
-1-FRZEI-N-CE-[1- (FAEAEL) R -4-ETFR]EK
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—EPEBA-L-H A8 3% (0.345 %, 85%), m.p. 96-98C, M'H 377.

5B. XM, EBLE®mEEE SA R T, ALEX latbawHER
N-[2- (4- FREFXE) - 1-FHERZE]-N-TX- (%w-4-
EAFPR) BEEREPALCRTREFRATRF AR, AFTHX
Id %49
N-{2-[3-U-RTEFEERAEKI)FEL]-1-FRCE}-N-FA-
[1-(Za&ER)RR-4-XTFEIBE=RA &L, MH 522.

L34 6

R B AE AR EX leftod

6A. (S-N-{3-[4-({[2-(2,3-—& X f=%"d-5-K)-1-FHZHX]-T
AREIFR)-Rw-1-R]-3-ARAR] Fastik

FIN-BTEZEE-B-HER (0.31 %, 1.65mmol) 8 =K ¥ (5ml)
BERAMA N N-ZE k(0.3 %, 1.8 mmol). EREHRAE
B 2 P, GREBRESHFRA(S)-N-[2- (2, 3-—&¥XH=%
h-5-%) -1-FRZA]I-N-THE- (%kw-4-EFH) K 0.5
%,1.65 mmol) § —E ¥ht (2 ml)F k. HHRERESY 16 B, K
BEEREEN, BREMATRKEEEFELL, HASL 0. 1% 8058
2% B/ —RF R, 6HELLS, REFHEO)-3-BTEEA
KE-1-[4-{[2-@,3-=&a¥i%-5-K)-1-FHRTA]- 2%
KREIPR)RE -1-R]1&H - 1- MEK (0. 76g, 97%).

B -3-RTAFERL-1- [4-({[2-@2,3-—&a %% -
5-R)-1-FPHRZE]- zARAIFR)%kse - 1-K]&/ - 1- 8 (0. 76g,
1.60 mmol) ¥ A 20% =R LB (20 ml). ERBEHRERESY 4 )
. RERERBREREY, FHAREHLSBEE_LTRMP IN A4
WHZA. KEAWE, BRFTHR, REEFHASKEG) -3-K/4
-1- [4-({[2-Q,3-—& ¥ fokwh -5-K)-1-FAZAITHAEL)
WH)ke-1-4]1%& - 1- 8 (0.59g, 99%), M'H 373.
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0OCTF, AART—&FR QO nl) PHS) -3 - &KL -1- [4
({[2-,3-—& %% -5-KX)-1-FRZAIZRAKAIFH)%RE
-1-A1A-1-%(0.4g, 1.07 mmol) = F AKX L (0. 21g, 1.62
mmol) ¥ Am A P BBt £ (0. 16g, 1.39 mmol). ERBEHR B RALY 3
PE. REXRERBRESY, ARBRT TR, REERHFRGHEL
Bk &E ML, AL 0. 19886 9T E/ S TR,
SHE LBy, KEAFH S)-N-{3-[4-({[2-(2,3-=&A X H*k"-5-
E)-1-FRCE]-TEEA)FR) - 1-R]-3-ARTE) Farstik
mkM (0.32g, 66%), MH 452. #BEHH (%): FR{E: C, 51.83;
H, 7.38; N, 7.87.%%{4: C, 51.82; H, 7.56; N, 7.88.

6B. XMk, BB EGIEH 6A KT E, BEEX IatboBHERA
(S)-N-[2- (2, 3-—&¥H*kwh-5-%) -1-FHERZE]-N-
Ch- (RT-4-RFR) &, FE#RBALCBRIARETHER,
THA T X Ie b
N-{1-[4-({[2-G-=RFEXRX)-I-FELE]-ZEEA} T
)k -1-£]-3-ERF A PHsERE, WH 478;
N-{1-[4-({[2-G-=Z R FTEFXE)-1-FELE]-ZAKA} T
E)kem-1-A]-3-ARBE} - N-FR-FHsti g, MH 492;
N-{1-[4-({[2-G-= R FAEXE)-I-FELE]-ZEKEA] T
E)-vhez-1-R]-3-ERAEL)}-N N-—FE-FRe LKL, WH507;
(S)-N-{1-[4-({[2-G-=RKFEAXE)-1-FRZE]-ZE &E]}
FR)ger-1-K]-3-EREGE)4-FEXESS R ERE, WH 554;
N-{1-[4-({[2-B-Z R FEAEXR)-1I-FRZA]-ZHE LKA} T
Rk -1-ZA]-2-FHmA - A} - PR EE8 %, WH 571;
(S)-N-{1-[4-({[2-B-AXE)-1-FRLE]T-TERKAIFTE)-
A -1-E A ]-3-Fast AR PRBEERE, MH 536;
(S)-N-{1-[4-({[2- -8 X X)-1I-FELE]-TEEE}FTH)-
kR -1-H A ]-3-F RABA-A R} -FHEEERE, MH 520;
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(S)-N-{1-[4-({[2-B-AEX)-1-FRLE]-TERAIFH)-
e -1-F A ]-3-Vast A -A R} -FaBtkERE, MWH 536;4

(S)-N-{2-[4-({[2-(2,3-— & ¥ =% -5-K)-1-FRALA]-T
EEAIFR) % -1-A]-1, I-=FR-2-8KTA)-FTHaeem 8 3,
M'H 466.

Lawp] 7
R BEHEE IFEHEX If EW
B2 (a)
TA. ($)-N-[2- (2, 3- —&¥XHF=%h-5-%) - 1-FRTHK]-
N-ZE- (1-FHBRt-%kw-4-EFR) &

¥ (S)-N-[2- (2, 3- X HF=%kh-5-%) - 1-FHRLH]
L (24g, 0.117 mol) EF=HK Tk (300 ml), HMWAZTLEHELM
S4644 (37.2g, 0.176 mol). #H 5 246, WA N- ¥HBE - %
-4~ PEE(22.4g, 0.117 mol), FHHRED 2 I i, A 5% %
B4 (600 ml), REABWA_ETFTRER. ZRAENF—wRY, #n
ALBELS, BH)-N-[2- (2, 3-—&FH=%wh-5-%) -1
-FRZE]I-N-CTHE- (1-PHEBEART-4- A FH) & (28g,
63%), m.p. 99-101T.

7B. (S)-N-[2- (2, 3-—&¥f%h-5-%) - 1-FHRLRA] -
N-ZX- (I-FHBE-%T-4-XFE) Bigd

¥ ()-N-[2- (2, 3- —&¥HFxb-5-%) - 1- FRTE]
-N-zZ%k- (1- PHBEA%RT -4- X FH) B (0.913g, 2.4 mmol)
ATERATE Q0 nl). GHERAMA 1.OM AL TEBER (2.5
ml)., RERZEN. FRAEHETER 2- THG.0nl). 22CTHE
15 DG, RELRFAEZTER FH()-N-[2- (2, 3-=&aF%HF
wkwl-5-4) -1-FHRZHAI-N-CH- (1- PHBA%R®T-4-
APE) BdsE (0. 99, 99%), m.p. 112-114T, M'H 381.
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7C. (S)-N-[2- (2, 3-—& K=k -5-K) - 1-FHLHE]-
N-ZE- (1I-FosEAgw-4-RFE) ka8l

¥ (-N-[2- (2, 8- —&FHF%H-5-%) -1-FHTXE]
-N-C¥k- (1- PHBE%w -4-XFE) B (0. 4g, 1.05 mmol)
AT (10 ml)10% #H LEKER. @HERARAN 85% 85 (0. 122g,
1.06 mmol). FfffiE#&E 22CHE 16 M. KERREZHF T 70C
AETR, BH)-N-[2- (2, 3-—&%Hf%wh-5-4) -1-7
ATE]-N-TE-(1- Pospiike - 4- A7 OKR#H&E (0. 454g,
97%), m.p. 209-210T.

