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REERE. RE, WFNEdie REREBAGLE, £1 -3
AAEIBERRGREAEAZT R I THAERGLEFOR
E, mBRSHIRBARGE L, Bk, SEIN-LREEMABEN
HONRAZEAFLINEGREE S, ANEESFETLEGOH
B, LERARBEFEL, FHRARTREREARALQLE (B
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HEL, #¥K (CT, MRIHRSBTRE LE), BABAL,
231 - 239 %, 1993) . %%, LB —F4— LB THRE, MEARRK
AIEG R, Heile, RE. ERREFHREFEL.

X, ATEHERLIGHBE (BFEHRAL), dEFHFE
BEABFA-ALGALIBAELGRME. Rd, E£45 A1k, X
FRENGEFE —BBEMTRANRAAL SR HISAMEGH
RUBEFEAEERARALARENRX LGS T &, RAXARL
FRREHHBY, FEN2EGREGRALEFAHAR (LLEFR KX,
(EEREFFMY, EFPK, 34 - 367", 1991) . Ak, A
ERE MO ERERGLTE, AMNAFEFL—HEALRAAH
RERLE . SIHEGH M.

BHF, NOSHLEZV=Z#FHE EREZFHTFTOMNTZA
AHWiER. LHEA AL THEERARFHHSAXE N - cNOS (1
), EHEETFRAEAXBRARTHHEAXNE - cNOS (3%),
AAHTLIERAmMEIAREASHARN LGRS EEXEDEK
e hE (LS HBE, LPS) MR ESFESR, FRLEFTAAZ
B4k AR H £ £ 65 iINOS ( 2 #) [Nathan %, FASEB J.16, 3051
- 3064 , 1992 ; Nagafuji ¥, & T 3 #H 2 52 F
( Mol.Chem.Neuropathol.) 26, 107 - 157, 1995].

HABRHEBAENR LG BASEAGARNE, AARET @B
BEABRRELI. BATEREFYSARTARAFFTEL BRAH
A JE 65 b3t vl B AT 18 454 0 b B 54k 89 — AN F 43T #2 [Siesjo, K fe iR F
# 2% ( J.Cereb.Blood Flow Metab.) 1, 155 - 185, 1981 ;
Siesjo , & FF L& ( J.Neurosurg. ) 60,883-908,1984;Choi,# £
%% B 5% ( Trends Neurosci ), 11, 465 - 469, 1988; Siesjo
# Bengstsson, kKB fAMHE %L E ( J.Cereb.blood Flow Metab.) 9,
127 - 140, 1989]. = EFi&, N - cNOS HSAEMEX R, BT
A, REfIpHiEEY G NOS FHEFFENL, RELE NOS #
HATHBmEGFEP A [Dawson F, #Z2HFFHF A ( Annals

Neurol.) 32, 297 - 311, 1992].
2



FEE, N- cNOSH# mRNA ¥/#2A N - (NOSHAZAEH
EXBRAEFBRLESMBRTEER, A2 ALRERL
h WG A4 —5[Zhang ¥, BB X ( Brain res.) 654, 85 - 95,
1994]. %4, 2 TFILAMBFBEAEY, YR ATAREIRESR
K AL - NNASABEEEA, N - cNOS FHegvFl£5%
E % i M % bk A £ [Carreau F, B H B B F £ &
( Eur.J.Pharmacol.256,241-249,1994]. % 5t, #3& ¢, 5 T8 N - ¢NOS
2R SH AR, HEBREAERNENMREREHERS T BY
AR A A B8 % I [Huang F, #% ( Science ) 265, 1883 - 1885,
1994].

Bk, WABRELEINY, INOS 5 EHFhHlNRHGLERLLK
BIBAE LHEZLH, EXALXLAFESEA 12 PMHE, iINOS &
mRNA AEWMABA A FFEH¥K, £2 8%, KMF INOS FH—R&
HTEK BALRELZSHGaeiGE(ladecola F, KA AL
Z & ( J.Cereb.Blood Flow Metab.) 15, 52 - 59, 1995; Iadecola
¥, AWhARTLE ( JCereb.Blood Flow Metab.) 15, 378 -
384, 1995]. ##H G, FTEIHXABHEN, ELALELHNER3IHE
BEHAH NOS ##Mz—6 NC -Aik- L -HEAKRFE (L -
NAME ), BERHOEARELERPENGHE I Zhang F, K hARE
# & ( J.Cereb.Blood Flow Metab.) 15, 595 - 601, 1995).

FIEATEXANBAR S h LI MEP BB LT T, INOS
BERTREERE RGO HE A LA IR F(Endoh ¥, #H2HFHR
( Neurosci.Lett.) 154, 125 - 128, 1993; Endoh %, &% ( Brain
Res.) 651, 92 - 100, 1994; Nagafuji¥, BAKIX ( Ito F%4 ),
60, pp285-288,1994,Springer Verlag; KA, WEH, TREF,
13, 127 - 135, 1995 ; Nagafuji ¥, 2 TREHALREZF
( Mol.Chem.Neuropathol.) 26, 107 - 157, 1995].

KRR ERA, BTEAR:IIRGEAZHRHG AL LEMESE N
- ¢cNOS X INOS A EMH X &.

A—F@, HARA, NO ZhfARE4KETF ( endothelium-
3



derived relaxing factor,EDRF ) 8§ £ ¥ —# B%, BH#, aTHNEKHS
A EWRAYAH #£[Moncada ¥, #H4HFFAF ( Pharmacol.Rev.) 43,
109 - 142, 1991]. ¥k, #HF, IHAARTHATHL - NNA
i, REINEERSALGMEAREG AR ATHEGRAE (B
B, TBE#, 11, 55-60, 1993) . AW FPEA—FHAT
M (—fAA “BRBYRHA” ), FRE¥ALEE-ZRBALARX
o, EMMEERBLASRFER (£F A ILHABFTRAERT
By IPC . 247 - 249, 1990 ) . BEFHREAA, AH ‘8
ABINMA” AREA. B, AARA, EBEAHFELRY, #HR E
- ¢NOS ##FH A EHRERAEHHLIIRB AT AR EY
A AmEBARDEEN, RABREMELREREY K.

i, AXWEMNCER, CiTHAH NOS W M6 2B i NC
-RHEA-L-#HABE (L - NNA) N TEROBEHRELEEENE
% 3. 3 A K [Nagafuji ¥, B F @8 ( Neurosci.Lett.147,159-162,1992;
BAF 6 - 192080 5 R). % MM IR [Nagafuji F, RHHHIHRR
# ¥ % (Eur.J.Pharmacol.Env.Tox.248,325-328,1993| & L 4 B £ A .
B—7 @, LTk M T6 NOS # 4 =5 3 g s B RS Hi45 AR A
AR L E2GHE R ELAER S (ladecola F, KB AARELE
( J.Cereb.Blood Flow Metab.14,175-192,1994; K iE 1B, BEM %%
E%, 13, 127 - 135, 1995; Nagafuji ¥, 2 FThAFEHEREF
(Mol.Chem.Neuropathol.)26,107-157,1995). % st A£ARXHXE HE
BEREAMBE T, EFEAFALTH NO X5 NO B AGK# 8
FNRIREOERE—RBHEAPTHRGEI-FE(KEFH, 2
Bk, TBES, 13, 127 - 135, 1995; Nagafuji ¥, 2 FHF4¥
% 5% % ( Mol.Chem.Neuropathol.26,107-157,1995 ) .

£ F NOS#HH M BEFRaBH YRR, HARAREHEEA
#H, K2 FF AW NOS HH M N - cNOS & iNOS R H KGR
#. FEE, EVLL - NNA# L - NAME AR EGAA NOS # & 7
P, w3 Z NOS S+ # kB A & 250454 A &P R & K A4 [Nagafuji

%, A% %K/ < ( Neuroreport ) 6, 1541 - 1545, 1995; Nagafuji
4



£, 0FHFEHZ%HE%E ( Mol.Chem.Neuropathol.) 26, 107 - 157,

1995]. BRAARY, A/HHRSLBEBLERFEFHN, RIFERAL
N - cNOS % iNOS B A ¥4 B 644 K [Nowicki ¥, BRHHHF
# & ( Eur.J.Pharmacol.) 204, 339 - 340, 1991; Dawson ¥, £
HEEHFKFH ( Proc.Natl.Acad.Sci.USA ) 88, 6368 - 6371,

1991; Iadecola ¥, X hi&Z %X £.& ( J.Cereb.Blood Flow Metab.)
15, 52 - 59, 1995 ; Iadecolaet ¥, KB AKX L &
( J.Cereb.Blood Flow Metab.) 15, 378 - 384, 1995; kK& %W,

WER, £BEF, 13, 127 - 135; 1995; Nagafuji ¥, & F4F
%% ® % ( Mol.Chem.Neuropathol.) 26, 107 - 157, 1995].

BIFEAANA, N - cNOSHHMEATRAENTHEH ARG
BRN, A ERA: LXK GHOury F, 2 FLE
( J.Biol.Chem.) 268, 15394 - 15398, 1993; Mackenzie ¥, %
#3% 4 ( Neuroreport) 6, 1789 - 1794, 1995]. £ ¥ [Rigaud-Monnet
¥, XEaARELE ( J.Cereb.Blood Flow Metab.) 14, 581 -
500 ; 1994]. k< m A E M [Moore F, XB HFH F L &
( Br.J.Pharmacol.) 102, 198 - 202, 1991; Olesen.,. 3B F X EF
% ( Trends Pharmacol.) 15, 149 - 153, 1994]. "G &b Fo 4 Hi b
[Kolesnikov ¥, Bx# #H ¥ & & ( Eur.J.Pharmacol.) 221, 399 -
400, 1992; Cappendijk %, A2# 3@k ( Neurosci Lett.) 162,
97 - 100, 1993]. MR X HZK KK [Hu F EI - Fakahany,# ZF k&
( Nuroreport ) 4, 760, 762, 1993; Meda ¥, 8% ( Nature)
374 , 647 - 650 , 1995]. WML HEK A [Youdim F, L FHE
( Advaces Neurol.) 60, 259 — 266, 1993; Schulz %, #8445 %
& ( J.Neurochem.) 64, 936 - 939, 1995].

A—F @, AEARY, BT EHAEs L4 LPS 94, &£4F
EEdAmpEPHEEAMRTFRESEAG BRI LEETH T4 RE
iNOS, IHFAMRKENORE LT EKFIRESTYLERMK, Ht
INOS %1 7 st B o 524K %, % £ 289 [Kilbourn # Griffith , B X Cncer

MR L ( JNatl.encer Inst.) 84, 827 - 831, 1992, Cobb %,
5



B4 E EiF# ( Crit.CareMed.) 21, 1261 - 1263, 1993 : Lorente
¥, EHFRERR ( Crit.Care Med.) 21, 1287 - 1295, 1993].

AERAIRSY, INOS WHMHTRAUTHERGESM, Fiu
* 5% A REX YRR AES L H £ P R [Farrell %, KR 7+ 3% 55 4R
( Ann.Rheum.Dis.) 51, 1219 - 1222, 1992 : Hauselmann %,
FEBS i#if. ( FEBS Lett.) 352, 361 - 364, 1994; Islante ¥, *
W45 %&& ( Br.J.Pharmacol.) 110, 701 - 706, 1993]). &4
XA AREMRE LR ([Zembritz #= Vane , £ B B EHERFHR
( Proc.Natl.Acad.Sci.USA ) 89, 2051 - 2055, 1992: Koprowski
¥, RAEEMAFRER ( Proc.Natl.Acad.Sci.USA ) 90, 3024 -
3027, 1993). 3# &M [Kolb ¥, £ ##% ( Life Sci.) PL213 - PL217,
1991].

4RI, AN - cNOS BF&#HH NOS HHMH, BT
A THR: NC-3&%- L -#H8% (L - CPA ) [Lamberte %,
B 8% ¥ % & ( Eur.J.Pharmacol.) 216, 131 - 134, 1992]. L -
NNA[Furfine ¥, 42#14t% ( Biochem.) 32, 8512 - 8517, 1993].
S-FX- L -AKAKLK ( L - MIN ) [Narayanan # Griffith, E
HAFRE ( JMed.Chem.) 37, 885 - 887, 1994: Furfine ¥,
EHAFRE ( JBiol.Chem.) 37, 885 - 887, 1994; Furfine ¥,
EHAF R E ( JBiol.Chem.) 269 , 26677 - 26683 , 1994 :
WO095/09619 5 /24%; Narayanan %, 2#4#& %% % ( J.Biol.Chem.)
270 , 11103 - 11110 , 1995 ; Nagafuji ¥, # 2 3 &
( Neuroreport ) 6, 1541 - 1545, 1995]. S - Z& - L - BAAAS
& (L - EIN )[Furfine ¥, £ %4t %% & ( J.Biol.Chem.) 269, 26677
T 26683, 1994; WO095/09619 5/ #&; Narayanan %, A3 2
%& ( J.Biol.Chem.) 270, 11103 - 11110, 1995).

H3F, A INOS BRABBGHHAN, BRRFALTHHA: N©
"ERRZE-L-BEK (L - NIO) [McCall ¥, R REH S 2L
( Br.J.Pharmacol.) 102, 234 - 238, 1991). & 48 ( AG )[Griffith

¥, EB#HHF 2L ( Br.J.Pharmacol.) 110, 963 - 968 , 1993 ;
6



Hasan ¥, BRRMHPHF % E ( EurJ.Pharmacol.) 249, 101 - 106,
1993].

A KRG AF

ARG B HGRRGg—-HHoiLsdd, BhEBNTFERA, %3
REETHZARAL THS5S5HERMEELEZNGNOS ( N - ¢NOS ) %
AR THEFTERRAFEHSLEMLERL A6 NOS (INOS ) AH#BEH
WHER, THABRRETBFLAN. MAESBTRBLHTMN. HimA.
el e AR GE T, MRELTH. BREAVYREBREFA.
EHEXFRETN. RERRERSFHERRETN. BEBEFH.
e ARG IT M.

AXREMATHEHAGRADAITTEAGHR, L2 LXR,
BAARBX (1) ATHNRREBETLEY, XA TRELEGLARH
K.RAFHEELTHERGE, KK TRA NOS H Megit2%,
CXH N - cNOS X INOS RAWHEARALTLARBEN, hABRER
BEAN (FARMEEREFEFGLTHN) AAZEFHHR, 24
EART AL

ratad X (1) 4:
Y,
NH / CH) Rz le
-~—- 2 C—— (CH7)m—N\
(1)
( X%,

R; % F SRs % NRsRs; ¥,

ReATFTTAAABRNKEG AR I AREH1 - 69REA, AH/K
XERBEH2 - 6 9B R,

R EATAET. HARIBREH1 - 690, BHE3 - 8893K
A, ERARIARBEH2 - 6 BB E. ARRIBREHI -68
R, ARARIBAKREH]1 - 6 ARARL, IR IBERERT - 66
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A, RAE;

Ry A FERTF. ABRXRIBAREHKL - 6 HRE;

R, AFELTF. AR IBEZH1 - 6RE. REARSHEA
REBRRBH1 - IRAGRELZE BE, AFLETUER—R
% —A 3 - 8 L3R

R:AFEETF. AR IARZEH1 - 69RE, R, &TE
R, —RBER—A3 - 8 LHHF;

R, ETERET. AR IERFEHL - 669RE. REFHAHALE
REBRKBH - o RANRELAEE TUAARAKLAGHEHL - 8
HEBE —HERLRBETFLIBEAARIARER 1 - 6 IRARZEHS
- SHFKRAIAERRYKE, RETAE Rs—REBAR—A3 - 874
#9 355

Rs A 78 5F. HARIBAREH] - o9k REAFRSAAE
FXBUBH 1 - HRAGREAFLE RAFS ALK TERR
H1-6HBRANRALABAER A% AT TUASR—REX—A
3 - 8 LK,

Y. Y. Y3, Y. TRAMBEARARSEAAFTERTF. AXRT.
AMA. RA. BA TRH 1 - 3AREFRTRAGAAIIBRRNOK
#1-6MBA Tu#l-3ARFRTFRAGEES - 6 IRRE,
HHEXIBAKRER?2 - 6HBHL, ARRELAREH2 - 6 A,
TUEABRKEG AR ERKRFEH T - 6 IRARX, AAXIHARK
#1- 68mAE. NYsYs. COYr; (9

Ys. Ys THHBXARRARSABEATEART. TUAARKANE
RAIBEEH1 - 6 RARBEHS - 693 E,. HH1 - 8HB
A BAFRSAABRIIBAREH] - 6 IREAGRAEEE, AT Ys
5 Yi—RHBR—A3 - 84K HA

Y. ATEARET. A, AR IBRERL - 6 A REHS -
6 RRA. RARSHEAXIBAREK 1 - 6 YRAGRAE.
NYsYs: «E‘P,

Ys. Yo TEHMEARARARSEBAT: ART. A8 A XBREH1
8



- 6HREAREHI - 6HRRE;

n. mE3AEFOR1GEHK) .

B, AZPENEER, BAX (21) AFHLEBT—FHES
AwAX (1) AFHLSPAAGSRTRK, HEX (21) %:

Y, Y,

/L 5 C—COCH
ONT AN R
Y; vy, 3

(21

(X,

R, 78 BF. EEXIEAKREH1 - 6 9KE, XETAE Rs
—RH R —A3 - 8 LK

Ry ATHRXIBERFH 1 - 6 REARFTRE R, —RHBAR—
A3 - 8K

Yi. Y2, Yi. Y, TABEAXRAREALAT ART. AER
F. TRE 1 - 3ABETRFRAGAAR LHAREH 1 - 6 95 A.
TAE 1 - 3ABETRFRAGEH3 - 6 th3rRA. HRERS T
BEABRAKAGASR LEREH 1 - 6 AR, AR LEREH 1
- 6 &9 L, LA NYsYs. COYq; R F,

Ys. Y TRHEARARA®RESBAFTERT. TAAARKENE
BREIBEBER1 - 6 RE, i1 - swisEk REAFSAAER
Sk gEH1 - 6 RAGRAREL;

XE, Ys. YeTRA—REER A3 - 8LHK;

A&, Y. ATERT. AARIBREHL - 669k, &H3 -
6 A, HARIAKREHL - 6 IRAE., NYsYs: H P,

Ys. Ys THAMBAARFAREEATFTART. AAXIHEREH1
-6WRE. BH3 - 68X KE. )

AANFHEAR, HFB S0 - 13391 FUABAMAFLF TFES
( Clin.Sci.Mol.Med.) 53, 355 - 364, 1977 ; & F I HB &K

9



( J.Chem.Eng.Data ) 22, 3, 224 - 245, 1977; BA#FSFE
# ( Clin.Sci.Mol.Met.) 54 , 673 - 677, 1978 ; £HHFLE
( J.Biochem.) 94, 123 - 128, 1983 #= B BRAF A W094/21621
TEAFT 258X (1) FAFHARLNSHA XSS,

%ok, BARAWAX (1) AFHAXPRASHZ T —Rye i
WACENFE S2 - 97933 5. HFW 52 - 99227 5. HHFHE 62 -
158249 5+ A, AmAXREMY, (ATERLAALSHMEGLE
Hrig NOSHWHERRBREA B TRALTMN. KFMETMN. 2F
BHEA., MREERRAEAMN. WMEERREAM, HAM. 5
HHERBERBEGETHN. HaghEAAMN. BREXFTRERS T M.
EHRETREAN. RERIERFHAEREAMN. BERRETH
FHF MY AERTLEAER.

S, EAPHGHERD (1994512 A 12 B ) 58 E) .5 & AN
Fr #a 45 S0 B 8] Z 6 A 69 B BR A FF AR W095/00505 SR F S
Perkin ¥ ( J.Chem.Soc.Perkin Trans. ) 1,2025-2030,1977 #3287
HAX (1) ATHELALEGHPH—FS, HERBEREAFIRT
LT ALBLESH T —Ho5e LRSS,

Boh, AAbHGHERD (19945 12 A 12 B) 950 ALE & kA
FF o A BB ) Z 6 A 6 B R A AR WO095/09619 5 P T w1l X
(1) AFHALRLSD T LKLY,

4o X BB BT R, 5 BAERAFAR W095/00505 5 F+ W095/09619 5
i ok, EAXPHERAPREGKESDEARANELR
& NOS #7414 R A FHHM N - cONS 8K AR INOS #HH.

B & R

B1A-AKRLHE, CAFE&EN 96 GILSWTKELE T KB
48 1A EE G FM TR RG L EMAA.

B2RA—AHLE, CAFEEN 6 5LEHT XK EF KB
ZIPHAER 22U IAEAEOREREYRARGKE/MAA.

BTE#EPEREFTE

EXEAF,

10



-------

AA, AL ETHE HTHE &THXH XA A%
HAHEEI - 6 9FRE, TAME: Krad, rTE, AL
ROAF.
HAERRIBRRER2 - 698 HE, THE: ZHE Ba
A THEA ABEF;

HAABRRIBRERS - 698K, TuHE: G, THE,
KA.

AHERS XBREHL - 6 IRAL, THE: FHRE T4
A ARAE ERALYF.

HALREFI A AL IBAREHR 1 - 6O RANRARAER,
TplF: FPRABRRE CREAZE re@iAZE FoeaxsA.
ETAEAZR RTEAZAS.

HhmE 1 - 8ok, TuHE: EE. AsA. TEE F
TEE, EV8EAF.

HAHEAS X BAREE L - 6Bk, THE: FRE ZHA
k. ALY, .

HAETUREABRRKAG IR I BKREH 1 - 69RE. TE
ABRREGHEE 1 - SHBRAUATUAALARKEAN AAR L EKRGH
H1- 6HREATHRRE, TAWE: HERT. FATRBA.

HATAALERREAGAAI TRKEH - 6 9RE, T3
Wik, LA, 2-RRk ERAFE.

HATAAABRREAGARIIBRERT - 6 9RAR, TA4#
O FPRE AL ZATEREEA A FEAF.

HATAERARAREMGZEN 1 - SHBRA, Tk st X%
VEEAS,

A NYsYs, TABIF: KA, TR, uit. —PEERX 2
AFERKE Rk, ZBmAKL N-FRZEBRAL RTAAZBLE

11



B ON-9ARTREEREKASF.

#H COY,, Trss: P, X sE, H8E FTH
£ FEAZA CEEABE RTHRAZE SABA FAREK
A, ZEAEEBE —PESAZE CEATERAEEF.

AR, HAAHKIZZEHAKE 1 - 6 ORARKRAIAL, X
FRABRAEIBRBEH 1 - 6 HRARKRGIL, RFMEE, HFIK
#AFRA THAEEA CARE. HAL.

KA R, KAZEET, REIARLEREHL - 68RE, #
AHEZLERT. FE. TA.

KA Ry, HAZARTF, RLARRIBREHRL - 689KE, &
MEEERT. FA.

B3, Ry, RiHAWEM—RHBAI - 8 LHGHESHRRE,
ik EHRAE RTE FFRE. RIEA.

#A R, KRIART.

#ARs, HAALRT.

#Hm. n, SBX (1) FY. Yoo Ys. YeRShe9RKLEE
EHRAFELRFMARAE, K mPodA 0, BEX (1) F Yy,
Yy, Y3. Y RS BRAREERGEE Lt st AN, £&EmA 1,
ndo0, FEmAO0, nAl.

KA Y. Yi. Ys. Ys, SMTRAREAIFRBEAKES: A
BF. EFBRF. f4. A TaR# 1 - 3AFFRTFTRAGAHR
BB 1 - 6HBE, T#l - SARFTRTFRAGEHKI - 6
HEEL ABIIBKRBH?2 - c HHAKE, TURAARKREGELHL
RERBEH1 - cRARL. EAIIAKRSEHL - 6 RAL. T
EA EE —PARA. ZAFTEASKE, EHHAN: ART. BF
BF. TH#1-3ABETEFRAGABIIARBEH L - 6 HRA,
T 1 - 3ARERFRAGSEHR3 - 6 9RREA. ARAXIBARK
H2-6HMBHE TULARRKAGEAIIBRRZH 1 - 6 HRA
A, HURIBEBH1 - 6B AX. PEREA TEE —FERE
LETERE.

12



HEX (1) ATHEALAARA AL TERLTHFET ES

.

Y
2\‘\/' 1 1,11 _R‘
5 (CHp, — C—(CHys N
Han/v v, R, Ry
3
LEAL ReX Y2 Y,
\4\/ R R NH \4\/' f'(z .R‘
J: —(CHp, — € — (CHy =~ N (5) l 3 (CHp, — C— (CHy N
H,N N SN R Ry RS TNT/ON R R,
nYs Yo @) HY3 Yo (6)
l R,RyNH
(35)
Y, /Y, R 2 RyRyNH Y, ~ . R o
\‘\ |1 e (35 \ lz e
HO,s /[ %'(CHZ),,—CE—(CH,),;-N_ ) iH ,E \:_(CH,)_—-C—(CHz);N_
H,N" N7/ R R¢R,N : R
2 Y] Y, (34)R3 3 Ry ZY Y, ® R, s
NH.HX
McSé\NR-,-R.
3 ) @
s
BocHNJLNR-,R, Yy Yn
36) BocN R
3) ( > L —(CH:),—g—(cw»m _
R.R,N N R,
HY Y‘ (37)
NH
Me. X NH

&)

N™ "NHNO, Iy

NO or MeS” TNHNG, Ry R,

,[\ / (CH C (CHpz- N
T 2-)n'_ a N
/ N R, Ry
3 Yo (9)

Y Y J
2\‘\/; 1 ,}2 R,
5 (CHyY,—C— (CHpzN
* N /"\, ﬁj Rs
HYJ .Yy o

NH
OINHN N
HY
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X (1) PEAFHRAHTHR ERSRHERABX (6) K
FHiLY, EhSHTAREAGX (3) AFdibdiEhRiERA,
zHX (4) AF7HL0HmE K.

X (6)

(X ¥,

RAFERT. ABRAEIBREH - 6IREA. ERAFSAE
BAIAKRERT - cIRANRAEEL, AFTAE R —RYR—

A3 - 8L

R:AFERET. AR IBKRFEH 1 - 6 9RE, RETARE R,
—REBR—A3 - 8 LK;

ReAFERAFSAARKXIBREH 1 - 6 HRALERL, T
AEARKAGHERM - 868Lk;

ReAFART. ARXIBRBEH1 - oA ARAFSHE
BXIRAREEK L - 6 RAGRELZE, AREARSAHARRIHE
WK1 - 6RANRAABERL;

ReAFTHAEARRAGEAERIEAEGBEHA 1 - 6 IRE,
BARIBRBER?2 - 65REHE;

Y:. Y. Y. Yy TAHBAXFFAREARATART. S W
TR 1 - SABEFRFRAGARREHARREH L - 6 9RE. TR
#1-3ARFRTRAGBEH3 - 6 9FRRA. AREAFSTUALA
BRALGAARIBHERH1 - 6 RER, AR IBREEK]L - 6
B, NYsYs. COYy;

AL, Ys. Ys TRAHARXARAREALATEART. TRAEARRK
AR AMR XAk ER1 - 6kt o1 - s, ARERSY
AERRIBKEHKLI-6 R AORAEEER RE Ys. Ys L —R
% R—A 3 - 8 LI;

AE, YT TAEARRAGARI I BREH - 6 ki,
BE3 - 669 E. ANRIAREHT - 6 IRAK. NYsYs

A, Ys. Yo TRABAXRARSAATERT. HEXIEAK

i1 -6 A. FEH3 - 6 IR E;
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mEFO0. 165

nEw0. 165%%. )

ATFHNEBTABRBATHAEANS T ESR. £F, £TEX
(3). (4). (5). (6) ¥ R,. R;. Ri. Rs. Rg. Yy
Y;. Ys. Ys. m. nEXBALE, XAFERT. R T.

THHX (3) AFHASHETEFELTARAKX (4) AF6L
2%, LRALERS. BEAFANE XZCHE. N, N-=Fi&
EAMZEANBYAELET, RAZAEAZBRFSAN, N - FLEA®
REEET, B, —AFR. K. —FRATFREFABARENE
My, RAZE-SRTRESKGROEMNKN_ATRY, X0 TER
ERbShhing, KAZAEATET, X (3) AFeikems =
SALERE, REREALE, AARFAX (4) £F6LEH.

REBX (4) 27808 EX (5) AFHESHETH. A
M., 1, 4-=-(R., P8. LEFAYAREGENT, EAERE
BERRSHFENRE, KARELHY, RAERESI AR, A
mERX (6) TS

%4, X (6)

(X ¥,

R ATERETF. ABRIBKREHL - 6 IREXEFTTUAE R —
R ER—A3 - 8K

R,. RsTRMAXFRARATARRIBRBER 1 - 6 54,
RXHER,. RsTRA—REER—A3 - 8THK;

R;. Y. Yz, Y3, Yqo X. m. n®ELFLE )

A FHABTABEBATHREG T RER. £F, ETX (3).
(4). (5). (6)¥HR,. R;. Ri. Rs. Rs. Y;. Yz, Y;.
Ys. X. m. n#EXELE.

#(X(3) AFHNEHERBREBHENT, HEaAa®T,
EXPREFALRE—R, ANEREANRASWHIGRE, £
EEBTAE, REL10% W EALAKER—RIATR, ANAEF
X (4) 7= sd.
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RERX (4) ATHRRAHEER. AR, AMRFALNRRBRF
g%, BRAEX (5) AFH4SHETH. AR, 1, 4 - =&k,
VE, LEFAYAEAENENT, EER2ERRAREGUHENEE,
HEELEFTREAERSYRERE, AGKFX (6) ATdiited.

AX (1) 78489 F; RIANRR#HKX (8)

(X ¥,

R, 2748 BF. ABARIAKRBEH] - 69RE. AREAFSHAA
B IBEEHL - 6HRARER, ZEATUSR,—RER—A3 -
8 T3

ReATFTHHRRIBARENH - 69, AEXXBREHL -6
B tEl THUEARRKRAGZHEL - SHBE, RETAE R —
REBR—A3 -8R, ¥, ReALRTH, R FEATRE

RsAFERBTF. ARKXIBARBHEI - 69REA. ARAFSHAA
BRIBREH] - 69RAEZE ARAFSAAEIIERERLI
- 6 ALABRAEL, XETAE R —RBBA—A3 - 8TK;

R ATHBIIBRREAFKRGEH 1 - 6 9RE, ARRXEAKRE
$2-oaHA. HERXXHARBEEI - 88%X;

Rg AT ERT. AR LBREHK - 6 89RE;

R;. Y;. Yz. Ys. Yso m. n®EXFAE. )

k7w TaEAX (6). (4). (3) 27etsHk
ARBEARSA. XP, AETX(3). (4). (5). (6).
(7). (34). (35). (36). (37) ¥4 R,. R;. Rs. Rs.
R.. Rs. Y;. Yz. Ys. Yso X. m. n#IZNFLE, ReHETTEA
AABRAEY. EAXXALHEHHN1 - 6k,

X (8)ATHALLSTAARRX (6 )AFHEHEX (35)
ATE, EXYAREGEMNT, ARAT, K2 FAPRET,
T 80 C# AT R B 4l #%.

%, X (8) A7 HETREAIRX (4) £F76LED
#B C.AMaryanoff F# 7 k[AMLFLE ( J.Org.Chem.) 51,

1882 - 1884, 1986)# A &K ( 34 ) AFWiboHz G, AR LEEX
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(35) £ F69BE EmH . .

3, XN (8) AFHALSHETARTERRFSEMNP, 5X
(3) a79itaPaX ( 7) L7049 —RA =% HHA.

Ho, X (8) AFiibeHb-TRETRX (3) AF7H4Ls,
# B M.A.Poss 89 7% i [w @4 B # ( Tetrahedron Lett.) 33, 5933 -
5936, 1992], 5X ( 36 ) A7 eWEE, KFX (37) A7
o, REBRRBTALSZHBRRTAAEARYEARSA.

AX (1) Frregiessy, R ANHNO X ( 9) A7aiits
BAE R ANH HX (10) 76544, ¥ TRERAX (3) &7
GRS WEARERALER. AP, £TEX(3). (9), (10)
F, R,. Rs. Ri. Rs. Yi. Yz. Ys. Ys. m. n®ZLFHL.

X (9) A-7&9tsd, TRABALRX (3) 27844, £T
. L8, 8. KFEXPBAREHENT, ARLELHE Y, EZRE
BRERSHHEGEE, RRAEERT, REFTEMAZLEXLLE,
EN-FEA-N-ABE-N-ZMEK AFEN-ME-S-F4
T BNk BB d ) .

X (10) AFgisH Tl #X (9) AT HRITER
BEmEHF. MAHAERRAETALELRBAREHEN T, Hloil TE
b, EAPRAEE, EEERTHAT.

X (1) AFHREH T RGALRFHLEHTEAT 7 k4 5.

X (6). X(8), X(9), X(10) 27894toHF R,
REFS R ALK IAKER 1 - 6 IREEABARYVENILESY, A
AR MEE A EBERRY, AmEFRALETHAESY. TR
BRPRETARBEEFEAGHEERAFTEAGEERT. #lae, 3 Ry
ARTAEABEGOHAT, ARAZERBRRAEGENT, HlE=K
Vi, LERLE., F&. L&, 1, 4 - —&R. £, XEZELEH
BEST, £ 0CEERNEET, #AZACR. &8, 8. ¥&
BRERGFAART, HINARREAZTEFAKFHTERAZRLEX
#A7r. 2R, FTF R, Y. Yoo Yi. Y ARTEEEENLES IR
#, TUABLEBEFEE, R, Y. Y. Ys. YiHITREXK,
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AT Rs ART ARREARANLSH AR, TRALHEABEHEAHZ
A EE.

NH.HX

P H
NH McS” > NRyRy
NH 1 NH N
rGes o 7 ¥ Gally
O,NHN N O;NHN N NH
H

H
an NH (12)

Me . H
N~ NHNG,
Yo iu Q -ﬁ\l' NHNG,
(1 T O,NHNT N NH

Hooa3)

EX (1) 278448, X (12). (13) A F764LsH
TRAEAX (1A THREDARBERARSGA. X P, ETX (7).
(12). (13) M Ry. Rsg. X. n®HZLFE.

wk (12) 2784sd, TRAATHEX ( 9) FriLsH T,
R;. R;. Ry. Rs. Yi. Yo, Y5, Yy AEARF, mAOHX (11)
ATt 5 X (7 ) AT HARIFHEN T —REAE
5.

F9, X (13) AT TURALEX (11) AFTHLsE
BERZTFHEMNY, EEBERARERAYBPENEE, ARXEERT,
EN-FX-N-#BE-N-ZHXKBEE R4 F.

HAX (1) FiTheHGHERANIX ( 3) AFT0GLEHY
o T AT kP&,

Y Y
2 o~ ! RZ RA

N . :
i 2 (Clip, —C— (CHY N ©)

L R
O’_N Y]/ \Y‘ Ry 3
(2)
Yy Yy
N~/ 0H
RN Y, ¥ Yo Y
wyf Y, \ 2\“/]/1\& "~/ ; CN
38
Yz Y 1 Y’ Y‘ 3 Y4
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Y Y Y
j[\“/l/I\ CN j[\“/ﬁ\/ NH, f:’ Rigggl(?zsg) Yj[\-/]ﬁ\, NHCOR,
Hal YJ/V\ Yo Ml Y:\/ =N Ye HaN YJ/V\ Y.
(42) (43) (44)
X (3)
(X F,

R, A7ART. ARRIBKEH 1 - 6 9RE, REAFSH
AEBRIBRBEH 1 - e IREAGRAEXEL, X FHTlE R,
—RHBER—A 3 - 8K,

R:ATART. ARXLEBKBHL - 6 RE, HHE T
ER,—RBER—A4 3 - 8TK;

ReATHRRXIBKRER 1 - 6 9REA. REARFSAHELEAHR
FRKREHL - 6HREGRAEZELR, TUAARKRLAGHEH
-8B E, RFTARE R —RHBER—A43 - 8 THK;

Rs £ 78R T. ARAXIBEBEHE 1 - 6t9RE. RERS
AABRIERBERLI - O RAGRARAERL RAFSAHALE
REIBEBEH - 69 REAGRAREKERE, XX TLE Ry —
RGHR—A3 - 8 LK,

Y. Y2 Yi. Yy TAHBARFAREAATERT. B ERT.
TAK 1 - 3ARNEFRTFRAGABRIBKEH - 6 ik, T
B1-3ABERFRANGBHI - 6 9FRE. RAFS TUAAR
REGAKRIAREH L - 6HRAR. HARIBKEH1 - 68
R’AKE. NYsYs. COYy;

ik, Ys. Y TRAHEARRREALATART. THRALARK
EAGABRXEREH - 69 E. &HE1 - 898k, REFRSH
HERIBREH] - e REGRALEL;

X, Ys. YsTRA—RBER—A3I - 8 THK;
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Fh, Y ATHBRXIBREHK]L - 6 9RAE. NYsYs;

ik, Ys. Ys THAABBAARRAREBATART. AR IHER
BH1-6HRE. BH3 - 6HRRE;

mEFTO. 168K

nEix70. 189%8%K. )

AT HTRERAX (2 ) AR HEARERA LS
B. 2P, £ET#EX (2), (3)F¥HR;. Rs. Ry, Rs. Yy, Y;.
Y;. Y;. m. n®ELE L.

TEHX (2) A7 HEBTEFEHEX (3) AT84E
. LEAFX (2IRFTHULGHALE. TH. LBRLE. L&, 1,
4 - ERFERAYAELEGEMNT, KAZELH, PR, £ARLAR
TAETRERERSHHENEE, KRALEZET, AL -X. KA
A BEABUNBITREALERRE, X AEAACRPMANLA
FRTEREE, WHELER, AaERFX (3) AF6ked.

B, EX (3)ATHKSH T, RAREAFSAERRIHR
Bl -6 RALABLANLSBETRBERK (3 ) AFiLEH T
R, ZARFHLLHe NHRs L T EXA TR AT RS M 4 F.
BEBEREANSIAARIAKBH 1 -  IRAAZEARAITOERR
AVREUEE, i, SRATEARELN, TRAARYARENE
M, HleE_fPRY, AZCLE. N, N-_FEARARZTEAN
BOAEET, RRARBERTEALE O CEXTRGEETHAT. A5, &
R ARTAABAY, TUEALRYHEBHEMT, AE-RATR.
ZPRFEREREHR1, 4-EiR5KGARSEMNT, A=ZLE. N, N
- PR EARMREANBIALAALS. BRAAFANABNELET,
BRA_BR - RTEREIOCEERGEETIHAT.