7D. XM, BRIEELHH TA. TBR TCHHEF %, AEeX 44
LHREF(S)-N-[2- (2, 3-_&XHf%xd-5-%K) - 1- FHRTHA]
-N-ZE- (RR-4-£2F1) B, FERBALCHRERBLTHE
B, THAETHX If i

N-{2-[4-(2,2,2-ZRZEX) X A] - 1-FRCTE}-N-H/%-
(1- Pasit -k -4-AFE) X TPBE -L-BoBEAS
Y, M'H 451;

N-[2- (3-=ZRFEAER) -1-FAZE]-N-2ZH- (1-¢
Btk -k -4-AFE) BE&E, WH 407;

(-N-[2- (3-=ZKFPEXE) -1-FRZE]I-N-TX- (1
-PEBE - Rw-4-AFE) BE&HE, [a],® +10.2° (c 1.0
CH,OH) ; M'H 407;

(DN-[2- (3-=ZR/FPH¥E) -1- FRZA]-N-T%- (1

- PEBRA-%kw-4- KPR kE&HE, [al,® - 8.86° (c 1.0
CH,OH) ; M'H 407;

N-[2- (3-=ZRFEFER) -1-FRZE]-N-ZHk- (1-¥F
BEBA-RR-4-RAFR) B-XTV8A-L-BoBIASY, WH
407;
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N-[2- (2, 3- —&%5#[1,4]="8%-6-%) -1-FRTH]
-N-CZA- (1-F&#sE-%w-4-AFR) kiE&E, MH3IT

(-N-[2- (2, 3- =& X H[1,4]=F%-6-%) -1-F%
ZE]-N-CE-(1- 988 -%RT-4- A7) i8S, (o]
+ 11.2° (c 1.0 CH,0H); MH 397;

N-[2- (2, 3- —&%5[1,4]=8%-6-%) -1-FETE]
“N-ZEA- (1-9B8E-%w-4-AFR) B XPBE-L-
BLBREAKESW, WH 397;

N-[2- (3-=ZfFEER) -1-FECE]-N-TE- (1-F
BEE - -4- AR B_XTPEA-L- BoBRELKRSY, MH
407;

N-[2- (3-&FEHA) -1-FRZHEA]I-N-TX- (1- FH5EE
~vker - 4-APHR) BEk&E, MH 373 |

(H-N-[2- (3-§¥EA) - 1-FHACE]-N-ZE- (1-F
BEA-vkw-4-AFH) mE&SEHE, [al)®+11.2° (c1. 36 CH;O0H) ;
M'H 373;

(D-N-[2- (3-§%%) -1-FHTCE]-N-THk- (1-VF
BEk -k -4-AFE) BE&HE, [al,®-9.4° (c 0.42 CH,0H) ;
MH 373;

N-[2- (3- S A-4- PREARRE) -1-FATE]-N-
AE-[1- (RTEAZERE) -t -4-AFPR]EERE, MH 484

N-[2- (3-AAER) -1-FELEA]I-N-&EL- (1- FHE
E-vgw-4-RXFE) BRERE, MH 384

N-[2- (3- fKEBBE-4- FRAFERE) - 1-FRTE]-N-
Ah- (1-9HBRE - -4-AFH) BiEBE, MH 462;

(D-N-[2- (2, 3- =& ¥ H#%Hm-5-%) -1-FEZE]-N
—hE- (1- Papsck -k -4- AFE) K (28g, 63%), [al,”-9°
(c 1.0 CHHH) ; M'H 381;

N-[2- (2, 3-=—&%#%%-5-%) -1-FAZA]I-N-FK
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RAEVPE- (1- 988k -4- 2AF5) iE&E, WH 407;

N-[2- (2, 3- —&%Hf%h-5-K) -1-FEALA]I-N-&
E- (1-F&sA-mw-4-AF%) ERE, MH 395

(H-N-[2- (2, 3-—&¥kH#%wh-5-%K) -1-FHTZE]-N
-FmE - (1-PHREBEE-Rw-4-AFR) RERHE, WH 395

N-[2- (EF[L,3]A—REHFEH-5-&) - 1-FETHA]-
N-ZHk- (1-FHBE - -4-EXFE) &g, WH 383;

N-[2- (2, 3- —&¥H[1,4]="&%k-6-%) - 1- FAZAE]
-N-FAE- (1-FHBEA-RR-4-RXFHE) RERE, WHALL

N-[2- (2, 3-—&¥#%wh-6-%) -1-FHEZE]-N-&
A2- (1-PHBA - -4-E2FE) BE8E, MH 395

N-[2- (2, 3-—&¥#=%h-6-%) -1-FHZHX]-N-C
A- (1- 7ot - -4-2FH) wEKE, WH 381

N-[2- (2, 3-—&¥H%kwh-6-%) - 1-FHERZE]-N-%
AAFTE - (1- PasE -k -4-XFE) EmE, WH 407;

N-[2- (3- fAK-4H- EH#[1,4]8%-6-%) - 1- FAZA]
-N-CE- (1-FHEsEk -k -4-AFE) KERSE, WH424. 1;

N-[2- (4- PRREFER) - 1-FRZEA]-N-TE- (1-F%
BE -k -4-AFE) BE®RYE, np T71-72C;

N-[2- (2, 3-—&4H-5-£) -1-FRZEA]-N-FF/LE
Fih- (1- FPHABEA-kw-4-AFR) BidssE, WH 405

N-[2- (2, 3-—&4#-5-4) -1-FHRCZEI-N-T¥-
(1- PHBA-%T-4-A9E) ERE, MWH 379;

N-[2- (2, 3-—&4##-5-4) - 1-FRTZE]-N-&HE-
(1- PHBA -k -4-2FH) KERSE, MH 393;

()-N-[2- (3, 4-—FEEXE) - 1-FARLAE]-N-TE
- (1-PoistE -k -4- X FR) eEsE, MH 399

N-[2- (4-AEFE) -1- FRLE]-N-AEL- (1- F5t
E-vkw-4-AFR) BdEskE, MH 398;
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N-[2- (3, 3-=¥%-2, 3-_&XH=*%w-5-%) -1-¥
RZEA]-N-TE-(1-PHRBEA-RT-4- AV )REZS, np.
67-69TC;

N-[2- (3-#AAFER) -1- FRZE]-N-TH- (1- 75
X vk -4- 2 FE) K, MH 384;

(-N-[2- (2, 2-=—F X -2, 3-—&A¥kH%-5-4%) -1
- FECE]I-N-ZE- (1-FHBE-RR-4-AFRE) &R
*, MH 409;

N-[2- ((H=%h-5-K) - 1-FPRCE]-N-CHE- (1-¥F
mEE -k -4-EFR) BE&E, WH 379;

N-[2- (5, 6, 7, 8- w&MHE-2-K) -1-FRZE]-N-
LE- (1- Pt -w-4-AFH) BRERHE, WH 393;

N-[2- (E-2-%) -1-FHACHE]-N-THk- (1- FoBEL
- - 4- EPR) Bedskd, MH 389; #

N-[2- (E#—Gwtwh-6-%) - 1-FRZE]-N-TH- (1
- PR A -k -4- RFR) B AERE, MH 395.

%% (b)
TE. #&()-N-[2- (2, 3-—SF kb -5-%) -1-FRTHK]
-N-ZE- (1-FHEgw-4- A7) EEgdwsr—F%
¥ 1-PHBEARR-4- BHAH KT (10 nl) BRk mF
(H-N-[2- (2, 3-—&XkH#%kwh-5-K) -1-FERZE]-TE#
B (.2g, 5mol) R FR(0nl)ZFEA. 2HFREPHE 0T,
ZRBMAZCE 0.7 nl, 12.2 mmol). ¥, BHRREHWEZTIER,
BHXY 10H. oA 20nl a5 8408 A-&T5K (Q0nl)RRS &
HAWE—KR. SFGAMER IN L8 (25n]). 1858 8 4 (25 ml)
ik, RRETR REE/IkGEEXD(H-N-[2- (2, 3-=
SEF R -5-K) -1-FRAZRE]-N-TE- (1- s ARE
-4-EBE) BQ.21 g).
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0CTF, E&RART, @ &AL4E42(0.38g, 10mmol) &5 v9 Sk (10
ml) ZiFRAZBMA(H-N-[2- (2, 3-—&¥XHF=%Hh-5-%) -1
-PRZEAI-N-TZHA- (1-PHBERT - 4-2EE) B Q. 21g,
5 mmol) 8w &% (5 nl) K&k, MEAEAFREY 2 I, REA
HEFTR, ARAOYTER MK (380n]), HEEFHMm 15%8 A4 (380
ml), &JEFMA 1550pl K. EREHBEPB XY 15 1K, RETE.
REB R FRuEk. AXENE/RI —LEeHRY, stmiE L.
ALBRLE/TR1:1)ELELF2 (D-N-[2- (2, 3-=EXH%%H
-5-2A) -1-9HZA]-N-ZHE- (1-FHBEARR-4-X7F
X)) BAELH (102 g).

B4 (c)
7F. N-[2- (4-FPHEAFRE) - 1-FHATCHE]-N-ZHE- (1-}
ARG ERT -4-XFE) B RFRE-L-Be8E

B N-[2- (4- FPREEER) - 1-FRATE]-N-THE- (&%
-4-RWHE) & HE (0.2g, 0.55 mmol) £ =S ¥t (10 ml) F &5
BARAMANZTE (0.4 nl, 3 nmol)FefFHABEELK (0.1 nl, 0.89
mmol). R B BAMT 22CHH 16 M. REREARGHF4 8T
BRLEF S FEREAERA. RERELKARETRIGANA.
#BA 0.5%8 88 50% L8 T8/ TIRAR A B BLA B AR BT AT
BEGY. J_ETVBEA-L-BoRAHUIAHNE W, AnFE N-[2
- (4- PEAXA) -1- PACE]-N-CE- (1-FREZRE
%mow - 4-RPR) B_XF&A-L-BeE (0.211g, 51%), MH
397 (#HE#&) .

76. Xk, BRBRLEEEM TFHENTE, REEX ILatédR
HN-[2- (4- PEEFE) - 1- FELE]-N-THE- (RK-4
-AFR) B, FERRALCHABEIRERFRESBERL TAHRF
TR X If fbb: .
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N-[2- (4- PERAXEL) -1-FPRCE]-N-ZE- (1-F5
mhkvker - 4- A FHR) A&, np 85-86T; |

(-N-[2- (4-FEEXE) - 1-FRTZEA]I-N-THE- (1
- P ART-4- 2P EESE, [al,®+11.8° (c 1.0 CH,0H) ;

(BD-N-[2- (4-FEEAFXLE) - 1-FRTZEA]-N-TE- (1
- P AR -4-AFR)EERE, [a],)®-12.0° (c 1.0 CH,0H) ;

N-[2- (4- PREEE) - 1-FHRAZE]-N-THE- (1-F%
BEAver -4-APR) BoXFEA-L-BEKAE, np 119-120
C;

N-[2- (4- PEREAFE) -1-FELA]-N-THE- (1-=R&
WABBRA R -4-AFE) B A TRBEA-L-BoRE, NWH423;

N-[2- (3-ZfFHEER) -1-FHATHE]-N-THE- (1-F#
ARBBART -4-2FR) BE_XTPE8E-L- Bo&iE, NH435;

N-[2- (2, 3- —&¥#[1,4]=8F%-6-%) -1-FRTE]
“N-ZHE- (1-FEEABRERR-4-AFR) BoXT8E-L
- BAB &, WH 425

N-{2-[3- (4-RTEFAZERA) £X]-1-FHTE}-N
—EAE-[1- (4- PEFAZBBA )RR -4-RPRIE=ZALEREA,
MH 604;

N-{2-[3- (4-BTEFEAZARA) FA]-1-FEZA}-N
-BEA-[1- (FEEHBL) kR -4-AFAIBE=RC8®E, WH
566; #»

N-{2-[3- (4-WTEFAZEAEL) EA]-1-FETE]}-N
-BE-[1- (wast) %ee-4-APRIKR=RTEE, NH528.

TH. N-[2- (4- Paisp A A) -1-FACHKAI-N-TE- (1-
P dgw-4- A7) gl

0CTF, 4 Oxone® (0.73 g, 1.2 mmol) 8K (10 ml) &E& R A
N-[2- (4- PRAEL) -1- FHCA]-N-2E- (1- 75HBE
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wewr - 4- AFH ) Bk (0. 25¢, 0. 6 mmol) /£ 30%F BF K& & (Tml)
bR, £ OCRE 2 MHE, BRYBREHERE 10nl, FHER
A 3N S8R RAYTERSEME. ALBRLE B0 nl) #RBEBEY. TR
(RARBRE) AWAFRERSE. BLRTYSBLERETX >4,
23 N-[2- (4- PHBAEA) -1-FECE]-N-TH- (1-
wakst Akt -4- AFE) i &#E (0.25g, 92%), m.p. 92-93TC.

T4 8

PR BAE ] EHEX IghéY

8A. (S)-N-[2- (2, 3-—&¥f=%h-5-K) - 1-FELE]-
N-Z#-[1- (Bk-4-msbh) hw-4-RFRE

0CTF, K48 (0.08g, 0.66 mmol) & — R F I (0.5 ml) FE#&
BB (H-N-[2- (2, 3- —AFHkwh-5-2%) - 1- FRATHE]
~N- & -(vkez - 4- £ 9348 (0. 2¢, 0. 66 mmol) Fo = L JE& (0. 15g,
1.48 mol) I —RKFHR (4 nl) ERA. EERIFHFRESY 16 I H,
REBRERLEEN. AREHFmAX (4nl)f £ &5 (0. 14g, 0. 67
mmol). B EAIBRASY 2 . RERZEN, FARREHSE
LB LEM INAAALAZR. AMEREKE, RBRATERIFK
%, BAEMEkE ()N-[2- (2, 3-—&FkH=%xH-5-%) -1
-FAZA]-N-TH- (1- KHABERTE-4-E2FR) & (0.18g,
70%), MH 401.

H(H-N-[2- (2, 3- —&¥H%wh-5-%) -1-FRTE]
-N-Z% - (1- KB A% -4- AWHE) K (0. 18g, 0.45mmol).
Lok (0. 04g, 0.45 mmol) F» —F & A L E: (0. 12g, 0.93 mmol) £ v &
vk (10 ml) P9RAOHEREH 16 . REREEMN, FHAE
YR _ETRPFKZA. AMERAZRF TR, AXFH-AY
Y, mEA 40% LB LE/ TR A BN ST AR R & 1L,
SFES Ry, RAERE(H-N-[2- (2, 3- —a&FHF%kwh-5-&)
~1-FAZE]-N-ZE-[1- (G -4-88E) RE-4-KF
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1Bk (0.17g, 85%), M'H 452. HEBEMTELSW (%): @44
C, 54.06; H, 7.62; N, 8.24; % &{i: C, 54.01; H, 8.00; N, 8. 22.