AR (3) FicdsdaX (4)

(X F,

RoATHZRIAKRERK1 -6 E, AR IBRKEHL - 6
R

Y,. Y. V5. Y, TUBAARRAREBETFTART. R ERT.
20



TRE 1 - AR FRTRAGEABI IBREHR 1 - 6 9K, TRk
#1-3AREFRTFRAGFHS - 6 H5KRE, REAFSTARAAR
REGEBRZIBRFH1 - 6 HRAR. AR IEKREHL1 - 648
R, NYsYs;

Ak, Ys. Ys THAARAXARARSEBAFTTUAEARRAG AL
RIBEEREH - 6 MR,

HEYs. YT A—REBER—A3 - 8TRK. )

A rQesHTREAX (38). (39) AF0LamkARs RA
oK. Rd, ETFTEKX(38), (39). (40). (41). (42),
(43). (44) ¥, RyWENLRAE, RyuAFHRTEEERE AKX
—9BA ZRACHAFRYPORA A ETHRKA (38). (41).
(42). (43). (44) ¥, Yi. Y. Yi. Ys89ZXEA L.

Wit AR ETFRAX (38) AT dhbe—mElk, TIURF
X (40)

(X,

Y;. Yz. Y3. Yet§ENXFE. )

ALY, G BLERTAERYMELGENT, Hlli=
AR, AW ELELRR=XE, A0CEETRGEETHAT.

Ak, X (40)

(X P, .

Y:. Y. Y;. YﬁTVHﬂﬁ]ﬁ.Xﬂﬁ%ﬁi%iﬁ%\ BnERT.
HEARSTRAEARKRAGARRIBRER 1 - 6 AR, AHR
IHKHEH L - 6 95HE. NYsYs;

B, Ys. Ys TRAMARRARATERT. TAEARNKEH
HHERIAKREH - 6 9K

HE, Ys. YeTRA—RBE—A3 - 83K, )
ARG B TABIHX (39)

(X F,

Y:. Ya. Ys. Y.9EXBRLE. )

R TS MEN - BEABRERAGIUEREF RS ARG EN
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boEa, -BE(FTH) SELETRAMAG ALY R KF.

RE, TARX (40)

(X9,

Y. Y. Y. Y. TOHAXRKRARSBATART. 8 ERT.
TRl - 3ANEFRTFRAGABRIBREHKL - 6 IRA, TR
1 -3AEERTFRAMGER - 6 FRA RERSTUAEAR
REGHER B REH 1 - 6HRAL. EAXIBRKEHKL - 69
ek, NYsYs:

ik, Ys. Ys TRARARARSBAFTTARAARKEASG A
REAREH1 - 6 9RE;

KE, Ys. YsTRA—RHBHE 43 - 8THK. )

AT HE RALARRLHEERERIX ( 41 ) AFe94L6H.
HHEENX (41) AFHLESDAREARPRARAREYRE, A K
BX(492) ATHtsY, REEAALERAN, KA ALER
ABEREHALT, £L8,. Wi HFRYPAREGEMNPT, Hik
A8y, AERERARSCYHEGERE, RAEMADATRTR
B, AHELLATRE, AaBEHX (43) ATH4H4d. B4, AKX
(28) X (29) AFHEMNKEX (43) AFHLSIORBERER
HABELRALTRELL AAERX (44) AT9L6H. L
BARGBRALREE, Hld, ERAFTEN, TRARH RN GEH
b e ERTPRY, £AZCE. N, N- =FERE®TF AR
BAELET, BALBRAXLENFHLBEALMNARE 0 CEERNER
THATRE.

#AX (3) bR RAGK (2) 2F89EH, #
o THEBLTH 4.
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EX (2) Fistsdhy, X (17):
(X ¢,
Ri. RsTHUHRAIRABEAATIEARIBREH1 - 669K

%%k Ry. RsTEA—RBE—A3 - 8 TIHF;

nkF1. 28%3

Y;. Y2 Ys. Y8 EXRL. )
EFHASHTRAERX ( 27 ) AFHLSBHAREER, Z2HK
(14). (15)AFHLEYRLARAF. ¥, TEX (27). (14).
(15). (16). (17) M R;. Rs. Y;. Y2. Ys. Y. nfy
ZARE, XEATRAET. £EF.

TUHEX (27) AritoPhea skl #AARKERAN, H&EA
LR, EXAPOREMENT, FriwdswmTRiThiaiR, A
mEBHX (14) ATHLEH.

RE, X (14) AFLSH -8, ERATHREFHF
RFREBRFERAALLE, AAmERAEX (15) AFehsd. AELOARK
BE, s XALETFH, TRERYARLLGENT, HelXT,
L LKeRk PleARROELT, EREAKE, 20 CEEZRNE
ETHAARE.

BN ERGHX (15)AFARLSHEX (16 ) ATHE—R,
EXRBHUEREHENY, o _FTEAPSKEY, £=THK. N, N-
—HREARREANBIBREN. ERFFANBEGALT, £ 0
CETROBETRE, AGmEHFX (17) AFrtyiLsd.

AX (2) k75, X (17)

(X,

Ri. RS BATHRAFIAEARIBREHRK - 6 IRALARK

n&%®1;
Y:. Yz, Yi. Y8 EXERE. )

A TS TAEBATHFESR. X P, £ATEKX (15). (16 ).
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(17) P#H R.. Rs. X. Yi. Ya. Yi. Ys. n8ELFE.
¥(X (15) A7 HhEX (16) a7 dP—R, EXH
vﬁiﬁéﬁl’a‘tﬁlﬂl’ b —PAVEREY, EALBHHAET, E 0T

BHEERE, AGRFX (17) AF7H4sdh.

E_A. (2) A7esBy, X (30)

(X ¥,

RsEFART. ARRIBREH - 6 9RE;

Y. Yy, Y3, Yy TRHBRAAARARESBETAET. A FAT.
T 1 - 3ARERTRAGAARIARZEH L - 6 A, Tk
#1-3AAERTFRAAFEHS - 6 9HRRE. REFS TARLAR
KEGERXEBKEH] - 6 AR, AARXHBREHL - 61
Rk, NYsYs. COYqs

A, Ys. Yo TABEXFARREBATART. TUREARK
AOGARIIBAKRBEH - 6IRE, BEHK1 - 868E REAFSA
AR EIAERBEH - e AgRALER,;

HE, Ys. Y TA—RBER —A3 - 8 LK,

F, Y ATFTHBRRIAKRFEEL - 69 RAK. NYsYs;

ik, Ys. Yo TEHMAXRRAREBATART. AKX IEK
B - 6RA. HEH3 - 68K RE;

Ry. n#JEAXRLE. ) |
A THSHTRERAR (15) . (19) AT mitAHR %R,
guX (18)AFHLEIRESAHNF. L ¥, ATHEX (15). (18),
(19). (20). (28). (29), (30)F¥HX. Y;. Y. Y;.
Ys. n&gELE.E.

ﬁk%i(ﬁ)iTﬁ%A%4ﬁ$ B R R EMF, Pl
PEHRF, EOCEERNBATSREAEMEAFX (18)

(X,

Rs £ 7&RF. )

ATHLY.

Aok, AFHX (19) AFe54Ls¥H, 5X (20)
25



(X,

R A THAMAIBREHL - 689KRE. )
(O ERAERGAAMER, PTHRAEX (18)

(X ¥,

Rs®ZLFE. )
Rrtiib . HAZRGERNMEETAERY B BLGEN T, #
WELEIFTEY, AELHERMN, AAIRLMAH, £0TEE
2.6 2 & T 47,

K, @K (18)

(X,

Rs A FAETF. AR LBEREHL - 609K E. )
AR PHALAS LRBHBETBHAAXTREATREWN, ¥
I RAFX (30)

(X ¥, ,

Rs AFERF. AKX EHAREH] - 689K, )
AT,

AX (2) srrieedmP, X (32)

(X &,

Yi. Yi. Yi. Y, TRBAEAARA®REAAFTART. THH#H 1
- ZARERTRANABRIBRER ] - 689RE. TRH1 -3
ArEBRFRAGEH3 - 6 HFREA. REAFSTUAARRAG A
AR EBKER - 6RAL. AARIBREH - 6 9L,
NYsYs. COY7;

A, Ys. Ys THHRAXARAREBATART. TRARARK
A AR BB - 6t EH1 - 8HBE. REESH
HER IHAEEH] - 6REAGRAEEE;

XF, Ys. Y TRA—RBER—A3 - 8 LK;

B, Y ATHAHAREIEKRBEHL -6 RE BRK3 - 649KKR
A, AR IaKkBH1 - 69RAE. NYsY;

i, Ys. Yo TRAHRAXARFREBEATFTART. A IHEK
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Bl - 6HRA HH3 - 6HRRE

Ry. n#ZLF.E. )

AT TREAX (14) . (15) e s Bk bR R,
shX (31)iFHsdBmorHA. 24, ETEX (14), (15),
(28). (29), (31). (32) 8 Ry. X. Yi. Y2. Ys.
Y,. n®¥E{EE.

X (31) A709sd, TB3EX (14) ATFHhEHE AR
¥ - FE T BT AELL ( Mitsunobu reaction ) #17F, A B
X (15) AFHLOBER X -_FHREBRFERBARLEGEN Y, A
WE_FATEREY, EERTHAREMFF.

BE BABEX (3 AFTHRAD PHSE _TREEREF L
HITRBEFESE, REFL ERAFRATRATRELE LK BRAMN
mEFX (32) AF0Ls9.

AX (2) Fratyiesdy, X (22)

(X F,

R;,. R; THUHMEXARALLSBATEART. AR IBRREH 1
- 6MRA, XFER,. ReTUR—RBAE—A3 - 8 TIK;

RoATHRXIEREH 1 - 6 95K,

Y. Y2, Ys. Y, TRMHAIRRA®REBLATARTF. A XRT.
TR# 1 - AR EFRTRAGARR ARSI 1 - 6698k, T
#1-3ARFRFRAGEHR3 - 6 IFRRE. REARS TRAAR
KEGHBS XHAKRER] - 6 RAR. AR IBAREHL - 68
wak. NYsYs. COYq;

B, Ys. Y TRAHMBAXRRARAFRART. TRALARRKEH
AR ERERBERL -6 RE. BH 1 -swmE RARSALE
XEXBEEH1 - 6IRAGRALEE;

E, Ys. YeTRh—RER—A3 - 84K

B, Y ATFEART. AARIBRERL - 6 b E, HH3 -
6 R A, HBARIAEREHL - 6 9RAE. NYsY

ik, Ys. Yo THRAHARARRAREAEATFART. AR IER
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EH1-66RE. HHE3 - 68RREA. )
k7o TadaddX (21)

(X,

R;. Rs. Yi. Yz. Ys. Y.89ZXHEE. )

27O MBATEREN ( Curtius ) THABEAZEAX (33)

(X ¥,

Rio®MZXEE. )

ATFHAABEARARAGHE. HEEARRNEHAEEHEH
MEEE, TAERBAREHGEMNT, AP, £=CTEK.
N, N-—9XRARZFANKZGALT, HX (21)

(X,

R;. R;. Y;. Yz, Y;. Ys89ZXLHE, )

AT E MO EARARBRARRGRN, A XAARLR
ik, EERTEE, REXAETEH. L8, RTHFHE R
REATHAREE. A4 CTAREPH. 28, RTHEFHEY, &
ZLHEE. N, N-_FEAERARERFAIARGBEAT, 5—HOBRBLE
ABRARBGEMN, Pl EXARABARRLY —RiuBgA‘ITR
B.

AX (2) AxehibsdPd, X (24)

(X,

RoETHMRKIBKRBEH1 - 69REE Re®EXLFHE. )
ATHRSHTRALREX (23) A 7N THREASL LRRHR
RAEATRELE, AEFAFIRTERALAFF. ALkl
BE, Bl Tl ERBARENENT, EANBRYGHFET, AESL
HEASMNPE#HE, F0CESOCHEETHT. i, ERTERLY
AT, TAEZRTFTRY, EZCTEAN, N-—FREEREARZFH
WG ALET, 81 -2ZA-3- (3 -—9PE8484L) 2it—=
BOEREfpRTE, A0CES50T, KRAEEFRTHARE. HI
#AH Gk, EPELEHEALT, TRAAREAREGEN T, Hi
ETE, CEFE-RRA3NTF, EAZFRAPARAFERFR, £0
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CEEBNBEERTEN.

X (2) 270448y, X (26)

(X9,

Ry. Ry EZXFRE. )

A7 TAERAX ( 25 ) A TS HEAREER, BB
H.Tsunematsu &7 k[E£WF L E ( Journal of biochemistry )
88, 1773 - 1783, 1980], ¥A3 - X4 - #% - DL - XX HAKE,
AEIRRAHRAEARTRATREL RERTELRLEMRA.

. AwAX (1) AFHEALBELESH T, REHPHERTHY
BEF, ZEASHGEGIAFHEPZELK, TRAERALEEART
Nt iik, At ARARAAsEIEGEER LIRS BRERE AT
.

HAX (1) AFHEAEALS PG THRAGE, RELATHASY
HEPT, sHHEAHERE, FlTAFEE: 558 AR AR A
B, SRBREUAOLNRE, V&R, L& ¥8 ALRFTHK
HANELE, 54, HEIUANRLEELE, 5H. $FBRORLIEE
5.

AL mERE, TRAMAZSIGRHBMN, HMN. BAFH.
AN, MBRN. S48, £E2H. BREZHN. AEMN. LALEH. FEM.
B MR TENE, SRAAH. BEM. aEH. &N, BEN, BX
#. B, A - AN, SANFHNY, AidoRKFERSG T XEKE.
HTFRRETRANRIER(FEEREZE). EHB(AEENE 2.
38). EEBB(AHAEE2. 38E2A2ZR), BARZEIRENA
EHABRERGFARY. REAREBA (XEENE 3 ARE),
REHORBRGTE, TE2LERAoREGHF .

AL oL EaEEE, TUARESELIOKE, $8. F4K
KA. BROBE. AREHSENAFRHTELGHRE, 2 TAHA
£MA480.1-100mg/HFAGRAHE. EFHA, — HbH, FRESH
Re%he, SHEEL R PHRELARIAGER, BREAHZAE
BEMNBAN LR TOREREAANFLESFHETARAE T,
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[E %45 1) |

N-(1-Fx-1-(3-AEA¥XE)2H) EATRERTEY
LR,

Ll 1a

GaA (A 560%, 63lmg ) F_FLFEE ( 45ml) 89 RE
B, EOCTam3 - BARATHERTE ( 1.56g ) = FA TR
( 30ml) Bik. BRAAREF 10545, £0CTRHssr (25
2, 09ml), ¥ 30546, EEEBTHRHF 16 8. FAEEER
ETHRE, QREXEGHIrK, RLBELEFR. BANERRE R
AR R AL, BAKXABATRE, AAETRE. ¥HEKAGD
Malcitidx (RAFk: ETHR: LETE=-97: 3) H4l, kK2
k-2 - (3 -AEAENR) HMRTE 367mg (B £28 %) .
'H-—NMR (CDC13)
5-1. 39 (9H, s). 1. 59 (6H, s), 7. 46—7. 69 (2H,
m). 8 08-8. 25 (2H, m)
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E P 1b
BrERBPHEEA_FREAN1g)E =R L8 ( 25ml ) 65R4H
EEBTER?2 I, BRERERET RS, ¥HRRGYARKE
gk (BFk: ECKR: LBTE=-4: 6) H#H, TEWEM2 -
wh-2- (3-AAEXR) /& 0.87g.
'H-NMR (CDC13)
§:1. 67 (6H, s). 7. 52—7. 76 (2H, m), 8. 12-38.
29 (2H. m)

L 1

KEAEs Ib PR 2 -FPR- 2 - (3 -mAEE) AR
( 866mg ) . —X XA A LAY ( 0.89ml) . =Tk ( 0.58ml ) #
BTHE (15ml) HRADMETE 16 10, REERETHRSE. #&

GHREBTETY, REMANMEN 5 %ATHREKER. K 8P RLH
KRk, BPERAMKERESE WAMERLKARATRE £
BETRSG. BrEngpAskEs#x (i ETk: ZRL
B = 85: 15 ) #54, HEHARHAASY 649mg (MR 56 % ) .
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'H-NMR (CDC 13,)

6:1. 38 (9H., s), 1. 65 (6H, s), 5. 08 (1H, brs),

7. 46-7. 75 (2H, m), 8. 07—8. 28 (2H, m)
MS (m/z) 280 (M*)

[ £ 4] 2)

N-(1-Fh-1-(3-8FE%K) k) AATRRTEH
)

¥ Eas 1 FRGHEASH (649mg ) . 10 %4 - % ( 300mg )
F 8 (100ml) HRABELALAATHFELTEHR 16 1. KRE
it iR, REWERAEBERTERS, ¥ARAGHAAKAEEEE (K
Foik: EOR: LBLE-T: 3) #4, HEEMELSH 439mg (K
76 %) .
'H-NMR (CDC 13

6§:1. 37T (8H, s), 1. 60 (6H, s), 3. 62 (2H, brs),

4. 87 (1H, brs), 6. 53—-6. 81 (3H, m), 7. 07—-17.
13 (1H, m)

MS (m/z) 250 (M")

ETT KD

N-(1-F4-1- (3 -5REXL 28 SATRERTHE
&4 4 A%, |

FBES (319mg )& (Sml ) HEFRYTEZERT Ak_JAAL
# ( 0.12ml) P Lip 2 HERSH ( 284mg ) W=H TR ( 10ml )
Kk, ERTHRESIHE, ARERTMA28%HEAK (5ml); &

FTRTHEHF 16 . BEEERA 238 PHFE, RLBULEER,
81




¥[AMERafJAAKER L, RAXBRATRE, ERETXR
. RMEARGDABEREEREZ(RAR: ETK: ZRTE=-6: 4)
4, EKFAREASH 35Img (K E 89 %) .

" 'H—-NMR (CDC13)

§:1. 36 (9H, s)., 1. 60 (BH, s), 5. 04 (1H, brs),

6. 21 (2H, brs)., 7. 05-7. 42 (4H, m). 8 07 (1H,
brs)

MS (m/z) 309 (M)

CFE#&p 4

N-(1-FA-1-(03-(S-VEFAEKEL) (1) TK)
RATERRTE - S48 8656

B L& 3K SH ( 16dmg ) AT ( 15ml ) HREH T
AFEB (0.1ml ), @A 2 I, BREREKRETREE, ¥
PR AR A #k (A& R4 PB=-95: 5) #H#, &
A4S 130mg (£ 54 %) .
'H-NMR (CDC 1)

6:1. 37 (9H, s), 1. 60 (6H, s). 2. 47 (3H, s), 4.
93 (1H, brs), 6. T7—7. 29 (4H, m)

CE#&H5)

N-(1-FPR-1-(3-(S-FEAFHERL) 2X) 1)
B - 3 E A6 A A

Kb 4 PSS (130mg ) 5=H & ( 15ml ) $RS
BEERTRHF2IEE, ARETHRSE. RRAGHERTCHE ( 5ml)
¥, RELAZRThRAZLEAH 1, 4 —~ = FxE&R( 4 3¥F,
029ml ), BRABRERETHRSE. ¥AGHERTAY, ALRLS

kG, WhET, RE4#8LSP 100mg (K FE 84 %) .
'H—-NMR (D:0)

d:1. 77 (6H., s), 2. TO (3H, s), 7. 40—7. 68 (4H,
' 82




m)

MS (m/z) 223 (M)

(L#% 6 )

N—(1—@%—1—(3—(w—ﬁﬁmi)ig)aﬁ)ig
P B T B 69 6 A&

4%;;2@#] 2 FRFGHLESD ( 145mg ). ZH (10mi) . N- ¥
A- N-mA- N-E#EK ( 8mg ). =Tk ( 0.08ml ) +T&
( 0.03ml ) RSV ETRTEHS 16 bbb, BREZRBREXREE, ¥
EAGYRAABREEEE: (BAFk: ETK: LEBELE-=-1: 1)
H, EKFIAEASH 106mg (B E 54 %)

'H-=NMR (CDC I 3)

6:1. 36 (9H, s). 1. 62 (6H. s). 5. 06 (LH, brs).
7. 16—-7. 47 (4H, m), 9. 73 (1H. brs)
FAB-MS (m/z) 338 (M*+1)

CE3#&p 7

N-(1-Fx-1-(3-(N-#ABREERIZEIR &
B 265 6 &

A LB 6 PRGNS AR R, 5Tk S EFRIITR
B, RFM4EY 66mg (K E 77 %)

'H—NMR (D.0)
§:1. 76 (6H, s)., 7. 37—17. 62 (4H, m)
FAB-MS (m/z) 238 (M*+1)

Cx#&4 81
N-(1-(3-#AEXE) ZA) EAPRRTEGSLSK
L5 8a

A3 - AR ZEBRTEAREEN, #AFA# (152) 4
ABREM, b la. 1b AER#AFTRE, RKF2 - (3 -mHEX
83



£) AR
'H—NMR (CDC15)

§:1. 59 (3H, d, J=7. 3Hz)., 3. 88 (1H, q, J=T7. 3
Hz)., 7. 49—-7. 68 (2ZH, m), 8 13-8. 21 (2H, m)

% 34 8b

L2 - (3-BARL agARLRA, bEES 1c AHLEN
B F, HFFRA4Y 183mg (KE 67 %) .
IH-NMR (CDC 13)
5:1. 41 (9H, s), 1. 48 (3H, d. J=6. 6Hz). 4. 68
—5.06(2H.m).7.47*7.66(2H.m).8.10—8.1
7 (2H. m)
MS (m/z) 266 (M")

CE#&H 9
N-(1-(3-8A%4) 1) RATPRRTEGER
AL 8 RGOS HARKEBH, 5 A 2 AMRETAE,

AR AL A4 496mg (K H 78 % ) .

'TH-NMR (CDC13)

§:1. 40—1. 42 (12H. m), 3. 66 (2H, brs). 4. 58

—4. 86 (2H, m), 6. 55—6. 70 (3H, m) , 7. 08—-7. 1
4 (1H, m)

[ 534 10 )
N-(1-(3-%BAFEL) 2E) SATRERTEOER
AL 9 EJGLASMARE A, B EAES 3 FARETREAE,
EBAEENS W 246mg (CH 89 %) .
'H—NMR (CDC15y)

6:1. 41 (9H, s), 1. 43 (3H, d,. J=6. 9Hz), 4. 67

—4. T9 (1H, m), 4. 80—4. 98 (1H, m), 6. 14 (2H,
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‘brs), 7. 09—T7. 43 (4H, m), 7. 97 (1H, brs)
CE#&H 11 )
N-(1-(3-(S-PAFaBRL) XL) ZE) ALATER

TE  SRELNGER
LERS 10 ERGALSHAREER, 5 LA 4 AFBETR

B, ¥FiaH4H 318mg (KE8T %) .

'H-NMR (CDC 1)

§:1. 42-1. 45 (12H, m). 2. 60 (3H, s), 4. 68—4.
91 (2H. m)., 7. 03-7. 37 (4H, m)

C %) 12 )

N-(1-(3-(Ss-9hpampt) $5) LR - —4&
3k Y AR,

AR 11 GG mAREEF, B Ead 5 AARBLITR
g, R EWREFIRELESD 192mg.
'H-NMR (D,0)

6:1. 67 (3H, d, J=6. 9Hz), 2. 70 (3H. s). 4. 61

(1H. @, J=6. 9Hz), 7. 42-7. 67 (4H, m)
MS (m/z) 209 (M*) '

&34 13 ]
N-(1-(3-(N-#EBL) FE)ZH) REATERRTE
84 £ B,
AEEH 9 EZHLSHARERA, B LA 6 RFRETEE,
RS 123mg (K FE 40 %) .
'H-NMR (CDC13)
§:1. 41 (9H, s), 1. 46 (3H, d, J=6. 9Hz),
-4, 80 (1H, m), 4. 89 (1H, d. J=6. 3Hz), 7

7. 49 (4H, m), 9. 25 (1H, brs)
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FAB-MS (m/z) 324 (M*+1)

CE#HH 14 )
N-(1-(3-(N-mEBE) XL LA - E8ides
B

LS 13 ERGLSHHRERH, 5LAN 7 AHRRTA
B, EKFFELESH 2mg (KES %) .
'H-NMR (D.0)
6:1.66(3H.d.J=6.9Hz),4.58(1H.q,}=6.9
Hz), 7. 38—=7. 61 (4H, m)
FAB-MS (m/2z) 224 (M*+1)

C E£H#4] 15

N- (1- (3-#4EL) Aal) AAPERTEOSA

% 7.4 15a

A3 - A FERLEBRTEARELERA, BACEAR (15F) 4
BEM, HEXRH 1a. 1bRHRBITRE, KH2- (3 -HEEL)
T 8.

'H-=NMR (CDC 15,)

6:0. 94 (3H, t, J=7. 3Hz), 1. 79-1. 95 (1H. m),
2.10-2. 26 (1H, m)., 3. 60 (1H, t, J=7. 6Hz), 7.
49-7. T8 (2H, m), 8. 13-8. 28 (2H, m)

% 3. 4] 15b

A2 - (3-MEAXRER) TRARBEHR, 5 £#EH 1c FAR3AT
BB, RFHALEH 1.0g (KFE 96 %) .
.‘H—NMR (CDC1y)
§:0. 93 (3H, t, J=7. 3Hz), 1. 42 (9H, s)., 1. 73

~1. 84 (2H. m)., 4. 51-4. 71 (1H, m), 4. 78—-4. 9
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8 (1H,. m), 7. 47—-7. 67 (2H, m), 8. 10—-8. 13 (2H,

m)

L E#4 16 )
N-(1-(3-8A2%%) k) REATERRTEGE K
LS 15 EGaksmARERER, BEAS 2 AHRRTR
B, E3HA4Y 70Img (KF 79 %)
'H-NMR (CDC 1)
6:0. 87 (3H, t, J=7. 3Hz), 1. 41 (9H, s). 1. 68
—1. 85 (2H, m). 3. 64 (2H. brs), 4. 30—4. 50 (1]

H om), 4. 62—-4. 86 (1H, m), 6. 55-6. 66 (3H, m) .
7. 07—=7. 13 (1H, m)

CE#®H 17 )
N-(1- (3-smBAELR) &) RATRRTENGE MK
LS 16 RO HARKE RN, HEAN 3 AHRILTR
B, HRAFHEAAASY ITImg (KR IT %)
'H—NMR (CDC 1)
§:0. 92 (3H, t, J=7. 3Hz). 1. 40 (9H, s), 1. 69
—1. 80 (2H, m), 4. 40-4. 60 (1H m), 4. 80—-5. 0
0 (1H, m), 6. 15 (2H, brs), 7. 09-7. 42 (4H, m),

7. 97 (1H, brs)

C %iﬁ@l 18 ]
- (1-(3-(S-FEARRAERL) ¥4) &4) REATER

TE - iw&ﬁﬁAm
AL 17 RS HARERAH, %%ﬁw4ﬂ#ﬁﬁﬁi

B, REREAEH 443mg O 82°%)
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'H-NMR (CDC 13

5:0. 90 (3H, t. J=7. 3Hz). 1. 41 (9H, s). 1. 70
—1.80(2H.m).2.59(3H.s).4.39—4.61(1H.

m).4.85(1H.d.J=7.6Hz),7.01—7.36(4H.m)

C£#a4 19 ]
N-(1-(3-(S-FAFHRERLE) X)) X)) K- —4#
EX R
VAL 18 KA AREER, 5 EAH S AHBETR
B, ¥EFAASH26Tmg O FE 93 %) .
'H—NMR (D.0)
5:0. 89 (3H, t, J=7. 3Hz), 1. 91—-2. 16 (2H, m) .
9 70 (3H, s). 4. 30—-4. 36 (1H, m), 7. 43-7. 70
(4H, m)
MS (m/z) 223 (M)

CE#p 20 )

N-(1-(3-(N-mABA) XX A1) RATPRRTE
8 8- A, |
PLEAS 16 BBGLSMARERA, b EES 6 ARETR
B, B4 HSY 406mg (M E 87 %) .
'H—NMR (CDC 1)

§:0. 94 (3H, t, J=7,. 3Hz), 1. 40 (9H, s), 1. 72
—1. 83 (2H, m), 4. 43—-4. 58 (1H, m), 4. 84-5. 0

1 (1H m), 7. 19-7. 48 (4H, m), 9. 56 (1H, brs)
FAB—MS (m/z) 338 (M*+1)

C 53 21
N-(1-(3-(N-#EBp2) ¥ ) i) B -Zndgs
P\i‘;_
LA 20 EH/GLSHAREEFE, b LS S AFAATR
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B, B4 EAESH 270mg (K E 83 %) .

'H-—NMR (D,0)

§:0. 89 (3H, t, J=7. 3Hz)., 1. 93-2. 12 (2H, m),
4. 30 (1H, t, J=8. 6Hz), 7. 39—7. 61 (4H, m)
FAB-MS (m/z) 238 (M*+1)

(#4422 )

N- (3-AAXETR) RATFERTENSK

B3 -AAFE - 8 (15g) —FAPERE (30ml ) F&
PRANZLE (2.8ml) F_HER-RTE (23g), AEETHH 16
DB, RERTRAAKRF 2 EERESEL AR L pHAEARTES, A
LRUBER, REHXAMERM ARSI RALAKRER., o X8 84
Kk, BRIALAKERREE, ALKABRATERE, ERETRSE.
Bk nGmMaBEsEE: (Fk ETKR: THLE=-6: 4)
e, HREALSY 1.9g (HE 94 %) .
'H—NMR (CDC ;)
§:1. 47 (9H, s), 4. 42 (2H, d, J=6. 3Hz). 4. 92

—95. 10 (1H, m), 7. 48—-7. 65 (2H, m), 8. 11-8. 1
5 (2H, m)

(&4 23]

N- (3-RAXLTE) RATRRTEGERK

A kS 22 RAGREGWARERA, 5 EHES 2 FIFRETR
B, TERKFFELSD 1.1g.
'H-NMR (CDC 13
5:1. 46 (9H, s), 3. 66 (2H, brs), 4. 21 (ZH, d,
J=5. 9Hz), 4. 73—4. 87 (1H, m). 6. 56-6. 67 (3

H m), 7. 07—-7. 13 (1H, m)
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(E£#&4 24 )
N- (3-BEAEXLETPL) REATFTRERRTENLSK
A LM 23 RFHRSHARERH, 5E#&H 3 AHERITE
B, ¥iFFMAASH 382mg (K E 81 %) .
'H-NMR (CDC 13)
§:1. 45 (9H, s). 4. 32 (2H, d. J=5. 9Hz). 4. 97
—5. 11 (1H, m). 6. 22 (2H, brs)., 7. 12—-7. 27 (3

H, m). 7. 36—-7. 42 (1H m), 8 19 (1H, brs)
FAB-MS (m/z) 282 (M"+1)

( £#&4] 25

N-(3-(S-FAFABRAE) XAPR) ELATVERTE - &
i B 3k 69 8- A%,

AERES 24 REGLESHARERHA, 5 EAS 4 FHLLITR
B, RFARMALEY 489mg (KA 85 % ) .

'H-NMR (CDC 13)

5:1. 46 (9H, s). 2. 46 (3H, s). 4. 28 (2H, d, J=

5. 6Hz), 4. 75—-4. 89 (1H, m), 6. 81-6. 97 (3H,
m), 7. 24-7. 29 (1H, m)

FAB-MS (m/z) 296 (M*+1)

[ 4] 26 ]
N-(3-(S-FAFRBA) FAFTR) - —EBENER
AERS 25 KN LESDARERA, 5EEHM S AHFRITR
B, RFARAISESY 150mg (K F 94 %) .
'H-NMR (D,0)

§:2. 70 (3H, s), 4. 25 (2H, s), 7. 31—7. 66 (4H,
m)

FAB-MS (m/z) 196 (M*+1)
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CE4 27 ) |

N-(3-(S-FRARARLE) $AT7R) RATERRTE - &
Bk 3 oG A A

Sl 24 ERAASEAREER, ERAOCAREAREMNITS
L) 4 FAEREITRE, EFREALSH 178mg (K F 68 %) .
'H—NMR (CDC 13)

d:1. 37 (3H, t, J=7. 3Hz)., 1. 46 (9H, s), 3. 06
(2H, @. J=7. 3Hz), 4. 29 (2H, d, J=5. SHz) . 4.
78—4. 92 (1H, m), 6. 87—-7. 31 (4H, m)

( £3%4 28 )
N-(3-(S-CARRBRE) FEATFE) B - —HRIHER
A EH 27 RGGLSBhRE R, BHEAES 5 AHRETR
B, %R EASY 105mg CKFE 92 %) .
'H—NMR (D,0)
§:1. 43 (3H, t, J=7. 3Hz), 3. 25 (2H, a, J=17. 3
Hz), 4. 25 (2H, s). 7. 43-7. 66 (4H, m)
MS (m/z) 209 (M")

C &4 29 )

N-(3-(S-(2-fzX) Famit) XATE) RATH
BT8GR

&2 24 26 LAH ( 500mg ) A TA ( 20ml) HREY T
Al -8-2-R2ZE (026m), mEFE2IHE. ERETEE
EREE, ¥HEAGUWERTLRLEY, HARABRRRANK
ik, BRRLAKEREE BARERLKARATRE EAE
THE BHEXAGHARKREEEE(RTR: ETR: CRLE- 6:
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4) #4, EREBANSY S0mg (KkE9%) .,
'H—NMR (CDC13) '

5:1.46(9H.S).3.36(2H,destorted dt, J=
22.1.5.9HZ).4.27(2H,d.J=5.6HZ).4.66,
(2H, destorted dt, J=47. 2, 5. 9Hz), 4. 80—
4.94(1H.m).6.77—6.97(3H.m).7.24—7.29
(1H, m)
C %£3&4] 30 )
N-(3-(S-(2-RZH) F8KEL) $2F8) k- —4
BR 3k 49 6 A%,
AP 29 RIFGASBAREEF, bEAH S AHERBITE
B, EEFAFEESH 36mg (KET9 %) .
'H-NMR (D.0)

§:3. 61 (2H, destorted dt, J=25. 4., 5. 3Hz),
4. 24 (2H, s)., 4. 82 (2H, destorted dt, J=46.
5. 5. 3Hz). 7. 41-7. 71 (4H, m)
C &4 31)
N-(3-(S-(2-&"%K) FAKL) ELAPH) EAPHR
RTE - SOBE8 T84 &K
AEH 24 KNS H AR, ERAKAERFARENFE
K 4 AR EITRE, KFEEANSS 118mg (K E34 %) .
'H—NMR (CDC1y)
6:1. 46 (9H, s), 3. 85 (2H, d, I=6. 6Hz), 4. 30
(2H, d, J=5. 9Hz), 4. 93-5. 05 (1H, m), 5. 28
(1H, d. J=9. 9Hz), 5. 44 (1H, d, J=16. 8Hz)., 5
. 83-5. 98 (1H, m), 7. 03—7. 36 (4H, m)
MS (m/z) 321 (M")

C k&4 32
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N-(3-(S-(2-®mB1) Fakt) ¥47E) B - —&
B 3 654
LS 31 HENGLShAREEA, 5 EER S AFRRTA
B, ERFEASY T3mg (KE85%) .
'H-NMR (D:0)
5:3. 91 (2H, d, J=6. 6Hz). 4. 24 (2H, s)., 5. 36
(1H, d, J=10. 2Hz). 5. 44 (1H, d, J=16. 8Hz),
5 93—6. 08 (1H, m), 7. 42—-7. 66 (4H, m)
MS (m/z) 221 (M")

CE#Aap 33 ]
N-(3- (N-#ABL) EATH) SEATRRT EGE A
VLR 23 B AREER, BEAs 6 RARIETA
B, HAEEASY 201mg (K 70 %) .
'"H—NMR (CDC 1)
5:1. 45 (9H, s), 4. 33 (2H, d, J=6. 3Hz). 4. 86
_5 00 (1H, m), 6. 55 (1H, brs)., 7. 17-7. 47 (4
H m). 9. 03 (1H, brs)
FAB—MS (m/z) 310 (M"+1)

CE£#4] 34 ]

N-(3- (N-ABABRE) XET7R) BHEAR.