8B. XM, BB LEHLHEH SAMETE, AELEX la oW HK
(S)-N-[2- (2, 3-=—&XHf=%k-5-%K) - 1-FETHk]-N-
- (RR-4-EFR) &, FEREALCEREDR THE
FH X Ig ot |

N-[2- (3-=ZHRFEXR) -1-FRZHE]-N-THE-[1- (=
FREZBE) -k -4-RPRIB-_FXF8E-L-Bos i, W
436;

N-[2- (2, 3- =& %5#[1,4]=8%k-6-2) -1-FRLA]
-N-ZHE-[1- (ZFREZBL) - RZE-4-AFPEIBR-_EXT&
X-L-BrER%E, MH 426;

N-[2- (4- =K FPEER) -1-FRZE]-N-TE-[1- (=
FTREZBE) -k -4-AFRIBR-_F78E-L- BB, MH
436;

(S)-N-[2- (2, 3- =& ¥ Hf=%kw-5-%) - 1-FXTHE]-N
~CE-[I- (- 1-F®BmA)-%w-4-AFRIBERSE,
F5H () L@ C, 57.01; H, 7.93; N, 8.53; E&4hi: C, 56.99;
H, 8.19; N,8.67, M'H 436;

(S)-N-[2- (2, 3-—&FH%kh-5-&) -1-FHLHK]-N
~ZHE-[1-(1,1- —8RADk - 4-5%BE) - kw-4-AFR]
B3 3, MH 500;

(S)-N-[2- (2, 3-—&Xf=%d-5-%X) -1-FXTHE]-N
~CE-[1- (R -4- B A) R -4-AFPEIRERE, ©
o4 %) ERIME: C, 53.47; H, 7.56; N, 8.08; FE{h: C, 53.46;
H, 7.69; N,8.13, M'H 468;

o
N-{2-[3- (4-®TEEXEZEAKE) XX]-1-FETHE}-N
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~@E-[- (—FEEAFBRE) - %R -4-AFREAIB=ZRL&HE,
M'H 557.

8C. 3-[4-({[2-(2,3-—& ¥k #k-5-A)-1-FRALAILERHR)
PR)RR-1-HBEERL AR

Am = AP - FA B (0.05g, 0.56 mmol)F= = F A FARERA
% (0.11g, 1.15 mmol) 8 ZHERAY 1 DE. A (S)-N-[2- (2, 3
- A FEHkm-5-4) -1-FHRCE]-N-THE- (1- £#58E
vher - 4- RAFR) B (0.2g, 0.50 mmol) &9 ZEFIE R, tEHFMmE T
ARRASY 5 I H. mPERARREBREY, REEXEKX #HAOWH4E
% % i@t RP HPLC, Vydac C4 B 44L, A4S 0. 1%= R TERH 5-65%
K/TCHEFERR. SFESRy, AABRIAZATBREBXH (S)-
3-[4-({[2- (2, 3-— & X Fsdh-5-F)-1-FRLA]TLERKE}FE)
ket -1-ER A KA ]R8 (0. 14g, 51%), M'H 454. T ESH %) : A
{i: C, 48.22; H, 5.88; N, 7.00; F&4i: C, 48.08; H, 5.89; N,
6. 73.

L 9
R BAEE KZEHAEX Ihited
9A. ()-N-{2-[4-({[2-(2,3-— & ¥ Ff=kw-5-A)-1-FALE]L
AEAIFR )R- 1-B A L) PREE

Bl 2- RCEBEBA(0.32g, 1.99 mmol) 8§ =K F bt (5 ml) A%
BRNEZBMA(D-N-[1- (2, 3- —a¥%XHf%kwh-5-%) -1-F%
ZEAI-N-THE- (kw-4-E2FE) % (0.60g, 1.99 mmol) &5 =
7R Cnl) Xk EREHFRERESY 16 D, Kk, ERFTR
FEREN, #—RGY. FRAGHBEI R RBRKEZELL, KA
25-50% R/ LR UEHBERK. &SRy, RXE/RE (S)-N-
[2- (2, 3-—&¥%H%d-5-%) -1-FHZHE]-N-TX- (1
- LHBBEARRT - 4- XAFR) BibRy (0. 36g, 46%).
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%1 ¥ 3 BB (0. 18g, 1.84 mmol) 8 = F X VBt i (2ml) K& W
A 60% & T 5 9dAeg A4 (0.048g, 1.2 mmol). 120Chm# B B
BAY 30 54k, REAFHE 100C. —KMmA(S) -N-[2- (2, 3
- ZEF kv -5-K) -1-FRZEI-N-ZTE- (1- 2H#s%
Hokrez - 4- A FH) B (0.36g, 0. 92mmol) 8§ = F R FEEEZZ. 100
TR RAY 40 54, AEZBEN, BEABHIRA_LTE
FaKZA. AMERAERRFTFRIAAL. HEALSTHRGHETR
BEESW (A LBRLELRR) . 6HESLS, REAERH (9-
N-{2~[4-({[2- (2, 3-— & X F =% -5-X)-1-FR AT EARAL}¥F
R)vkee-1-s B R L) PB4 (0. 32g, 71%). M'H 488. 7
EFoMERE ) LAE: C, 48.26; H, 7.09; N, 8.10; &E{4: C,
48.59; H, 7.42; N, 7.73.
OB. Xk, BBLIEIAES A ki, A 3- ARASBER
R 2- LTEBBL, HFS)-N-{2-[4-({[2-(2, 3-= & ¥ 5=k vh-5-
A)-1-FRLEAICEAEAIFR) k- 1-ms A ] m k) Waste:, MH
502.

%4 10

R EAELITENSER 1jHEY

10A. N-{2-[3- (=kwp-2-FAEHX) XX -1-FHETHE}-N-
AA- (I-FHsth -k -4-AFR) &

BA N-[2- (3-#EA¥XA) -1-FHRZHEA]-N-"EL- (1-
VB ERT -4- EFE) B (500 mg). 10% 48 - 2% (50 mg) 5 L%
(25 ml1), # 40 p.s.i. F&A4 18 W, IEFFER, FHLAZTH
FEMN. BFEXGHWET LB L8 (10nl), A5 B 47 (500 ng) ¥ K (5ml)
Bk, BRAVAKDS FEY, mA 2- % TER (.07 nl), HHEAH
RRe% 3 M., $BLE FRANERRRSETR SERRE
AN, REHETHAS A MAKBLEER (1.5 nl). B
Brtgik, ETTFREATFR, & N{2-[3- (%k@-2-FHAKRX)
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¥RR]-1-FPHAZA)-N-AE- (1-FHEBEA-%T-4-AFHR)
Bk g, MH 462.
10B. %M, #BLE&HLAES 10A FFEF E, BALECEERN-[2-
(3-AEEX) - 1-FECZA]I-N-A"E- (1- FHBA%RT -4
-EAFR) B, FERARALCERERR 2- kB PEE, HEFT
5| X, Ijfa:
N-{2-[3- (ZRERFEEEE) FE]-1-FRLE)-N-"E-
[1- (Bok-4- X)) kw-4- XA PRI E, WH 513;
N-{2-[3- (2,5-—8R-nBR-1-FEARE) XX]-1-F%
ZHE}-N-A"E-[1- (Gok-4-BFR)Rmw-4-EAFR]EERE,
M'H 485;
N-{2-[4- (FERFARKE) XX]-1-FHELRA}-N-&E-
[1- (Bok-4-FX) ew-4- XAPEIEEKE, WH 513;
N-{2-[4- (TEZEEKE) FE]-1-FRCA}-N-®/E-[1
- (G- 4-FE) kR -4- XAFRIEERE, MH 459;
N-{2-[4- (Bk-4-BEXEX) FX]-1-FRZE}-N-&
E-T1- (Bk-4-FE) ww-4-XFEKEERE, MH 516;
N-{2-[3- (3- PAXAFAZFARE) L] -1-FELE}-N
-EmE-[1- (Bek-4-BE) kew-4- AFH]IE, MH 537;
N-{2-[3- (4- PEAXEZFHERX) FX]-1-FHRCZA)-N
- FHE-[1- (Fok-4-H4) w-4-AFE]1E, MH 537;
N-{2-[3- (2- PRAFEZEEL) £X]-1-FHETE]}-N
-/mA-[1- (Bok-4-3E) kw-4- XAFPE IR, MH 537;
N-{2-[3- (=vh-2-BEEX) FX]-1-FELE)-N-&
A-[1- (Bok-4-FE) rw-4- XFR]E, MH 497;
N-{2-[3- (E-2-ZEXRE) XX]-1-FHEZE}-N-dF
- [1- (Bok-4- %K) vkw - 4- AFHE]E, MH557;
N-{2-[3- (9 -2-ZEE&A) FX]-1-FRLE}-N-&
A1~ (Bek-4-8X) ww-4- XFE]E, MH 513;
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N-{2-[8- (E-1-ZEA&HE) AE]-1-FATHA}-N-FA
- [1- (Bok-4-F&E) kot - 4- X PRI, MH 557;