R 33 H/MILSY (230mg ) . —RFPK (3ml) =&
z& ( 1.15ml ) ¥ RABAEZTRTRHEI M. RALRERET RS,
FRTEREH b mA 25 % EK, ARFER. RANERA RIS
KEkuk RBAKABRATRE, ERETEAXEMN. $AYWAR
Bk g igk (R F8) B4, KF&HELESY 117Tmg Ok FE 75
% ) .
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'"H—NMR (CDC 13)
§:4. 14 (2H, s). 7. 30-7. 34 (2H, m). 7. 45 (1H,
d, J=7. 9Hz). 7. 56 (1H, s)

[ £#&4 35 )

N-(3-BMAXLEFA) RATRRTE - THRIEIGSK

EAERTHEE (200mg ) 6544 % F&- 78 ( 1oml ) %%
TR A LAY 33 PERFGLES S ( 190mg ) & 4.4 % & - T
(10ml ) &%, EXBTHES 16 . BEEKRTE KREKERE
BETRE, $MERGYARKEEEE (KRR |5 T8 - §8:
2) HH, KHEFALSY Timg (KE3T%) .
1mg%iEt MBI T%) .
'H—NMR (CDC 1)
§:1. 39 (9H, s), 4. 22 (2H. d. J=5. 9Hz), 5. 59
-5. 76 (1H. m), 7. 05~7. 36 (4H, m), 9. 72 (1lH,.
brs)
FAB—MS (m/z) 265 (M*+1)

C %45 36 )

N- (3-MEXEPR) B - —d8idgoR

AL 35S KF G AR RA, BL a8 5 Bt TR
B, ZEREMFIFHALESYH STmg.
'H-NMR (D,0)
§:4. 22 (2H, s), 7. 35-7. 60 (4H, m)
FAB—MS (m/z) 165 (M*+1)

C £&p] 37 ]

N- (3-AEFEAPE) —PENHEK

FRAE- a-BRPE (3.2g) FRAFEEXZ ( 50ml )
BB PR - MHE (145g ) #=ZTHK (436ml ) - FLPEE

A& (50ml) F. FERREERTRIE1LIHE, BRERTE 50
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CTHEH 3 . ERETELRERE, ARG TREK, BLBLT
MER., $ANERARELAREREE, RAKARETFERS, A
BETREEN. AR EHAREKESEE (BFk: ECTR:
BRCE=2: 1) HH, kFEFHELSH256g (KE£96 %) .
'"H-NMR (CDC 1) |

§:2. 26 (6H, s), 3. 15 (2H, s), 7. 49 (1H, dd, !
=7.9, 7. 6Hz), 7. 67 (1H, d, J=7. 6Hz), 8. 12

(1H, d. J=T7. 9Hz), 8. 19 (1H, s)

C £3&4] 38 )
N- (3-RAXAFR) —9FHEGEA
AERY 37 KAEHAMARE R, 5EHRAR 2 AARITA
B, KGHEALESY 1.6g (KEI %) .
'H-NMR (CDC 1)
§:2. 24 (6H, s). 3. 37 (2H, s). 3. 45 (2H. brs).
6. 58 (1H, d. J=6. 6Hz), 6. 66—6. 69 (2H, m), 7.
10 (1H, dd, J=7. 6., 6. 6Hz)

C £#&4] 39 ]

N-(3- (N-#ABE) FAFR) P - At esom

VA kb 38 RN RESH AR BA, 8L L& 6 FAFIITR
B, REHFBLESH 0.11g (KFE2%).
'H-NMR (DMSO—ds)
6:2.13(3H,s),2.16(6H,s).3.37(2H,s),T

08 (1H., d, J=7. 3Hz), 7. 22-17. 30 (3H, m), 8. 2
6—8. 80 (1H, m)

MS (m/2) 191 (M* —486)

L E£#%4] 40
N- (3-BBREEEAFTL) —FHRASA
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MERRE ( 0.12g ) HEBER ( Tml ) P AL FHRE
( 0.18ml ), WHAER 5 4. REMALHS 38 FHELGLLY
(021g) 9 AEER (6ml) . HEARBRATRTHEE20H54L, M
AK, SRSBERHKERREY. AMEGERI T A 10 % 6 5 4
CHAKER (20ml ), WEBRAES 4. BESEA 35 % 9 3k BR B 4
B, M28 % RAKAYREHME, ERETHRSEE 20ml. SEHEA
BRA TR, BRAIGER, ANERLKARETFRE, ¥EMAE
RETXRG. FREMBBESEEL (BFk, &4 F8-5: 1)
e, KRB ESP0.1g (KE35%) .
'H-NMR (DMSO—ds)
§:2. 22 (6H, s), 3. 49 (2H, s), 6. T2 (2H., brs).
7. 15—7. 36 (4H, m). 9. 12 (1H, brs)
MS (m/z) 209 (M*)

C E£#&4] 41 )

N- (3-(S-FAFRARE)ELFPR) P - —ab st - —
EY R .

5 K] 40 FRAFGAEY ( 42.7mg ) W A% ( 2ml ) G2
SHP N 60 %K ( 0.1m) ), ERETRBEELBRAMGKEE,
5 EREH 4 FIHRETEE, FRGYERETR (1ml) 5, A%
BTHEARLEH 1, 4-Z2RFER (45%, 1ml), BASERA
BETHE. RRGWERTAY, MLBRLE®REE, $LAF, #
FTHALSY 46.9mg (KE71%) .
'H~NMR (DMSO-d,)
9:2. 34 (BH, s), 2. 42 (3H. s), 3. 54 (2H. s) . 4.
45 (3H. br), 6. 86 (1H, d. J=7. 9Hz). 6. 92 (LH,
8);6.99(1H,d.J=7.6Hz).7.25(1H.dd,J=T
9. 7. 6Hz), 7. 69 (1H, s)
MS (m/z) 223 (M%)
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CZ£&4 42 ]

N- (3-AEAXEFL) PEGHLSA

AERTHARLMHA (2.52g) . =28 ( 18.7ml ) . Hhe - 3%
B (542g) BFH (660ml ) RAHTH 20 S4B mABLET
% (1010g) , REAZRTHEH 200, AAEZETMA 10 % 458
A pHEBRY E2, ARETARLTH. RATHASHLE, GKRE
THNT0 % AARAKE RS pHERY £ 126, AEHFER. A
%m%#i%%*ﬁ&%%,miﬁ%&ﬁfﬁE,EﬁETﬁﬁ.%
MRBEOMRREEEE: (BFk: 4 T8 - 95: 5) HH, %
FAFAEH 3.0g (cH27%) .
'H—-NMR (CDC 13
6:1. 52 (1H. brs), 2. 47 (3H, s), 3. 87 (2H, s),
7. 50 (1H, dd, J=7. 8, 7. 8Hz), 7. 68 (1H, d, J =
7. 8Hz), 8. 20 (1H. d, J=7. 8Hz), 8. 44 (1H. s)

{ EH#4&H] 43 ]
N-(3-mMEAELATR) PRERATHRRTRGLA
A FRHH] 42 REGUEBARE R, 5 L4622 BRI ITE
K, RFAFELSY 410 (KE85%)
" 'TH-=NMR (CDC13)
6:1. 49 (9H, s>, 2. 87 (3H, s). 4. 51 (2H, s). 7.
49-7. 56 (2H, m), 8. 11—-8. 15 (2H, m)

|

CE#&H 44 )
N- (3-SAFATH) FARA TR R TEGSR
u%%ﬂ43%ﬁ%%%%%£%ﬁﬁ,5%%@2@#%%%&
B, RFHMUSW296g (KES1 %) .
'"H=NMR (CDC ],)

6:1.48<9H,s).2.80(3H.s),3.40(2H.br),

4.33(2H.s).6.44—6.64(3H.m).7.10(1H,d
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d, J=7. 8 7. 8Hz)
FAB-MS (m/z) 236 (M)

[ E3H] 45 )

N- (3-BRAFEATLA) FARATRRTESG SR

L ERS 44 BRGLSHAREER, B EES 3 AHRETR
B, %G ELSY2.21g (KFEB86 %) . |
'tH—NMR (CDC 13)
S:1. 47 (9H, s). 2. 84 (3H, s)., 4. 42 (2H, s), 6.
36 (2H, brs)., 7. 10-7. 18 (3H. m), 7. 39 (1H. d
d, J=7. 8., 7. 8Hz). 8 56 (1H. s)
FAB-MS (m/z) 296 (M*+1)

( £#4) 46 )

N- (3- (S-ChARARBAIEAFAIFPEAAATHERT & A
g 3656 A

WL LA 45 A M S B AR R, 5 EAA 27 RALEITR
B, EfiaAsH027g (KE69 %) .
'H-NMR (CDC I3)

§:1. 35 (3H, t, J=7. 3Hz), 1. 48 (9H, s), 2. 81
(3H, s). 3. 01 (2H, q. J=7. 3Hz), 4. 38 (2H, s),
4. 55 (1H, brs)., 6. 7T8—-6. 82 (2ZH. m). 6. 89 (1H,
d, J=7. 6Hz), 7. 25 (1H, dd, J=7. 6. 7. 6Hz)
FAB-MS (m/z) 324 (M*+1)

CE#%4 47 )
N-(3-(S-ZAFRBLE) $AFL) P —S8A66
R
AL 46 REGLABAREERR, HEEs 5 ARHRETR
B, HZiFAL4AY 85.5mg (M E 87 %) .
o8




IH-NMR (D.0) | _
§:1. 43 (3H. t, J=T. 3Hz), 2. 78 (3H, s), 3. 27
(2H, q. J=T7. 3Hz). 4. 37 (2H, s), 7. 47—7. 51

(2H, m), 7. 56 (1H, d, J=7. 6Hz),.7. 66 (1H, dd,
J=7. 6, 7. 3Hz)

( L] 48 3

N- (4-"BAELE) RATHERTHOHER

AN- (4 -FEARTH) - ABEARBEH, BEXHEH 2
Rl ITR B, TEREFHRANLSY.

'"H-NMR (CDC I3)

6d:1. 41 (9H, s), 2. 72—-3. 02 (2H, m). 3. 19-3.
50 (2H, m). 7. 23 (2H, d, J=9. 0Hz). 8. 05 (2H.
d, J]=9. O0Hz)

FAB-MS (m/z) 267 (M*+1)

C &34 49 )

N-(4-8A%5ZE) RATERTENEA

LS 48 BB GO HARKER, 5EEd 2 AT R
B, E8mALSH (KET8%) .
'H-NMR (CDC 1)

6:1. 43 (9H, s), 2. 62-2. 69 (2H, m). 3. 22-3.
36 (2H, m), 3. 57 (2H, brs), 4. 56—4. 72 (1H, m)

» 6. 61 (2H, d, J=8. 3Hz), 6. 95 (2H, d, J=8. 3H
zZ)

MS (m/z) 236 (M)

CE£4&4 50 )
N-(4-BBREAEZLE) RATPRERTEASA

RS 49 BRGNS B AR BA, b5 FES 3 AHRETR
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5, PREELSY OkETL%) .

'H—NMR (DMSO—ds)

5:1. 39 (9H, s), 2. 57—-2. 71 (2H, m), 3. 10—-3.

91 (2H, m)., 6. 7T0—6. 84 (1H m). 7. 13 (2H, d. J
-9 3Hz). 7. 30 (2H, d. J=8. 3Hz). 9. 59 (1H, s)

MS (m/z) 295 (M)

#4451
N-(4-(S-FRAFARE) $24) RATERRTE - &
& 3 oG 4 B,
QLA 50 AN B AR BA, b EES 4 Bl Af 3 3 4T AL
5, REREFHALED.
'H=NMR (CDC 13)
5:1 42 (9H, s). 2. 71 (3H, s). 2. 99 (2H, t. J=
6 9Hz). 3. 26-3. 38 (2H, m). 4. 80—-4. 92 (1H,
m). 6. 75-7. 08 (2H. m), 7. 18-7. 27 (4H. m)
MS (m/z) 309 (M%)
CE£#&H 523
N-(4-(S-PAFABRL) LA B R8I
A Ed 51 EEGLAHARERR, b KEH S] Fl 43 47 R
BREMRFEGHRANLESY.

tH-NMR (D.0)
§:2. 71 (3H, s), 3. 08 (2H, t, J=7. 3Hz). 3. 30

-3 36 (2H, m), 7. 35-7. 52 (4H, m)
FAB-MS (m/2z) 210 (M*+1)

(&4 53 )
N-(4- (N-ABEBE) $2H) RATRRTEGERK
u%%w49ﬁﬁ%wﬁ%ﬁﬂﬁﬁﬁ,Eﬁﬁwsﬂﬁ%ﬁﬁi'

B, ¥EHEed (OKE3S%) .
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'H—NMR (DMSO—ds)

§:1. 38 (9H, s), 2. 66—2. 72 (2H, m), 3
18 (2H, m), 6. 82 (1H, brs), 7. 20 (4H,
3 (1H, brs), 9. 52 (1H, s)

FAB-MS (m/z) 324 (M*+1)
( L3t 54 )
N-(4- (N-FEMBRKE) XTRE) koiE &
AL 53 KNS B ARKER, BEEAEASAHRRES,

RAwmtsfs e #E (BFk: —AFTHR: V¥E-95: 5) H4l, RE

AYBRLBYRSGARITELSE, KHFTHRALSS (KE57%) .

'H-—NMR (DMSQO—dyg)

. 10-3.
s), 8. 1

§:2. 60-2. 65 (2H, m), 2. 77 (2H,

5. T35 (2H, br), 7. 20 (4H, s).
., m)

t. J=6. 9Hz) ,
8. 27—8. 30 (2H

FAB-MS (m/z) 224 (M*+1)

CE#&H 55)
3-(2-2ZK) BEAEGEAR
AASTEH3 -AAXECH (1.0g) KPR ( 20ml ) HRA
P mA v kibak ( 2.48g ) F=XM ( 2.35g ), ERATHIF 305
. ERETAERER, BFEAGACHRAREREEEE (BF&

ETR: CLEBLE-4: 1) #4, LThEFHEALSY 1.582 .
'H-NMR (CDC13)

§:3. 29 (2H, t, J=6. 9Hz)., 3. 65 (2H, t, J=6. 9

Hz), 7. 48—=17. 61 (2H, m), 8. 08—8. 10 (2H, m)
MS (m/z) 230 (M)

( &4 56 )
N- (3-#AXLE) EAPHRERTERGLR
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@ kM SSEKFEREY (158 ) o FEH ( 30ml ) &S
By A28 hH5RAK (15ml ), EERTHEHE 25 K. ABETHE
ERREN 28 % RBKER, AMKRGH I A BB KR TE
(65g) A=k (13ml), AEZTRE 181 . $ESBRALE
LEHE, MARA2 S8, Kbk, BANERLKARSTRE,
REEBRBTAEZEN. BMEASHARKECEE (BFRk: EC
W LELUE=4: 1) #4%, KFEELS T 1228 (KETT%) .
'TH-NMR (CDC13)

§:1. 42 (9H, s), 2. 91—-2. 97 (2H, m), 3. 41-3.
46 (2H, m), 4. 98-5. 13 (1H, m), 7. 45-7. 58 (2
"H, m), 8 05-8. 08 (2H. m)

MS (m/z) 266 (M*)

CE#4) 57

N-(3-8AXZE) EATPHERRTEOSA

AEREH 56 RFGSMARERA, 5 LHH 2 AHRETA
E, RHEFRLSH (kFE69 %) .
'H-NMR (CDC 1)
6:1. 44 (9H, s), 2. 70 (2H, t

. J=6. 9Hz), 3. 34
—3. 48 (2H. m), 4. 48-4. 60 (1H, m), 6. 53-6. 6
0 (3H. m), 7. 80 (1H, t, J=17, 6Hz)

MS (m/2z) 236 (M%)

C sks&4] 58 ]

N-(3-BBRAXCLE) EAPEBRTESLA

ALrbl 57 KFGUEHARERH, b E#ks 3 AHERETR
B, REFHRALSH (KFES2 %) .
'H-NMR (CDC13)

6:1. 29 (9H, s), 2. 76-2. 81 (2H, m), 3. 35-3.

49 (2H, m), 4. 53—4, 68 (1H, m), 6. 46 (2H, brs)
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7. 02-7. 35 (4H, m), 8 09 (1H, brs)
MS (m/z) 295 (M%)

L £4&4] 59 )
N-(3-(S-FAFHERE) RTA) RATRRTA - 48t
8 3 65 6%

AL 58 EHFHLS AR B, 5 EES 4 FHEBRITR
B, RAIFALESY (KFEI4 %) .
ITH-NMR (CDC 13)
§:1. 39 (9H, s>. 2. 76 (3H, s), 2. 81 (2H, t, J=
6. 9Hz), 3. 35—-3. 38 (2H, m). 4. 75—-4. 87 (1H,
m), 7. 15-7. 19 (3H, m), 7. 30—-7. 38 (\lH. m). T.
72 (2H, br)
MS (m/z) 309 (M"

C £ 60 )
N-(3-(S-PAFARL) XA K- —S8IGE5R
VALY 59 HIFMSHARBER, bEaES S RAARETR

B, ZEWERIFHALESD.

'H-NMR (D.0)

§:2. T2 (3H, s), 3. 05—3. 11 (2H, m), 3. 34 (2H,

t, J=7. 3Hz)., 7. 31-7. 59 (4H, m)

(W) 602 (z,/w) SKW

CE£#&EH 61 )

N (3- (N-#AEBRE) XTE) RATRERTESER

AL 57 RBGLSBARBER, 5E#ES 6 AHRLTR
B, REaELsM (KE59 %) .

103



1H—NMR (CDC I5)

6:1.29(9H,s).2.79(2H.t.J=6.3Hz).3.38
-3 43 (2H, m). 4. 91-5. 03 (1H, m), 7. 11-T7. 3
6§ (4H, m). 9. 76 (1H, brs)
FAB-MS (m/z) 324 (M'+1)
( E£#&4) 62 )
N-(3-(N-EBE) XTR) k- T8 LGSR
VAL 61 RFHARSHAREEHR, 5EAEH S AHRLTA
B, RFRALESY (F 44 %) .
'‘H-NMR (D.0)
5:3. 04 (2H, t, J=T. 3Hz). 3. 31 (2H, t, J=7. 3
Hz). 7. 26—7. 55 (4H, m),

C %3 4] 63 3
2 -RTEAZEARL-3- (4-HEEL) ARHEA
AkATHa4-BAEEFRK (535g) . 1, 4-=-%4R
(80ml)AK (40ml ) HRADPRAL I EINARANLAKRER
(123ml) F—BEB —_KRTE (636g), EEETHEH 1 IH.
¥REREBETRSE, ¥MEABHIALRLEHBT, WMREA
DL T HEES. Kk, BARERALKABRATRE, HFEMNAERK
ETR%. ¥HERBALBRLEALCLRORSGARTEL S, £
THEKM[AFHELESY.
tH—NMR (CDC 14
5:1. 36 (9H, s). 3. 06-3. 25 (2H, m), 4. 01~-4.
78(1H.m).7.45(2H.d,J=9.0Hz).8.08(2ﬂ
i, J=9. OHz)
MS (m/z) 310 (M9

CE#&% 64 )
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2 - BRTEAZAERE-3- (4-#AXE) AETENS
R

B rAd 3 ESaisHm (1.15g) . LB ( 6ml ) T
( 14ml ) B RAD T RAZTEATERATIRFTROETKER
( 2.0M,7.4ml1), EER2THEHFE 16 I M. $REZAERET KRS,
ZETHEFHRALESD.
IH-NMR (CDC 13
6:1.45(9H.s).3.08—3.31(2H.m).&
38—4.78(1H.m).4.95—5.42(1H.m),T
=9 OHz). 8. 09 (2H, d. J=9. 0Hz)

75 (3 H,

s) . 4.
28 (2H, d.
MS (m/z) 324 (M"

(k44 65 )
2 - RTEABELAELA-3- (4-RAXL) ARTFTENSG

3
A LA 64 KEHLSWARE R, b LA 2AHRE
TR E, RAmMissm (KEBT%) .
'"H-NMR (CDC 13
§:1. 41 (9H, s). 2. 95 (2H, d, J=5. 8Hz) ., 3. 61
(2H, brs), 3. 68 (3H, s), 4. 40—-4. 58 (1H m),
5. 04-5. 08 (1H. m), 6. 58 (2H, d. J=8. 3Hz). 6.

88 (2H, d, J]=8. 3Hz)

[ £ 66 )
2 -RTEABARA-3- (4-BAHREAXL) ABRTEY
ﬁ. .

P

AL 65 BFGLSBARERA, bHEES 3 AHBETR
B, 881000 (KET73%).
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'H-=NMR (CDC 13)

§:1. 41 (9H, s). 2. 97-3. 19 (2H, m), 3. 74 (3H,
s), 4. 56—4. 60 (1H. m), 5. 11 (1H, d. J=7. 9Hz)
. 6. 28 (2H, brs). 7. 18 (2H, d, J=5. 9Hz), 7
.21 (2H, d, J=5. 9Hz), 8. 36 (1H, s)
FAB—-MS (m/z) 354 (M"+1)

( E£3#&4] 67 3

2 -RTEEABAEL-3- (4- (S-FEFHRKEL) L)
HETE - A8 ke

LEH 66 KUK SHARERH, 5 E#AN 4 FIARAITR
B, REHFANESE (E80 %) .
'TH—-NMR (CDC 13
§:1. 42 (9H, s). 2. 64 (3H., s). 2. 99-3. 17 (2H,
m), 3. 72 (3H, s). 4. 48=4. 53 (1H, m), 5. 04 (1
H, d. J=7. 9Hz). 6. 25-6. 53 (2H, m), 7. 13 (2H,

d, J=8. 6Hz), 7. 17 (2H, d. J=8. 6Hz)
FAB-MS (m/z) 368 (M'+1)

(L4468 )

2-fA-3-(4- (S-FAFHAKRE) XX) ARTE - =
3 8% 36 A A,

LEH] 67 NS ARERA, LE#ab S FHRREFTE
E, TR F{HRELESY.

'H-NMR (D.0)

6:2. T0 (3H, s), 3. 28-3. 47 (2H, m), 3. 85 (3H,

s). 4. 45—-4. 52 (1H, m), 7. 39 (2H, d, J]=8. 6Hz)
, 7. 45 (2H, d, J=8. 6Hz)

FAB—MS (m/z) 268 (M*+1)

C 441 69 ]
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) -RTEABEELA-3- (4- (N-AEKE) L) AR
PGSR

AL 65 ERHLImAREEA, 5 EAEH 6 RHRLITR
B, 5L (KET4%) .
'H-NMR (CDC 1)
§:1. 41 (9H, s), 3. 00—-3. 20 (2H, m), 3. 73 (3H,
s), 4. 50—-4. 36 (1H. m), 5. 20 (1H, d, J=7. 6Hz)
. 7. 20-7. 28 (4H, m) |
FAB-MS (m/z) 382 (M"'+1)

CE£34) 70 ]
1-fA-3- (4- (N-ABEBRE) XX) ARTENOGR
LR 69 EFHLSMARE BRI, b EAN S4RAFRETR
B, EBHRHALesH (K65 %) .
'H-NMR (CDC13)
5:-9 80-2. 91 (1H m), 3. 07-3. 17 (1H, m). 3.
74 (34, s), 3. 70-3. 82 (1H. m). 7. 24-7. 34 (4
H, m)
FAB-MS (m/z) 282 (M*+1)

CEF#HH 71

) -BRTEABEAA-3- (4-AAXE) ABRRTEAER

L 63 BB H (69g ) M_RFR ( 70m] ) & REH
b A TE (20ml ). N, N-=FhfE®% (2.63g) %1 -C
A-3- (3-—_FLAEARA) BB ERE (492), £%
BTHE 4. BEARACLKRLERS, MARA 2 2 EEH, B
AL AR ERAER BANERAKABRATRE, ERETALEMN.
BAERGYRARRESSE: (R ETK: LBTE=3: 1)
4, RS Y T.64g (KEIT %) .
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'H-NMR (CDC 13

§:1. 417 (9H, s), 1. 419 (9H, s), 3. 08-3. 30

(2H, m)., 4. 45—-4. 53 (1H, m), 5. 02-5. 11 (1H,

m), 7. 36 (2H, d, J=8. 6Hz), 8. 16 (2H, d, J=8.

6Hz) FAB-MS (m/z) 367 (M*+1)
(E3w4 72 )
2 -RTEEABEEE-3- (4-FXAFL) ARRTEHAL A
AEAS 71 BRGNS AREBRA, 5EHA 2 AFERETA

B, REHABLSY (KE87 %) .

'H-NMR (DMSO-dy)

6:1. 36 (18H, s), 2. 51—-2. 80 (2H. m), 3. 88—3.
94 (1H, m), 4. 58-4. 80 (2H, m), 6. 48 (2H, d, J
=T7. 9Hz), 6. 86 (2H, d. J=7. 9Hz)

FAB-MS (m/z) 337 (M*+1)

(&34 73 )

2 -RTAAZEEE-3- (4 -AKRAEL) ABRBRTENS
2

AEAP 72 ERNGShARE R, 5 EES 2 RFRLTA
B, ZEhkFiBLedy.

'H=NMR (CDC 1,)

§:1. 41 (9H, s), 1. 42 (9H, s), 2. 96—3. 14 (2H,
m), 4. 22—4. 46 (1H, m), 5. 16 (1H, d, J=7. 3Hz)
. 6. 40 (2ZH, brs), 7. 18 (2H, d, J=8. 3Hz), 7. 2
4 (2H, d. J=8. 3Hz), 8. 70 (1H, brs)

FAB-MS (m/z) 396 (M"+1)

(L3p) 74 3
2 -BRTAEZREAR-3- (4- (S-FRARHABL) £4)

AERTE - SRRENGER
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AL#M 73 EFALHAREEN, 5LAH 4 AHBEFE
B, EB/FELSY (KE99 %) .
'H-NMR (CDC 13,
6:1. 42 (18H, s), 2. 76 (3H, s)., 2. 99—-3. 186 (2
H - m), 4. 42-4. 45 (1H., m), 9. 07 (1H, d. J=7. 9
Hz). 7. 26 (4H, s), 8 55 (2H, br)
FAB-MS (m/z) 410 (M*+1)

C L34 75 ]
2 -R8E-3-(a4-(S-FEFREER)XR) At - — 4%
3k 89 8%,

AE#P 74 KFHLEGWARKEH, 5EEF S ARHBETRE
B, RFHRBLESY (KEI %) .

'H-NMR (D.,0)
6:2. 69 (3H, s), 3. 23—-3. 36 (2H. m), 4. 21—4.

26 (1H, md., 7. 37 (2H, d, J=8. 6Hz), 7. 46 (2H,

d, J=8. 6Hz)
MS (m/z) 253 (MY

(44 76
2-WMTEABAAE-3-(4- (N-"AKE) 28) &%

R T B 656 A
AL 72 FFASHARBER, bEAS 6 AHREFR

B, kB ELSY (KE6T %) .

'H—NMR (DMSO—ds)

5:1. 36 (9H, s>, 1. 39 (9H. s),
m)., 4. 02—4. 07 (1H, m), 7. 10 (1H, d, J=T7. 9Hz)

7 19~7. 26 (4H, m), 8. 14 (1H, brs), 9. 49 (1

2. 80—2. 98 (2H,

H, s)

FAB—MS (m/z) 424 (M"+1)
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C L4 77 )
2-fE-3-(4- (N-#BEBE) ¥L) ok - E8EHs

R

AR 76 KFGRSIARE R, 5 EEM 5 FAHRITR
B, ZEREFHRALSS.
'"H-NMR (DMSO—-de+D,0)
6:3. 05-3. 22 (2H, m), 4. 12—-4. 17 (1H m), T,
25—T7. 33 (4H, m)
FAB-MS (m/z) 268 (M'+1)

C%E4&# 78 )

2-WTEABREL-2- (4-BEAEL) LETPEHLSK

14 -BAXERACTHE (20g). ¥ (40ml) AN - ERFEHBE
B ( 33g WRAMPRA2, 22-B/EX (2 - FPEAMK) ( 0.16g ),
MBEA2 IH. BEERBLRLEHRS, WMARR2EITER. K
&k, WAMNERAKREATRE ARETALEMN. ¥ARGHA
Ak #EEx (RFk EoR: LBLE: Z&%-75: 25: 1) #
#, KFET2-8-2- (4-EEXER) L&, HAKe kKL 28 %
BEK (Sml) MREBETRTRIE2IN. BRESRARKRTRE,
ARERGH PNl EEGRAMLAKER (20ml ). 1, 4 - <%
2 (10ml ) AR -—RTE(728), EEETHEHE 2 M. ¥R
BRAEBETRSE, ¥HRAREERTYE (20ml) & ( 10mi)
BRASRT, REEARRREE, MACFPATFEREAFRAFTROGLED
RER (2.0M), REXEEREBETRE. RAVHABKEE
(R FFmk: EOR: ZBRTE=-3: 1) H4, (52 -®RTAAR

EAERX-2- (4-MAFL) ZEBPE. $MENSFTRAESLS T#H4 2
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BT A, RIEBELSH0.77g (KE25%) .

IH-NMR (CDC 13)

§:1. 42 (9H, s), 3. 68 (3H, s), 3. T5 (2H, brs),
5. 16 (1H, d, J=6. 9Hz). 5. 45—5. 56 (1H. m) . 6.
60 (2H, d, J=8. 6Hz), 7. 10 (2H, d, J=8. 6Hz)
MS (m/z) 280 (M")

CEap] 79 )
2 -RTEABAER-2 - (4-BKEEL) LERTVEHLSA
AEES 78 ERANLSPAREEA, HEEH 3 AHERITA
B, EBRALSH (KEL3 %) .
'H—-NMR (CDC 13)
§:1. 42 (9H, s), 3. T3 (3H, s)., 5. 25-5. 38 (1H,
m), 5. 7T3-5. 90 (1H, m), 6. 41 (2H, brs), 7. 23
(2H, d, J=8. 3Hz), 7. 42 (2H, d, J=8. 3Hz), 8
. T0O (1H, brs)
MS (m/z) 339 (M")

C£34 80 )

2 -BRTEAZAEL-2- (4- (S-FEFHEL) £L£)
LETE - S8R E6048 R

VLS 79 RFHASHARERE, 5 EXEN 4 AHARILETR
B, ERFALsH (kE52%).
'H—NMR (CDC 1)

6:1. 43 (9H, s), 2. 70 (3H, s), 3. 73 (3H, s). 5.
30-5. 34 (1H. m), 5. 73-5. 77 (1H, m)., 7. 27 (2
H, d, J=8. 3Hz), 7. 38-=7. 60 (4H, m)

MS (m/z) 353 (M*")
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(£3&4 81

2-fA-2-(4- (S-FEFHEERE) ¥1L) LERTE - —
Y )

A LM 80 RFHALLSWARKEN, HEAY S AHERETR
B, ¥EF4E4008 (K88 %) .
'H—NMR (D,0)
§:2. 71 (3H, s), 3. 85 (3H, s), 5. 40 (1H, s), 7.
52 (2H, d, J=8. 6Hz), 7. 64 (2H, d, J=8. 6Hz)
MS (m/z) 253 (M%)

CE£5&4] 821

N-(4-8AXETFR) REATRRTENEA

EkSTEON- (4 -fEFETRE) & ( 3.0g) Fok ( 30ml)
BRSO MERALRLA (1.77g), EXASTRIESHHE, EXKAET
GQEREBETRA—BER-RTE (4882), AR THEHE 108, B
BREBYAERGTEY, KFETHBANESY S.83g (KF92%) .
'H-NMR (CDC 1y |
§:1. 45 (9H, s), 3. 64 (2H, brs), 4. 18 (2H, d.
J=5, 5Hz)., 6. 64 (2H, d, J=8. 5Hz), 7. 07 (2H,
d, J=8. 5Hz)

CE£3#4) 83 )

N-(4- (N-FAEABE) FEXT7A) RATRRTENESA

AN -FAEA- S -FPRAFARSGAEERE ( 1.0g ) ik
( 10ml1) HRAD T AL LY 82 PRAGLES ( 0.946g ), Io
REE 2 B, BEAERERET RS, #AGHAZREEEE (RF
% ETH: LBLE-2: 1) H$, EFfkRMALeH 0131g OKF
12%) .
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'H-NMR (CD:0D)
5:0 61-0. 65 (2H. m), 0. 76—0. 86 (2H, m), 1.

44 (QH, s), 2. 72—2. 86 (1H, m) . 4. 18-4. 24 (2
H m). 7. 23—-7. 34 (4H, m)

( k&% 84 ]

N-(4- (N-xEEBE) XFETFL) BOHEA

ALY 83 KFHSHARKLER, & EEF 4 AHRBBTR
B, ERnELsY (KES53%).
'H—NMR (CD;0D)
§:0. 58-0. 65 (2H. m), 0. 73-0. 86 (2H, m), 2.
72-2. 88 (1H. m). 3. 76 (2H, s). 7. 30 (2H, d, J
=8. 6Hz) . 7. 35 (2H, d, J=8. 6Hz)

(L£#485]
N-(4- (N-SBEBRE) $EFRL) SEATRRBRTENER
LA 82 ERNILAYARKER, 5EHH 6 RARIATR
B, RFEANSY (KES6%) .
'H-—NMR (CD,;0D)

6:1. 44 (9H. s), 4. 22 (2H, s), 7. 27 (2H, d, J=
8. 5Hz), 7. 34 (2H, d, J=8. 5Hz)
(3518 6]

CE£3%4 86 ]

N-(4- (N-#BEBE) FEAFE) BOHEA
A LAY 85 RS MARKRA, 5 EaH 34 AHBETR
B, (A0 e (KETS%).
'H—~NMR (CD;0D)
§:4. 12 (2H, s), 7. 41 (2H, d, J=8. 6Hz). 7. 49
(2H, d, J=8. BHz)
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[ £ 87 )
N-(3-(N-FHIABE) EFEATFR) SATPRRTEOSR
AL 23 KRGS MARBEHR, 5 E#EH 83 AT
B, kKA 4LSY (KES8%) .
'H-NMR (CDC 1)
§:0. 62—0. 76 (2H, m), 0. 80—-0. 95 (2H, m), 1.
46 (9H, s). 2. 73-2. 92 (1H, m). 4. 30 (2H. d, J
=5. 5Hz), 4. 93-5. 07 (1H. m), 6. 52 (1H, brs),
7. 12—-7. 39 (4H, m)., 7. 98 (1H, brs)

(%34 88 )

N-(3-(N-FHEBE) FXATE) B4 K

AR 87 KFHHSWARBEA, 5 E#EH 34 FHRLETR
B, RFFHELSD (KE51%).

'"H-—NMR (CD;0D)

6:0.61-0. 69 (2H, m), 0. 80-0. 87 (2H, m), 2.

72—2.90(1H.m).3.77(2H.s).7.l3—7.35(4
H, m)

( L] 89 ]
N-(3-(N-sAafBEFE) XK) - N - XRG4
ALY 34 KRGS WARBEA, 5 LA 83 AHRLITA

B, REBEALES (kE2%) .

'H~NMR (CD;0D)

§:0. 57—0. 62 (2H, m), 0. 78-0. 84 (2H, m), 2.

52—2. 68 (1H, m), 4. 86 (2H, s), 7. 18—7. 40 (4
H, m)

C 34 90 )
N-(3-(N-FBEABREAFRE) 1) - N - ARG
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AKEW IS TGRS AHRERA, EAN-FL- N -4
- N-RAXRHFEAELEN, 5£#AMA B AHRRETELE, KETHA
e (KE25%) .
'TH-NMRK (CD:0D"
§:4. 50 (2H. s). 7. 20-7. 22 (1H. m). 7. 32—-1.
43 (3H. m)

(E£#&4# 91)

N-(3-(S-eREA8%L) XEFE) FAFRERTEY
£ B,

AEEH 24 KFOARSHARYLBA, B R ER/ A4S B &M
E LA 29 FRFRETRE, RFTHANSH 227Tmg (K £ 99 % ).

'H-NMR CDC 1,

§:1. 04 (3H. t. J=7. 3Hz), 1. 46 9H. s). 1. 58
—1. 81 2H. m). 3. 10 (2H. t, J=7. 3Hz). 4. 31
(2H, d. J=5. 6Hz). 4. 84-4. 98 (1H. m)., 6. 93-
7. 35 4H. m)

FAB—-MS (m/z) 324 (M"+1)

Cx#&4 92
N-(3S-EaApdRE) FAFR & - L4
LEAEH 91 KEFALSHARKER, 544 5 BHEE# TR
B, 844 %173mg (K£83%).
I'H—NMZEK (D.O

6:1. 05 (33. 1. j=T7. 3Hz), 1. T2—1. 87 (2E. m)
3. 22 (ZH. =. J=7. 3Hz). 4. 25 (2E. s), 7. +3-7.
66 (4H. m)

FAB—-M3 (m ) 224 (M=-1)

(%#&# 93 )
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N-(3-(S-ETEXF85EL) ¥XFE) SAFRRTEY
& R,

AERA 24 EROLL P AREER, #AETESPY RN,
Ex#HAARRBTALE. KFTHHANLL Y 220me (#HF 92 % ).
'H—=NMR (CDC 1)
§:0. 94 (3H. t, J=7 3Hz)., 1. 39-1. 33 (2H. m),
1. 46 (9H, s), 1. 64—-1. 75 (2H, m). 3. 14 (2H, t,

=T7. 3Hz). 4. 31 (24, d. J=5. 6Hz). 4. 82—4

. 98 (1H. m>. 7. 02—-7. 36 (4H. m)
FAB—MS (m, z) 338 M*+1)
(E£#&4# 94 ]

N-(3-(S-ETEARHERL) XAFE) - 8886

B

L EAAA 93 R HHLSMAREER, HSEAA S AFRBITR
B, BEHFHEASYH 194me (HCE 96 % ) .
'H-NMR (D,0)

6:0. 93 (3E. t. J=7 3Hz), 1. 40-1. 533 (2H. m),
1. 7T0-1. 80 (2ZH. m> 3. 23 (2H, t. J=7. 3Hz). 4.
24 (2H, s). 7. 43—7. 85 (4H, m)

FAB-MS (m, z) 238 "M"+1)

CE3#&4 95 )

N-(1-Fh-1-(3-(S-CEAFHERLE) XEK) TR)
AEAFERRTEGLA

AEHAM 3 ERFLSBAREEA, BACEAREAEEN, &
TRM 9 FHRBTEE, KFTHALSH 110mg (LF 97 %) .
'H-=NMR (CDC 13y
6:1. 37 (9H. s), 1. 37 (3H, t. I=7. 3Hz). 1. 60
(6H. s), 3. 04 (2H. 7, J=7. 3Hz). 4. 92 (1H. br
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s), 6. T7T—T. 28 (4H, m)
MS (m/z) 337 (M*)
( E£3%4) 96 )
N-(1-9%-1-(3-(S-CEFHEL) ¥4) 2R)
B - —HBENES R
VLERP 95 RFHLEWARBEHR, HE#EH 5 AHFERITR
B, B ELSY T2mg (KET1 %) .
'H—NMR (D,0)
§:1. 42 (3H, t. J=7. 3Hz), 1. 77 (6H, s). 3. 24
(2H, @, J=7. 3Hz), 7. 37-7. 68 (4H, m)
MS (m/z) 237 (M)

CEH#H 97 )
N- (4-AEELE) ZFERGER
AR E LR AR RA, EAEBRABEABR, B E#EH 37
R TEE, KEHFEHELEGH 23g (KES4%) .
'H-NMR (CDC 13)
5:2. 30 (6H, s), 2. 56 (2H, t, J=7. 3Hz). 2. 89
(2H, t, J=7. 3Hz), 7. 37 (2H., d. J=8. 9Hz), 8.
14 (2H, d, J=8. 9Hz)
MS (m/2z) 194 (M)

C &34 98 )

N-(4-8AFCLE) —_FR —E8EGER

LEHEN T BB M ARBER, ERARAENL, 4 - =
ERER (45 F)VE, 5E#AN 2 FAHBETREE, RFEHAEGYH 2.37g
(K 85%) .
'H—NMR (CDC 1)

6:2. 27 (6H, s), 2. 55 (2H, t, J=6. 9Hz). 2. 80
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(2H, t. J=6. 9Hz), 7. 23 (2H, d, J=8. 3Hz). 7.
31 (2H, d, J=8. 3Hz)

MS (m/z) 164 (M")

CE£#&4 99 ]
N-(4- (N-BERBE) XTHE) —FEHEK
AEAM 98 KFNHISWAREERA FAERTLHEETHSR
SEME, REDL £#aH 6 AHRITAE, KAHALSH 45mg (K F
30 %) .
'H—-NMR (CDC 13
§:2. 28 (BH., s). 2. 43—-2. 49 (2H, m). 2. 64—2.
69 (2H, m). 6. 61 (2H, d. J=8. 2Hz)., 6. 98 (2H,
d. J=8. 2Hz)
MS (m/2z) 219 (M"=32)

C E4#&4 100 3

N- (4-BBEAETR) —PHRGER

A L&A 98 KRN WARLRH, 5 E# 3 AHRIEFTA
B, ¥FALESY 1.46g (KE99 %) .
'H-NMR (CDC 13,)

6:2. 29 (6H, s)., 2. 54 (2H, t, J=6. 9Hz). 2. 80
(2H, t, J]=6. 9Hz). 6. 04 (2H, brs), 7. 15 (2H,

d, J=8. 6Hz), 7. 28 (2H, d, J=8. 6Hz), 7. 85 (1
H, brs)

MS (m/z) 223 (M*)

C &4 101 )

N-(4-(S-FEAFHEE) X24) —Fr - —d8Hk . —
FH B B4,

A LA 100 KGOS AR ER, 5 E£#HHA 41 RERBITE
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B, GRS 0.18g (HKF£99%) .