N-{2-[3- (4-AEAXEZEREE) XE]-1-FHTHE)}-N-
RE-[1-(Fdk-4-FHA MR -4-EFE I B=RT% %, WI551;

N-{2-[3- (XEAZEEKE) FR]-1-FRCE}-N-A/L-[1
- (B -4-FER) T -4- AV RIBR=ZRK &L, MH 507;

N-{2-[3- (4- KEEEEEE) XX]-1-FXZE}-N-5&
A-[1- (Bogk-4-FK) kR -4- XFHE]IE, WH 541;

N-{2-[3- (4- 2 FZEBEEA) XX]-1-FRALE}-N-5&
E-[1- (Bok-4-8H1) ke -4- A7 X%, MH 585;

N-{2-[3- (4- PEEEZELL) XE]-1-FETE}-N-
RE-[1- (Fdk-4-8E) kot - 4- AWPE B, WH 521;

N-{2-[3- (FREAZELE) XE]-1-FETE)-N-&E-
(1- PaBit -k -4- R9K) s, MH 438;

N-{2-[3- (FZEZERE) XE]-1-FHRTE}-N-"E-
(1- Past-vw-4-AFE) B, MH 500;

N-{2-[3- (TEAEAKL)XA]-1-FRCA}-N-FE- (1
- PaRBA -kw -4- XFE) B, MH 452;

N-{2-[3- (= -2-ZKEAE) FEX]-1-FELHE}-N-5
A- (1-PHseAh -k -4-AFHE) B, MH 462;

N-{2-[8- (4- REEZEEE) XEX]-1-FETCE}-N-5&
A- (1- P58 -%w-4-EXFE) B, MH 490; |

N-{2-[3- (=EEERE)FXA]-1-FRZHA)-N-F/E- (1
-VEBEA-RkwW-4-AFE) BE&E, WH 522;

N-{2-[3- (FTHEEKE) FE]-1-FELE}-N-TH-
(1- PameR-vkw-4- X FH) A, WH 464;

N-{2-[4- (FTHEELEL) XE]-1-FETE]-N-FE-
(1- Fasei - g -4-AFHE) B, MH 478;

N-{2-[4- (=kwhg-2- ZREA) $E]-1-FHELE}-N-5&
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E- (1-93sE-vew-4- 2 FR) s, WH 462 % |
N-{2-[3- (swh-2-BERE) X4]-1-FEZH}-N-T
E- (1-FREEE -k -4- A7) Bk, MH 448.

%% (b) |
10C. N-{2-[3- (4-KHBAFREEERRE) FX]-1-FHRZLH)
-N-R"REA-[1- (BR-4-FH)Rw-4-RFE K

¥ N-[2- (3-RKEFXE) -1-FRZEA]-N-FE-[1- (5
dh-4-BE) RR-4-AFPEIE (T8ug) 5T N, N- —FAFEE
(2.5 ml), A 4- fHABEETE (40 mg). REFARERAKK
AN 4- PR (0.03 ml). 1-FEEHF = Q7 ng). # 1-[3-
(ZFRA) BX]-3-CEAB - HBIBKHE (40 ng). MBREY T
RARTEREH 18 I, RESBRIAXFPLRLEZIA. 5 BAM
B, VRBATER. ZREN, AGHWBEIBKEMN, A 5% T8/
ZRPHREB, FE N-{2-[3- (4- RABREEABZARE) ¥4]
~1-PRZE}-N-FE-[1- (Bogk-4-BFH)I)grmz-4- 2 FH]
B (70 mg), M'H 586.

10D. £, BB L& LH&H 10C ik F %k, AL e X Ii BEHA N-[2
- (3-REFHE) -1-FPRCAI-N-FE-[1- (Bk-4-F%)
R -4-BRFERIBEARRBEECERXTBRITEDENR 4- KBBRAET
B, HATHAX Ijs4:

N-{2-[3- (4- KRABEAERZARE) FX]-1-FHRTH) -
N-&E-[1- (Gok-4-BR) R -4-EAPEIniE8d, Wl
586;

N-{2-[3- (2, 3- —&¥H%h-5-FARKHE) £X]-1-7F
ACE}-N-FE-[1- (Bok-4-FR) %w-4-RXFHIBELER
3%, MH 541;

N-{2-[3- (1H-wbet-4-ZERE) ¥XE]-1-FHTHK}-N
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-mE-[1- (Bk-4-FRE) Rk -4- KPP RIBERKR L, WH497;

N-{2-[3- (1- 8- -4-ZERARKA)IFE] - 1-FRTH)
-N-@E-[1- (Bk-4-BE) T -4-EAPR]IEHRE, WH
524;

N-{2-[3- (2, 3- —&¥H#[1,4] =8k -6-BAHHA) 4]
-~ 1-FPRZE}-N-FE-[1- (Bk-4-ZE)RRw-4-AFR]
Bds i, WH 565;

N-{2-[3- (1H-1, 2, 4- == -3-FEX&A) FX]-1-¢
RCE}-N-AE-[1- (Bk-4-FE) RR-4-EFR LR
3, MH 498;

(D) -N-{2-[8- (4- KRB A FEAEEARRE) XA]-1-F%
ZE}-N-FE-[1- (FRAEEBEE) R -4-AFE iR
3, MH 588 #=

(D) -N-{2-[3- (kb -4-ZKERE) FE]-1-FHALE} -
N-FRE-[1- (FREKAEBR)) R -4-AF R8BS, WH
469.

B (c)
10E. (B -N-{2-[3- (4-FPHRAFEZREFHE) ¥ X]-1-FX%
LAEY-N-RE-[1- (Ggk-4-FH)%w-4-KAPR]E
HWRA-N-[2- (4-ABEFERE) -1-FERTHE]-N-F&- (1
-FCE) BEBEETLH (100 nl)fok (16 nl) A, HHER A M
ASH Q. 4Mg) PB4 (2.25 g). MBEEABRESY 3 I H, REAY
EER, BRABHERBIR, ATZARBR, REDWIREA LR
LEREZENARERAN. DEARATRANE, R, FEZRE
EX, RERAH-N-[2- (4-KEAFHE) -1-FEZE]-N-FA
- (1-RZH) BEERKRY (2.9).
BRAON-[2- (4-FEEE) -1-FECE]-N-&EA- (1
- FTHK) B (0.95)F T LB TE (50 nl) A4 AR R A7 % & (50 ml)
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B, BREFAEFHRESY, A 4- PAEXEFTHA0.55 g). ¥
HREY 18 M, 2 BELE. ANEVNRBRATE, SEFfLERE
. WREGWETHAE, A IM 2B A eq.). EBRALES
R, BHER, ETREATR IBIHEF(BRPD-N-{2- [3- (4
-FAREFEERERR) RE]-1-FRCA}-N-FL- (1-%¢
X)) Bedek (0.98 g), MH 431.

HRA-N-{2-[3- (4- PREAFEAEREIKE) kX]-1-7
RATA}Y-N-&F- (1-FXTH) B (0.98 g) & F 5 (100 nl),
MmN 10%48-8 (0.1 g F. ERBAVAMATESLE (1.2 g), FA
mAERRSH 2 IH. REAHEER, FB, ATEARER, ¥
BEYHIRINCERLEFFLANLAZIA. FRERERBRA TR, &
B, EERIENEFHD-N-2-[3- (4- FPAEAERAZRAER)
ER]-1-FRCTR) - B

H@W-N-{2-[3- (4- PRAFEZREEE) X]-1-F74
LA} - A 0.32 g). —RLE QO n)F 1- (Bogk-4-ZH) %
%~ 4- FE(0.328) ~FARARTHH 30 4. mA=ZZBELS
A (0.5 g), ZREHBEBKY 1208, REA&WATE (50 nl)
o 10% SAMAER (20 nl) FHHE. ANEARBRATFBR, T8E, #
RERREN. RAVPE/ A TVRARNSZEGHRTEN L, B3
(B-N-{2-[3- (4- PREFARASE) FRA]-1-FRAZE}-N
~AE-[1- (Bk-4-BA) w-4- AFPR]K 0.429), [a],®
-42° (c 1.0 CH,0H) ; M'H 537.