IH—NMR (DMSO—ds)
§:2 68 (3H, s). 2. 86 (BH, s).
m). 3. 17-3. 44 (2H, m), 7. 31 (2H, d, J=8. 3Hz)

7. 43 (2H, d, J=8. 3Hz), 9. 27 (1H, brs), 9§
.69 (1H, brs), 11. 22 (1H, brs)
MS (m/z) 237 (MY

2. 99—-3. 05 (2H,

[ E£3#4 102 ]
N-(4-(S-ZHhAHERL) XLE) VK —488 - —#
Bk 3k 65 4 A

vhEH#S] 100 EFHHSHARBRA, A TERENR B M.
5 24 41 AARETREE, KAFFALESH 107Tmg (KE 48 %) .
'H-NMR (DMSO=-ds)
§:1. 22 (3H, t, J=7T. 3Hz), 2. 27 (6H, s), 2. 50
—2. 60 (2H, m), 2. 64-2. 85 (2H, m)., 2. 89 (2H,

qQ, J=7. 3Hz)., 6. 74 (2H, d, I=7. 9Hz)., 7. 07 (2

H, d, J=7. 9Hz)

MS (m/z) 251 (M")
C s34 103 ]
N-(4-(S-ZAFBRBLE) XLE) EAPRERTESES X
AL 50 EEGSHAREBA, BACEARESEEN, 5

LEH 29 RHERRFTER, KFHELeH (KE85%) .

'H-NMR (DMSO—ds)

6:1. 22 (3H, t, J=T7. 3Hz), 1. 38 (9H. s), 2. 58

—2. 65 (2H, m), 2. 90 (2H, a. J=7. 3Hz), 3. 06—

3. 15 (2H, m), 6. 21-6. 58 (1H, brs), 6. 68—6.

84 (2H, m), 7. 05 (2H, d, J=8. 3Hz)

MS (m/z) 323 (M)
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( £5#4K 104 )
N-(3-(S-ZEARBERE) FZLR) B - —E8 308458
VLEEH 103 EFHASBARERH, 5La# S AHRILTR

E. REAEALSE (HKEI %) .

‘H-NMR (D.,0)

:1. 41 (3H, t. J=7. 3Hz), 3. 02-3. 10 (2H, m).

2. 18-3. 34 (4H, m)., 7. 36 (2H. d. J=8. 3Hz). 7.

47 (2H. ¢. J=8. 3Hz)

FAB—MS tm/z) 224 (M*+1)

o,

( £5&4 105 ]

N-(1- (3-AEFEEL)ZR) FEAER

VA 3 - FRLEBEARERHA, 5 EAH 42 FAIHREITRE, K
FREMLS 4148 (KES0%) .

"H-NMR (CDC 1)
¢:1. 38 (3H. d. J=6. 8Hz)., 2. 32 (3H, s). 3. 79
1H. q. J=6. 8Hz). 7. 51 (1H, dd. J=7. 8 7. 8H

ZJ.7.69—7.74(1H.m).8.03“8.14(1H,m).&
17-8. 26 (1H, m)

CE#&H 106 ]
N-(1-(3-#AXX) L) FARATRRTENASA
ALHEA 105 EFARGHARKBER, bLE# 22 AHTA

E, LEREFREALED.

'H-NMR (CDC 1)

F:1. 49 (9H, s). 1. 55 (3H, d. J=5. 8Hz). 2. 64

I3H, s). 5. 34-5. 71 (1H, m). 7. 43—7. 69 (24,

=). 8. 07-8. 20 (2H, m)
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(£3%4 107 )
N-(1-(3- iéii)cg)ﬁii£?$&TﬁﬁA&
AL 106 KEGILLo D ARBER, 5L&aA2B#F0%
TEE, KFHRALSY (KE86 %),
'TH-NMR (CDC 13
§:1. 44 {3H. d. I=6. 9Hz). 1. 49 (9H, s), 2. 58
(3H, s). 3. 53-3. 75 (2H. m). 5. 37-5. 59 (1H,

m), 6. 55-6. 87 {3H. m), 7. 11 (1H. dd, J=8. 2.
T. 6Hz)
CEZ &4 108 )

N-(1-(3-BREA¥FLIV LA FARATERETEY
o B,

AL 10T EFHNESHAREEA, BEEAM IR Hbi
TERE, TEREFHRALEY.
'H-=NMR (CDC 1)
§:1. 39-1. 35 (12H,. m). 2. 61 (3H. s). 5. 30-5.
S50 (1H, m). 6. 32 (2H. brsy., 7. 11-7. 22 (3H. m)
. 7. 38 (1H. dd. I=8. 2, 7. 9Hz), 8. 72 (1H. brs)
MS (m/z} 309 (M)

CE£5%4 109 ]
V—(1-(3~(S~W£%a%£)ig)ag)?£i
EPBRTE  Aslidgin
LB 108 KFHLSWARLEH, 5 &AM IR Hnit
RN, RFEHFRALSD (KEST %) .
'H-NMR (CDC 1 3y
0:1.44-1. 53 (12H, m), 2. 61 (3H, s), 2. 77 (3

H. s), 5. 26-5. 537 (1H. m). 7. 14-7. 57 (4H m),
8. 51 (2H. br)
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CE#&4# 110D
N-(1-(3-(S-PAFABRAIFEICE)ITE —

Y R R
EaA 109 KRG ARERMA, HXEHAS Fy A 3k i3

FEE, LEREFRALSS.

'H-NMR (D.0)

§:1. 71 (3H, d. J=6. 8Hz), 2. 63 (3H., s), 2. T2
(3H, s)., 4. 45 (1H, q. J=6. 8Hz). 7. 34—7. 84
(4H, m)

MS (m/2z) 223 (M")

CE£#&4 111
N-(1-(3-(S-ZAZAMRA) XX)TA) FEAR
AFHERTE SR EGHSR
LA 108 EEGRAs B ARERA, 5 XS 27 FAHR
RAFEE, BAGEALSY (KESI %) .
'H—NMR (CDCly)
§:1. 40 (3H, t, J=7. 3Hz)., 1. 43—-1. 61 (12H, m)
. 2. 62 (3H, s)., 3. 35 (2H, q. J=7. 3Hz)., 5. 29—
5. 56 (1H. m), 7. 16-7. 28 (2H, m), 7. 28—7. 34
(1H, m), 7. 35-7. 43 (1H, m), 8 17 (2H, br)

CE#&4# 112
N-(1-(3-(S-2 AFABREIERITEA)TER =
122




Lo
AEAA 1N EFOLEHARERM, b EhH SFAHRG

R E, BFFALESY (KEI8%) .

'H-NMR (D.0)

5:1. 43 (3H, t, J=7. 3Hz), 1. 70 (3H, d, J=6. 8
Hz). 2. 63 (3H, s), 3. 25 (2H, q. J=7. 3Hz). 4.
44 (1H. q. J=6. 8Hz), 7. 40-7. T4 (4H m)

MS (m/z) 237 (M%)

(#4113
N-(1-(3-(N-mMABE) L)) PERE

VAR R T &8 A AR
LA 107 KBRS ARBER, EX&H 6 Bk

FEE, KERHELESH CKE6L%) .
'H=NMR (CDC 1) ’

6:1. 43-1. 48 (12H, m)., 2. 58 (3H. s), 3. 52-3.

82 (1H. m), 6. 52~6. 68 (3H, m), 7. 10 (1H, dd
» J=8. 2. 7. 6Hz)

(E## 114 )
N-(1-(3-(N-#ERBE) XE)TE) PENS

)3
LA I3 EFHRLEGBARBER, HEAH SSEHR

BATRE, ERFALESY (KFE29%) .

'H—NMR (CDC 1) |

6:1. 33 (3H, d, J=6. 8Hz), 2. 31 (3H, s), 3. 54
(1H. q. J=6. 8Hz). 6. 49-6. 73 (3H, m) . 7. 11

(1H, dd. J=7. 8, 7. 3Hz)

MS (m/2z) 237 (M

123



(E#a# 115)

N-(3-(S-FAFBAEA) XXATFRA)FLAELATER
TE - AARENER

AL IS B BELLDARBEHR, SEAFA4EHRGE
FER, RBFALSY (HEsS6%) .
'H-NMR (CDC13)
§:1. 47 (9H, s), 2. 44 (3H. s), 2. 81 (3H, s). 4.
38 (2H. s). 6. 79—6. 83 (2H, m). 6. 90 (1H, d. J
=7. 6Hz), 7. 25 (1H, dd. J=8. 6. 7. 6Hz)

CE£#&H 116 ]

N-(3-(S-FAFRBRE) EAFRA)FE —E8F
5 & A

AR ISESHRLBDAREAEHA, S5 LA SAFRE
R B, B MALSYH (HKES6%) .

'H-NMR (D,0)

6:2. 70 (3H, s), 2. 75 (3H. s). 4. 28 (2H. s> . T.
40-7. 71 (4H, m)

CEL#&H 117

N- (2-F8&E-S-MAXEAFAREX -_THREENS
&,

G2 -FRE-S5-MAFEE (1.01g) - FRFBE
(4iml) SR PRAFE-_FHEEL4 ( 836mg), £ER
BEI1004. ARRERTRARF2ETEE, ALRLEFR,
REBZEMERAARFBERRAAKRER. AP ALAKERE
2, AAARABRA TRELABETRE. R EAABHBMARLAL
BB, OREE, EAKREALSH 1.2 (KFEI%) .
'H~NMR (DMSO—-de)

§:3. 97 (3H, s), 4. 80 (2H, s). 7. 26 (1H. d, J=
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9.3Hz).7.82—7.93(4H.m).7.99(1H,d,J=2.
9Hz).8.40(1H.dd.J=9:3.2.9Hz)
Cx£#&# 118 )
N-(2-FRA-S5-AMARATFRRAATRRTENS

)3 .

EL#A 11TERGLSH (357Tmg ) #F & ( 10ml) ¥
S e AR —KkSH (006ml), EERTERH I IH. &
FARAYMALLETEMBELATARE, RLRLEREK. AXE
A 2 STELARLAKRERAAELERAANE, ALELEER
E, dAMERM AR A KA RLAKREREER, BRAKARAT
BEABRETRSG. ANMEAGHO —FTATHRE ( 10ml ) F&
R AZBEBR-RTE (274mg) #=CK (0.17ml) , ££=&
THEIIN. ORERTRAF2LEETER, ALRLEERES,
BAWEMARAAK, i RLBKERRHE, REKRARATR
EERETHAS. ¥ ¥AGYRAEREEEE (R FR: EThk:
LEBLE=1: 1) &%, EFBELESH 62mg (4 F 20 %) .

'H-—NMR (CDC 1)
5:1.47(9H.s).3.96(3H.s).4.23—4.40(2H

m).4.80—5.09(1H,m).6.92(1H.d.J=9.3Hz)
, 8. 16-8. 20 (2ZH, m)

C£#&4 119 ]
N-(5-f4A-2-FREAFATAIRATHRTEHS

&,
AEAA 118 EBOLSHIREES, 5 LM 2AHRE
HEB, ERRELSY (KFEI5%) .
'H—NMR (CDC 13) '
§:1. 44 (9H, s). 3. 34 (2H, br), 3. 76 (3H, s),

4, 22 (2H, d, J=5. 9Hz)>, 4. 80-5. 19 (1H, m), 6.
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37 (1H. dd, J=8. 6, 3. OHz). 6. 64—6. 82 (2H. m)

( £3%# 120 ]

N-(2-FELA-5-BABRARATRIAATFERTES
A

G LA 119EBH4eH (52mg )N, N- —FEELE
e ( 53mg ) A TR ( sml ) XARTER_AALRK
( 0.02ml ), ETETHEH1594. GRLERTHA 28 % R
AXE#% (5ml), AESTRFELSIH. FAARA2EETLAR
?#Em;i?ﬁih,ﬁﬁﬂ%ﬁ&&ﬂ*.%#i%%*ﬁﬁ
%%,m%#%&%%ﬁﬁ&ﬁETm%.%mﬁ&%%%&&ﬁ
bkik (RFd: LRLE) HH, KAAFALEY S8mg (K F
91 % ) .

'H—-~NMR (CDC13)

§:1. 44 (9H, s). 3. 86 (3H, s). 4. 27 (2H, d. J=
6. 3Hz)., 4. 90—-5. 05 (1H, m), 5. 95 (2H. brs),
6. 88 (1H, d. J=8. 6Hz), 7. 09—-7. 16 (ZH, m). 7.
66 (1H. brs)

(#4121 )
N-(5-(S-CARRBRE) -2-FERAFEATFTE) K
EPBRTE  S#BLEHEK
LA 120 5B ARERA, B EEF 2T AR
#RAFE R, EEFANLSYS (KEI %) .
'H—NMR (CDC13)
5:1. 38 (3H., t, J=7. 3Hz). 1. 45 (9H. s). 3. 30
(2H, q. J=7. 3Hz)., 3. 86 (3H, s). 4. 18—4. 31
(2H, m), 5. 00—-5. 15 (1H, m), 6. 89 (1H, d, J=9.

3Hz). 7. 14—-7. 26 (2H, m)
MS (m7z) 339 (M"
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CE£H#&# 122 )

N-(5-(S-ZARBRMRAE)-2-FRAFETFTA KR —
& &6 A R

AERW 121 ERGAS B AREERA, HRAEHSAHEY
HEE, REREFAALESY.
'H-NMR (D.0)
5:1 41 (3H, t, J=7. 3Hz), 3. 23 (2H, q, J=T7. 3
Hz). 3. 95 (3H, s)., 4. 22 (2H, s). 7. 22 (1H, d,
j=8 9Hz), 7. 35 (1H, d, J=2. 6Hz), 7. 44 (1H,
dd, J=8. 9, 2. 6Hz)
MS (m/z) 178 (M"—6 1)

( £#&4] 123 ]

N- (3-MAXATE) LBEGER

63 -MAEFE £&3% (139mg) =LK (0.22ml) &
;iwﬁ(lmu)£ﬁ¢ﬁmcﬁﬁ(m%m),&iﬁTﬁ#
. EARTYRA2EETER, ARKTRERE, #AMN
%ﬁ&&ﬂ#.%#i&%*ﬁ&%%,miiﬁ&%+ﬁ5,ﬁ
BETRSE. AMEAGHARKEE R X (RFk: TBRLE)
WA, RBEEALS Y 102mg (KETLH%) .
tH-NMR (CDC 13
5.9 03 (3H, s), 4. 51 (2H, d, J=5. 8Hz). 6. 43
6 86 (1H, m). 7. 48 (1H, dd, J=17. 8 6. 8Hz),
7 63 (1H, d, J=7. 8Hz), 8. 07—-8. 11 (1H, m)

( E£apl 124

N- (3-RAXATFE) LBESER

mi%ﬂ1mﬁﬁﬁméﬁﬁﬂ%ﬁﬁmﬁﬁﬁﬁzﬂ#%ﬁ
FEE, B8 HLSE (KkE69%).
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ITH-NMR (CDC 15)

5:1. 97 (3H, s), 3. 70 (2H, brs). 4. 28 (2H, d,

J=5. 9Hz)., 6. 00—6. 28 (1H, m), 6. 48—-6. 68 (3

H m), 7. 00—7. 14 (1H. m)
(#4125

N- (3-BBAFAFL) LBESE R

AEEM 124 EBGLASBARERA, B LR 120 A%
HFER, RIEREFHRALED.

'H—NMR (CDC 13)
§:1. 98 (3H, s), 4. 33 (2H, 4d,

J=5. 8), 6. 94 (2
H, brs), 7. 00-7. 14 (1H. m), 7. 20-~7. 37 (3H,

m), 7. 7T1-7. 91 (1H, m), 9. 49 (1H, brs)

C £ 126

N-(3-(S-CAFARLE) ZLATE) LB - -8
3 & 4 &

ALTHRW 12 EBORSHARKEER, 5 EEHF2TAHR
HARE, EBFREALSY (KPE6T%) .

'"H-NMR (DMSO-—ds)

5:1 33 (3H, t, J=7. 8Hz). 1. 89 (3H, s), 3. 31
(2H, q. J=7. 3Hz). 4. 30 (2H, d, J=5. 9Hz). T.
19-7. 22 (2H, m). 7. 29 (1H, d, J=7. 6Hz). 7. 4

6(1H.dd.J=7.6.7.6Hz).8.30—8.50(1H,m)
, 9. 33 (2H, br)

MS (m/z) 251 (M")

Cx£&H 127

N-(2*?£—3—ﬁ£i£V£)£££;ﬁ&;&T£
6 B
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W2 -FE-3-MEFAK( 1.07g ) w_FATEE
(30ml ) ZEREOCTHMAZRA BB —RTH ( 1.38g )
FALA(STE60%, 030g) 9 —FEAFEE (30ml)ER&RT.
AERTEH1IHE, REEASZTESOCHEH 1. ¥R
BREBETREE, ARGH YA, ALELEER., ¥FAMN
ERaPIAAKERRE, RAXABRATEE, ERETXR
%. R KARUHARREEEE (RFR: EOR: LHLE-
10: 1) #4%, KAEHFHEALESH 1.49g (K £ 96 %) .

IH—NMR (CDC 1)

§:1. 46 (9H, s), 1. 48 (9H, s), 2. 43 (3H, s). 4.
37—4. 41 (2H, m), 7. 30 (1H, dd, J=8. 1, 8. 0Hz)
, 7. 51 (lH, d, J=8. 0Hz), 7. 69 (1H, d, J=8. 1H
z)

CE£#4&4# 128 ]
N-(3-RA-2-FEAEEFPR)RLATRRT &GS
AEAW 12T KBS ARBRH, 544 2 A4kt
ITRE, B ELLSY (KET74%) .
'H—NMR (CDC 1)

6:1. 46 (9H, s), 2. 11 (3H, s), 3. 62 (2H, brs),
4. 29 (2H, d. J=5. 3Hz), 4. 55—-4. 78 (1H, m), 6.

63-6. 71 (2H, m), 6. 99 (1H, dd, J=17. 9. 7. 6Hz)
MS (m/z) 236 (M*)

CE£#%4 129 )

N-(2-FRA-3-BERAFEEPRIAEATRRTHEGS
A

AERP 128 (kFHREMWARBESR, 5 L#hH 120 (1
HFERE, UBHKARLIY (KESS%) .
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'H-NMR (CDC 13
6:1. 46 (9H, s) . 2. 27 (3H, s)., 4. 34 (2H, d. J=

5. 6Hz). 4. T1-<. 94 (1H. m), 5. 83 (2H. br). 7.
15—7. 30 (5H, ... 7. 71 (1H., brs)
(£4## 130

N-(3-(S-zX ApsEKRE) -2-FEXEAFLE) &A
PERTE  S#BRIGESR

AE#RA 129 R FHREHWARBEHR, HEAEH 27 AHR
#ITRE, KEHALEGY (KFE89%) .
'H-NMR (CDC 1,
6:1. 40 (3H., t. 1=7. 8Hz), 1. 47 (9H. s)., 2. 392
(3H. s). 3. 27 2H, q. J=7. 8Hz), 4. 36 (2H. d.
J=5 THz). 4. 35-4. 86 (1H, m). 7. 19-7. 37 (3
H. m)

(E#%4# 131
N-(3-(S-ZhAREBREA)-2-FEEEAFE )R =
AR E94 R

AEEA 1IB0EFHRSBAREER, 5 X#EHF SEH R
TEE, EFHAEALESY (KEG6%) .
'H—NMR (D,0)
6:1. 43 (3H, . J=7. 6Hz)., 2. 29 (3H, s), 3. 25
(ZH. q. J=7. 6Ez), 4. 31 (2H, s). 7. 37—-7. 54
(3 H, m)
MS (m/z) 223 '3N7)

(£ 132 )
(2-RK-3-AAERX) FEHLGELHA
EERARTH 2 -R -3 -HEAFXFPR (5.0g) $AKWE
% ( 30ml ) A PE T AR - WAL ESY
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( 1.0M,20ml ) , REMEDE 1606, ARERTRK, BL
BRLEER, BAREMARRAAFEREAKRER, BF A LA
AERLE BAXKRBRATRELARETRE. KM EKFHAE
M EARKAEGEE (BFk: ECR: LERLE=5: 2) H4,
B EIALSH 3.5 (KE84%)

l=—NMR (CDC 13

c:92. 04 (1H. t. J=5. 9Hz), 4. 88 (2H, d, ]
Hz), 7. 45 (1H, dd, J=7. 9, 7. 9Hz) . 7. T2-

2 (2H, m)

I
-l ol
0 W

C£#&4] 133 ]
N-(2-&8-3-MAXAFR)ZPRA BB -_KRTEY

& B

BrEp 1257844 (1.01g)5 2B =K ( 50ml)
EROY AR I8 IH. HEAARABREBTREEHMEAY
MERF_PALATHEE (25ml) F, EO0OCTRAFRAALH
(4 %60%, 024g ) FERAERBR - RTE (1.292) 5 =F
98K (25ml) 3R 7. $RAEABRESPAEZRZTRHA I IHE,
ESOCTHBAE2IH. ARERTMA2EEER, RLBLE
ER, REXAREMARABAR, RPIANAKERKE, ALK
BERATRELABETASZ. $MEAAGhRakbEeEEx (LT
k: ETE: LBLE-5: 1) H4H, AL EH 1.70g (K
% 82 %)

“H—NMR (CDC 13
G:1. 47 (9H. s), 1. 48 (9H, s>, 4. 97 (2H, s> . 7.
52—7. 42 (2H. m), 7. 66-7. 72 (1H. m)

(E£#&4 134 )

N—(3-££-2—i$£?£)ﬂi§ BB o_RBRTEY
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A B
ALAMA IBEFTALLAAREEN, EEAH 2 A
AFEE, EEGALLS R (HE267T%) .
'"H~NMR (CDC 1,) ‘
0:1. 44 (9H. s>, 1 248 IH s). 4. 10 '2H. brs),

4. 86 (2H. s. . 6. 23-6. 16 (2H. m). T 06 (1H. d
d, J=8. 3. 7. SHz)

MS (m/z) 35¢ (M*)

(£ 1351
N-(2-£-3-#ZBE3sAFRA ) EXPRE-_RE_RTE
& 4 &,

AEHAA I HEFIRomARERHA, 5 F#H 120 AHL
BATERE, REwMALST (E82%) .
'H-NMR (CDC13) .
6:1. 46 (8H. s), 1. 47 GH. s). 4. 90 (2H. s). 6.
35 (2H, brs . 7. 11-T. 13 (1H. m). 7. 31-7. 43
(2H. m). 8. )5 (1H. krs

(&Z#&H 136 )

N-(2-&-3-(s-zZARBRBRA)FAFLA) Z&E
—HEBRRTE SRAZIGHE R

AERM 135 EFE LB ARBER, BEEHA 2T AR
#ITR B, RERARLSH (KF38%) .
'H-NMR (CDC1,) |

6:1. 40 (3H. v, J=7 2Hz . 1, 45 (1 8H. s), 3. 3

4 (2H, . J=7. 3H:z; . 4. 42 (2H, s). 7. 22-7. 36
(3H, m)

(£#A 137 )
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N-(2-£-3-(S-ZEAraamA)FAPE) B -—

AL R |
AL 136 5FHLohARERA, BbEAASEHFRGE

FEE, KEHRALESS (KEI7T%).

'"H-NMR (D.O)

6:1. 44 (3H. t, J=T7. 3Hz), 3. 26 (2H, q, J=7. 3
Hz)., 4. 42 (2H, s), 7. 353-7. 70 (3H, m)

MS (m/z) 243 (M")

( £5#&4% 138 )
N-(1- (3-#mAFR)wh) RATERTENGE A
£ 7% %] 138a
L3 - BAFA LR TEAREEA, A1, 5- Z#K
2 (15F)HARAEMN, 5E%M1a. IDAHARFTRE, ¥
F1- (3-MEAXR) XLXARR.
'H—NMR (CDC 13)
§:1. 19-1. 86 (8H. m). 2. 49-2. 54 (2H, m) . T.
49-7. 81 (2H, m). 8 10-8. 33 (2H, m)

3. 7% # 138b
L1 - (3-MEAFR IKOREBEBRARBEHA, B ELH&H lc

FERBFTRAE, $FFA4E4H 110mg (b F 28 %) .

'H=NMR (CDC 13,

6:1. 39 (8H, s), 1. 532-1. 82 (8H, m), 2. 21—2.
25 (2H. m), 4. 94 (1H, brs), 7. 46-=7. 77 (2H, m)
., 8. 06—-8. 29 (2H, m)

(E£#&4 139 ) «
N-(1-(3-&A¥2) ) A)ALTERTEOES R

AL P 138 KR dhAREEH, 5Lad 2R
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HE R, REAMAAY 87Tmg (MK E 65 % ).
'H—NMR (CDCI3)

§:1. 38 (9H, s). 1. 48-~1. 78 (8H. m), 2. 08—2.
30 (2H, m). 3. 59 (2H, brs), 4. 75 (1H, brs). 8,

02-6. 82 (3H. m), 7. 06-7. 12 (1H, m)

C L34 140 ]
N-(1-(3-mBRA¥2) KRR RATPRRTENE

B

LN 139 BN SHARERM, BEAEM 120 A AR
RIARE, EEAALS Y 224mg (K F 93 %) .
'H—=NMR (CDC !3)
§:1. 35 (9H, s)., 1. 50—1. 81 (8H. m). 2. 06—2.
17 (2H, m)., 4. 93 (1H, brs). 6. 21 (2H, brs). T.
03-7. 42 (4H, m), 8. 03 (1H, brs)

C£#&4 141 ]
N—(1-(3-(S*W§%ﬁﬁ£)i£)%6£)i£

P& T B 695 A
AERM 140 RBHRESBAREEH,. 5 I 3 4 29 Fl 3
HATE B, EFAHMELS S 85mg (KETO%) .
tH-NMR (CDC13)
5:1. 36 (9H, s), 1. 49—-1. 83 (8H, m), 2. 156—2.
20 (2H, m), 2. 46 (3H, s). 4. 55 (1H, brs). 4. 8
1 (1H, brs), 6. 75-7. 26 (4H, m)

(£ 142 )

N-(1-(3-(Ss-9PEAFRABREIERLIRIE K =
Y X

AERH 141 EFHLSHARERHA, 5EEH SAHRE
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HFEE, REAALLSY 7T4mg (K £ 94 %) .
'H—NMR (D,0)
§:1. 43—-2. 02 (8H, m), 2. 48—-2. 52 (2H, m), 2.

69 (3H, s), 7. 44—7. 78 (4H, m)
FAB—-MS (m/z) 264 (M*+1) '

(L& 143 ]
N-(1-(3-(Ss-zARBERE) XA)RTE) KA
WA T B 6 AR
AR 140 EF LB ARERA, 5 EAH 95 Ak
RIFER, EBFEANLS Y 108mg (¥ F 93 %) .
'H-NMR (CDC13)
§:1. 34—1. 39 (3H, m), 1. 37 (9H, s). 1. 49-1.
82 (8H, m), 2. 15—2. 20 (2H, m)., 2. 92-3. 20 (2

H. . m), 4. 52 (1H, brs), 4. 80 (1H, brs), 6. 75—
7. 28 (4H, m)

C L4444 144 ]
N-(1-(3-(S-ZARABEIFR)IFIE K =
T
A EaH 143 EFHRLSHARKEH, 5 EHEH SEAHRG
AR, EAAAEASY T9mg (K F 87 %) .
'H-NMR (D.0)
§:1. 32-2. 08 (8H. m), 1. 41 (3H, t. I=7. 3Hz),
2. 47-2. 52 (2H. m). 3. 23 (2H, q. J=7. 3Hz), T.
43-7. T4 (4H. m)
FAB—MS (m/z) 278 (M*+1)

C £#4&4 145 )
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N-(1-(3-(S-EREAFAKEE) XEX)FKTR) &
EFRERTENESK

AEAN 140 RFHREDARERA, 5LAH I BHER
#ARE, KHFFALESYH 78mg (dkF 69 % ) .
TH-=NMR (CDC13)
§:1. 02 (3H, t. J=T7. 3Hz), 1. 36 (89H, s), 1. 49

-1. 82 (10H, m), 2. 15-2. 20 (2H, m), 2. 90-3.
14 (2ZH, m), 4. 52 (1H, brs), 4. 80 (1H, brs), 6.
7T3—T7. 28 (4H, m)

CE£#&4 146 )

N-(C1-(3-(S-ERAFABLEELFCLIE =
8 HE &

AEAEY 45 KFORESHARBEN, 5LAMSEHLE
FER, $B#HMEISH 6dmg (K £ 98 %) .
'H-NMR (D,0)

6:1.04(3H.t.J=7.3Hz).1.39—2.05(10H.m)

.2.47—2.52(2H.m).3.20(2H.t.J=7.3Hz)
» 7. 43—=T7. 74 (4H, m)-

FAB*MS(m/z)ZQZ(MWJ)

CE#&4 147 )

N-(1- (3-BEFXEIRAA)RATRRTESSA

%34 147a

A3 - BEFXRLERRTEAREBER, #81, 4-—#T
X (1E5F)HAREHN, 5E%H 1a. 1bEAHFRIFAEAE, ¥
F1- (3-MEXE) XARRR.
'H-NMR (CDC1,)

6:1.78—2.05(6H.m),2.68—2.74(2H.m).7.

46—7.74(2H,m).8.10—8.25(2H.m)
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%3 % 147b

A1- (3-MAFXER)IXARBEAREEHR, BEHAH 1c
FAREITRE, REEALSH 211mg (K ES54%) .
'TH—=NMR (CDC 13
§:1. 37T (9H, s), 1. 86-2. 23 (3H. m). 4. 97 (1H,
brs). 7. 45-7. 78 (2H. = . 8. 06—8. 27 (2H. m)

( x#&4% 148 )
N (1- (3-8EFXE)XAE) SATFRETENEG K
AERH 4T EKFARSBAREREA, 5 E#EF 2 A0
FHEE, KRFALSH 1.81g (K FI9 %) .
'H=NMR (CDC 13)
¢:1. 35 (9H. s). 1. 72-2. 18 (8H. m). 3. 60 (2H,
Ers). 4. 83 (1H, brs). 6. 51—-7. 11 (4H, m)

( £4&4# 149 )
N-(1-(3-BRAXL)FAL)ALAPHRRTENS
Y
ALaM 148 R FH S HAREEHA, 544 120 F 1%
TR E, RFHFALSH 296mg.
'TH-NMR (CDCl3)
5.1 33 (9H, s). 1. 84—2 21 (8H. m). 4. 91 (1H,

nrs). 6. 24 (2H, brs). €. 87—-7. 40 (4H, m) . 7
90 +1H, brs)

C £4&4# 150 ]
N-(1-(3-(s-¥xp8BL)XL)xRXA) 8%
FER TSR
LR I RBFHALCSBARREA. ERAFAREAIRS
MIAELEHM 22 AHFRRAFTRAE, RETHALSY 82mg (K
137 ' '




£94%) .

TH-—NMRX (CDC 1)

§:1. Z4 (9H. ). 1. 81-2. 13 (8H. m). 2. 47 (3H,
, 4. 37T (1 H brsl. 4. 84 (iH, brs). 6. 78—17
.27 (4H. m)

i

(£# 4 151 ]

N-(1-13-(S-9AFEREIFEIRAEIE =
Xk

AEAM IS0 ERGLLHAREEH, 5 EAMSAMFRE
FEE, EAEEASY T2mg (KEI5%) .

'H-NMR (D.C

§:1. 8§7—-1. 97 (4H. m . 2. 30-2. 35 (4H. m), 2.
7)(3H s). 7. 39-7. 37 (4H. m)

FAB-MS (m. z 2350 (M~=-1)

(E#H 152 )

N-(1-413-(S-ZXF5KE)EL)mEE) &L
TR TEN AR

ALHRM I ERGLLHARERA, BELAMN ISHAAL
IR E, FREHEANLSH ITmg (KFE 97 %) .

TH—NMR (CDC13)
5:1.26—1.39(12H.m).1.80—2.30(8H.m).2.

95-3 20 (2H. m). A. 55 (1H. brs). 4. 86 (1H, b
rs). 6. TT—7. 24 (4H. m)

(£#&H# 133 )
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N-(1-(3-(S-ZAFKRA) XA mAL) B - =
EREHSR |

MERN IS2EDALEHARBER, 5 LTAH 5 AR
FTE R, $FHEALSY T9mg (H F 88 %) .
IH—-NMR (D:0)
§:1. 42 (3H. t, J=7. 3Hz) . 1. 88—-1. 98 (4H. m),
2. 30-2. 35 (4H. m). 3. 24 2H, a. J=7. 3Hz, . T.
39—-7. 68 (4H, m)
FAB-MS (m/z) 264 (AM"+1)

( £4&4 154 )
N-(1-(3-(Ss-rREAFHAELE) EL) FARLE) K
RPERTENSA
AERH 149 KFHRSBARERER, 5EAF I FHi
HAAE, REFALSH 9mg (K& 98 %) .
IH—-NMR (CDC13)
5:1. 03 (3H. t, J=7. 3Hz). 1. 34 (9H, s)., 1. 70
—9 17 (10H m). 2. 95—-3. 15 (2H, m). 4. 54 (1H,
brs). 4. 85 (1H. brs). 6. T6—7. 25 (4H, m)

(£#4&4# 155
N-(1-(3-(Ss-rafpmpt)idimatx =
Y Rk
AEAP 1SAFFHRESBDARRER, b4 SAHLG
fTRE, Kk Ei4% 83mg.
'H—-NMR (D,0)
§:1. 04 (3H. t, J=7. 3Hz). 1. 73—1. 97 (6H. m),
9 99-2. 35 (4H, m). 3. 20 2H, t, J=7. 3Hz). T.
40-7. 64 (4H. m)

FAB-MS (m/z) 278 (M +1)
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L 34 156 ]

N—(1-(3—ﬁ£$§)%T£)i£W&&T¥%Aﬁ-
= 74 156a

23 -mMAFAZERTRARLES A1, 3-=#7
E(1%5F)HAREN, BEAH la, IbAHRRITAE, K
B1- (3-#MAXE) XTHEAR.

ITH—NMR (CDC13)

§:1. 86—2. 27 (2H. m)

88-2. 97 (2H, m)
17 (2H, m)

. 2. 50-2. 62 (2H, m), 2.
., 7. 48—-7. 64 (2H, m). 8. 10-8.

% & %] 156b

A1- (3-BAEERIRTRAKARERA, 5 XA 1c
Akt EE, RFFEELEH 205 (KF8I%) .
'*H-~NMR (CDC 13)

§:1. 36 (9H, s), 1. 85—-2. 26 (2H, m)
62 (4H, m), 5. 28 (1H, brs)

. 2. 46—2.
, 7. 51—-8. 28 (4H, m)

(£#&4 157 )

N-(1-(3-82¥X)FXTRA)REATERTENHER
s 156 FAGWAREER, b EHEH 2AHRD

FTEE, G584 W 1.2g (BF 62 %)

"TH—NMR (CDC 13)

" 5:1. 36 (9H, s), 1. 72—-2. 12 (2H, m)
53 (4H, m), 3. 64 (2H, brs)

54-7. 15 (4H, m)

, 2. 48—2.
. 4. 99 (1H, brs), 6.

(34 158 ) _
N-(1-(3-ZaBREAXRA )FTA)EATRETENS
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B,

AEHEM 1STEBARS D ARERR,. 5EEHH 120 Rk
#AARE, KFHFALSESY 302me .
'H—NMR (CDC13)
§:1. 34 (9H, s). 1. 80-2. 24 (2H. m), 2. 37-2.
59 (4H, m)., 5. 24 (1H, brs). 6. 34 (2H, brs). 7.
04-7. 45 (4H. m), 8. 24 (1H, s)

C&#&H 159 ]
N-(1-(3-(S-9ARARL) FX)FXTE) KA
R T B 69 A A
AL ISSEFHLEDAREER, EAFTAREARE
M, LA 2R HRBRITRAE, KFAANLSY 150mg (K F
96 % ) . |
'H—NMR (CDC 1)
6:1. 35 (9H, s), 1. 76—-2. 20 (2H, m)., 2. 46-2.
72 (TH, m), 4. 56 (1H. brs), 5. 07 (1H, brs). 6.
78—-7. 25 (4H, m)

( £#%&4 160 )
N-(1-(3-(S-FARARAIEEIFTEA K =
B ENSR

A LS 159 KFGLEHAIREER, bEAEHASFAFRY
TREE, RRFALSLSD 110mg (L E 86 %) .
'H~NMR (D,0)

6:1. 88—-2. 29 (2H, m), 2. 60-2. 84 (TH. m). 7.
42-T7. 69 (4H, m)

»

CL£#4 161
N-(1-(3-(S-ZAFHAREX)FE)IXRTE)RE
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WER R T &G A A

AEEH 1SS KBRS HAREER, 5LEH ISHAMER
HFAERE, KFEHFEALSY 15S0mg (K £ 91 %) .
'H—NMR (CDC13)

§:1. 26—1. 43 (12H, m), 1. 79-2. 16 (2H, m). 2.
48—2. 54 (4H, m)., 2. 90—-3. 14 (2H, m), 4. 54 (1
H, brs), 5. 07 (1H, brs)., 6. 78—T7. 24 (4H, m)

(£#&4 162 )

N-(1-(3-(S-ZAFABEIERLRI)XTAIE =
EN - R

AERF 161 KB GLEBARBEHR, 5EAEMSAHG
ITRE, KAWFALSY 100mg (£ 83 %) .

'H—-NMR (D,0)

6:1. 42 (3H, t, J=7. 38Hz). 1

. 94-2. 23 (2H, m),
2. 60—-2. 84 (4H. m), 3. 24 (2H, q. J=T17. 3Hz), 7.
42—-T7. 69 (4H, m)

C E£#4 163 ]

N-(1-(3-HEAEEX)FAA)EBEATRERTEGSA
% 3% 4] 163a
A3 -HEAFR LR TEARERHA, A1, 2- %7
R (1S3F)MEAREHN, EL#&# 1a. 1bAHRAFTEE, %
F1-(3-AMEXR)XARER.
'H—NMR (CDC13)

6:1. 34 (2H, dd, J=7. 3, 4. 3Hz),

3. 56 (2H, dd.

J=7.3, 4. 3Hz), 7. 46-7. T1 (2H, m). 8. 13-8
. 21 (2H, m)

%74 163b
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21 - (3-AEAFXER)XEREBARBEH, EEL#EH 1c
AT RE, EFERLSH 162mg (B E T8 % ) .
ITH—-NMR (CDC 1.
§:1.31~1.45 (12H. m|. 5. 34 (1H. brs). 7. 43
-7. 48 (2H, mJ. 8 03-3. ¢8 (2H. m}

(E£#4 164 )
N-(1-(3-fEXR )V XAR)RETRRTENESR
AE#RG 163 ERGHLLBARERI, 5L-AA2AHREG
FEE, $FHH#ALSGH 187 mg (KF2%) .
'H-NMR (CDC 1,

6:1. 18-1. 28 (4H. m). 1. 143 (9H. s . 3. 61 (2H,

brs), 3. 24 (iH. b_rs}. 6. 49-6. 61 (2H. m). 7
. 03=-7. 09 (2H. m;

CE#4# 165
N-(1-(3-BEAEA)VXBRA)EALAFRETES S

B,

AERH 164 ERGLSHAREREH, 5ELEHA 120 A H%
HATRE, RKFHEELSP 20mg (K £87%) .
'"H-NMR (CDC 1)
§:1. 24—1. 35 {(4H. m). 1. 43 (9H. s:, 5. 31 (1H,
brs), 6. 21 (24, brsl. 7. 03—7. 37 (4H. m), 8
. 10 (1H, brs)

C E£#4] 166 )

N-(1-(3-(s-zEARERL)FL)xHL) &4
VR T B8 A B :

AERB 1SEBOUASPARBER, HEEMH ISEHR
RITRE, KFHFALES S 20mg (K F92%) .
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1H—-NMR(CDCls)
6:1.21’1.25(4H.m).1.35(3H
s).2.95—3.10(2H.m).5.29(1H.b

18—7. 27 (2H, m)

t, J=17. 3Hz),

1. 43 (9H.
6.73—6.88(2H,m).7.

rs).
C£#&p 167 ]
N-(l-H&-(S-D%%ﬁ&&JiEJ%ﬁﬁ)ﬁu:

A EHES R
uiﬁw1%%#%&%%%£ﬁﬁﬁn5§ﬁﬂsﬂ#&ﬁ

FEE, REMERFALASH 21mg.

'H-—NMR (D.0)
6:1.31—1.49(7H,m).3.23(2H,q.J=7.3Hz).

7.39-7. 44 (2H, m), 7. 59-7. 61 (2H, m)

(E#&4% 168 )
N-(1-(3-(N-mMEBE) 245) KA KEAF

& BT &8 A A&
uﬁ%ﬁ1wﬁﬁ%%%%%ﬂﬁﬁﬁuﬁﬁﬁﬁ6ﬂ#%ﬁ

FEE, EHwHEALESY 63mg (M 32%) .

1H—NMR (CDC13)
6:1.35(9H.s).1.51—1.86(8H,m).2.14—2.

19 (2H, m). 4. 95 (1H, brs). T. 15—T7. 47 (4H, m)
., 9. 66 (1H, brs)

C%#%&HA 169 )
N-(1-(3-(N-#ABE) $5) RTH) K- 3
5 3 # & A

m%ﬁﬂ1@%#@%%%ﬁﬂﬁﬁﬁuﬁiﬁwsﬂ#&ﬁ
FERE, EBREANLS Y Simg (KEIT %) .
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'H—NMR (D.0) |
§:1. 43-2. 07 (§H. m), 2. 48-2. 53 (ZH. m}. T.
37-7. 62 (4H. m)
CX#&HM 170 ]
N-(1-C3-(N-#mEBE) X2) xx4) gAYV
BRT S5 A
XA I8 KFOREWARERER, 5Lkt
fTRE. RFFALSLY 121mg (K E 61 %) .
'"H-NMR (CDcC 1,)

5:L,34(9H.S)- 1. 87—-2. 24 (8H, m) 4. 9t 1H.
bre | 7 14=7. 45 (4H, m) . 9. 67 (1H brs’

[ £#&H 171 ]

N-(C1-(3-(N-#ABE) ¥4) xx2) 8 &
R E & 4R

HEEHITORBELLHARBERN, 5 LARNSAHED
fTEE. KEKEALSY 78mg (K £ 98 % ) .
'H-NMR (D,0}

§:1. 90-1. 97 .4H, m), 2, 29-2. 32 4H. =
37—-7. 61 (4H., m)

-]

(X4 172
N-(1-C3-(N-#EBE)EA)FTE) EAT
BRE T RN A &
AKEH 15T RTINS HAREREA, ELAR A HERS
fTTEF, KAwALEYH 106me (K53 %) .
'E—NMR (CDC1,) |
L. 35(9H. s). 1. 87-2. 28 (2H. m . 2. 33-9

]

63 4H. m). 5. 26 (1H, brs). 7. 15-7. 48 J4H. =
. 8. 69 (1H. b-s) |
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CE#&#H 1731

N-(1- 3-(N-AEBE)XE)RTA) K- &
& 364 A

AERB ITI KBRS HAREER, BELEAASAHRE
TRE, RAEARLSYH T2mg (K F 98 % ) .

'H—-NMR (D:3

&1.90&.18QH.m.2.59ﬂ.84MH.m.7.
38—-7. 63 4H m)

CEHAH 174

N-(1- 3-(S-ZEAFHEBEL)EL)LE) AT
BRTENHSR

AEAR IDRAOGRASBARBEH, EL#HEH 95 F it
TRE, BEFHEALESY 7TImg (KR 74 %) .
'H-=NMR (CD 11 .9 |
5.1. 34—1. 44 (15H. m). 2. 90-3. 12 (2H. m). 4.
12-4. 54 1H m). 4. 76 (1H, brs), 6. 82-7. 29

(4H, m)

(E£E#H&MH 175

N-(1- 3-(S-ZEFHARBRE)EEX)LE) K =
EBEHL &

AEAR 1TIKBANSDARBEN, 5 LAHSAHELD
FTRE, kBERALSLSH 53mg (KEO97T%) .
*H—NMR (D)
6:1. 42 (3H, 1, J=7. 6Hz), 1. 67 (34, d, J=6. 9

|

7
Hz). 3. 25 ]lH. q. I1=1. 6Hz)., 4. 60 (1H, q. J=§.
SHz), 7. 4.-7. 67 (4

T
3



C%#&EH 176
N-(1-(3-(S-zZARBBAXE)mA)SRAY
BRTREOLGR
NEAR 1TEGHLSHAREER, EL#AM s AHRE
TR G, BBEEs% 820mg (K E 91 %) .
ITH-NMR (CDC1:
5:0. 88 (35H, 1 J=7. 3Hz). 1. 30-1. 50 (12H, m)
1. 72-1. °§ 2H. m), 3. C0-3. 17 (2H, m), 4. 4
0-4. 58 (2H. m . 4. T8 (1H. brs). 6. 80—6. 94
(2H. m), 7. 22-7. 28 (2H. m)

(LK 177 1

N-(1-(3-(S-zhApelkE)ZLX)/EA) B =
ERENHASA |

AEAHM 176 ERGLSHIRBEH, b5 LA SAERS
FRE, EFEALSYH 653mg (K £82%) .,
*H=NMR (D.0)

5:0.89(3H.1.J=7.3Hz).1.42(3H.t,J=T.3

Hz'.1.94—2.13(2H.m)«3.2452H.q.J=7.3H

2)- 4. 33 (1H 1. J=7.3Hz). 7. 44-7. 68 (4H, m)

(£#4&#H 178 ]

2-FR-2- (4-MAEL) AEGLK

% &4 178a

Aa-HEFE LR FREATFAGARBER. A FARHKE
HEEM, 5£x#MIa. IbRAHBRFERE, KF2-F&-2
- (4-MAXEE) AR, | |
"H-XNMR (CDC 1.

6:1. 65 (6E. = .7.57(2H.d.1=8.9Hz).8.20

(ZH. d, J=§. 9k z)
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3 7 44 178b
L2 -FR-2- (4-HMEFXER)FRARE R, S%i

HWI1NAHRAFRE, KEHEZELSH 172mg (K F 88 %) .
'H—NMR (CDC ly)

5:1. 38 (6H. s). 3. 69 (2H, s). 7. 56 (2H, d, J=
8 9Hz). 8 18 (2H. d, J=8. 9Hz)

CE#&H 179 )

N-(2-924-2-(4-#MEERLR)RE)FE-_THE
B 8 & B

EERAATAOCTAZSMK (484mg ) . BMER-ERK =T
B ( 0.29ml) A Kwh=kwh ( 20ml) HRED T EHImE LMK
178 + HFo4 s (152mg ) HAKm &% ( 10ml ) F&R.
REEOCTHRRAERADH PHAX_FEREE ( 272mg )
HErKkwmAxw (10ml) &, KFE105HE, AZRTHRHF4
I, RERREBRETRE, REXMEAGHALKEE #E
(BFB:ETR - TRTLE=8: 2, KAHANLS Y 439mg
(% 88 %) .

'"H-NMR (CDC 1)

6:1. 46 (6H. s), 3. 84 (2H, s). 7. 72 (2H. d, J=

8.9Hz).7.75“7.83(4H.m).8.17(2H.d.J=8.
9H z)

C L34 180 )]

N-(2-Fx-2-(4-#EEX) dR) BOESR

FEERA ITIEFELESY (152mg ) . F& ( 10ml ) # K
# (10ml) 4 2A5H P RAB. —K4%H (0.05ml) , WEFE
2. BEAALR, REFBREBETRE, MA2 LT
ERE, BLBLE®RSE. RE, RRERA2ZTARALALER
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iﬁﬁﬂk.ﬁﬂzﬁ&bﬁ$$n4@#%%&”&#&%#MH$&%
A AAAABRATREAAET RS, RAFALSH Tlmg (K
78 %) .

1H—~NMR (CDC 13

5:1. 36 (6H, s), 2. 87 (2H. s). 7. 52 (2H, d. J=

8 9Hz), 8. 18 (2H. ¢. J=8. 9Hz)

(£#%4# 181 ]
N-(2-%k-2-(4-mA%4) L) FATRRTEH
8- R,
oL LA 180 Ao R B, 5 KAH 22 AARETR
B, ESiMEASYH TTog (HE86 %) .
'H—NMR (CDC 1) |
5:1 37 (6H, s). 1. 38 (9H. s). 3. 36 (2H, d. J=
6 3Hz). 4. 30-4. 40 (1H, m), 7. 53 (2H, d, J=8.
9Hz), 8. 18 (2H. d. J=8. 9Hz)

(£t 182 ]
N-(2-(4-8A28)-2-F45%) RATRRTES
AR
AL 18] ERGASHARERA, 5 EAS 2 AFRETR
B, 348 S% 796mg (B E 65 %) .
tH-NMR (CDC13)
5:1. 26 (6H, s). 1. 10 (9H, s), 3. 26 (2H, d. J=
5 9Hz), 3. 60 (2H. brs). 4. 20—-4. 38 (1H, m),
6 66 (2H, d, J=8. 6Hz), 7. 12 (2H, d, J=8. 6Hz)

[ E£#%4 183 ]

N-(2-F£&-2- (4-5KE%EE5) AR) RATRRTE
7 B~ A%,
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AEEH 182 RANKSH AR BRH, 5 EEH 120 BRI
B R, RFHBEH 240mg (Jc 298 %) .
'H~NMR (CDC 1,)
§:1. 32 (6H., s>, 1. 38 (9H, s), 3. 30 (2ZH, d, J=
6. 3Hz), 4. 38-4. 50 (1H, m), 6. 20 (2H. brs)
7. 20 (2H. d. J=8. 3Hz). 7. 42 (2H, d, J=8, 3Hg)
, 8. 19 (1H. brs)

( E£#4] 184 )
N-(2-(4- (S-ZEABKEE) FX) -2 -FAHL)
ARATRRTEGSA
A& 183 KRGS BARLBH, b5 L4495 A RBITER
B, RFFBRLSH 120mg (KE91 %) .
IH—-NMR (CDC 13)
§:1. 30 (BH. s). 1. 34-1. 40 (12H, m), 3. 00-3.
18 (2H, m). 3. 29 (2H. d. J=6. 3Hz)., 4. 20 (1H
. brs), 4. 40—-4. 60 (1H. m). 6. 80—-6. 95 (2H, m)
. 7. 28 (2H, d, J=7. 6Hz)

( E£5%4] 185

N-(2-(4-(S-ZAFRBRE) £4) - 2 - FAFL)
B —dmEaieR

A KM 184 KFGIAHARKERH, 5 LhH 5 ARBBFE
B, XEWEARHELSY 110mg .

'H-NMR (D.0)

§:1.39-1. 46 (9H. m). 3. 19-3. 29 (4H, m) . 7

40(2H.d.J=8.6Hz).7.63(2H.d.J=8 6Hz)

[ £#4) 186 )
N-(2-F&-2-(4- (N-#EABR) 22) 52) 854
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PERT NS
A ERH 182 RO BARERA, b EEA 6 AHGETR
B, kML SH 163mg (KES2 %) .

'H—NMR (CDC 13
5:1. 34 (6H, s>, 1. 39 (9H, s). 3. 32 (2H, d, J=

6.3Hz).4.18—4.28(1H,m).7.29(2H.d.J=&
3Hz).7.48(2H.d.J=8.3Hz).9.85(1H.brs)

( £34] 187 ]
N-(2-9%-2-(4- (N-BEBB)FER)HA)E 5
R
AL 186 AL B AR B, 5 EAH S AARRETR
B, EEHRALSH 90mg (BFE 92 %) .
1H—NMR (D.0)
5:1 45 (6H., s). 3. 27 (2H, s). 7. 38 (ZH. d, J=
8 G6Hz)., 7. 58 (2H, d, J=8. 6Hz)

C £#4 188 ]
N-(1, 1-=FA&-2- (4-#EXEE) LR) BHER
EO0CTHAL (3.57m ) FHFTETE ( 1.0g)HR4F ( 20ml)
%k, REAOCTHATAMARK (KbE=152,28ml). £0TTHR
ﬁ&ﬁ#zmﬁé,m%#z%i%iim%#%&%%%i%&%,
maﬁcﬁiﬁ.%ﬁﬂémmkiw%ﬁﬁﬁ%%,mx%%&%%
BEARETRSE. RAERGHAZRESEE (RFk: |4:F5
=0:1 ) #4, #F4HLSP367Tmg (MK F 28 %) .
IH-NMR (CDC 13 ’
5:1. 15 (6H, s). 2. 78 (2H, s), 7. 37 (2H, d, J=
8. 6Hz). 8. 16 (2H, d, J=8. 6Hz)

C 34 189 ]
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N-(1, 1-=F%-2- (4-#EXE) L) RETER
TEHE

oL R4 188 G S AR B, B KEH 22 R TR
&, EEAREAL Y 4T3mg (KE 89 %) .
tH—NMR (CDC 13)

§:1. 28 (6H, s>, 1. 48 (9H, s). 3. 15 (2H, s). 4.

294 (1H, brs), 7. 31 (2H, d, J=8. 6Hz), 8. 07 (2
H, d, J=8. 6Hz)

(L34 190 ]

N*(z-(4“££$£)-l,I-LWibi)iﬁW&&
T8 AR

mﬁﬁﬂlwﬁﬁ%w%%ﬁﬂﬁﬁﬁ,5%%M2ﬂ#ﬂﬁﬁ&
B, EfEiMALSH 350mg (M E 87 %) .

'H—NMR (CDC 134

§:1. 24 (6H, s), 1. 46 (9H. s), 2. 84 (2H, s). 3.
58 (2H, brs), 4. 27 (1H, brs), 6. 61 (2H, d, J=
8. 2Hz), 6. 94 (2H, d, J=8. 2Hz)

C£#&4 191 )

N-(1, 1-=FA-2- (4-BmAFE) ZE) RATR
T B 6 A AR

uiﬁﬂumﬁﬁ%&%%%ﬁﬁﬁﬁ,%iﬁﬂrmﬂ#&ﬁﬁ
R, HakMiedd152mg OLE3 %) .
'H-NMR (CDC13)

d:1. 26 (6H, s), 1. 47 (9H, s), 3. 02 (2H, s), 4.
26 (1H, brs), 6. 06 (2H, brs), 7. 14 (2H, 4, J=

8. 3Hz), 7. 23 (2H, d, J=8. 3Hz), 7. 85 (1H, br
s)
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[ £#4 192 )
N-(1, 1 -=9%- z—(4—(s LERAERE) EL)

LA) EATFHRRTEYHESR |
LA 191 KRGS H AR BH, 5 FHEH IS Fl A e AT R

5, EBEANLAY 150mg (K E 91 %)

'H—NMR (CDC 13

§:1. 25 (6H. s> . 1.
2. 92 (2H, s,
4. 49 (1H, brs),
J=T7. 9Hz)

37 (3H, t, J=7. 3Hz), 1. 46

2. 98—3. 18 (2H, m). 4.

(9H, s).
6. 78—6. 90 (Z2H,

25 (1H, brs).
m). 7. 09 (2H, d.

L £3#%4 193 )
N—(l,1—;W£~2—(4—(S—L£%aﬁg)ig)

LA B RS e R
R 192 RF GRS B ARERA, 5 EESN S FAHRLTR
B, ZEuEFFEANLEP 140mg.
IH-NMR (D.0)
§:1. 37 (6H. s>, 1.
(2H, s). 3. 23 (2H. q.
]=8. 3Hz)., 7. 44 (2H, d,

41 (3H, t, J=17. 6Hz). 3. 02
Jj=7. 6Hz), 7. 37 (2H, d.

J=8. 3H)

C £44] 194 ]
N-(1, 1-=%¥%-2-(4- (N -BEBRE)IEX)LE)

S A FERTEGSA
oL 1900 EF AW ARERA, Y EH 6 FARETA

B, RE4ELEY T0mg (HF43 %) .

'H—NMR (CDC 15,)
5:1. 28 (6H, s), 1. 48 (9H, s), 3. 05 (2H, s). 4.

30 (1H, brs), 7. 23 (2H, d, J=8. 6Hz)., 7. 28 (2

H. d, J=8. 6Hz), 9. 73 (1H, brs)
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C E£3#&4 195 )

N-(1, 1-—9F%-2-(4- (N-AEBXIEXX)TE)
B - BBENEA |

LT 194 G SMARBRFA, 5 FR&EH S FHELETR
B, RS Somg (KEIT %) .
ItH-NMR (D:0)

§:1. 37 (6H, s), 3. 00 (2H, s), 7. 34-7. 44 (4H,

m)

C £3#4] 196 )
(4-FEA-3-HEXE) FHOEK
4 -FRE-3-MEAETRARERH, 5 E£#EH 132 FHR
#HITEE, ERFALSHSag (KE98 %) .
tH—NMR (CDC13)
5:1. 87 (1H. t, J=5. 9Hz). 3. 96 (3H, s), 4. 69
(2H, d, J=5. 9Hz). 7. 08 (1H, d, J=8. 6Hz). 7.
55 (1H, dd, J=8. 6, 2. 3Hz)., 7. 85 (1H, d, J=2.
3Hz)

CE#&p 197 )
N- (4-FaA-3-AAEETFE) FE_THRERGER
VLA 196 S HARE R, b EEH 179 A RL
BB, HEIFHALEH2.74g (L E 59 %) .
'"H-NMR (CDC 1y)
§:3. 93 (3H, s), 4. 82 (2H, s), 7. 03 (1H, d, J=
8. 8Hz), 7. 65 (1H, dd, J=8. 8, 2. 4Hz), 7. 70-

7. 75 (2H, m), 7. 84—-7. 89 (2H, m), 7. 92 (1H, d,
J=2. 4Hz)
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[ £7#%&% 198 ) |
N-(4-FERA-3-AMAZRATR) SATRERTENEX
VAL 197 EF GRS M AREER 5 EEHF 118 BAFRLS

B E, RBAEENLSY 1.47g (KE92%) .

'H-NMR (CDC 1)

5:1. 46 (9H, s). 3. 95 (3H, s). 4. 29 (2H, d, J=

5 4Hz), 4. 93 (1H, br). 7. 05 (1H, d. J=8. 8Hz)

7. 49 (1H, dd, J=8. 8., 2. 4Hz). 7. 77 (1H. d, J

=2. 4Hz)

C E£4#&4 199 ]
N-(3-8A-4-FEAEATR) SATRRTEN SR
AL 198 BB S HARERA, 5 EAN 2 AFRAETE
5, EAREASS 1.24g (OKF 96 % ) .
'H-NMR (CDC 13)
5:1. 46 (9H, s). 3. 79 (2H., br), 3. 83 (3H, s).
4 16 (2H. d, J=5. 6Hz), 4. 71 (1H, br), 6. 60—
6. 65 (2H. m), 6. 72 (1H, d, 1=8. 3Hz)

C %34 200 ]
N- (4-98A-3-AREEATR) REATRRTEGESR
PLEES 199 RSP ARERA, 5 S 120 BASILAT
B R, /M4 % 605mg (KFEIT %) .
'TH-NMR (DMSO—dg)
§:1. 39 (9H, s), 3. 79 (3H, s), 4. 03 (1H, d, J=
5. 9Hz), 6. 92—7. 03 (2H, m), 7. 23—-7. 27 (1H,
m), 7. 30 (2H, br), 7. 61 (1H, s), 8. 96 (1H. s)

(34 201 ]
N-(3-(S-ZARBEKRLE) -4-FREXLATR) &EF
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BERTE: SAKREGSR
PLE & 200 E/FERS B ARERA 5 EAH 2T AFRRTR
B, %548 444% 591mg (K £89%) .

'H—NMR (CDC 15
5:1. 39 (3H, t, J=7. 3Hz), 1. 46 (SH, s)., 3. 30

(2H. q, J=7. 3Hz). 3. 86 (3H, s), 4. 25 (2H, d,
J=5.6Hz),4.93(1H.br).6.93(1H.d,J=8,4
Hz). 7. 22—-7. 30 (3H, m)

(£ 202 )

N-(3-(S-ZARpmRL) -4 -FEEXEFL) K- —
%8 36 A

A LAH 201 ERGLSHARERH, BEAS S AFRETR
B, G AEH 102mg (KEZF) .
'H—NMR (DMSO—ds)
§:1. 33 (3H, t, J=7. 3Hz), 3. 29 (2H, q. J=17. 3
Hz). 3. 86 (3H, s), 3. 97—4. 01 (2H, m), 7. 24
(1H, d. J=8. 6Hz), 7. 44 (1H. d, J=2. 0Hz). 7.
56 (1H, dd, J=8. 6, 2. 0Hz), 8. 45 (3H, br), 9.
53 (1H, br), 11. 28 (1H, br)

C E540 203 ]

(4-R-3-AEXE) FEHEA

4 -8 -3 -HREFPRARBEHA, b5 E£HEH 132 Akt
B R, HBirio1.53g (KE82 %) .
'H—NMR (CDC 13)
§:1. 96 (1H. t, J=5. 4Hz), 4. 78 (2H, d, J=5. 4
Hz), 7. 48—-7. 57 (2H, m), 7..90 (1H, s)

C #4204 )
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N-(4-§-3-MEXEFE) HE- TR ERG LK
VLR 203 /NS B ARERA, 5 EAES 179 AR

B R, EB/FHLLW1.655 (KE87T%) .

'H-NMR (CDC 15s)

§:4. 87 (2H, s)., 7. 50 (1H, d, J=8. 3Hz), 7. 60

(1H, dd, J=8. 3, 2. OHz), 7. 73—7. 80 (2H, m),

7. 83-7. 91 (2H, m)., 7. 93 (1H, d, J=2. 0Hz)

C E£3&4) 205 ]

N-(4-§-3-AEAFELATFR) SRAFTRBUTEGEK
AL 204 EFGLSHAREEH, b EAS 118 Ak T

BE, EBKALESH 626mg (KET78%) .

IH—NMR (CDC13)

§:1. 46 (9H, s>, 4. 33-4. 37 (2ZH., m) .

br), 7. 41-7. 54 (2H. m), 7. 79 (1H., d,
z)

5. 01 (1H,
J=1. 5H

[ £#&4] 206 )

N-(3-8A-4-fFEAFR) RAPRRTEGESA
PLE &S 205 G AREEBH, 5EEH 2 AFRIATR
B, RFrEAEH376mg (KFE 87 %) .

I1H—NMR (CDC13)

5-1. 47 (9H, s)., 4. 18—4. 29 (2H,. m)., 4. 79 (1H,
br), 6. 59 (1H, dd, J=8. 3., 1. 5Hz), 6. 69 (1H
. d, J=1. 5Hz) ., T. 17 (1H, d, ]=8. 3Hz)

C 534 207 )

N-(4-5-3-BRAZETFE) RATRRTELH &R
WL LA 206 EBHRSWARY B, B EEH 120 RALILA
B R, ¥ZiMAL4Y 100mg (81 %) .
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‘H—-NMR (CDC13)

6:1. 44 (9H., s), 4. 28 (2H., d. J=5. 9Hz), 5. 26
(IH, br). 6. 49 (2H. br), 7. 14 (1H. dd, J=8. 3,
1. 53Hz)., 7. 37—-7. 42 (2H, m)., 8. 15 (1H. br)

C £3#&4 208 )

N-(4-8-3-(S-ZARHEL) XAF1) SATPEBR
TE - AR LGER

AEEH 207 KFGRESHAHRERA, 5 EHAEH 2T AHFRRATR
B, RFFEHAALSH 113mg (KET75%) .
'H-NMR (CDC13)

§:1. 40 (3H, t, J=7. 3Hz), 1. 46 (9H. s), 3. 20
(2H, q, J=7. 3Hz). 4. 28 (2H, d, J=6. 3Hz), 4.
94 (1H, br), 7. 10-7. 14 (2H, m). 7. 40 (1H, d.
J=9. 3Hz)

C &34 209 )

N-(4-8-3-(S-ZARRRL) EAPE) - — 48
EX
A EEH 208 ERGLLSHAREER, b5 EL#AEH S ARERRTR
B, Xf#BLEH9Tmg (KRZF) .
'H-NMR (DMSO—d)
6:1. 34 (3H. t, J=7. 3Hz), 3. 32 (2H. q, I=7. 3
Hz), 4. 01-4.,08 (2H. m). 7. 56—7. 63 (2H., m) .
7. 71 (1H, d, J=8. 3Hz), 8. 61 (3H, br), 9. 41
(2H, br), 11. 90 (1H. br)

(£#&4 210 ]
2- (3-BAFR)-2-HTEEARAERA LB TENSLA
A3 - R EXRLBARERH, 5E#&M 1S AHRETER, ¥
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Bi AW 2.09 (KE27%) .

'H—-NMR (CDC 13
5:1. 43 (9H, s>, 3. 81 (3H, s). 5. 20 (1H, d. J=

7. 3Hz). 5. 51—5. 66 (1H, m). 6. 61—-6. 74 (3H,
m), 7. 09—-7. 15 (1H, m)
MS (m/z) 280 (M*")

(£#&4 211
2 -BTEABASE-2- (3-(S-FEARFHERL) XX)
L& P B 66 B
L 210 B G I AR R, 5 EAEA 40 AHERITA
B, 22 -RTAEAZAER- 2 - (3 -#AkE) L. HHRY
WEHERTFFH (10ml) 28 ( 5ml) HRERTF, FRAEREXK
BE, BEBTRAZFAPHREATRTROGEIRER ( 2.0M ) .
BEERERETRE, MEAGHARKRESEE (RFRk: ETk:
LETE = 3:1) #, #HEMBLEH0.15g (KF21%).
'H—NMR (CDC l3)
§:1. 42 (9H, s). 2. 44 (3H, s)., 3. 71 (3H, s). 4.
61 (2H, brs). 5. 27 (1H, d, J=7. 6Hz). 5. 56-5.
67 (1H, m), 6. 86—6. 92 (2H. m)., 7. 02 (1H, d
., J=7. 9Hz), 7. 24—-7. 37 (1H. m)
FAB—-MS (m/z) 354 (M*+1)

(£ 212 ]

2-8A-2-(3-(S-FAFRERL) XX) LBRVE - —
E X

ALK 211 E/AGLABAREEHR, 5 EEH SRAFRTTR
B, REAHANE4H 123mg (K F 90 %) .
'H—NMR (D.0) |
§:2. 70 (3H, s), 3. 84 (3H, s). 5. 37 (1H, s), T.

159




30-7. 57 (3H, m). 7. 65—7. 71 (LH, m)
FAB—-MS (m/z) 23534 M'+1)

{ 34213 )

2 -RTEAFAEA-3- (3 -AEFE) ABRNER

13 - MAFARERAREEH, LHEEH 63 AHRETAE,
X FREFARMASH 2.54g .
IH—NMR (CDC13)
5:1.41(9H.s>.3.31—3.22(1H.m).3.25—3

45(1H.m).4.60—é.73(1H.m),5.02—5.11(1
H, m)., 7. 45—7. 56 2H.m).8.07—8.14(2H.m)

FAB-MS (m/2) 312 (M =1°

( £3#&4 214 )
2 -RTEAAZAEL-3- (3-MEAXL) ARTERAESA
AP 213 BFHRSHARERA, 5 ERAEH 64 AHRETR
B, G HLEsH27g (KEE¥).
'H—NMR (CDC13)
5:1. 41 (9H, s). 5. 12 (1H. dd. J=13. 9, 6. 3Hz)
. 3. 30 (1H dd, J=.3.9. 5. 6Hz:. 3. 76 (3H, s),
4. 57—4. 68 (1H, = . 5. 10-5. 17 (1H. m), 7. 46
—7.53(2H, m). 7. :9-8. 04 (1E. m). 8. 08-38
. 17 (1H, m)

C£3#%4 215 )
3-(3-8A%%) -2 -BTRAZLEREARTENOR
VAERS 214 BEHRSHAREER, 5 EAEH 2 AHRETR

B, HAEEALSH 1.84g (KESBL %) .

'H-NMR (CDC13)

5:1. 42 (9H. s), 2. 90-3. 02 (2H, m), 3. 62 (2H,

160



brs), 3. 71 (3H, s), 4. 47—4. 61 (1H, m), 4. 92
—5 00 (1H. m). 6. 45-6. 58 (3H. m). 7. 04—-7. 1
0 (1H, m)

( E£3#&4] 216 ]

) -BTERABARA-3- (3- (S -FEARAKRL) £X)
% B B 69 4 A

VA A 215 RN W ARE RA, 5 EaS 211 BARET
B E, HREAMASH 0.10g (cF 4 %)
'TH—NMR (CDC 13
5:1. 36 (9H, s). 2. 46 (3H, s). 2. 85—2. 93 (1H,
m). 3. 08—-3. 15 (1H, m), 3. T3 (3H, s). 4. 57—4.
69 (2H, m), 4. 98—5. 01 (1H, m). 6. 72-6. 80 (3
H o m)., 7. 19-7. 27 (1H. m)

C&E&H) 217 )

2—&&—3—(3—(s—?ﬁ%%%g)xg)ﬁ&?ﬁ
da ke

vh LA 216 GG AR, b EEHSAHRITA
B, EFAFALESY 33mg (KE 81 %)

'H-NMR (D:0) ‘
6:2.69(3H.s).3.30(1H.dd.J=14.5.7.3Hz)

.3.40(1H.dd,J=14.5.623Hz).3.84(3H.s
).4f45—4.50(1H.m).7.28—7.40(3H,m).7.

54—7. 59 (1H, m)

[ £ap] 218 ]
3-BRTEEBARAE-2- (4-#AEER) ARTEAOER
A3 - RAEHE- FERARLEHR, &b EEH 1 AT,

K FHRALSH 4.2g (FE 40 %)
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'H—NMR (CDC 13 |
5:1. 42 (9H. s). 3. 53-3. 68 (2H, m), 3. 72 (3H,
s). 4. 00—4. 12 (1H, m). 4. 85—-4. 95 (1H, m), T.
45 (2H, d, 8. 6Hz). 8. 20 (2H, d, J=8. 6Hz)

C E#a4] 219 )

9 - (4-BEER) -3 -RTEABEARLAARTES SR

LA 218 EEGS M AR BH, 5 EEH 2 AHRETR
5, BB EASY3.1g (KESL %) .

'H-NMR (CDC 13
§:1. 48 (9H, s). 3. 47-3. 82 (5H, m), 3. 72 (3H,

s).4.87—4.95(1H.m).6.68(2H.d.]=8.5Hz)
7. 09 (2H, d, J=8. 5Hz)

( &4 220 ]
3—&Ti£ﬁ£i£—z—(4—(N—ﬁﬁmﬁ)iﬁ)ﬁ&

A X,
A 219 NS Y HRERR, b5 EAEs 6 AMRLTR

B, HSiMsY 0.86g (HKE68%) .

'H—NMR (CDC 13)
5:1. 42 (9H, s). 3. 39-3. 89 (3H, m), 3. 66 (3H,

s).4.80—4.92(1H,m).6.23(2H.d.J=8.3Hz)
7. 03 (2H, d, J=8. 3Hz)

( k#&H 221 )

3-fh-2- (4- (N-HEBE) ¥4) ARTPEH - L8
86 B,

DL 220 ERN LAY ARERA, b5 EEH S FAHRETR
B, $EiAA0sY 348mg (KFEZE) . -
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'H—-NMR (D,0)
§:3. 44 (1H, dd, J=13. 2, 6. 9HZ), 3. 63—-3. 80
(1H, m). 3. 76 (3H, s). 4. 22-4. 28 (1H, m). T.
48 (2H, d, J=8. 9Hz), 7. 53 (2H, d. J=8. 9Hz)
( Ep) 222 ]
3-RTARAZARRE-2- (4- (N-#EBE) XX) a8
&5 4~ AL
HLad 220 EHGALSE (0428 ) . 2 L EHARLAKER
( 0.6ml) #F& ( 10ml) GREDAEERTHRIFS I M. FRERE
METRSE, ABGHTRAS %HHEBERKERPFLRLE. ANLE
AAERFTFRE, ARETRSE. FHERGHAAEEE X (R
TEL: S P = 5:95) Hdl, EFAFEASH 034g K F 84 %) .
'H-NMR (DMSO—ds)
§:1. 35 (9H, s), 3. 05-3. 18 (1H, m), 3..32-3,
41 (3H, m), 3. 52-3. 58 (1H. m), 6. 50 (2H, d, J
=8. 6Hz), 6. 88 (2H, d, J=8. 6Hz)

( £3#4] 223 )
3-SR -2-(4a- (N-mABE) L) a8 - BB 6
B

AL 222 RGOS ARERA, B XA SAARETR
B, RBiFELSY28Tmg (KEZEE) .
'H-NMR (D.0)
§:3. 40 (1H, dd, J=13. 2, 6. 9Hz). 3. 67 (1H, d

d, J=13. 2, 7. 9Hz), 4. 18 (1H, dd, J=7. 9, 6. 9

Hz), 7. 48 (2H, d, J=8. 9Hz), 7. 55 (2H, d, J=8.
9H z)

C £3#4 224 )
I-BRTEAZEERA-2- (4-BHFEEL) ARTEGE K
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LR 219 EEGLS AR RA, 5 EAH 120 B REAT
B, HBREASW 1.10g (KF 94 %) .
tH—NMR (CDC 13
5:1. 41 (9H, s). 3. 38-3. 70 (2H, m), 3. 69 (3H,
s). 3. 82-3. 97 (1H, m), 5. 04—-5. 16 (1H, m), 6.
=7 (2H. brs). 7. 22 (2H, d, J=8. 3Hz). 7. 30 (2
H, d, J=8. 3Hz), 9. 00 (1H, brs)
MS (m./z) 353 (M")

( L] 225 )
3-RTEAZBAEA-2- (4- (S-CTEFHEEE) £X)
& BV B 695 AL
VAL 224 GRS B AREREA, A TLAREAREN,
B g4 29 B AR AT R B, KFHELE S 0.55g (BE 96 %) .
'H—NMR (CDC 13)
5:1. 34 (3H, t. J=7. 3Hz), 1. 42 (9H, s), 2. 92
~3 08 (2H, m)., 3. 40—-3. 72 (2H, m), 3. 67 (3H,
s). 3. 78-3. 90 (1H, m), 4. 67 (1H, br)., 4. 90~
5 06 (1H, m), 6. 78 (2H, d, J=7. 9Hz). 7. 17 (2
H. d, J=7. 9Hz)
FAB—MS (m/z) 382 (M*+1)

C L) 226 )

3-fE-2-(4-(S-CARmARE) XL) ARTE  —
YLy

R 225 ERARS B AR R, 5EEN S ARRETR

K, 5 AALES 0.199g (83 %) .
'H-NMR (D;0)

§:1. 41 (3H, t, I=T7, 3Hz), 3. 24 (2H, q, J=7. 3
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Hz), 3. 44 (1H, dd, J=13. 2, 6. 9Hz). 3. 69—-3.
74 (1H, m), 3. 76 (3H, s), 4. 21—-4. 27 (1H, m),

7. 44 (2H, d, J=8. 9Hz), 7. 52 (2H, d, J=8. 9Hz)
FAB-MS (m/z) 282 (M"+1)

CE£#4&4 227

N-(2-BAZAFR) RE-THRERSG SR

A2 - AEATRARAREEH bHEAES 117 AARETA
B, EEmEAY 6.24g (Ol 96 %)
'H—NMR (CDC 13)
6:5.31(2H,s),7.25—7.27(1H.m).7.45(1H,
t,J=7.6Hz).7.55(1H.t.J=7.6Hz).7.75—T
94 (4H, m), 8. 11 (1H, d, J=T. 9Hz)
MS (m/z) 282 (M"

C E£564) 228 )
N- (2 -MAEATE) RATRRTENG A
AL L 227 RS RS RA, b5 ERES 118 Fl A 33 AT
B R, EBnHEsH 159 KEEZE) .