10F. £k, BB ELGE®ES 10E 5k, BEEX 44dH%
BR-N-{2-[8- (4- PEAFXEZEARRL) AA]-1-FHTE)
- Ak, FERBAEEX 17T E6HRHE 1- (Bok-4-BE) %
w-4- P&, HFTAKX IjdY:

(-N-{2-[3- (FTREEKEL) FA]-1-FPELE}-N-
RE-[1- (Bgk-4-FE) T -4-AFRIEEB L, [a],?
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+16.2° (¢ 1.0 CHCl;), M'H 513;

(D-N-{2-[3- (FTUHEXEKE) FX]-1-FEZH)}-N-
AE-[1- (BR-4-FE) T -4-BEFR I RESE, [o],® -
30° (¢ 1.0 CHCl,), MH 513;

()-N-{2-[3- (=kmg-2-FZEKL) XX -1-FETE}-N
-AE- (1-FHBERT -4- LAFE) BE8gE, WH 462

(-N-{2-[3- (4- REEZEERE) ¥E]-1-FEZHE)-N
- Rk - (1- Vst ivker -4- 29X ) B, MH 490;

(H-N-{2-[3- (wa=%wg-2-FEKK) FX]-1-FHEATH)
-N- AL~ (1- PHsdvkor-4-AFL) BRERE, WH 466;

(H-N-{2-[3- (wa=%w-2-FEXEA) XX]-1-FHETH])
-N-RE-[1- (Bgk-4-FH) e -4-EPAImEBE, MH
501;

(H-N-{2~[3- (4- BREEZAKE) XX]-1-FETE}-N
-AE-[1- (Bok-4-FE) kg -4- EFE]IB, WH 525

- (O-N-{2-[3- (rTBEEER) FEX]-1-FHATHE)}-N-

A (1- PHRBAR -4-AFR) Bhsd, MH 478;

()-N-{2-[3- (4- REEEZERKE) -4-FAXEA]-1-
PEZE}-N-FEA- (1- PHBART-4-AF )8k, WH
502; '

()-N-{2-[3- (3- REEEERRL) - 4- FAEFXE]-1-
PRZE}-N-FE-[1- (B -4-FX) R -4-AFX 1 gd
BR3%, MH 537;

N-{2-[3- ("Bok-4-ZELEL) XE]-1-FHRZE}-N-&
A1 (Bok-4-F) ke -4-AVHA B E8 3%, WH 516;

N-{2-[3- (3, 4, 5-=FARAEFERERKE) XX]-1-F¥4
ZE}-N-FE-[1- (Bok-4-FH) %RRw-4-XFA]1%, MH
597;

N-{2-[3- (3, 5- =& FXEZEARE) FRA]-1-FRTE) -
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N-BE-[1- (Bok-4-BA)kw - 4- AFTRIBE&%E, WH575;
N-{2-[3- ((#[1,3] =8k -5-BEXREX) XA]-1-F4&
ZHE}-N-FE-[1- (B -4-FRIRT-4-AF X i8R H,
M'H 551;
N-{2-[3- (4-=RPRAEEZEAER) XX]-1-FETH) -
N-FE-[1- (G -4-FRIRT-4-APRIEERE, M'H575
N-{2-[3- (4-®WTEAFXEAERERL) XA]-1-FAZA}-N
~AmE-[1- (Bdk-4-FR)%kw-4-AFRIERE, MH563;
N-{2-[3- (4- PHBEAFEZEERE) FE]-1-FRTHK) -
N-"RE-[1-(Fgk-4-FX)kw-4- APEIERE, WH585;
N-{2-[3- (ZRTEEEAKE) FX]-1-FRTHE}-N-ZX-
[1- ("Bok-4-FX) ew-4- AFPEIBERE, WH 499;
N-{2-[3- (4- PEEXZERE) ¥A]-1-FHALE}-N-
CHE-[1- (Bk-4-ZFX) kT -4-AFHAIBEEKE, WH 507;
N-{2-[3- (4- FTREAXEEALZA) XX]-1-FATE}-N
~CE-[1- (B -4-FH)%kw-4- AP R kERE, WH523;
N-{2-[3- (= -2-ZXRE) ¥X]-1-FHEZEX}-N-T
F-[1- (Bk-4-FX) ew-4-AFHAIBERE, MH 483;
(BD-N-{2-[3- (4- PHBEEFABELKE) FE]-1-FRL
E}-N-FE- (1- PHBERT-4-AFE) BESE, MHS50;
N-{2-[3- (ks -3-BERE) ¥EX]-1-FRZHE}-N-&
F-[1- (Bok-4-FF) kw-4- AP R B4, WH 508;
N-{2-[3- (4- ZRFEEEREERERLE) FE]-1-FRTHE)
-N-FE-[1- (Bok-4-FF) kT -4-APR]ImEKRE, WH
591;
N-{2-[3- (4- ZEAFEZEERL) FX]-1-FETE}-N-
RE-[1- (Bk-4-FE) R -4-AFR]KERE, WH 535
N-{2-[3- (BEFEAZEARE) ¥X]-1-FRZHE}-N-A%-
[1- ("Bok-4-BE) w-4- XPHEIE&KE, MH 583;
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(D-N-{2-[3- (4-®BTEFEEEERE) XX]-1-FATH)
-N-FE- (1- P58 ERT-4-AFE) Bd s, WH 528;
(A-N-{2-[8- (4-=RFPEEEEREKE) ¥X]-1-¥H2
A}-N-FE- (1-9H8E%R -4-AFH) BEgE, MH-540;
N-{2-[3- (4- REFEZEEEE) AA]-1-7RTLE)-N-
REA-[1- (Bok-4-FH) ket -4- X PRI BE& %, WH 532
N-{2-[3- (4- AEERABEAE) FE]-1-FXTHK}-N-
RE-[1- (Bk-4-BE) ke -4-EXFEIBEBE, MH 549
N-{2-[8- (4- TEEEZERE) XA]-1-FHATHE}-N-
AEA-[1- (Bok-4-FE)kw-4-EAFEIBERE, MWH 563;
(D-N-{2-[3- (4- REFXEEERKE) XA]-1-FHTLA)
-N-AE- (1- PHsehivew -4- A7) Bk, MWH 497;
N-{2-[3- (4-\TEAEXEEEEKE) FXA]-1-FETHA)}-N
~TE-[1- (B -4-BEI)RT-4- A FPRIBERE, WHOT;
N-{2-[8- (4- PREFXEBEEKE) ARA]-1-FETE)-N
- TE-[1- (k- 4-FA)gw-4- A FRIBERE, WHS51
N-{2-[3- (FTHEEKL) XRX]-1-FHERTHE}-N-TH-
[1- (Bok-4-FA) ke -4- APRIBEEKRE, WH 527;
N-{2-[3- (= -2-ZEEE) FX]-1-FRTHE}-N-T
E-D- (Bok-4-FR) mw-4- AR/ E, WH 511
N-{2-[3- (FHF[L3IM-E LA RB--EEKEL) $K]-1
“PARCEI-N-TE-[1- (Bok-4-KE) R -4-A7FR]1%
B, MH 565;
N-{2-[3- (4- PAAZEAZRER) £A]-1-FHZE)-N
- RE-[1- (k- 4-FX)ow - 4- A VA IBEEA L, WH565
N-{2-[3- (b -4-ZEKE) £EX]-1-FRZHE)}-N-&
A-[1- (Bk-4-FE) ke -4- AP X B_K4%, WH 508;
N-{2-[3- (EHF[1,3]mM_REHFRH-5-ZELRL) 4] -
1-FRCE)-N-H&E-[1- (SR -4-BERI)RR-4-AFE]
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BB 3%, M'H 549;