IH—-NMR (CDC13)
§:1. 43 (9H, s), 4. 57 (2H, d, J=6. 6Hz), 5. 30
~5. 43 (1H, m), 7. 38—7. 50 (1H, m), 7. 62-7. 6
4 (2H, m), 8. 05 (1H, d, J=17. 9Hz)

C E£34] 229 ]
N-(2-S2FAFR) RATHERTENER
A LA 228 HE LA ARERH, 534 2 RARETR

B, ﬁﬁhﬁmA%4Mg(&$M%)
1H-NMR (CDC 1)

5:1. 42 (9H, s). 4. 18 (2H, d. J=6. 4Hz), 6. 40
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—-6. T9 (1H, m). 6. 85—7. 23 (2H, m), 7. 80 (1H,
d, J=8. 0Hz)

MS (m/z) 222 (M"

C 4] 230 ]
N—(z—ﬁﬁgiivi)i%W&hT B 59 4 2%,
LR 229 BB ARERA, B EES 120 BAREAT

B R, ¥MiHE% 525mg (dcE 26 %)
'H—NMR (CDC 13

§:1. 40 (9H, s). 4. 26 (2H, d, J=5. 9Hz), 5. 38
—5. 57T (1H, m), 6. 42 (2H, brs). 7. 28—17. 38 (4
H m)., 9. 27 (1H, brs)

MS (m/z) 281 (M")

C Eap] 231 ]

N-(2-(S-ZAFaBRLE) ATR) REATPHERTE - &
Bk AR

WL LA 230 B RS BRA, 5 EAEH 27 RARETR
B, %GiESHm0.60g (KEZFE).

'"H—-NMR (CDC 13)

§:1. 34 (3H, t, J=T7. 3Hz), 1. 43 (9H, s), 2. 88
~3. 06 (2H, m), 4. 15 (2H, d. J=4. 4Hz), 4. 80
(2H, brs), 5. 25—5. 38 (1H, m), 6. 80 (1H, d, J
=7. 8Hz), 6. 98 (1H, t, J=7. 8Hz), 7. 13—-17. 34
(2H, m)

MS (m/z) 309 (M")

#4232 )
N-(2-(S-ZARARL) $LFH) B- — 8500 R
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AL 231 EHRALSHAREER, 5LAH S AHERRITR
K, EBAAILSY 451mg KR 86 % ) .
tH—NMR (D,0)
5:1. 40 (3H, t, J=7. 3Hz). 3. 24 (2H, a. J=7. 3
Hz). 4. 23 (2H, s), 7. 47—17. 64 (4H. m)
FAB—-MS (m/z) 210 (M*+1)

C &4 233 )

N-(1-(3-(N-RTELAFEE-N-CTEBEI X)X
) BATERRTEASA

AETETHEAES 139 KFELEH (100mg ) . N -k - N
- RTAEEAAE ( 85mg ) - FATEE ( Sml ) REH T v
Al -CTHh-3 - (3 -_FAREARR) Btk - & H
(79mg ), EER2THEHFE 16/, ALRLEFRAERHRE, AL
FEAMKER L, BAMNERLKARATRELARETHRSG. ¥
AR RaREE#EE (RFR: RKG:FTH = 98:2) H4, KAk
B4 156mg (B £ 98 %) .
'H—NMR (CDC 1,

§:1. 00—-1. 08(3H, m), 1. 27—1. 82 (8H, m), 1.
53 (9H, s), 1. 62 (9H, s), 2. 07-2. 30 (2H, m).

3. 32—3. 48 (2H, m), 4. 84 (1H, brs), 6. 98—~17.
40 (4H, m), 8. 02 (1H, s)

C£3#&4] 234 ]

N-(1-(3-(N-ZEBE)XR)FTX) g - —&xi
85 A A

RERH 233 REGLSBARKEH, 5EEHSAHEREFTR
B, RFHALSY 85mg (KkET78 %) .
'H—NMR (D,0)

6:1. 23 (3H, t, J=T7. 3Hz), 1. 31—-1. 64 (4H, m),
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1 64-1. 86 (2H. m). 1. 90-2. 06 (2H, m), 2. 40
—2.60(2H.m).3.33(2H.q,J=7.3Hz).7.30*

7. 77 (4H, m)

[ E#4 235]
N-(1-(3- (N-RTEEAZE-N-ZEABRIIFAIRK
KA RAFERTEGS A
WL 148 RS ARE B, B EEH 233 AAREAT
B F, EF34ESY 160mg (HE99 %) .
'H-NMR (CDC 13
5:1 00-1. 20 (3H, m). 1. 34 (9H, s>, 1. 53 (9H.
«y. 1. 72-1. 92 (4H, m), 1. 93-2. 10 (2H, m). 2.
{2-92. 35 (2H m). 3. 30-3. 50 (2H, m). 4. 82 (1l
H brs)., 6. 90-7. 20 (4H, m), 8. 02 (1H, s)

CE£3#&4 236 )
N-(1-(3- (N'-CEBE) FR) AL K- 48
& 8- RR,

uiﬁﬂzwﬁﬁﬁm%%ﬁﬂﬁﬁﬁ,5%%M5ﬂ#ﬁﬁﬁ&
B, %844 104 88mg OKETI%) .
'H—NMR (D,;0)

6:1.23(3H.t,J=7.3Hz).1.82“2.06(4H.m).
2.22—2.40(4H.m).3.33(2H.Q.J=7.3Hz).7.
34—T. 61 (4H, m)

( £3&4] 237 )

N-(1-(3-(N-RTEEAZE-N-CEBEIEL)R
TH) RATERTEGESA

AL 157 £ 54 hARE B, 5 EEs 233 AHRLAT

BB, #EirE4Y 17Img ORKEZE) .
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tH-NMR (CDC 13
§:1. 00—1. 21 (3H, m). 1. 36 (9H, s). 1. 53 (9H,
s). 1. 65—-1. 98 (1H. m) . 2. 01-2. 22 (1H, m). 2.

26—2.60(4H.m).3.35—3.50(2H.m).5.17(1
H.brs).6.95—7.20(4H.m).8.01(1H,s)

{ £4#4) 238 ]

N-(1-(3- (N-ZABE) FR)RTRA) & - —E8E
4 £ B,

EAS 237 E RS HARE R, 5 EAES S AHBETR
B, B HEASY 85mg (ETI %) .
'H—NMR (D;0)
6:1.24(3H.t.J=T.3Hz).1.94—2.04(1H.m),
2.19—2.24(1H.m).2.60—2.84(4H.m).3.33
(2H, g, J=7. 3Hz). 7. 35-7. 63 (4H. m)

[ &4&4] 239 )
(3-#E-5-ZRARTFEAELE) PTHOGEA
A3 -mA-5-ZRATAEPRARSBHASL KEH 132 AR
HITRE, /AL EH6g (R I8 %) .
'H—NMR (CDC 13
5.9 21 (1H, t, J=5. 6Hz), 4. 92 (2H, d, J=5.6
Hz), 7. 99 (1H, s>, 8. 41 (1H. s>, 8. 44 (1H. s)

C 344 240 )

3-fFEA-5-ZRTFEAEEGER

AL 230 EBMA AR B, b EEH 55 AFRETA
B, E#nALSY 172 (KERT) .
'H—NMR (CDC 13)

6:4. 58 (2H, s) . 7. 99 (1H, s>, 8. 44 (1H, s>, 8.
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46 (1H, s)

( X4 241 )
N-(3-#E-S-ZRPEAFREATE) BRI BB -_RTE
8 8- 1,
VAR 240 GG HAREBRA, B EAES 127 ARG
B, HAEESH 2.6 (KESI%) .
'H-NMR (CDC 13
5:1. 51 (18H, s). 4. 92 (2H, s>, 7. 93 (1H, s),
8. 41 (2H, s)

L E#&H) 242 )

N-(3-8A-5-=RPEFEATR) PREA KRB -_RTHE
89 5~ B%

VAL 241 GG SHARERA, 5 REH 2 FARETR
B, HEREASH2.19g OkE99%) .
'H=NMR (CDC 13y)

§:1. 46 (18H, s), 4. 71 (2H, s), 6. 76—6. 90 (3
H, m)

[ £#p] 243 ]
N-(3-BBRA-5-ZAFPAXEATRE) BREA RSB -RT
B 6 A AR,
A LAY 242 REWHLABARERHE, 5 EAEM 120 BRI
BB, EBHANLESY1.02¢ (KEZE) .
'H-NMR (CDC 13,
6:1. 48 (18H, s), 4. 82 (2H, s), 6. 26 (2H, brs)
. 7. 45—=7. 50 (3H, m)., 8. 32 (1H, s)

CE A4 244 )
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N-(3-(S-ZAFRBRL) - 5-=ZRPEAEEATFTE)
RSB - RTEGER

L LA 243 ﬁﬁﬁ4bA%ﬁﬁ%ﬁﬁ 5 g4 95 Rl RATR
B, $EBARELSY 99mg (K F 59 %)

'H—NMR (CDC 13
§:1. 36 (3H, t, J=T. 3Hz). 1.

0—3. 12 (2H, m), 4. 78 (2H, s).

47 (18H, s), 2. §
7. 00—7. 22 (3H.

m)
(£ 245 )
N—(3“(S-L%%%%E)—S—iﬁ?%i%WﬁJ&u:
ﬁ&ﬁﬁA&

L E A 244 NS AR RA, B LA S AFRETR
5, EEARMAS Y% 8lmg (% 88 %)
'H-=NMR (D.0)
5§:1. 42 (3H, t. J=T7. 3Hz), 3. 26 (2H. qa, J=T. 3

Hz). 4. 33 (2H, s), 7. T2 (1H, s), 7. 83 (1H, s,
7. 89 (1H, s)

C £34] 246 ]

N-(3- (N-BABA) -5-=AFARETFR) FRE—
BB BT B ASR

WL E A 242 RE S B AR B, B LA 6 AFRETR
§, $8EEL4%17.2mg (KES56 %)

'H-NMR (CDC 1)
§:1. 48 (18H, s), 4. 84 (2H, s), 7. 50-7. 60 (3

H, m), 9. 79 (1H, s)

L L4 247 ]
N-(3- (N-BABE) -5-=AFAREFR) K- -&8

171




#6548
VA L) 246 EFHAESH AR BA, 5 Lo S AHBEITA
B, EEAALSY 8Img (KE88%) .
'H-NMR (D.0)
§:4. 29 (2H, s), 7. 68—17. 78 (3H, m)

{ L3P 248 ]

N-(3-FR-4-FEXE) FE-_TFTREEGESR

¥3-R-4-FEAEKE(125g). FXE_F&E ( 17.8g ) .
ZCE (279ml) #8545 ( 100ml ) R4 REFEGC B, RELER
ETX%, BEAGHERTLRLE Y, REMARA 2 S48,
PRALAKRERRE, BFAWERLKABRATERE, EXETRE.
BECOMERGH T ARG, EERRREDERERAERET RS,
¥rERGhAEREE#RX (RFR: AG:TH - 98:2) #4], kfF
ALY 18.7g (M E£73%) .
'H-NMR (CDC1y)
6:2. 33 (3H. s), 7. 14 (1H. s), 7. 18 (1H, s), T.
28-7. 34 (1H, m), 7. 79-7. 82 (2H, m), 7. 94—1.
98 (2H, m)

[ 24k 249 )

N-(4-B2FK-3-RFE) FX_FTREERGESAR

¥ Lep 248 EHFHALSH ( 1.0g ). N - BLENGEER
(698mg ). o, a' - BEX (FTH) (#E4LE) o fAE ( 20ml )
BRSYMBEEAI6IN. BAERERETRSE, ¥HEZRGDAL
R EEE Bk EOR:LEBRLE- 82 ) #48, R/ EHELLY
605mg (dk % 46 % ) .
'H-NMR (CDC 1)
§:4. 55 (2H, s), 7. 28—7. 33 (2H, m). 7. 50—7.
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56 (1H, m), 7. 80—~7. 84 (2H, m)., 7. 96—-7. 99 (2
H, m)

( £#&4] 250 )

N-(4-RfRAFE-3-RFA) KX -_TEREEHER

J 60 TTF & fidesa ( 99mg ) 9 = F BA ( Sml ) 5 & T & Av L5
# 249 EH Lo ( 605mg ) B —FEH ( 10ml ) E&R, £60CT
B 40 04, BERERAXRHR, RLRLE-L&8 (1:11) FR, &
EXRAWERMP RNLARERRE, AAKREARATHREARETRK
%, BAEACYRARESG#EE (RAR: ETH:LRTLE=- 6:4)
4, EGAFEILS W 164mg (KE32%) .
'"H—NMR (CDC13)

6:3. 83 (2H, s), 7. 33-7. 41 (2H. m), 7. 57-1.

63 (1H m), 7. 81—-7. 84 (2H, m), 7. 96-8. 00 (2
H, m)

CE£H4&4 2512

4- FETE- 3 - REBRASA

) 250 R ES ( 164mg ) S FE ( Sml ) FR F A
Bk —AKA% ( 0.057ml ), mBEEE 3 DH. RERERETRSE.
B FEARGHARREEEER Rk ECR:CRTE - 6:4) #H,
3k F4R L4 67Tmg (HE 76 %) .
IH—NMR (CDC 1) |
§:3. 62 (2H, s), 3. 84 (2H, brs), 6. 37—6. 47
(2H. m), 7. 09—7. 16 (1H, m)

( &34 252 )
4- (2-REALHE) - 3 - REBEHESAR
EkATHENESE (76mg ) 58 ( Sml ) BFRT AR
B (0.053ml ), EERTHEH 1IH. REEAZETARERH 251
KRGS (100mg ) M8 ( 15ml ) Eik, mAFTE 18 o £
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A THEERFTMAK ( 1ml) F2 ke EMmAkER ( 10ml ),
ma&ih,%ﬁ%%miﬁﬁﬁﬁfﬁﬁﬁﬁﬁTm%,ii%ﬁﬁ
AFHEALA % 110mg . '

tH—-NMR (CDC 13
5:9.65 (2H, t, J=6. 9Hz), 2. 88 (2H, t, J=6. 9

Hz). 3. T0 (2H, brs), 6. 34—-6. 42 (ZH, m), 6. 9
1-6. 98 (1H, m)

( £#4] 253 ]

N-(2-(4-8A-2-f%FA)2H) BAPEBRTENS
B

EkATEHEAEM 252 kH04% ( 110mg ) AT K
( 10ml) Bk FRA—BZHE-KTE ( 113mg ) , EXETHEHF 1D
B EERABETREERMEARHAARAESE EE (RFAk: IE
LB LBRLE - 6:4) HH, KAFMALEY Simg CKE39 %) .

ITH-NMR (CDC 13
§:1. 43 (9H, s>, 2. 70 (2H, t. J=6. 9Hz)., 3. 22

_g3 38 (2H. m), 3. 70 (2H, brs). 4. 58 (1H, brs)
6. 34—6. 40 (2H. m), 6. 90-6. 96 (1LH, m)

C 44 254 ]
N-(2-(2-f-4-AKRLAELD A REATFTEBRTEY

BB

AR 253 AWML wARERA, b5 EEM 120 FARET
B R, EBiaELSH12mg (KEZE) .

'H—NMR (CDC13)

§:1. 42 (9H, s). 2. 84 (2H, t, J=6. 9Hz) ., 3. 30
—3. 44 (2H, m), 4. 63 (1H, brs), 6. 19 (2H, brs)

. 6. 95—6. 99 (2H, m), 7. 20—-7. 35 (1H, m), 8. 1

0 (1H, brs)
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( £#&4k 2552

N-(2-(4-(S-CEFHEREE) -2-f£¥%%) i) K
AP AT B A AR

Pk et 254 FF S M AR BRI, 5 EHH 95 FlHRBTA
B, RBARAALSY 15Img (KE92 %) .
'H-NMR (CDC 13)
5:1. 36 (3H, t, J=7. 3Hz), 1. 43 (9H, s). 2. 78
(2H, t, J=6. 9Hz). 2. 92-3. 15 (2H. m), 3. 28~
3. 40 (2H, m)., 4. 58 (1H, brs), 6. 60—6. 70 (2H,
m). 7. 07=7. 13 (1H, m)

C E£#4 256 ]

N-(2-(4-(S-ZAFREE)-2-REBTHE K =
R o) |

AP 255 BB ARKEH, 5 ELE 5 RAERITR
E, RFFRLSY 14img (KBREZE) .

'H—NMR (D:0)
6:1.41(3H,t.J=7.3Hz),3.09(2H.t, =T7. 3

Hz).3.23(2H.q,J=7.3Hz).3.29(2H,t.J=T
3Hz),7.19~7.24(2H.m).7.45~7.52(1H.m)

C E£3#4 257 )

N-(2-(4- (N-®TARAZE-N-THABE)-2-K
E) LA) RATRERTEAGSR

AL 253 RGeS ARE B, 5 EES 233 FAHREAT
B E, RAgWwENESYH 167Tmg (KE 76 %) .
'H—NMR (CDC 1)

6:1. 19 (3H, t, J=7. 3Hz), 1. 43 (9H, s), 1. 48
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(9H, s). 2. 70—2. 86 (2H. m). 3. 22-3. 48 (4%,
5. 94 (1H. brs), 6. 50—7. 22 (3H, m>. 8. 02

m) ,
(1H, s)

[ Lsdf 258 ]

N-(2-(4- (N-ZEBE) -2-RFL)TE)E —
3k 369 A

miﬁﬂzwﬁﬁ%%%%%ﬁ%&ﬁ,Eiﬁﬂsﬂ#%ﬁﬁi
5., EEEECSYH 75mg Ok 67 %) .

'H-NMR (D.0)
s:1. 23 (3H, t, J=7. 3Hz), 3. 07 (2H. t, J=7. 3

Hz). 3. 27-3. 36 (4H, m), 7. 11-T7. 45 (3H, m)

C £3&4) 259 ]
N-(2-(2-8-4- ( N'- miAML) £4) 24) AT

BT 864 2
u?ﬁﬂz&ﬁﬁ%%%%ﬁﬁﬁﬁﬁ,5%%%6@#&&%&

B, #HiEELSY 65mg OKFE 48 %) .

'"H=-NMR (CDC 13
6:1. 42 (9H, s>, 2. 87 (2H. t. J=6. 6Hz). 3. 30

—3. 46 (2H, m), 4. 69 (1H., brs), 7. 00~-7. 12 (2
H m), 7. 28—-7. 40 (1H, m). 9. 84 (1H, s)

[ £H#t 260 ]
N—(2-(Z—i-4~(N-ﬁ£%£)$£)L£)&'ﬁ

B 3SR
aiﬁﬂzwﬁﬁ%%%ﬁ%ﬁﬁﬁﬁ,5%%%5@#%&&&

5, B HEAASY 28mg (KFST%) .

'H-NMR (D,;0)
§:3. 07 (2H, t, J=7. 3Hz). 3. 30 (2H, t,

Hz), 7. 15—-7. 45 (3H, m)
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C £3#%4 261 ]
2 -f- 5 -AMAFENEK
L2 -R-5-AEEFERAREEHR, b5HEEH 132 FAAREAT
B R, BRFHALESY (KEIS%).
tH—=NMR (CDC 1)
§:2. 10 (1H, t, J=5. 9Hz). 4. 86 (2H, d, J=5. 9
Hz). 7. 16-7. 24 (1H, m). 8. 15=8. 25 (1H. m),
8. 40—-8. 47 (1H, m)

( =34 262 )
2 - R -5 -ABAFTARGEK
VALY 261 OIS B AR B, B KA 55 RHREITR
B, KRR eY (KE9I8%) .
'H—NMR (CDC |4
5:4. 53 (2H, s), 7. 22-7. 30 (1H, m), 8 18-8.
27 (1H, m), 8. 40-8. 47 (1H, m)
MS (m/z) 234 (M9

(L34 263 )
N-(2-f-5-mAA¥EEATFE) PRE AR -_RTENEAK
L) 262 ERGALSHARE RA, b5 EES 127 BAREAT

B R, HFiREad (KE99%).

'H-NMR (CDC13)

§:1. 50 (18H, s). 4. 91 (2H, s), 7. 15-7. 22 (1

H, m), 8 12-8. 21 (2H, m)

(234 264 ]
N-(2~-—_FRERX-s5-AEFEEPE) P REA BB -_RT
B 0 A R,
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B LA 263 KRHLSH (1.0g). =P -E& % ( 485mg ).
ZZE (08ml) fe —FEFEAE ( 10ml ) 92244 80 C Fimik 5.5
D, ERETAERER @RGHFRAK. 2 4288 ALK
LEFRERANERBRIALAKRERAE, ABLAXABRETFREL
BRETREG. REBYAGORAAREEEE (BAk ETR:0HLT
B = 3:1) 4, TEREFHALLSD 1.1g.

'H-NMR (CDC13y)
§:1. 39 (18H, s), 2. 78 (6H, s). 4. T8 (2H, s).
6. 97 (1H, d, J=8. 6Hz). 7. 95-8. 02 (2H, m)

C £3#%4] 265 ]
N-(5-8E-2-—FPREAXATPR) BEA S8 —RT
B 69 4~ Ak,
VAL 264 EFQEUSMAREEH, b L#h4 2 FAEREFA
B, EH{EAs (KE99%) .
'H—=NMR (CDC 13y)
§:1. 42 (18H, s), 2. 58 (BH, s). 3. 48 (2H, brs)
. 4. 85 (2H, s), 6. 43—-6. 54 (2H, m)., 6. 94 (1H,
d, J=8. 3Hz)
MS (m/z) 365 (M*+1)

C £#&# 266 )
N-(5- (N-RTEEAEE-N-ZABRRE)- 2 - —FRE
AEEAPE) BRE BB - RTEGOA
AP 265 KA HARKEH, b5 E#&p 233 BRI
BE, RFHRELSH (KET3%) .
'H-~NMR (CDC13,)
©:1. 08-1. 12 (3H, m). 1. 43 (18H, s), 1. 53 (9

H.s),2.68(6H.s),3.10—3.48(2H.m).4.85

(2H, s), 6. 84-7. 12 (3H, m)
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MS (m/z) 535 (M*)

C E£5&4] 267 ]
N-(2-—FHRE&E-5- (N-ZHEBRE) FAPR) - =
EY SR
A k) 266 KFHLESHAREEH, 5 EhEb S EHRITR
B, KFHRELSH (KE6T%) .
‘H—-NMR (D,0)
§:1. 24 (3H, t, J=7. 3Hz). 3. 24 (6H, s). 3. 35
(2H, q, J=7. 3Hz)., 4. 41 (2H., s). 7. 49-7. 538
(2H, m). 7. 82 (1H, d, J=8. 9Hz)
MS (m/z) 235 (M*)

C £345] 268 )

N-(2-—9EBA-5-BBRAXLEFTR) BEASESK KT
B 69 8- A%,

VAL AEH] 265 KWL ARK BA, 5 TS 120 B ARt
B R, EEkEAsH (KEN %) .
'H—NMR (CDC 1)

6:1. 44 (18H, s), 2. 68 (BH, s), 4. 84 (2H, s),
6. 22 (2H, brs), 6. 92-7. 00 (1H, m), 7. 04-7.
16 (2H, m), 8. 25 (1H, brs)

MS (m/z) 424 (M*)

C 34 269 )

N-(2-ZFERA-5- (S-ZAFBEELE) £292) &
AR - RTEGSR

A LM 268 KFHAS AR BH, 5 LA 95 FARETFR
B, KFHEELSY (kE92%) .
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'H-NMR (CDC 1y)

6:1. 34 (3H, t, J=T7. 3Hz). 1. 42 (18H, s), 2. 6

3 (6H, s), 2. 83—-3. 13 (2H, m), 4. 87 (2H, s). 6.
69—-7. 06 (3H, m)
MS (m/2) 452 (M)

- U4 270 )

N-(2-—FREEE-5- (S-ZAFRABAIEAFTA M =
E Ryl

AR 269 KFGHSHAREEH, 5Lk 5FAHBETR
B, RKFEAFELSYH (KE6T %) .
'H-NMR (D.0)
§:1. 43 (3H, t, J=7. 3Hz). 3. 27 (2H, q. J=7. 3
Hz), 3. 33 (6H, s), 4. 48 (2H, s), 7. 66 (1H, d,.
J=2. 3Hz), 7. T2 (1H, dd, J=8. 6, 2. 3Hz). 7. 9
7 (1H. d. J=8. 6Hz)
MS (m/z) 252 (M*)

C &34 271 )
N- (2-TFHEA-5- (N-HEBE) FATL) 4 Fa&
T B8 AR
FEA&EF 119 KFG444% ( 130mg ) . =28 ( 0.09ml ) . S
“PAEA-N-AMEARAK (84mg) . ZHE (3ml) FE ( 1ml ) &
R mBRR2 M. ERETREREE®R, FAGYHAEKRAESE

w (RS $4:CRTE = 1:1) HH, EFEELESY 57.2mg (K
£33%) .

'H-NMR (CDC 1)

§:1. 43 (9H, s), 3. 87 (3H, s), 4. 28 (2H, d, J=
5. 9Hz). 5. 20 (1H, brs), 6. 91 (1H, d, J=9. 3H
z), 7. 19-7. 28 (2H. m), 9. 28 (1H, brs)
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CZ£#4 272 )

N-(2-FHRHE-5- (N-HEABL) FAFTE) B - &
85 R, | |
u%%ﬂrnﬁﬁﬁm%%ﬁﬁﬁﬁﬁ,5&%%5@#%&%&
B, RFHFALSH 4lmg (KE90 %) .

'H—NMR (D.0)

6:3. 95 (3H., s), 4. 20 (2H, s), 7. 18 (1H, d, J=
8.9Hz).7.34(1H,d.J=2.6HZ).7.41(1H,d¢
J=8. 9. 2. 6Hz)

54 273 ]

N-(5- (N-RTREZL - N - ZABL)- 2 - FaALRE
AFRE) RATFTHRRTEGLSK

ARG 119 REGLEHAREEH, 5 T4 333 B #m ki
BB, kALY (KE6L %) .

'H-NMR (CDC 13)

6:1. 00—-1. 20 (3H, m), 1. 44 (9H, s), 1. 53 (9H,
s).3.30—3.50(2H.m).3.85(3H.s),4.28(2
H,brs).S.OO(lH,brs),G.80—7.20(3H,m)

CE£#&4H] 274 ]

N-(5- (N-ZHEABE) -2-PEAFEAPE ) B - 4%
366 %, |

A &H] 273 KT oWARERH, B LM 5 AERLTE
B, REFANLESYH (KEIS%) .

'H-NMR (D:0)
6:1.21(3H,t.J=7.3HZ).3.29(2H.q,J=7.3

Hz).3.93(3H.s).4.17(2H,s).7.16(1H,d.
J=8.9Hz).7.28(1H.d,J=2.6Hz),7.38(1&
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dd, J=8. 9. 2. 6Hz)
MS (m/z) 222 (M")
CE£#&4 275 )
N-(2-FARAE-5- (N-FERE) XAAPL) FATPEBR
TR E R
B xRy 121 KEGRESHERTLRLE T, ARPERRAKE
Bk, RAKRBRETREABRLETRSE. BREFHARED
(150mg ) . Phi - £8% (33mg). ZCKE (0.13ml) #_FLF
BB ( 6ml ) REMWAESOCTHEES . RREZRERET KRS,
HERBFOARGORABREE R X (A& A5 T8 - 6:1 ) H4l, %
-S4 106.1mg (B F 78 % ) .
'H—NMR (CDC 1)
§:1. 40 (9H. s). 2. 96 (3H, d, J=3. 9Hz). 3. 83
(3H. s). 4. 20 (2H, d, J=5. 9Hz). 5. 50 (1H. br
s). 6. 85 (1H, d. J=9. 3Hz), 7. 00-7. 20 (2H, m)
. 9. 54 (1H, brs)
MS (m/z) 308 (M*)

( £445] 276 ]
N-(2-FEA-5- (N-FERBRA) ZEPR ) K- —48
365 4 A,
A RS 275 KK ADARKER, b E#EH S EHEBEITR
B, RFHFBALESY (E55%) .
'H—NMR (D,0)
6:2. 88 (3H, s), 3. 93 (3H, s), 4. 17 (2H, s). 7.
16 (1H, d, J=8. 9Hz), 7. 28 (1H, d, J]=29. 6Hz),
7. 38 (1H, dd, J=8. 9, 2. 6Hz)
MS (m/z) 208 (M*)

CE3#4] 277 ]
182



N-(3- hhTﬁ&Q&%ﬁéﬂﬂi)-‘4—?§$b£§)ﬁhﬁﬁ
AR 69 6 A, -
0 CT kLl 120 B804 ( 327Tmg ). B&EH - 2 KS
%(2mg),Wﬁ(lmu)##(lwn)%ﬁ%%¢%mﬁﬁmg
*ﬁﬁ(ﬂ&m).%ﬁﬁﬁﬁiﬁTﬁ#Ls¢WE,ﬁﬁﬂT§%W
ﬁ.ﬁ&%ﬁ%%ﬁﬁ,m*%%ﬁﬁﬁET+ﬁ,ﬁﬁﬁﬁmé%
335mg (%93 % ) .
'H—NMR (DMSO—ds,)
§:1. 40 (9H, s). 3. 83 (3H, s). 4. 12 (2H, d, J=
5. 9Hz), 7. 03—-7. 19 (3H, m). 8. 98 (1H, brs),
9. 50 (1H, brs), 11. 30 (1H, brs)

C £#&4] 278 )
N-(2-FRE-S5- (N-EHLBE) RAFR) SATR
AT B 696 B,
@%%Wrnﬁﬁ%%%%(uwm)%aﬁ(&m)$&+ﬁm
EAE (005ml ), EEETHHE LS I8, HEERSBERET k&
%,@%ﬁﬁ%%+MA2£iiim%$£ﬁ,ma&a%i&.%
AIER A BR RAAKERE, ALKRRETFREARET R
%.%%ﬁﬁ%%mﬁ&&&ﬁé%%(ﬁ%ﬁ:i&%6&6$=
1:2) ¥4, TEREFELEILESY 160mg .
'H-=NMR (CDC 1)
6:0. 93 (3H, t, J=7. 3Hz), 1. 42 (9H, s), 1. 49
1. 59 (2H m), 3. 15 (2H, t, J=7. 3Hz), 3. 8¢
(3H, s>, 4. 22 (2H, brs), 4. 92 (1H, brs), §. 7
5—6. 86 (3H, m)
MS (m./z) 336 (M*)

CE£3&4 279 ) |
N—(2—?%&—5—(N—ﬁﬁgmi)££?£)&-;ﬁ
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& 3654

ALY 278 KNGS AR EH, 5 T#b 5 AFRBFTA
B, RFHELESY (ET1 %)
IH—-NMR (D.0)
5:0. 93 (3H, t, J=7. 3Hz), 1. 55—-1. 68 (2H, m),
3 292 (2H, t, J=7. 3Hz), 3. 93 (3H, s). 4. 17 (2
H, s), 7. 16 (1H, d, J=8. 6Hz). 7. 28 (1H, d. J=
2
M

_BHz)., 7. 38 (1H, dd, J=8. 6., 2. 6Hz)
S (m/z) 236 (M*)

( £#4&4] 280 ]
N-(2-—FREA-5- (N-#ABRE) $FAPR) &4 =
¥R —RTENA A
VA &G 265 KFGL B AREBF, 5 EEH 6 FHRETA
B, RAFHEEEeH (K$£52%)
'H—NMR (CDC 1)
§:1. 43 (18H. s). 2. T1 (6H. s). 4. 86 (2H, s),
7 02-7. 16 (3H, m). 9. 82 (1H, brs)

C &4 281 )
N- (2-—FRER-5- (N-AHEABE) FXAFE) K- =
&8 304 R
AL 280 SRS AR ERA, B EAES S AHFRETRA
B, EBH81L0 (JkE83%)
'H—NMR (D0) »
5:3 13 (6H, s). 4. 38 (2H, s), T. 51—7. 55 (2H,
m). 7. 73 (1H, dd, J=7. 9, 1. 3Hz)

(L4 282 )
N-(2-(N-ZE-N-FREEL) -5-HEAXAFR) T
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BA-EB _RTESLE

M, 5 REH 264 AHRITRE, RBHELOH OE 4 %
'H-NMR (CDC 3

§:-1. 18 (3H, t, I=7. 2Hz), 1. 45 (18H, s), 2. 8
1 (3H, s), 3. 05 (2H, aq, J=T. 2Hz), 4. 82 (2H, s)

., 7. 06 (1H, d, J=8. 2Hz), 8 04—-8. 15 (2H, m)

ALY 263 RSB ARERA, RALEAPABHAIES

( =4 283 )

N—(s—ﬁg—z-(N—L&—N-W%ig)xgwg)ﬂ
RA KB -_RTEGLA

uﬁ%wzmﬁﬁ%m%%%ﬂﬁﬁﬁ,Eiﬁﬂzﬂ#%ﬁﬁi
B, FRFIFHELSY (E 58 %)

'H-NMR (CDC13)
d:1. 04 (3H, t, J=T7. OHz)
6 (3H, s), 2. 79 (2ZH, q

rs), 4. 84 (2H, s)
MS (m/2z) 379 (M9

. 1. 42 (18H, s), 2. 5

, I=7. OHz), 3. 55 (2H, b
, 6. 43—-6. 56 (3H. m)

C #4284 )

N-(S5-(N-BRTAEEZEE- N-ZEKE) - 2- (N -
L%—N~?£ﬁ£)ii?i)ﬁii;ﬁﬁzﬁTﬁﬁA&

A SR A4 283 KR LS R4 B, 5*%%%BH#%&%
iﬂ,ﬁﬁﬁﬁ%A%(ﬁﬁﬂ%

'H - NMR (CDC1y)
6:1. 09 (3H, t,
» 2. 65 (3H, s)

3.50(2H.m).4.84(2H,S).6.80—7.11(3H,m)
MS (m/z) 549 (M*)

J=T7. 2Hz),

1.29—2.66(21H,m)
» 2. 86 (2H, q,

J=T. 2Hz), 3. 30—
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(E£#4&4 285 ]

N-(5- (N-ZEBE) -2- (N-ZA-N-9LEL)
FEAFPR) B —E8insk

A RKHEH] 284 KRGS P AR B, 5 ELAH S LR
B, REHFELSY (KkE83%) .
'H—NMR (D;0)
6:1. 15—-1. 26 (6H, m), 3. 21 (3H, s), 3. 26—3.
38<2H,m5.3.54~3.65<2H.m>,4.39(2H,s>.
7. 35-7. 57T (2H. m), 7. 75 (1H, d, J=8. 6Hz)

( ZH#4) 286 )

N-(2-(N-ZEA-N-FEEL) - 5-ABRAXLATL)
ERA BB R T B S K

A KHRH] 283 KAF S W ARERA, b LM 120 A4 kLT
B, EEwAELESH (kE77%) .
'H-NMR (CDC 1,)

6:1.14(3H.t.J=7.le).1.45(18H.s).2.6
6 (3H, s). 2. 89 (2H, q. =7. 1Hz), 4. 83 (2H, s)

,6.15(2H,brs),6.94—7.14(3H.m).8.00(1
H, brs)

MS (m/z) 439 (M*+1)

[ %34 287 )
N-(5-(S-ZARBKE)-2- (N-ZA-N-FLE
g)ii?i)ﬂii;ﬁ&;&Tﬁﬁ%ﬁ
- ARAH] 286 RAFGUSHAREBH, 5 LM 05 AHEREFL
B, REHELESY (KE66%) .
'H~NMR (CDCly)

§:1. 04 (3H, t. J=7. 2Hz), 1. 31-1. 45 (21H, m)
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» 2. 61 (3H, s), 2. 83 (2H, q. J=T7. 2Hz), 3. 00—
3. 20 (2ZH. m), 4. 47 (1H, brs), 4. 86 (2H, s). 6.

60—-6. 85 (2H, m)., 7. 05 (1H, d, J=8. 2Hz)
MS (m./ z) 466 (M*)

( x4 288 ]

N-(5-(S-LAFBEEAE)-2- (N-TZE-N-FLEL
) $AFE) - 2 BEGER

WL 287 EBMS Y ARE B, B XA S AHBETR
B, EFHRELESH (OKEIS %) .
'H—NMR (D.0)
5:1. 24 (3H, t, J=7. 3Hz), 1. 43 (3H. t. J=T7. 3
Hz), 3. 27 (2H, q. J=7. 3Hz). 3. 37 (3H, s). 3.
79 (2H, q. J=7. 3Hz), 4. 51 (2H, s), 7. 69 (1H,
d, J=92. 3Hz). 7. 74 (1H, dd, J=8. 6, 2. 3Hz), 7.
94 (1H, d, J=8. 6Hz)
MS (m/z) 266 (M*)

C E£3%4 289 )

N-(2-(4- (N-BRTEEBE-S - FEARABKRLIEL)
LA) EATERTENHER

G L 51 EBGes ( 280mg ) . HREAHM ( 87Tmg ) =
£9% (5ml) BRI T RA—SR _KTE (227mg ), £E&E
BEISIHE, MAZLTRAK. BANERLKRRE TRE £
ETHRS. BHERGUARAKEEEE (Bk: ELR:LRLE-
3:1) 4, EEEHELSH303meg (KE 81 %) .

'H~NMR (CDC15)
5:1.26—1.56(18H.m),2.40(3H,s),2.77—2.

80(2H.m),3.35—3.38(2H,m).4.69(1H.brs)
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7. 20 (4H, s) ., 11. 28 (1H, brs)

[ E£3#4&4] 290 )

N-(2-(4- (N-RTEAEE-N-FREBE) X£)
LA) RATERRTENS R

f L&p 289 KFaHLESH (190mg ) . =THE (0.14ml) . O
-WAEAK - &% ( 8dmg ) ALHE ( Sml ) BREI T AR
# (90mg) HZH (2ml) Fik, EOCTEH 1554. HRERHA
Bk, BERERAETRSE. ¥MEREHYAAEREEEX (K&
Frok: R LBTE = 314, £H5E0SY 75mg (M H 38 % ).
'H-NMR (CDC 13)
§:1. 43 (9H, s)., 1. 51 (9H, s), 2. 72 (2H, t. J=
6. 9Hz). 3. 32-3. 35 (2H, m), 3. 80 (3H, s). 4.
53 (1H, brs), 7. 08 (2H, d. J=8. 5Hz). 7. 40 (2
H, d, J=8. SHz), 7. 85 (1H, brs), 8. 88 (1H. br
s)
MS (m/2z) 408 (M*")

CE#&H] 291 )
N-(2-(4- (N-FPAREBE) ZX)TH) K- &8
8 4 2,
vA L34 290 kB SPARKER, 5 EAES S AERETR
B, kfmALeY (KEZE) .
'H-NMR (D.0) .
§:3. 04 (2H, t, J=7. 2Hz). 3. 29 (2H, t, J=7. 9
Hz), 3. 81 (3H, s), 7. 30 (2H, d, J=8. 6Hz), 7.
42 (2H, d. J=8. 6Hz)
MS (m/z) 208 (M*)
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CE£#&4 292 )
(2, 6 -—FRE-3-MAXE) FTHOLAK
A2, 6 - —FARE-3I-MEAXFEARKEHR, 5 E#kb 132
FlAf TR E, KAEHFALSY (KE39%) . |
{j{—NMR (CDC 13
5:3. 98 (6H, s), 4. T9 (2H, s), 6. 75 (1H, d, J=
g 2Hz). 7. 99 (1H, d, J=9. 2Hz)

C £4&4) 293 ]
2, 6 - —F&RA- 3 -AHAFABREGEA
AEES 292 KBS M ARKEHR, 5 LA S5 FARETR
B, RFFHALESY (KFE8%) .
'H-NMR (CDC 3

d:4. 00 (3H, s). 4. 02 (3H, s). 4. 62 (2H, s) ., 6.

74 (1H, d, J=9. 2Hz), 8. 02 (1H, d. J=9. 2Hz)
MS (m/z) 276 (M*)

(£ 294 )

N-(2, 6-—F&E-3-AEXEFTL) PRAZB -RT
B 694 Rk,

A EHA 293 KA AR R, 5EHH 127 AHREST
RE, EKFiRALEeS OETL %) .
'H—NMR (CDC13)
§:1. 44—1. 48 (18H, m), 3. 86 (3H, s), 3. 88 (3
H, s), 4. 94 (2H, s), 6. 68 (1H, d, J=9. 2Hz), 7.
93 (1H, d, J=9. 2Hz)

[ E£3#4] 295 )

N-(3-&X-2, 6 -—FREFXAFE) BREA-BEB -
TEEER
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AL 294 RGNS AR EA, 5EEA 2 AHEILTR
B, kAL (KEAS %) .

'H—NMR (CDC 1) |

§:1. 42 (18H, s). 3. 50 (2H, brs), 3. 70 (6H, s)
, 4. 91 (2H, s), 6. 56 (1H, d. J=8. 3Hz), 6. 63
(1H, d, J=8. 3Hz)

MS (m/z) 382 (M*)

C £ 296 ]
N-(2, 6 -—P&EA-3-ABRLELAFTL) S EEA—E8B—
T B 698 A
A EHH) 295 KA GLEH A RE B, B EAES 120 B4 b AT
RE, RBHmAESY (KEL46 %) .
'H-NMR (CDC13)
5:1 44 (18H, s), 3. 79 (3H. s>, 3. 81 (3H, s),
4 89 (2H, s), 6. 11 (2H, brs), 6. 66 (1H d. J=
3 9Hz)., 7. 12 (1H, d, J=8. 9Hz). 7. 63 (1H. br
s)
MS (m/z) 441 (M)

C E£3#&4] 297 ]

N-(2, 6-=F&aEA-3- (S-CTEFHAKEL) FEFE)
PRE KR _BRTEGSK

A LS 296 KF GG WARBER, b LHAH 95 AR ITR
B, KFHALeH (KET1%) .
'H-NMR (CDC 13)
6:1.35-1. 51 (21H, m), 3. 00-3. 12 (2H, m), 3.

70 (3H, s), 3. 76 (3H, s). 4. 58 (1H, brs), 4. 9
1 (2H, s), 6. 58 (1H, d, J=8. 9Hz), 6. 7T5—6. 78
(1H, m)
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MS (m/z) 469 (M"

[ L34 298 )
N-(2, 6-—PHaRE-3- (S-ZEFAKEL) ELAPR)
B - —H & AHER
L E e 297 RAEGSW AR BH, & TN S ARBRTA
B, EFHELe (KEZFE) .
1H—NMR (D:0)
5:1.43(3H.t,J=7.3Hz>.3.34<2H.q.J=7.3

Hz). 3. 63 (3H, s), 3. 66 (3H, s). 4. 28 (2H., s),
7 01 (1H, 4, J=8. 9Hz) . 7. 42 (1H, d. J=8. S9Hz)

MS (m/z) 269 (M)

C s34 299 )

N-(1-(3- (N-®RTREZEE- N -CTEABLE)FEE) -
1 - FRLE) RAPEBRRTEHE K

A EAH 2 KBS HARERHA, b EAEH 233 FALETR
B, RFmELeY (KE81%).

'H—NMR (CDC 13
5.1 11—1. 60 (27H, m). 3. 30-3. 40 (2ZH. m), 5,

00 (2H, s), 7. 00—-T. 34 (4H, m)
MS (m/z) 420 (M)

C E=3&4 300 \

N-(1-(3-(N-CEABRE)IERLR) -1 -FHATLEIE =
LR EaE A

AL 299 BRGNS WAREEHR, 5 EEH S FAHERETA
B, kFmBLsy (KELE) .
'H-NMR (D.0)

§:1. 24 (3H, t, J=7. 3Hz), 1. 77 (6H, s), 3. 33
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(2H, q, J=T7. 3Hz). 7. 36-T. 68 (4H, m)

MS (m/z) 220 (M%)

C 364 301 )
N-(3-(2- (®TEEEE) EAFE) ZL) REASZEH

& B,

AN- (3 -BEAFRATA) PRA_SZB_RTEAIRZER
#H, b EAas 277 BHERRITAE, EEEELSS OE I8 %) .
'H-NMR (DMSO—-ds)

§:1. 42 (18H. s). 4. 71 (2H, s).
H, m), 7. 43-7. 49 (1H. m), 9. 61 (1H, brs). 11.

7. 15—-7. 24 (3

50 (1H. brs)

C£#4&4] 302 )
N-(3- (N, N-ZFABR)EAFPE)BEE_HR —R
T B 6 A A%,

ALk 301 FHENLShAREER, BRA-_TK - E&id=
LEANREN, 5EEM 278 FARRTAE, REHAELESY (K
£50%) .

'H-NMR (CDC153)
6:1. 45 (18H, s), 2. 98 (6H, s), 4. T3 (2H, s),

6. 76—-6. 87T (3H, m), 7. 16-7. 19 (1H, m)
MS (m/z) 392 (M*)

( 5£3&4 303 1]
N-(3- (N, N-—FEBL) ¥FXAPE) B —E&EH

B A,

W Lb] 302 BRGSO IAREEM, B Ea S RARETR
B, RFHRALeY (KE6 %) .
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tH—-NMR (D.0)
§:3. 14 (6H, s). 4. 19 (2H, s), 7. 31—-T7. 57 (4H,
m)
MS (m z) 192 (M*")
C£#4&4] 304 )
N- (3- (N-FEBE) FAPR) PRE BB -RTEH

£ R

AL 301 EBOSMAREER, BRLATAREIRAE
#, 5EAEH 278 A RBEFTAE, REHALESGS (KE27%) .

'H-NMR (CDC 13

§:1. 17 (3H, t. J=T7. 3Hz), 1. 45 (18H, s). 2. 9
5 (3H, s). 3. 38 (2H, q, J=7. 3Hz), 4. 73 (2H, s)
., 6. 7T5—-7. 19 (4H, m)

MS (m/z) 406 (M)

C &34 305 )
N-(3-(N-ZEA-N-FEBL) FAFR) K -—#8&H
& A A%,

VAR 304 LS ARKER, 5EAES SAHRRITR
B, kEFHALeY (KEZE).
'H-NMR (D.0)
§:1. 28 (3H, t, J=7. 3Hz), 3. 12 (3H, s), 3. 53
(2H, q, J=7. 3Hz). 4. 23 (2H, s). 7. 30-7. 70
(4H, m) '
MS (m/z) 206 (M"

C L3645 306 )

N-(3-(N-(2-ARE)BRE)ELEFE) TERE-_KR
—RTEHE R |

A 301 HRMLSMAREBH, BB ERBEDEEN,
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L xkdl 278 AR ITREE, KEHFELEY (RES5%) .
IH-NMR (CDC 13)

5:1. 45 (18H, s). 2. 26 (1H, s>, 4. 04 (2H,
4 T3 (2H, s), 6. 78—6. 90 (83H, m) . 7
d, J=T7. 6, 7. 6Hz)

MS (m/z) 402 (M"

s),
. 21 (1H, d

( £##&4 307 ]

N-(3-(N-(2-@%f2)nKt) £A7H) k- —E88
& A&,

Pl RS 306 ML SMARERA, 5 EES SEHRAITR
F, 5L sY (KEEZE) .

"H—NMR (D:0)

6:2.81(1H.t.J=2.6Hz).4.15(2H.d.J=2.6
Hz)., 4. 24 (2H, s). 7. 28-7. 41 (2H, m), 7. 4T

(1H.d,J=7.9Hz).7.58(1H.dd,J=7.9.7.9H
z) MS (m/z) 202 (M")

[ 34 308 )
N- (2-SRAECLE) RE-_FEHRIENGESR

P2 - AR CEAREESR, 5EEM 1T AHRETEE, K
FARAkSY (KEIT %) .

'H—NMR (CDC 13

5:3.31(2H,t.J=6.9Hz).4.10(2H.t.J=6.9
Hz).7.28—7.50(3H.m),7.68—7.74(2H.m).
7.77—7.84(2H.m),7.96—8.20(1H.m)

[ %544 309 ]

N- (2-#AXLR) RATRRTEGER
LA 308 G840 Y (2.18g ) AREEHR, b EEs 180
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AAREATRE, R4 2 -HAKCAE. $MEen —38-RT
B (1.77¢g ) . —&F% ( 120m]l ) &2 T EE8HLAKER ( 30m])
W ERARSHAFTETER 14 ¥, BFANER L KEES TR,
AERAETAEEN. BHERYhALKEEEL: (BFE: L8 Z
BB = 3:1) 4, EEHEALSH1.95g (KE99 %),

'H—NMR (CDC 1)

5:1. 42 (9H, s), 3. 09 (2H, t. J=6. 6Hz). 3. 46
(9H. dt, J=6. 6, 6. 6Hz), 4. 70 (1H, brs). 7. 3

4—-T7. 43 (2H, m), 7. 50—-T. 59 (1H, m), T. 91_7'.

97 (1H, m
MS (m/z) 266 (M)

C £#&4] 310 ]
N-(2-8BAXCH) BEATERTEGEA
A 309 KBS HARERA, 5 E#ES 2 AHRBTA
B, RFHEALESD (KkE94%).
'H—NMR (CDC 15y)
&:1. 45 (9H, s), 2. 70 (2H, t, J=6. 9Hz), 3. 28
(2H, dt, J=6. 9, 6. 9Hz), 3. 93 (2H, brs), 4. 8
7 (1H, brs), 6. 64—6. 74 (2H. m), 6. 96—7. 09
(2H, m)
MS (m/z) 236 (M*)

C &34 311 )
N-(2-BBAELE) BATFTERRTESASA
ALY 310 KRAGLSP AR BA, b Eas 120 BRI
B R, RFBAFALSY (KE 98 %) .
IH-NMR (CDC13)
§:1. 35 (9H, s), 2. 80 (2H, t, J=6. 9Hz), 3, 39

(2H, dt, J=6. 9, 6. 9Hz), 4. 80 (1H, brs), g, 2
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8(2H.brs).7.20—7.28(4H.m)
MS (m/z) 295 (MY

[ E&p) 312
N-(2-(S-ZAFHERL) $24) RATERTEAESR
A EAS] 311 GG B AR R, B EEH 95 AHRATR
B, RFHEEALSH (OKESL %)
'H—NMR (CDC 13)
6:1.33—1.40(3H,m).1.39(9H.s).2.69(2H.
t.J=6.3Hz).3.00—3.20(2H.m).3:32(2H.d
t,J=6.3.6.3Hz).4.56(2H.brs),5.27(1H.
.brs).6.80—6.88(1H.m).6.95—7.05(1H.m)
7.12-7. 24 (2H, m)
MS (m/z) 323 (M9

CE#&4 313 )

N-(2-(S-ZAFAKRE) £2A) K- —E8 BG4 R

vLLAS 312 RGHshAREER, bEE 5SEERETR
B, 8kt (KES %)

'H-NMR (D,0)

§:1. 35-1. 50 (3H, m), 2. 99 (2H., t, J=T7. 3Hz) ,
3. 20—3. 33 (4H, m), 7. 36—-7. 42 (1H, m), 7. 44
-T7. 60 (3H, m)

x4 314 )
N-(5-8%%&- z—iii?i)ligfﬁ&a&TﬁﬁA&
LR 263 EBGALSHARERA, 5 EEH 2 FAHBETR
B, EFnELAY (K87 %)
'H-NMR (CDC13)
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5:1 45 (18H, s), 3. 50 (2H. brs), 4. 78 (2H, s)
6. 47-6. 54 (2H, m), 6. TT—6. 85 (1H, m)

( £##] 315 ]

N-(2-F-5-BEAXEAPR) PERA_BB-—RTENS

A
AL 314 KBS P AR BH, b5 EAEH 120 RA KL
B E, KE#ALS (hFEI9 %)
'H-NMR (CDC13
6:1. 48 (18H, s), 4. 84 (2H, s). 6. 11 (2H, br
s). 7. 09—-7. 14 (3H, m). 8. 06 (1H, brs)

C &4 316 )
N-(5-(S-zAFaME) -2 - RELATH) EATRR
T &S 65 ARk,
AR 315 EF G ARE R, 5 LN 95 FHRETR
B, REFALASY (KhES3 %)
'H—NMR (CDC13)
5:1 33—1. 39 (3H, m). 1. 45 (9H, s> . 3. 00-3.

17 (2H, m). 4. 32 (2H, 4, J=5. 6Hz) ., 4. 49 (1H,
brs),4.85(1H.brs).6.71—7.01(4H. m)
MS (m/z) 327 (M%)

C£3%4) 317 )
N-(5- (s—a&ﬁhﬁ%&J-uz—i%ﬁUﬂ%)hs — 4B
B8 AR
A LA 316 KRGS HARERA, L EEHSAHEITR
B, (Faasd (KE83%)
'H—-NMR (D.0)
5:1 41 (3H t, J=7. 3Hz), 3. 20-3. 28 (2H, m),
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4. 29 (2H, s). T. 39-7. 53 (3H, m)
MS (m/z) 227 (M9

CE£#4&4] 318 ]
N-(2-8%-5- ﬁ%i%Wi)%imWﬁlk%Aﬁ
AERAAARTH- 78 CHEAT @M EEH 117 NS
( 937mg ) HAKZRTFR ( 30ml ) E& bl RLMEG =R TR
Sk ( 1.0M,9ml ), RELE- ISTTFHHA1IH, AEEZETHHF 21
¢ﬁ.@R&ﬁ?##,miﬁiﬁ.ﬁﬁmém%#i&ﬁ*ﬁ&%
B, MAKREATE LARETRS. KA GYRERAEE E
(R Fk: EOR:LBROE=- 1:1)#H4H, RAEFELSSH 743mg (K
%83 %)
'H—NMR (CDC 1)
5.4 84 (2H., s). 6. 99 (1H, d, J=9. 2Hz). T. 85
~7 992 (4H, m), 7. 95 (1H, dd. J=9. 2, 2. 6Hz) .
8 06 (1H. dd. J=9. 2, 2. 6Hz), 11. 4 (1H, s)
"MS (m/z) 298 (M"Y

C £#4] 319 ]

N- (2-28A-5-AASATE) RE-TERERENN SR

EERALATROCTHARA (LT 60 %, 36mg) FRA=TF
AWski ( Sml ) RSHTRMARE mEXS 318 RFAGLEH
( 224mg ) 9ARA=FEFHE ( 3ml ) Fk. ZHE# (0.072ml ),
ETSTHEE24 . AEAEERTMK, ERETELEMNE, @&
GhHE LB LERK. BANERSRRALAKRERLESE, ALK
REBATFR ERETEREIEMN. ¥rmEnghAakiEeEx (LF
: EOE:LBOE- 1:1) H4, REHE4LEY 213mg OKF 87
% ) .
tH—NMR (CDC13)

§:1. 47 (3H, t, J=7. 3Hz). 4. 17 (2H. q, J=17. 3
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Hz), 4. 93 (2H, s), 6. 90 (1H, d, J=9. 2Hz), 7.
74-7. 91 (4H, m), 8. 05 (1H, d, J=2. 6Hz). 8. 1
7T (1H, dd, J=9. 2, 2. 6Hz)

MS (m/z) 326 (M%)

C %E3&4) 320 )
N-(2-ZRE-5-AEAFETE) REATERTEHEAK
PL AN 319 B SB AR B, B EAES 309 Bl ARt
BE, R (KEISH) .
'H-NMR (CDC I,)

6:1.45(9H.s),1.49(3H,t.Jm7.3Hz).4.17
(2H.q,J=7.3Hz).4.36(2H.d.J=5.9Hz).4.

98(1H.brs).6.86-6.91(1H.m).8.14—&
(2H, m)

17

C £3#4] 321 )
N-(5-8A-2-ZRAFXETE) RATERTEGEA
A LS 320 KA AREBH, 5EEH 2 AHRRTA
B, KRS (KET5%) .
'H-NMR (CDC 13)
§:1. 38 (3H, t, J=6. 9Hz), 1. 44 (9H, s), 3. 41
(2H, brs). 3. 97 (2H, q, J=6. 9Hz), 4. 23 (2H,
d, J=5. 9Hz), 5. 00 (1H, brs), 6. 55 (1H, dd, J
=8. 6, 3. OHz), 6. 66—6. 69 (2H, m)

C £3E4 322 )
N-(2-ZRE-5-BBREFETE) RATPERTERGLR
A A 321 REGAHARKEBRHA, 5 EEH 120 FAHREH

BB, KEnALedn (KEXE) .
'H-NMR (CDC 13)
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§:1. 44 (3H, t. IJ=7. 3Hz). 1. 44 (9H, s), 4. 07
(2H, q. J=7. 3Hz), 4. 28 (2H., d, J=6. 3Hz) ., 5.
03 (1H, brs). 6. 04 (2H, brs), 6. 85 (1H, d. J=

8 G6Hz), 7. 07—7. 16 (2H, m), 7. 85 (1H, brs)
MS (m/z) 325 (M%

( E3&4) 323 )

N-(2-CTEEA-5-(S-ZARHKEL) FEATE) &AA4AT
B TE - A% LR

PLEAA 322 RAAAAS D ARE R, b RES 27 AARETR
B, EHFALESE CREIN %) .
1H-NMR (CDC 13)

'5:1.38<6H.t.J=7.6Hz).1.45<9H,s).3.22
(2H.q.J=7.6Hz).4.07(2H.q.J=7.6Hz).¢
28—4.29<2H.m>.5.02(1H.brs).6.84(1H.¢
Jj=8. BHz). 7. 06—-7. 10 (2H. m)

MS (m/z) 353 (M"

(L& #] 324 )

N-(2-Z84-5-(S-CEAFRAKRE) FEATFE) K- =
Y

LA 323 B GRS B AREBH, B ERY S EAFRBITR
B, EBEALESY (KEZE).
'H-NMR (D,0)

d:1. 41 (3H, t, }J=6. 9Hz), 1. 43 (3H, t
Hz), 3. 15—-3. 30 (2H, m), 4. 16—4. 31 (4H, m),

7. 20 (1H, d, J=8. 9Hz), 7. 34 (1H, d, ]=2. 6Hz)
, 7. 42 (1H, dd, J=8. 9, 2. 6Hz)

MS (m/2z) 253 (M%)

. J=6. 9
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C E£3#%4] 325 )
N-(5- (N-®TEEAZEX-N-CEBE)-2-CTHREREX

A7R) RATERTEOGOR
LS 321 ARG hAREER, 54 233 R AT
B E, RFiAEH (KEIW %) .

'H—NMR (CDC 13)
§:1. 06 (3H, t, J=7. 3Hz), 1. 40—-1. 47 (3H, m),

1. 45 (9H, s), 1. 53 (9H, s>, 3. 33—-3. 43 (2ZH, m)
, 4. 06 (2H, q, J=7. 3Hz) . 4. 16 (2H, d, J=5. 9H

z). 4. 97 (1H, brs), 6. 83 (1H., d, J=8. 3Hz)
7. 04-7. 12 (2H, m)

( £54] 326 )

N-(2-Z8%E-5- (N-ZEME) RAPR) - =48
3k 64 A A&

VA kbl 325 RE WS M ARERA, HEAES SAHFRLTR
E, ¥t ed (KEZE) .

'"H=-NMR (D,0)

5:1. 21 (3H, t, J=7. 3Hz). 1. 43 (3H, t, J=6._ 9
Hz), 3. 29 (2H. q. J=7. 8Hz), 4. 17-4. 28 (4H,
m), 7. 16 (1H, d, J=8. 9Hz)., 7. 29 (1H, d, J=2.
6Hz), 7. 36 (1H, dd, J=8. 9, 2. 6Hz)

MS (m/z) 236 (M)

(£ 327 )
N-(2-28X-5- (N-SBEBRE)FZAFR) FRAFER

T B 98 B
AEFES 321 RSB AREEH, 5L 6 BHREITA

B, KFFALSH (KEZE) .
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tH—NMR (CDC 13
5:1. 44 (9H, s), 1. 44-1. 48 (3H, m). 4. 05-4,
11 (2H, m). 4. 30 (2H, d, J=3. 0Hz). 5. 08 (1H
brs), 6. 88—6. 93 (1H. m). 7. 16-7. 27 (ZH, m),
9 B3 (1H, brs)
MS (m/z) 353 (M")
[ £5#%4] 328 ]
N-(2-28%&-5- (N-#AEE) XETFTR) B - E&E
& A
Lk 327 RS ARE R, B ERN S FHRETR
B, HEARELSYH OKEIS%) . -
'H—NMR (D.0)
5:1. 43 (3H, t. J=6. 9Hz). 4. 19-4. 29 (4H, m),
7. 17 (1H, d, J=8. 6Hz). 7. 34 (1H, d, J=2. 6Hz)
. 7. 39 (1H, dd. J]=8. 6, 2. 6Hz)

C £ 329
N-(5-S&-2-TFEEAEATR) HAX-ToE RS ER
SR 117 a0l AR B, bEaH 2 AHBETR
B, &EELSY (kEI %) .
'H—NMR (CDC15)
§:3. 36 (2H, brs), 3. 79 (3H, s), 4. 85 (2H, s),
6. 52—6. 59 (2H, m), 6. 70 (1H, d, J=2. 3Hz) . T.
68—7. 76 (2H, m), 7. 82—7. 90 (2H, m)

[ &34 330 ]

N-(2-FEA-5- (N-ZRCBEEAEL) XETFH) &
¥ P 8 I B 65 A |

ErRTaLad 329 /0444 ( 150mg ) Fib= ( 0.13ml)

BEK-SEFLE ( Sml) B PHAMRLKZALHK ( 0.165ml ) , £X
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BTHEE 1 Y. GAEER A, B_RfPRER. FHAIERK
Fo QAL KRERAERE, AAKBRBRATFER, ERAETEAEEMN. BA
EEEGH R AL gk, KEFEALST 176mg (L E 88 %) .

'H-NMR (CDC13)

6:3. 86 (3H., s>, 4. 89 (2H, s). 6. 87 (1H, d, J=
8. 9Hz), 7. 17 (1H, d. J=2. 3Hz), 7. 66 (1H, dd,

J=8. 9, 2. 3Hz), 7. T1-=7. 74 (2H, m), 7. 83~-17
. 87 (2H, m) '

MS (m/z) 378 (M")

C E3#&4] 331 )
N-(2-82A-5- (N-ZRL&RAEL) FEFE) 4K
el 000 R )
AL 330 RS M AREBRA, b RAEH 318 B AFRAT
B R, EGHEALESY (E£93%) .
'H—NMR (DMSO—ds)
§:4. 71 (2H, s), 6. 84 (1H, d, J=8. 9Hz), 7. 16
(14, d, J=2. 3Hz), 7. 52 (1H, dd, J=8. 9, 2. 3H
z), 7. 86—-7. 97 (4H, m), 9. 88 (1H, s). 10. 88
(1H, s)
MS (m/z) 364 (M")

C&£#&H 332 ]

N-(2-FaA-5- (N-ZRZBAEERL) XFATH) 4
BB

AL 331 KBNS B AR BH, ERARBFIEAR A
FIEBREARER, 5 Ekp 319 AAFRLTEE, KEHFALEGH (K
£53%) .
'H-NMR (DMSO-—-ds)

5:4. 80 (2H, s), 5. 19 (2H, s), 7. 00—-7. 18 (2H,
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m), 7. 27-7. 52 (5H, m), 7. 68 (1H, dd. 1=8. 9
., 2. BHz). 7. 85-7. 98 (4H, m), 10. 99 (1H, brs)

MS (m/z) 454 (M)

( £4] 333 )

N- (5-fA-2-FERAFLATL) BHER

oL LA 332 AAMILAY ( 684mg ) ARKERHA, B ,';zwl 180
FELETRE BHEN- (3-&E-7E-4-FREXEK)-2,
2, 2 - ZRLEE. AAMEKALKN6 % &K FE ( 10.6ml ) FERT
AR ( 265mg ), WHRER2IE. BREZRERET HBE,
QARG HT ML LERK. BARERRPAALKERRES, A
FAKAEATE, EAETELEMN, KFHELSY 339mg (KF 98
% ) .
'H—NMR (CDC 13)
5:3 T9 (2H., s). 5. 02 (2H, s)., 6. 54 (1H, dd. J

=8. 6. 3. OHz). 6. 65 (1H, d, J=3. OHz). 6. 76
(1H, d, J=8. 6Hz). 7. 30-7. 43 (5H, m)
MS (m/z) 228 (M%)

( L3445 334 ]
N-(5-84-2-FEAEATPH) SATRRTEN SR
VL LA 333 AN M AR R, 5 KEH 253 Fl 43 AT
B R, ¥GaHLsd k78 %) .
IH—NMR (CDC1y)
5-1 44 (9H, s), 4. 26 (2H, d, J=5. 9Hz), 4. 98
(14, brs), 5. 01 (2H, s), 6. 55 (1H, dd, J=8. 3,
9 gHz). 6. 67 (1H, d, J=2. 6Hz), 6. 76 (1H., d
., J=8. 3Hz), 7. 31-7. 40 (6H, m)
MS (m/z) 328 (Mf')
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( £#44) 335 )

N- (2-Fa&A-5-AREEETLA) RATFEBRTENER

A A 334 FFORS B AR RA, B EAH 120 FIH RIS
B R, RBirHMisd (kE81%).

I H—NMR (DMSO—-de)

5:1. 40 (9H, s)., 4. 17 (2H, d, J=5. 9Hz). 5. 13
(2H, s). 7. 00 (1H, d, J=8. 6Hz)., 7. 07 (1H. d,
J=2. 3Hz), 7. 11-7. 22 (2H, m), 7. 26-T. 50 (4
H, m). 9. 51 (1H, brs)

( E£4#4 336 )
N-(2-FaA-5-(S-zhfpaBL) EATL) &AF
B T Y 69 A AR
VLR 335 RSB ARE B, 5 EHES 95 BAREITR
B, HBARAed (KE93 %) .
'H-NMR (CDC 1y)
§:1. 36 (3H, t, J=7. 3Hz)., 1. 43 (9H, s), 3. 00
~3. 07 (2H. m), 4. 32 (2H, d, J=5. 6Hz), 4. 50
(1H, brs), 4. 97 (1H, brs)., 5. 07 (2H, s). 6. 7
2—-6. 90 (3H, m), 7. 32—7. 42 (5H, m)
MS (m/z) 415 (M")

C£#&4] 337 )

N-(2-F8A-5-(S-ZAFARL) XXEFE) B - =
B R

LS 336 BRGSO MARERA, b LEsl S AHRETR
B, FFARALSE (kFEod%).
'H-~NMR (D,0)

6:1. 42 (3H, t, J=T7. 3Hz), 3. 23 (2H, q, J=T7. 3

205



Hz), 4. 24 (2H, s), 5. 34 (2H, s), 7. 24-7. 60
(8H., m)

( L4 338 )
N-(2-Fat-5- (N-&TEEAEAE - N-ZABRLEIX
AFR) AATERTENER
LR 334 RS M ARE BEH, b EE 233 Bkt
B R, RHFANLSE (KETO%) .
'H—NMR (CDC13y)
§:1. 07 (3H. t, J=6. 9Hz). 1. 44 (9H. s>, 1. 53
(9H. s). 3. 36-3. 41 (2H, m). 4. 33 (2H, d. J=5.
6Hz), 4. 98 (1H. brs), 5. 10 (2H. s). 6. 92 (1H,
d, J=8. 6Hz). 7. 01-7. 19 (2H. m), 7. 30—-7. 45
(5H, m)

C E£#4&4) 339 )

N-(2-F8E-5- (N-CTHEBE) RAFR) K- =58
365 8- A&,

AL 338 HHFGALSBARBER, 5EHAHF S EFRLTR
B, BHEmRELESYS OkFE9 %) .
'H—NMR (D,0)
§:1. 21 (3H, t, J=7. 3Hz), 3. 29 (2H, a. J=T7. 3
Hz), 4. 22 (2H, s), 5. 32 (2H, s). 7. 20-7. 58
(8H, m)
MS (m/z) 298 (M*)

C £ 340 )

N-(2-F8A-5- (N-sEARE) FAPR) REATERK
T AR

ALY 334 E/HShAREEA, b EES 6 AFRETR
B, REEALes (KE87%).
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*H—NMR (DMSO—ds)

6:1. 40 (9H, s)., 4. 19 (2H, d, J=4. QH2z),
(2H, s)., 7. 02—T7. 20 (4H, m),
m), 8 30 (1H, s)

5. 15
7. 28—7. 51 (5H,

( £#4&4H] 341 )
N-(2-F8HA-5- (N-AEBRA) RAPR) & - &3
89 8- B
Ak 340 KA GG AR BH, 545 AERIFR
B, KRS (KE32%) .
'H—NMR (D.0)
§:4. 22 (2H, s). 5. 31 (2H, s). 7. 20—-7. 24 (1H,
m). 7. 32—-7. 839 (2H, m). 7. 40-7. 57 (5H, m)

( £544] 342 )
2 - PREA-S-AAER LB XA TPEGSA

A2 - FRAFZATE (500g ) ARBEH, b Lk 188 A4
WHITREE, RF2 -FREA- 5 -AMAXRAZLE. ATETEHMEH
FEEG _RPRER ( 140ml ) PRA—ERERPIRG_LFRE
BRERBEREREE, RERALBREZRAEROEEHEX. BiERAE
BERBMIANBAERLARER, P ILAKERESE, REAL
KABATR ERETRIEN. FAEAGhRdRiEE#EE (R

T ETH:LRTE - 3:1) M%), KFFALESS 2.34g (K F 21
%) .

'H—NMR (CDC 13)
5:3. T3 (3H, s), 8. 77 (2H, s), 6. 88 (1H, d, J=

=

8. 9Hz), 6. 91 (1H, s), 7. 20—-7. 39 (10H, m), 8.

12 (1H, d, J=2. 6Hz), 8 20 (1H, dd, J=8. 6, 2
. 6Hz)
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C £3#&4) 343 )
2- (2-FRA-5-MARL) M- FATEGER
LN 302 EFGRS AR BATAS (1353F)H
HE BN, B EA 1a AT RE, E RS (K E 46 % ).
IH—-NMR (CDC 13)
5.1 55 (3H, d. J=7. 3Hz). 3. 63 (3H. s). 4. 08
<1H.q.1=7.3Hz>.6.84(1H.d.J=8.9Hz>.a
91(1H,s>.7.15—7.38(10H,m>.8.12<1w d,
J=2.6Hz).8.19(1H.dd.J=8.9.2.6Hz)

( £ 34 344 )

7 - (2-FRAE-5-AEAEL) -2 -FRABR-FLTEY
£ R

LT 343 BB QLS W ARERA, B EaH 343 A RRAT
B EL, HARAEALSY (E82%).
'H-NMR (CDC 1 3)
§:1. 60 (6H, s), 3. 26 (3H, s>, 6. T3 (1H, d, J=
8 9Hz). 6. 94 (1H, s), 7. 12-7. 31 (10H, m), 8,
19 (1H, dd, J=8. 9, 2. 6Hz), 8. 26 (1H, d. J=2

. 6Hz)

{ 341 345 ]
2- (2-FaE-5-mA%ER) -2 -FEAARHER
LA 344 EBWLSHARE R, 5 EEs 1b RAREAT
B R, ¥RikHsd (KhE88%).
'H—~NMR (CDC 13)
§:1. 60 (6H, s), 3. 92 (3H, s), 6. 95 (1H, d, J=
9. 2Hz), 8. 18—8. 23 (2H, m) |
MS (m/z) 239 (M"Y
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L &£4&4] 346 )
N-(1-(2-F&a&-5- AAXD) -1 -FEAZR)EE
W EE R T B85 A
VL L] 345 GG B AREBRA, b EAEH lc AHRETR
B, EFRIFHEASY (KE 40 %)
'H—NMR (CDC 13
5:1. 33 (9H, brs), 1. T0 (6H, s)., 3. 99 (3H., s).

5. 06 (1H. brs)., 6. 94 (1H, d. J=8. 9Hz), 8. 19
(1H, dd, J=8. 9. 2. 6Hz)., 8. 26 (1H, d. J=2. 6H

zZ)

CE3#&b] 347 ]
N-(1-(5-8&-2-F&A%XE) -1 -FHLHE) &E
&R T B89 E AR
VA LA 346 RSB ARERS, b EaS 2 AARBTA
B, GBI (KE87%)
IH—NMR (CDC13)
5:1 33 (9H, brs), 1. 65 (6H, s), 3. 77 (3H, s),

5.21(1H.brs).6.54(1H.dd,J=8.6.3.0Hz
), 6. T0-6. T4 (2H, m)
MS (m/z) 280 (M%)

C ;:dwl 348 1
- (1- (2-¥&HK-5- mm&big)-l-Wéuhi)ﬁu
%?&&Tﬁ%%ﬁ
AL 347 ERGAESBARERFA, 5 EaH 120 BT
B R, ERiEts (kEXE).
'H—NMR (CDC13s)
§:1. 35 (9H, s), 1. 66 (6H, s), 3. 85 (3H, s), 5.
08 (1H, brs), 6. 14 (2H, brs), 6. 90 (LH, d, J=
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8 9Hz), 7. 07 (1H, dd, J=8. 9, 2. OQH=z), 7

(1H, d, J=2. OHz), 7. 80 (1H, brs)
MS (m/z) 339 (M*")

. 23

{ £#4] 349 ]
N-(1-(5-(S-Z&psHKEL) -2 -FREXRE) -1
- PRLA) AAFHERRTE - ARKLGEA
PLE ] 348 E /MG ShARERA, 5 EES 27 AHRIETR
B, RFHBELESE (KET70%) .
'H—-NMR (CDC 13)
§:1. 34 (9H, s). 1. 36 (3H, t. J=7. 6Hz). 1. 66
(BH., s). 3. 03 (2H. q. J=7. 6Hz). 3. 81 (3H,

5. 16 (1H, brs), 6. 80-6. 91 (3H, m)
MS (m/z) 367 (M"Y

s) ,

C &3#4&4] 350 )

N-(1-(5-(S-ZAFHEEL) -2 -FREEE) -1
- FRLE) BREGERK

VL L 349 ALY ( 11lmg ) ARBRHA, 5 E#&H SH
Hr#iTRE, REABRMARES EE(EFR: ETR: A4 = 1:3),
EFAE S 24.9mg (K FE 42 %) .
'H-—NMR (CDC 13)

§:1. 34—1. 41 (3H, m), 1. 51 (6H, s), 3. 01-3.
15 (2H, m), 3. 85 (3H, s), 4. 50 (1H, brs), 6. 6
3—6. 92 (3H, m)

MS (m/z) 267 (M")

[ £#&4] 351 ]
N, N-—(®TEEZFE) - N- (3 -HEAEXEEFE) s 4

B,
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EXAATHZER (2.06g) Wi xdhEi& (20ml) FRHmE K
ZHEBR-_RTE ( 1.80g) W A=XwE& 15Sml, &F 1554. tm,
FABRRETEmEALFE ( 1.0g ) HwisdER ( 15ml ), £
FRTFTEFEGSIH. BRERALARETRSE, B ZQhAdkEs
#k (R&k: EOR:CRLE- 1:1 ) #4%, kKEHEEALESYP 2.25
(M % 94 %) .