N-{2-[3- (4- =) FEEEREKE) AX]-1-FRhR)-
N-AE-[1- (FAREAEABA) R -4-RAFATBE8%, MY
547;

N-{2-[3- (4- FREAZEFRZEARE) ¥X]-1-FRH)
“N-A@E-[1- (Bok-4-BE) %kw-4- RFL1E, WH 537;

N-{2-[3- (4-ZEEEFEBZEARE) XX]-1-FHRLH) -
N-&E-[1- (Bok-4-FE) %w-4- 29X, MWH 565

N-{2-[3- (2, 3- %[, 3]RA—RLHKAH-5-ZHER)
FEI-1-FRCHE)-N- (1-Z2£F/E) -[1- (Bgk-4-8R)
ke - 4- RV RIEE®RE, WH 579;

N-{2-[8- (6-&&K -1, 4, 5, 6-WERE-3-ZBAEHE)
ER]-1-FRCA)-N-GEA-[1- (ZZEABE) % -4- £
PRI BRE, MH 513

N-{2-[3- (4- REEZEAERE) -4-FEEAEA]-1-¥22
A}-N-A"E-[1- (Bh-4-FR) e -4-APR B4R,
m.p. 96-102C, M'H 555;

(D-N-{2-[3- (4- REXZHEEHL) - 4-FEEXRE]-1-
FELE}-N-RE-[1- (R -4-FH) R -4-A9L]EH
3%, mp. 86-92C, MH 555;

N-{2-[3- (4- P A FREEARE) XX]-1-FHZE) -
N-JF@E-[1- (Bok-4-gR)hw-4-AFL 1 maEms, oo
585; |
N-{2-[3- (2, 3- ¥5#[1,3]A—RLHXRB-5-BEEL)
FEI-1-FHECTHE}-N- (2, 2, 2-ZRTE) -[1- (=F&L
BE) kR -4-BAFRIBFARE, WHS535 #

N-{2-[3- (2, 3- XH#[1,3]R—RLHXRHE-5-ZXEHL)
FE]I-1-FPRZA)-N-FE-[1- (FRAEAZR) g -4- %
VEIEESE, MH 495.
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F#p 11

R MATEHE X Ik oD

%-4% (a)

11A. N-{2-[4- ("Bok-4-FREHE) FET-1-FPHZE]}-N-
A - (I-F9HB AR -4-XFX) &

FN-[2- (4-REXE) -1-FETZE]-N-AX- (1-7F
BBART-4-EFRE) B(60 mg)ETLHRLE (1 nl) RiAEFER
(Unl)A. BREVWEXRBFAHZEOC, mAGH - 4- EEK(0.03
ml). BH# 30 24 ELE. ANEARRE TR, SEFBEEA,
738 N-{2-[4- (Bok-4-ZEERE) FX]-1-FRTE)-N-&
- (1- PHEBARST -4- AFHE) EBERK (90 ng), MH 481.

%% (b)
11B. N-[2- (3-RAEBEEERE) - 1-FRZHEI-N-ZE- (1
- YRBEARkw-4-AVR) kg

# N-[2- (3-&E¥XE) -1-PEZHE]-N-TE- (%=
-4- K FE) B (0.2, 0.567 mmol) 8 =K Fi (12 ml) ER&R A A
AR A8 (0. 765 mmol). 22CHBFR R BRAY 156 I K. RERE
BEH. AERREABXALBRTLSE W, F N-[2- (3- FAERE -
XE) - 1-FECA]I-N-CE- (1-FHBARR-4-2F4)
Bk B 3 (0. 205g, 76%), M'H 439.

2% (c)
11C. N-[2- (B-REFHERAEA) - 1-FRZAT-N-HH -
(I-¥HmsEkw-4-E9E) &

R4 9ng) £K (0.5 ml) P e§&E®EMmE] N- [2- (3-KEAXE
A) -1-FECE]I-N-8E- (1-FH#B#EARw-4-AF9%) &
(40 mg) £ Q2 ) #Z & (1 nl) PHERA. EREHLEDI XY 72
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DB, REM 10% A8AABRAE pH 9. FIFERA_RKTRER,
FRANMARRA TR, S, ATEKKXEHEE N-[2- (3-£4
PEAAXE) - 1-FERCE]I-N-"X- (1- TRk -4-
A ¥AE) B (35 mg), MH 411.2.

11D. M3k, BB EHEEH 1IBHEGF %k, BLECESREN-[2
- (3-REXHE) - 1-FRZHA]-N-ZHE- (hrz-4-APH)
BABZALEARABREELAFABRFAE, HETHAX IktsH:
N-{2-[3- (3-FEMEA) FXA]-1-FRZEA}-N-/E-[1
- (Bk-4-FE) kw-4- AP R IEBE, WH 559;
N-{2-[8- (3-FEM/E) FE]I-1-FRZE}-N-&E- (1
- PaBt AR - 4- RPR) mEEE, MH 487,

E£#kb] 12
I RAENFEHNEX 114

#ERE®EEY 10A FENFT %, RBRBEEREZENR 2-%HFEL,
A5 X IjARSGHF X4A/FTHX 11 a:

N-[2- (3- PHBAEEEXRL) - 1-FAZE]-N-"/E-[1-
(Bok-4-FEE) kw-4-APRIEd8&E, WH 481;

N-[2- (3- PHEBEEAEL) - 1-FECZE]-N-&E- (1-
THBART -4-2FE) BERE, WH 445

N-{2-[3- (4- PREEZBAE) FE]-1-FHALE}-N-
RE- (1- PostEker -4- AFR) B, WH 522

N-[2- (4- PHEBAEREERL) - 1-FPRCE]I-N-®E-[1-
(Gofk-4-FX) kw-4- KPR BEmE, WH 481;

N-{2-[4- (PHB&E) FA]-1-FERZHE}-N-F/E- (1
- PHB AR -4-APH) RERE WH 46 #

N-{2-[3- (FmBERE) AA]-1-FRCEA}-N-&FA-[1
- (Bok-4-FX) e -4- APRIBERE, MH 543
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L] 13
A4 O M & X In L4

N-{2-[8- (4-—FEREAZBEEL) FA]-1-FEZHE}-N
-AE - (I-FHshgw -4- XFR) &

¥ N-[2- (4-8EXRE) -1-FRCE]-N-/%k- (1-7F
BRBART -4- K FE) B GO ng) T =K F5 (2 ml) Fouk72 (0. 01
ml) A, BEWEKSFAY, A_FRIESHSE0.015 nl). ¥R
LM SCREXY 72 I, REARPEREARE. T (KR
0) AWE, SEFAZREIEN, F3 N2-[3- (4-_FREAH
BEARE) FRA]-1-FHRCA-N-FE- (1- PHBEART -4
- AWHE) Bwk (19 mg), MH 475.

LA 14
AR PAEHNEX Inbé¥

N-[2- (4-=—FHEREFHE) - 1-FRZEI-N-FE-[1- (%
dh-4-FBE) k- 4-APRI—_Sad

100C At N-[2- (4- KEFXE) -1-FRZEA]-N-AKL-
[1- ("Bok-4-F&HK) % -4- ZAFE]E (0.256 mmol) £ P& (1.0
ml)#e 37% P& (1.0 ml) PE95E% 6 MEF. A N AAAAEZRRATR -
BRAYG pH £ 10, ZEmALERTE 25 nl) IR, FHEALKRE
BRATHR, HFRERSE. AEREBXELETSE =%, F3 N-[2
- (4-—PEREXE) - 1-FECE]-N-FE-[1- (Bok-4-
BE) km-4- AP EIB—_%& % (0.09g, 77%), MH 431,

E#p] 15
TaEALSX IS HGREEGHFAN.
M
BERASTHAS, FEFARERRER M.
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8 4 HHPHI4E,

mg
A EXRHAEY 400
ERER 50
RERTFELEFTH 25
R 120
B RE o
& %) |
AR RETIHAY, HALHNRTHBRKERA.
.y BEKETHS
%, mg
AR Pt 200
L%, RETR | 148
HERE 2
BFM

BATHHS, BROBELHHEFR.

45 - A
AR BPHALY 1.0 g
Ll 0.5 g
£ A4 2.0 g
HEEETR TR 0.15 g
HEEAXTREE 0.05 g
R 25.5 g
L ZLEE (TO%E %) 12.85 g
VF i K (Vanderbilt Co.) 1.0 g

ek 0.035 ml
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% & 0.5 mg

A8 K A E 100 ml
E 5 A

BATHAHHBRERN.

P AE

V- &R 0.2 g

LBME &, 0.4 M 2.0 ml

HC1 (IN)= NaOH (IN) Jm £ 3 % pH

K (LB EMBK) | % 20 ml
By 35 4 A

AT B8 & 53R M:

2 AE, g
AKX\ H 10

3 & 60 2

ok 32 60

5 ik 5

0 10
SEEXTRT S 0.15
TEEET R G 0. 05
BHA (TXAALEEY A8E) 0. 01
K M ZE 100

BRAELEBRAKZIMGEcAS, HFERFTHHEE 60-70C. &
BABARKETMALE 60CKLALEREAS, KMEMKE 100g.
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# A |

RS A KPS YA Witepsol® H-15 (efHi s B 69 =4k
B ; Riches—Nelson, Inc., New York), #IFEBATHXAK. L& 2.5¢
&R

AX RS Y 500 mg
Witepsol® H-15 FH=
B

H & B A4S 0.025-0. ShEMASWH K EFRAEAFTRN. MR
HAERLSAEREASY, pRESEE BVEASEEH, DEH
F. TAWALZRERAY pHE. REANTERRFHERLY, &K
B RA WL 50-100 BAHN. —BLHAFEAIF4- 12 IHFE
2-4 K.

LP] 16
A HRALELSFR

ERBKRE Hegde ,S.S. FANFE[XBAHEZFLE GBr. J.
Pharmacol.) 1997, 120, 1409-1418], # Z AKX B4t 4% eg4ikst i
) EH,

AREAREBASZERSE ) S FTESAFEMBAZTG
JORER &, M EERAASERAPCIIN-FAREER (0.4 M, HER
84 Ci - mmol™) & 0.25 ml &4R#R Tris—Krebs & & T 4T. FHt
HESA IWMH_EAZ., MEXRARKEFENCE AR £A 10 F
ZRNESURELHNESF-EHRUE, FRABOOAKNBFTEGZ
R & 5447, #| B Cheng-Prusoff ##4& pIC,, 14 ( IC., #5 fi &4 )
A pK, 1A.

AR P ELRSYZR Y EE.

LA 17
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EREXAFTHRFEREH

B Hegde ,S.S. FAMA#AZX[F 26 BRAFAHBL 57
X & (Proceedings of the 26th Annual Meeting of the International
Continence Society) (8 A 27-30 H) 1996, #% 126], kA A Z
AX RS Yo RZ R H H B,

ALY aiMd Sprague-Davwley K&, FAANZELKRLETH
Y, FEAEXERATHEINRE, SE2PpBERAE ES5E8aY
BFULZEANESHHAREFIHERREFRARLER T F SR
FEGYR. ARFITHOAHEBERKEEIEBERAEZAEZEK
F¥. A 0THRARNGERT ABRELZRANEGY. EFRERN
%R (0.3 ng/kg, ivIVEAMMERSR, E—20BWs0ad, £
HADBREBENETRLADE 10 2HARNZEZELES |
(0.1 mg/kg, iv) & E&k L %R, BREFHH o ABRANTHFEHLE
P BB ENEREE 00 BHREILERLER, HEAERHHEE.

AEXPAEP A X —RE AL FHE,

%34 18
EREBRHTHRFERERE

B A& B Newgreen, D.T. FANF k[ FHE(J. Urol.)
1996, 155 (%7 5), 1156], MR AXAMASHERAITH FERSK
& E Pk,

RRCHERBELEA, FANBASTHRE SEPREHZEA
FHBRKERFE-EA BN FHERI . FAHABTERE£-
EWE 20 B4 2 04, FEBAMBEZHEEZIAR 10 4. KF
AR—BABREGE, EHERABENZE-EHET 3 THAER
FALEHTEASY. ENAZELRNLHTHS (1.0 ng/kg, iv)HH
fabE ] B

AE PSP EX—KBFRIA B ER,
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4% | pKi pKi pKi
s 16 |FHEH 17 |4 18
N-ZRA-N-[2-4-FEREEEX)-1-FHA T X]-8.69 8.29 6. 39
[1-(—FREEL) R4+ AFE]-K
N-ZEN-[2-G-ZRFEEE)-1-FRTE]-8.94 8.61 7.19
[I-(CFRAEZEE) ARR4-BATFE]-&
N-ZRE-N-[2-C-ZRFEER)-1-FETX]9.31 9.13 7. 46
[1-(hm-1-FE) R4 A FLA]-B&
N-[2-(2,3-= & % ¥ [1,4] =& % -6-%)-1-F|8.78 8. 64 6. 57
ATE]-N-TE-[1-(Bh-4-FE)-RR4F
7E]-k
N-[2-3-REX)-1-FELE]IN-TE-[1-(%
w-l-FR)-RR4-RFE]-B
N-EFHE-N-[2-G-Z R FEEE)-1-FALB.91 8. 77 6. 80
£1-[1-(Bok—4-FX) R4 A FE]-&
N-[2-(2,3-— & ¥ f%wh—6-%)-1-FXTX]-8.92 8.75 6. 60
N-iE 2 -1-(Gok—4-F X)) R4 F) -8B

e}

.09 8.73 7.08

N-[R X FE-N-(2, 3-= KX H=%H-6-%)-1-8. 89 8. 83 6. 87
PRZA-[1-(waEmh-4-FE) %42 F

E]-E&

N-[2-(2,3-—& ¥ H%xh-5-%)-1-FE L X]-8.52 8.23 6. 65

N-ZR-(I-FHEEARR - AT -&
N-[2-(2, 3-— & %X Hf%wh-5-%)-1-FX 2 X]-8.74 8. 44 6. 69
N-EFHE-(I-FHEBERT4-ETFX)-B&

N-Z & -N-[2-(2,3-= &4 5-%)-1-F X ¢|8.94 8.62 7.13
R]-(1-F s Rz -4 7 X) B
(S)-N-{3-[4-(2-(2, 3-=&. ¥ sf=%="h-5-%)-1-8.51 8.13 6. 50

FTELE) -CERE]-FA-RR-1-4]-3-AR
A -FREE
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N-[2-(3,3- =9 %-2,3- = & ¥ ¥ =%k -6-%)-9. 02 9.08 7.13
1-FRECA]-N-TE-[1-(BRk-4-F X)) %kw -4~
EvE]-&
N-(2-[3-(4-FREFAZXAFX)XK]-1-F£9.69 7.22 6. 46
ZAI-N-EFHE-[1-(Bdk-4-E L) kw-4-L F
A1k
N-{2-[3-(4-FPEEEEEARL)FEE]-1-FRT. 14 6. 84 6. 42
E]I-N-ERE-[1-(BHk-4-FEX)%k%-4-X F
£]-&

REFZAPCEZRAEEAREHRBRTTHAY, EAAREAAR
BEEEM, REREAXVGERAEFEER, TAEEEHFEP
FREH. I, ETAMEEFEREREBRLAGHFEAEHE. &
oW, M BeY. ik, FEFTR B, THEAEE. A
XY EEEER R A ERXEBZA.
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