'H—NMR (CDC 13

5:1. 47 (9H, s), 1. 49 (9H, s) ., 4. 72 (2H, s). 6.
30 (1H, brs). 7. 51 (1H, t, J=7. 3Hz), 7. 65 (1
H, d, J=7. 3Hz). 8. 15 (1H, d, J=7. 3Hz). 8. 16
(1H, s)

( Zxapl 352 )
N-(3-8AFAFR)-N, N-Z(RTEEBERL) Bes4

|2

VAR 351 KFHLEHAREER, 5 L&Y 2 AHFRITR
B, RFHMBILESYH 985mg (KE62 %) .
IH—NMR (CDC 13
§:1. 44 (9H, s), 1. 48 (9H, s), 4. 56 (2H, s), 6.
95 (1H, brs). 6. 59 (1H, d, J=6. 9Hz)., 6. 65 (1
H, d, J=6. 9Hz). 6. 81—-6. 98 (2H, m)

C %34 353 ]

N, N-Z(BRTAEZERE) - N- (3-AEEAEEATE) B¢
AR,

L LA 352 RFHNSHARLERHA, 5 EAEH 120 F b3t 47
B E, RFEWHFALSH173mg (KET74%) .
'H-NMR (CDC ! 3)

§:1. 35 (9H, s), 1. 48 (9H, s>, 4. 60 (2H, s), 6.

44 (1H, brs), 6. 57 (2H, brs), 7. 08—-7. 21 (2H,
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m), 7. 26—7. 40 (2ZH, m), 8. 27 (1H, m)

(C L4 354 )
N, N-=—(&TAEZEX) -N-(3- (S-ZHAFHEKERL)
FETE) B - Ag )b m
VA LA 353 NS W ARE RHA, 5 £HEH 27 AAERSETR
B, REwEANLESY 143mg (K FETI %) .
'H—-NMR (CDC 13)
5:1. 41 (3H., t. J=7. 3Hz), 1. 44 (9H, s). 1. 438
(9H., s). 3. 31 (2H, q. J=7. 3Hz), 4. 64 (2H. s).
6 40 (1H, brs). 7. 23-7. 41 (4H. m)

C E3&4] 355 )
3-(S-ThAAKRL) FXAFAM - =SB EHERK
VA LB 354 KGHLSHARKBRA, 5 EAES S FAHRREITR
B, HEBIMISH 62mg (KkE79%) .
'H-NMR (DMSO-4ds)
§:1. 34 (3H, t, J=T7. 3Hz), 3. 28—-3. 40 (2H. m),
4. 08 (2H., s). 7. 30 (1H, d, J=7. 6Hz), 7. 41 (1
H, s). 7. 42 (1H, d, J=7. 6Hz), 7. 53 (1H, t, J=
7. 6Hz), 9. 26 (1H, brs), 9. 61 (1H, brs), 11.
51 (1H, brs)
MS (m/z) 224 (M9

C %34 356 ]

N, N- (RTEXBA) -N- (3 - ( N-#EME) £E
FE) Bres 4

VA LA 352 REF MM AREERH, HEEN 6 AFRETR

B, RS Y 2mg (KE18%) .
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'H—NMR (CDC 1y
§:1. 32 (9H, s). 1. 48 (9H, s), 4. 62 (2H, s), 6.
48 (1H, brs), 7. 15—-7. 25 (2H, m), 7. 38 (1H, t,
=7 3Hz), 7. 49 (1H, s), 9. 54 (1H, brs)
MS (m/z) 224 (M*—=200)
( £ 357 )
3- (N -#ABE) FEAFEAM - —E8E6E 8
AL 356 EFEAS M AREBA, 5 EAEM S AT
B, RBFALLSY 15mg (£ 74 %) .
'H—NMR (DMSO—ds)
5:3. 75 (2H., s)., 7. 08—-7. 40 (6H. m), 8. 26 (2H,

brs)
MS (m/z) 208 (M*—16>

C % #4] 358 )
N-(4-AEAERL) EATERTEOSR
A4 - (4-MAXR) TRARBER, 5 EHEH 1c BAFRRST
B B, G4 4E% 400mg (H £ 30 %) .
'H—NMR (CDC13)
§:1. 44 (9H, s). 1. 84 (2H, quin, J=7. 3Hz), 2.
75 (2H, t, J=7. 3Hz), 3. 10-3. 26 (2H, m), 4. 5
7 (1H, brs), 7. 34 (2H. d, J=8. 8Hz), 8. 15 (2H,
d, J=8. 8Hz)
MS (m/2z) 281 (M*+1)

C 54 359 ]
N-(4-8A%84) REATRERTEOER
A EHH 358 RS BARKEREHA, b5 EEH 2 BHBETR
B, (BRSSP 170mg (KE 48 %) .
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IH—NMR (CDC 13
5:1. 45 (9H, s), 1. 75 (2H, quin, J=7. 3Hz), 2.

53(2H,t.J=7.3Hz).3.04*3.18(2H.m),3.5
3 (2H, brs). 4. 48 (1H, brs), 6. 62 (2H, d, J=8.
3Hz)., 6. 95 (2H, d, 1=8. 3Hz)

C 34 360 1

N- (4- (N-#EBE) £54) FATEHRRTEG SR

PLL A 359 ER S AREEH, b EEb 6 Bl A b 3 4T B
i, %G8 iS% 42mg OKE37 %) .
'H—NMR (CDC 13)
s:1 42 (9H, s). 1. 82 (2H, quin. J=T7. 3Hz) . 2.
70 (2H, t, J=7. 3Hz), 3. 16 (2H. dt. J=T7.3. 7
 3Hz), 4. 54 (1H brs). 7. 24 (2H, d, J=8. 3Hz)
7 31 (2H, d, J=8. 3Hz). 9. 60 (1H, brs)

C E£#&4] 361 ]

N-(4- (N-BEL) EGL) B - BREGER

WL 360 EFMS MRS B, 5 EES S FAFRETR
B, $£FkHELSH355mg (KEZLE) .
'H—NMR (DMSO—ds)

§:1. 94 (2H, quin, J=7. 8Hz), 2. 67 (2H, t, J=

7. 5Hz), 2. 7T4—2. 86 (2H. m)., 7. 20 (2H, d, J=8.
6Hz), 7. 26 (2H, d, J=8. 6Hz), 8. 16 (1H, brs
), 9. 58 (1H, s)

MS (m/z) 237 (M*)

(#4362 )
N- (3-MEFAFPR) PEA_BB _BRTEHESR
ARABATRA R AREEH, 5E&EA 127 AHRRTRE, £¥
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W3 A AL 11.7g .

IH—NMR (CDC 14) 1

5§:1. 48 (18H, s), 4. 86 (2H, s), 7. 49 (1H, dd.
J=7.9, 7. 5Hz), 7. 65 (1H, d, J=7. 5Hz), 8. 13
(1H. d. 7. 9Hz). 8. 19 (1H, s) .

( EL#&#H] 363 ]
N-(3-RAEAFE) PRA-ZBE-_RTEOHGTR
LA 362 HBNASHARE R, 5 EaH 2 EAHRETR
B, EFEEASW 5458 OkFE41 %) . |

'H—NMR (CDC I 3) |
§:1. 45 (18H. s), 3. 60 (2H, brs), 4. 68 (2H. s)
. 6. 53-6. 58 (1H. m), 6. 60 (1H, s), 6. 66 (1H
. d, J=T7. 6Hz)., 7. 07 (1H, dd, J=7. 9, 7. 6H2)

C 4 364 )
N-(3-RBAFELAPR) PEA KB -—RTEHEA
WL 363 AL M AREBHA, 5 REH 120 FAHBEST
B A, At esd21g (KEZE).
'H—NMR (CDC1y)
§:1. 47 (18H, s), 4. T8 (2H, s)., 6. 12 (2H, brs)
. 7. 10-7. 42 (4H., m), 7. 96 (1H, brs)

C £#&4] 365

N-(3-(S-FAFEBRL) FEFR) PREA_BRBE KT
B - BB E e

VL LA 364 EBHSHARE R, 5EES 4 AFRETR
B, EFEMEAL4SH 18.1g (kE 70 %) .
'"H-NMR (CDC 1y)

6:1. 46 (18H, s), 2. 46 (3H. s), 4. 49 (1H, brs)
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4. 75 (2H. s). 6. 76—-6. 88 (2H, m), 6. 95 (1H
. d, J=T7. 6Hz), 7. 20-7. 28 (1H, m)

[ E£#%&#] 366 )
N-(3- (N-FARBE) 3L27X) el RSB —RTES

£ B

BHrksl 365 H A0S (158mg ). T -#8& & ( 31mg ).
=k ( 156mg ) A _FAFERE ( 3ml ) GRSME 80 CThitw
o4 . BARRARETRSE, FHEAGHAAREREERE
(BFk: —SFH:FE- 20:1) #4, EFHFALSH 60mg (M F
72 % ) .

‘H—NMR (CDC 13

5:1. 45 (18H. s). 2. 85 (3H. s). 4. 73 (2H. s),
6 81 (1H. d, J=7. 9Hz), 6. 85 (1H, s). 6. 89 (1
H d, J=7. 6Hz). 7. 21 (1H, dd, J=7.9. 7. 6Hz)

( E#&4H 367 ]
N-(3- (N-PABE) FEATPR) k- —HEREGER
WL L 366 RSB ARERA, 5 EEN S EAHARETR
B, #8484 % 9mg (KFEEZT) .
'H—NMR (DMSO—ds)
§:2 84 (3H, d, J=4. 3Hz), 4. 03 (2H, s)., 7. 22
(1H, d, J=7. 3Hz), 7. 44—7. 51 (1H, m), 7. 69—
7. 86 (2H, m), 9. 82 (1H, brs)
MS (m/z) 178 (M")

[ £3%&4] 368 1
N-(3- (N-ZEABRE)FAFR) ERIE BB _RTEYN

£ R

LA 365 KBNS WAREER, BRALELEREKARE
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. 5 EAH 366 AFARTAE, 3B S % 59mg Ol F 61 % ).
'H—NMR (CDC13)

s:-1. 19 (3H, t, J=7. 3Hz). 1. 45 (18H. s), 3. 2

3 (2H, q, J=7. 3Hz). 4. 73 (2H. s). 6. 80 (1H. d,

~7 9Hz). 6. 85 (1H, s), 6. 88 (1H, d. J=T7. 5H
). 7. 21 (1H, dd, J=7. 9. 7. 5Hz)

[ 44 369 ]
N—(3—(N—L&Mg)iﬁ?g)ﬁ-;ﬁ&ﬁﬁ%ﬁ
uiﬁﬂswﬁﬁ%m%%%ﬁ%ﬁﬁ,ﬁiﬁwsﬂ#%&ﬁi

lﬁ,ﬂﬁ%ﬁﬁﬂb&ﬁﬁmﬁmg(ﬂi$7l%)
'H—NMR (DMSO—ds)
§:1. 16 (3H. t, J=6. 9Hz)

. 3. 26-3. 38 (2H, m) ,

4. 03 (2H, d, J=5. 6Hz), 7. 21 (1H, d, J=7. 6Hz)
, 7. 36 (1H, d, J=7. 9Hz), 7. 39 (1H, s), 7. 48
(1H, dd. J=T. 9, 7. 6Hz), 7. 77T (1H, brs). 7. 9

6—8. 02 (1H, m), 8. 47 (2H, brs), 9. 92 (1H, br
s MS (m/z) 192 (M*)

C a4 370 )

N- (3- (Nhaiﬁéﬂm%)%Qi?&ﬂ:mi£m4i&fdrrﬁ
84 A

oL T34 365 RS AR RA, & A B A AR A R,
ﬁ%ﬁwmmmﬁﬁﬁﬁiﬂ,ﬁﬁﬁﬁmA%umghmﬁm%
'H—NMR (CDC 15)
5:0. 96 (3H, t, J=7. 6Hz), 1. 45 (18H, s). 1. 5
A—1. 66 (2H, m), 3. 15 (2H, t, J=T7. 3Hz). 4. 73
(2H, s), 6. 84—6. 97 (3H, m), 7. 21 (1H, d, J=T7.
9Hz)

A
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( E#4 371
N-(3- (N-ERABRE) FAFA) K- —E8E656&
A KA 370 EFESHARERA, b EEF S AHRBITR
B, R FEMALSW10.Tmg- (K EREE) .
TH—-NMR (DMSO—ds)
5:0. 92 (3H, t, J=7. 3Hz). 1. 50-1. 62 (2H, m),
3 20 (2H, dt, J=6. 6. 6. 3Hz), 4. 04 (2H,d, J=
5
).

BHz). 7. 23 (1H, d, J=7. 9Hz) . 7. 34 (1H, s
7.35(1H.d.J=7.6Hz).7.48(1H,dd,J=T

9.7.6Hz).7.67—7.73(1H.m).7.90—7.96(1

H, m)., 9. 73 (1H. brs)

MS (m/z) 206 (M"

(&4 372

N-(3-(S-ZAFHBRL) FAPE) —FERGER

1 LA 40 GRS Y ( 43.5mg ) HLHEER ( 5Sml) Fie
AFiLEH 1, 4-—-E5Ek (4%F, 0.1ml). ZE# ( 50mg ),
Mt EAE S . BEBERERETRE, BARAGHARALARKE
i (B —SFHR:F8 - 51) #H, EEHEEALSY I2mg (K
£19%) .

'H-NMR (CDC 13

§:1. 23.(3H, t, J=7. 3Hz), 2. 14 (6H, s), 2. 89
(2H, q, J=7. 3Hz), 3. 31 (2H, s). 6. 16 (2H, br

s), 6. 60—-6. 64 (2H, m), 6. 84 (1H, d, J=7. 3Hz)
, 7. 16 (1H, d4d, J=T7. 6, 7. 3Hz)

( £3#4] 373 )
N-(3-(N-RTEAZE- N-CEARL) $EX9K) =
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Lidi R

A L3P 38 KA AREEH, § £#ab] 233 B AR#LITE
B, R(BHHANLSESY 104mg (K FE 61 %) .
ITH—NMR (CDC 13)
§:1. 05-1. 10 (3H, m), 1. 51 (9H, s). 2. 25 (6H.
s), 3. 39-3. 42 (4H, m), 7. 16—-7. 33 (4H, m)
MS (m/z) 320 (M*)

( E£#&4| 374
N-(3-(N-ZEBE)FEAFE) —Fk - —E8 L 5E R
VAP 373 KBNS WARERA, BEEH S AHRETR
B, REFALEY 48.2mg (KEZF) .
'H—NMR (DMSO—ds)
§:1. 15 (3H, t, J=6. 8Hz), 2. 70 (3H, d, J=5. 0
Hz)., 3. 29 (2H, q. J=6. 8Hz). 4. 27 (2H, d, J=4.
9Hz), 7. 28 (1H, d, J=7. 6Hz)., 7. 42~7. 56 (2H,
m), 7. 80 (1H, brs), 8 00-8. 08 (1H, m), 9. 92
(1H, s), 10. 92 (1H, brs)
MS (m/z) 220 (M")
CE£#H] 375
N-(3-(N-BRTAEEEE- N-CERE) ¥R2AFR) &
AFBRTEASR
A LS 44 RAF 1L E-d AR5 RA, 5 £#h4 233 AT R
M, RFHEAEH 107Tmg (K E 69 %) .
'H-NMR (CDC 13)
§:1. 06—1. 18 (3H, m), 1. 48 (18H, s)., 2. 83 (3
H, s). 3. 38 (2H, q. J=7. QHz) . 4. 42 (2H, s). 7.
06-7. 34 (4H, m)., 10. 58 (1H, brs)
L E3&4 376 ] |
N-(3-(N-CEBE) FEAPR) Ph - &8 L eg48%
ALHES] 375 KFGNESIARKEHR, 5EEs 5 HHEBEITR
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B, k548 eH S5T.6mg (EZFE) .

tH—NMR (DMSO-—ds)
5:1. 16 (3H, t, J=6. 9Hz)., 2. 55 (3H, t, J=5. 3
Hz), 3. 25—-3. 35 (2H, m), 4. 12 (2H, t, J]=5. 3H
z)., 7. 25 (1H, d, J=7. 9Hz), 7. 40 (1H, d. J=7.
9Hz), 7. 41 (1H, brs). 7. 49 (1H, t, J=7. 9Hz),
7. 75 (1H. brs), 7. 94 (1H, t, J=5. 3Hz), 9. 22
(1H. brs)., 9. T8 (1H, brs)
MS (m/z) 206 (M")

C &4 377 )

N- (3-#AAFREFR) FAPESEA

EERTHRELAN 2 kFG4L4H ( 630mg ) =LK
( 768mg ) ¥ T A& ( 20ml) PHmFEE ( 778mg ) . HWHR L
BAERTHRE | IHE, AKX, RALELEER. ¥AWE Al
FAKEREE MAKARATRE, ERETHRE. WAKRNOK
B RAREER: (BRAFk: EOR:LERLE= 4:1 ) H4H, KFHME
.44 925mg (K E9I5%) .
'H-NMR (CDC 1)
5:2 921 (3H, s). 3. 57 (2H, s), 3. 60 (2H, s). T.
96—7. 40 (5H, m)., 7. 48 (1H, dd, J=8. 3, 7. 6Hz)
7 70 (lH, d, J=7. 6Hz), 8. 10 (1H, d, 1=8. 3H
z). 8. 24 (1H, s)

[ £3#4] 378 )
N- (3-8BEXAETFE) FEATESGEAK
ARG 37T KFHSHAREEHR, BB S BEEREHEL
MABRERLRTEFIBERLEN, SEa4 2 AFLRTEYE, KF
THHSH 48Tmg (K E 61 %) .
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tH—NMR (CDC 13
5:2. 18 (3H, s), 3. 43 (2H, s), 3. 51 (2H, s). 3.

64 (2H, brs), 6. 58 (1H, d, J=8. 6Hz), 6. 73 (s,
1H), 6. 75 (1H, d, J=T. 6Hz). 7. 10 (1H, dd
j=8. 6, 7. 6Hz), 7. 21—T. 39 (5H, m)

C 4] 379 ]
N- (3-sABREREFR) FATFERGES R
VA Eb) 378 GO AR BH, § £ 40 B A BT R
B, HREAAHEALSY 153mg O£32%) .
'"H—NMR (CDC 13)
§:2. 19 (3H, s), 3. 54 (4H, s), 6. 15 (2H. brs).
6. 60 (s, 1H), 6. 75—-6. 79 (1H, m), 7. 10-7. 20
(1H, m). 7. 26—-7. 36 (6H, m), 8. 01-8. 18 (1H,
brs)
[ L4 380 )]
N- (3~ (S-ZAFARE) XXA7L FAR 48
&4
B EH&Y 379 KRGS hARE R, 5 E&¥ 372 Bk
R, PBN- (3- (S-ZEAFHBRE) XEAPE) FATE,
REMEFPRARLENL, 4-—ERE&R (4%5F, 0.1ml), AR
ETF¥ke, EEHANLESHI3Img (KFE6%) .
'H—NMR (DMSO—d¢)
§:1. 34 (3H, t, J=T7. 3Hz), 2. 54 (3H, d, J=3. 6
Hz), 3. 30-3. 40 (2H, m), 4. 20—4. 31 (2H, m),
4. 38—4. 49 (2H, m), 7. 40—7. 50 (4H, m), 7. 55
~7. 68 (5H, m), 9. 43 (1H, brs)., 9. 72 (1H, brs)
., 11. 24 (1H, brs), 11. 66 (1H, brs)

C 5784 381 )
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N-(3-(N-RTEEAZA- N-ZEABA) XAPH) ¥
B9 B 65 5 AR

VA &5 378 RFHLESMAREERA, 5 FEEH 233 FH M4
B R, REFHELSH oemg (K FE 62 %) .
‘H—NMR (CDC 13
5:1. 01—1. 18 (3H, m), 1. 52 (9H, s). 2. 18 (3H,

s), 3. 36—3. 41 (2H, m), 3. 49 (2H, s). 3. 54 (2
H. s)., 4. 7T1 (1H, brs), 7. 08 (1H, brs). 7. 26—
7 35 (9H, m), 10. 70 (1H, brs)

( £3#&4] 382 ]
N-(3-(N-CEBX) ZETPR) FEAE —_H8das
&,

kb 381 RGP ARERA, 5 EAN S FAHRLTA

E, REHFALSY 133mg (KEZFE) .

'H-NMR (DMSO—dg)

§:1. 16 (3H, t, J=6. 9Hz), 2. 56 (3H, s), 3. 27
—3. 33(2H. m). 4. 17—-4. 27 (2H. m), 4. 36—4. 4

7 (2H, m), 7. 29 (1H, d. J=6. 9Hz). 7. 48—~7. 60
(8H, m), 7. 73—7. 80 (1H, m), 7. 93—-7. 99 (2H,
m), 9. 75 (1H, brs), 10. 87 (1H, brs)

MS (m/z) 296 (M*).

C 34 383 )
N- (3-AEAFEAFL) ZBHLSA
AR AL ETRARBER, #RALE -  $BEH4IREHN, BZ

P 42 AR ITRE, REGEHELEGH 28z (KE47 %) .
'H—NMR (CDC13)

§:1. 15 (3H, t, J=7. 3Hz), 2. 69 (2H, q, J=7. 3
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Hz), 3. 91 (2H, s). 7. 49 (1H, dd, J=7. 9, T. 6 H

z).7.68(1H,d,J=7.6Hz).8.11(1H.d,J=7.
9Hz), 8. 21 (1H, s)

( L% 384 )

N- (3-#AEEXAPR) ZAREATERTENEGR

PLE A4 383 KM AR BH, 5 LA 22 AHRETA
B, B SY 1.94g (KFEII%) .
't H=NMR (CDC 13)
5:1. 11 (3H, t, J=7. 3Hz), 1. 48 (9H, s) ., 3. 20
—3 40 (2H, m). 4. 50 (2H, s), 7. 50 (1H, t, J=8.
3Hz)., 7. 55—7. 60 (1H, m)., 8 11 (1H, s). 8. 12
(1H, d. J=T7. 6Hz)

C L4 385 )

N- (3-&AFEAFR) ZEARATERRTEGEA

VA Lakd) 384 HAFeGS AR B, B EES 2 AHRETA
B, ¥EAALSYH 890mg (KEXE) .
'H—~NMR (CDC13)
5:1. 06 (3H, t, J=6. 9Hz), 1. 47 (9H, s), 3. 13
-3 968 (2H, m)., 3. 64 (2H, s). 4. 34 (2H, s). 6.
55—-6. 65 (3H, m), 7. 09 (1H, t, J=T7. 9Hz)

C &4 386 ]
N- (3-BEEAELAFR) CARLAPRRTENER
AL 385 RS ARKERA, b5 EHES 120 B BIAAT

B R, RBHHELSY 460mg (K ET8 %) .
IH—NMR (CDC1la)

§:1. 09 (3H, t, J=6. 9Hz), 1. 47 (9H, s), 3. 22
~-3. 30 (2H, m), 4. 42 (2H, s), 6. 09 (2H, brs),
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7 11 (1H, s). 7. 12 (1H, d. J=5. 9Hz). 7. 19 (1

H, d, J=7. 6Hz). 7. 39 (1H, dd, J=7. 6. 5. 9Hz).
7. 92 (1H, brs)

( E£5a4] 387 ]
N-(3-(S-ZAFRBRAERATRICEAREATRERTE S
6 5%
AL LA 386 FH S HARE R, B LEH 27 AHRETR
B, EAEMASH 155mg (KE49%) .
'H—NMR (CDC 1)
5:1 06 (3H, t. J=6. 9Hz), 1. 36 (3H, t. J=T7. 3
Hz). 1. 47 (9H. s), 2. 97-3. 12 (2H, m) . 3. 12~
3 37 (2H. m). 4. 39 (2H, s), 4. 48 (1H. brs). 6.
75-6. 86 (2H, m). 6. 90 (1H, d. J=7. 3Hz). 7. 2
5 (1H, dd. J=7. 9. 7. 3Hz)

C £ 388 )
N-(3-(S-zhARpaBl) £AFR) 0 - SR E60E

o3

2R 387 E /AW ARERA, B EEH S AFRETR
B, ¥BRiHELSY 162mg (KEEZE) .
IH-NMR (DMSO—-d¢
5:1. 26 (3H, t, J=6. 9Hz), 1. 33 (3H. t, J=T7. 3
"Hz), 2. 90—3. 01 (2H, m), 3. 35 (2H, a, J=T7. 3H
z). 4. 11 (2H, s>, 7. 35 (1H, d, J=6. 9Hz), 7. 5
0—-7. 66 (3H, m), 9. 53 (2H, brs), 9. T5 (1H, br
s), 11. 79 (1H, brs)
MS (m/z) 237 (M%)
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C F3640 389 )
N- (2-FRAE-S-AAXEFR) PRELPRERTENGA

)-

BERAETETE (40 % FEER, 50ml) FmAs - HAFTEL
(1.04g), ZERTHERHFE 1Y, BEEBRERETRE, HERGY
5 %] 22 Rl RRTAE, REFEALSY (KE39%) .
'H—NMR (CDC 1)

6:1. 46 (9H, s), 2. 92 (3H, s), 3. 95 (3H. s), 4.

44 (2H, s), 6. 92 (1H, d, J=9. 2Hz). 7. 90-8.
9 (2H, m)

1

C 5£3&4) 390 )
N-(5-8&-2-FREFEATR) FARATRRTEGS

3 .
A kS 389 KRGS B AREEH, b LAH 2 AHRERER

B, RFFGFELESH 436mg (KEZF) .

'H—NMR (CDC 13

§:1. 46 (9H, s), 2. 84 (3H, s), 3. 41 (2H, s), 3.

75 (3H, s)., 4. 39 (2H, s), 6. 47—6. 53 (1H, m)

6. 56 (1H, dd, J=8. 6, 2. 3Hz), 6. 70 (1H, d, J
=8. 6Hz)

C 341 391 3

N-(5-(N-RTREAZE-N-ZABR)- 2 -PELYE
EPR) PEARAFPRETEGSA

A KB 390 KF LB HREBH, b EkH 233 Akt
BRE, KFHALEH T5mg (KE65%) .
'H—NMR (CDC13y)

d:1. 06 (3H, t, J=7. 3Hz), 1. 47 (9H, s), 1. 54

(9H, s), 2. 87 (3H, s), 3. 38 (2H, quin, J=7. 3
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Hz), 3. 84 (3H, s). 4. 42 (2H, s), 6. 86 (1H. d,
J=8. 6Hz), 6. 97 (1H, s), 7. 02—7. 13 (1H, m),
10. 47 (1H, brs)

C E4&4] 392 )
N-(5-(N-ZHEBE) - 2-FREAXEAFE) P - — 3
AR & 69 5 AR
VA S 391 KEF LS AR BH, 5 EEH 5 AHERIEITA
B, RFiaRL4H 42.6mg (KEI %) .
'H-NMR (DMSO-dg)
6:1. 15 (3H. t. J=6. 9Hz), 2. 52-2. 58 (3H, m).
3. 20—-3. 38 (2H,. m), 3. 87 (3H., s), 4. 05—-4. 17
(2H, m), 7. 15 (1H, d, J=8. 3Hz), 7. 27 (1H, d,
J=8. 9Hz), 7. 36 (1H, s). 7. 42—-7. 61 (1H. m) .

7. 66—7. 81 (1H, m)., 9. 05 (1H, brs), 9. 60 (1H,
brs)

MS (m/z) 236 (M")

L £#&4) 393 ]
N-(2-FREA-5-RBEAELFL) PARATRRTEY

)

A 3640 390 RF IS ARE R, 5 L&A 120 Bk
B R, EFREEW 223mg (KE 96 %) .
'H-NMR (CDC1,)

6:1. 47 (9H, s, 2. 89 (3H, s), 3. 85 (3H, $), 4.
41 (2H, s). 5. 98 (2H, brs), 6. 88 (1H, d, J=8

——

. 6Hz). 7. 01 (1H, s), 7. 05—-1. 15 (1H m), 7. 7
1 (1H, s)
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C £5&4] 394 ]

N-(5-(S-ZAFARL) -2 -FEAXATE) ALK
EAV8RTE S48 L6040 % |

AN 393 KB bk BH, L 2ky 27 AR ITA
B, EFHFECESH 21Tmg (K E 66 %) .

'H-NMR (CDC13)

§:1. 35 (3H. t, J=7. 3Hz), 1. 45 (9H, s)., 2. 84
(3H, s). 2. 92-3. 10 (2H, m), 3. 79 (3H, s)., 4.
41 (2H, s). 6. 7T3—-6. 81 (3H, m)

C £3#%&4] 395 ]

N-(5-(S-ZARARE)-2-FRALRAPA ) FE =
Hag ke

A RS 394 KFHLSBAREBH, 5EAS S5 AEBBITEA
B, RFRELESY207.8mg (KEXZF) .
'H-NMR (DMSO—d,) '

6:1. 33 (3H, t, J=7. 3Hz), 2. 52-9 59 (3H, m),
3. 22-3. 36 (2H, m). 3. 89 (3H, s), 4. 03—-4. 138
(2H. m), 7. 20 (1H, d. J=8. 6Hz), 7. 37 (1H, d

, J=8. 6Hz), 7. 47 (1H, s). 9. 08 (2H, brs), 9.
57 (1H, brs), 11. 45 (1H, brs)
MS (m/z) 253 (M*)

C£34) 396 )
N-(2-FRE-S5S-AEAEEFTRL) —9BGOK
LS -7 - 2 -FRBAREEHR, 5EL#A&H 37 AMREITE
K., KA H34g (KES82%) .
'H-NMR (CDC13)

6:2. 29 (6H, s), 8. 47 (2H, s), 3. 94 (3H, s), 6.
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92 (1H., d. J=8. 9Hz), 8. 17 (1H, dd, J=8. 9, 3
. 0Hz), 8. 23 (1H, d, J=3. 0Hz)

C E#%&4 397 ]
N-(5-fE-2-FREXLAFL) —FEHEA
A EH) 396 KFHHEHAREER, b5 EEA2AHRLTAR
B, REHFELSS 1.05g (KE37%) .
'H—NMR (CDC 1)
§:2. 26 (6H. s). 3. 39 (4H, s), 3. 76 (3H, s), 6.
58 (1H, dd. J=8. 6. 3. OHz). 6. 71 (1H, d, J=8
. 6Hz), 6. 72 (1H, d, J=3. QHz)

C%£#&H 398 )

N-(5- (N-RTEEZEE-N-CTEABE)-2-FALX
EFR) ZFHEOGER

LR 397 KFQGSHAREBH, b EEb] 233 AR
BB, HEFHRARLSY 4dmg (K E45% ) .
'H=NMR (CDC 1,)

6:1. 02-1. 15 (3H, m), 1. 53 (9H, s), 2. 35 (6 H,
s), 3. 39-3. 48 (2H, m), 3, 49 (2H, s), 3. 85 (3

H, s), 6. 87 (1H, d, J=8. 3Hz) , 7. 05—-17. 25 (2H
s)

C 44 399 ]

N-(5- (N-ZHAKBRE) -2-FERAFEFE) —Fi - =
S AR

A RG] 398 RFegieoth HRERA, 5 REH 5 AHRETR
B, RFHALEY 44mg (KEZXE) .
'"H-NMR (DMSO—d)
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:1. 15 (3H, t, J=6. 9Hz) ., 2. 73 (6H, d, J=5. ¢

Hz), 3. 29 (2H, quin, J=6. 9Hz), 3. 88 (3H, s) .

4. 25 (2H, d, J=5. 0Hz), 7. 18 (1H. d, J=8. 9H z)

- 7. 31 (1H, dd, J=8. 9, 1. 9Hz), 7. 44 (14 4
=1. 9Hz), 7. 60 (1H, brs). 7. 7T8—17. 88 (1H,

m).9.65(1H,brs).10.41(1H.brs)

MS (m/z) 250 (M")

C 5445 400 1 —

N- (2 -FRE-S5-BBREAXATLE) —FHEHOA

A% aeH) 397 RFGHESHARYE B, 5 LG 40 FHLIITA
B, KAHFALSH 410mg (KE62%) .

'H-NMR (CDC 13
5:2. 26 (6H. s). 3. 43 (2H. s). 3. 85 (3H, s). 6.
00 (2H. brs), 6. 88 (1H, d, J=8. 6Hz). 7. 17 (1
H, dd, J=8. 6, 2. 6Hz), 7. 23 (1H, d. J=2 GHz),
7. 77 (1H, brs)

C5£3&4] 401 ]
N-(5-(S-ZERBEA)-2-FEA¥RAFR 98 —
g . |
VA 364 400 KAF LS ARt BH, b L4 380 BT
BB, RFHFALEY 69.5mg (dk £ 98 % ) .
'H-NMR (DMSO—ds)
6:1. 33 (3H, t, J=7. 3Hz), 2. T3 (6H, d, J=5.
Hz), 3. 28—-3. 42 (2H, m), 3. 89 (3H, s). 4. 28
(2H, d, J=5. OHz), 7. 24 (1H, d, J=8. 6Hz), T
38~T7. 44 (1H, m), 7. 57-7. 60 (1H, m), 9. 27 (1
H, brs), 9. 65 (1H, brs), 10. 61 (1H, brs), 11.
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58 (1H, brs)
MS (m/z) 267 (M*)

[ £3#%4] 402 ]

N- (3-AAXETR) FEROSA

ARATEHRAEFAE (1.0g) P_FRHATE (1.19g) ¥ ¥
Bk (50ml ) FRAMmFRELE (495mg ) . ¥ESARLPDETRTHE
H3IBE, MAKFALRLEZR., FANERSRFRLAKRERL
A, BAKBBATRELARETRSE. WHEAAGHRERKREEX (R

Frk: ETH:CRLE = 4:1 ) H4l, KEHFALSY 555mg (£ 50
% ) .

'H—NMR (CDC 1y)

¢:3. 83 (2H. s)., 3. 91 (2H, s)., 7. 23—-7. 38 (5H.
m), 7. 49 (1H, t, J=7, 9Hz) ., 7. 70 (1H, d, J=7
- 9Hz), 8 07-8. 14 (1H. m)., 8. 21 (1H. s)

C E£3&4] 403 )

N- (3-REXLETFR) FARAPHERTEGSA

VAL 402 KNGS BARKER, 5 Eab 22 Rk LTE
B, BERMERSHE Lk 2 AHRBITRE, KFFALESYD
517mg (M E 73 %) .
'H—-NMR (CDC 13)
§:1. 49 (9H, s), 3. 65 (2H, brs), 4. 25-4. 43
(44, m)., 6. 50—6. 63 (3H, m), 7. 11 (1H, t, J=T.
9Hz), 7. 20—7. 40 (5H, m)

C £3E4] 404 ]

N- (3-BRAFEATE) FEARATRRTEHEA
A RS 403 HARGILS W RSB, 5 LM 120 FHLRS
BB, RRFANESY223mg (KEI7%) .
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'H—NMR (CDC 13)

6:1. 49 (9H, s). 4. 41 (4H, brs), 6

s), 7. 02—-7. 23 (5H, m),
29 (1H, brs)

. 16 (2H, br
7. 26—7. 41 (4H, m), 8.

C £#&4] 405 ]

N-(3-(S-ZAFRBRAIEAPR)FASAPTRRTE A
BrAg 364,

VA 404 FHF GBS MAREER, 5 LN 27 FIARRITA
F, EFHEHCSY 205mg (K E 66 %) .

'H-NMR (CDC1I3)

6:1. 37 (3H. t. J=6. 9Hz), 1. 49 (9H, s), 3. 00

—3. 12 (2H m)., 4. 25-4. 48 (4H. m), 6. 7T5-6. ¢
0 (ZH. m), 7. 18—-7. 38 (TH, m)

C £ 406 )
N-(3-(S-ZERpHBLE) EAFTR) FB - e s

>
A LB 405 KFF OIS HARERE, 5 E#AH 5 AHEBITR

E, EFiFHL4H 176mg (KEXE) .

'H-NMR (DMSO-ds)

§:1. 35 (3H, t, J=6. 9Hz) ,

3. 30—-3. 42 (2ZH, m) ,
4. 17—-4. 26 (4H, m),

7. 38—7. 65 (9H, m)., 9. 46
(1H, brs), 9. 78 (1H, brs), 10. 02 (1H, brs)
., 11. 80 (1H, brs)

MS (m/z) 299 (M*)

C £3#4 407 ]

N-(2-FE-3-MEFEEPR) PAEATPRERTEGLSA
A2 -FR-3-MEAFXEALAREESR, 5 L#kp 389 Fiwt
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TR E, KFFEAL0H 900mg (s 74 %) .
'H—NMR (CDC 1,) |
d:1. 47 (9H. s). 2. 38 (3H. s), 2. 83 (3H, s)., 4.

51 (2H, s). 7. 30—-7. 34 (2H. m). 7. 65-7. 69 (1
H, m)

C £3#&4) 408 )
N-(3-RE-2-FEAXEFL) PASATERTEGLA
ALY 407 KRG HAREEH, b Lh4 2 AHEREFA
B, RFFALESYH 805mg (MEZF) .
'H-NMR (CDC 13)

5:1.48(9H.s).2.08(3H.s).2.73(3H.SL 3.
62 (2H. brs)., 4. 44 (2H. s). 8. 299 (1H, d, J=7

.6Hz).6.64(1H.d.J=7.6Hz).6.99(1H.t.J
=T7. 6H z)

C E3#&4) 409 )
N-(2-PE-3-RABREAELPR) PRAEAPRRTENS

A
AKHH] 408 KFF W AREBH, b5 EES 120 FHAEREH
BORL, RAFHAISP 225mg (K FE91 %) .
'"H-NMR (CDC13)
§:1. 47 (9H, s)., 2. 23 (3H, s), 2. 84 (3H, s), 4.
46 (2H, s), 5. 79 (2H, brs), 7. 17 (14, dd, J=6.
9, 6. 6Hz), 7. 23~7. 32 (2H, m), 7. 56 (1H, brs)

C &34 410 )
N-(3-(S-ZARBRKAL) -2-PAEEAPR) PSR
PRETE S88E04%

ALY 409 RF LS IAREEH, 5 44 27 AHEBETA
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B, RFHELSD 11dmg (KFET76 %) .

'H-NMR (CDC13)

§:1. 39 (3H, t, J=T7. 6Hz), 1. 47 (9H, s), 2. 07
(3H, s), 2. T8 (3H, s). 3. 02-3. 18 (2H. m), 4.
35 (1H, brs)., 4. 45 (2H, s), 6. 75 (1H, d, J=T7.
3Hz). 6. 82 (1H, d, J=7. 6Hz). 7. 11 (1H, dd, J
=7. 6. 7. 3Hz)

[ L4 411 )
N-(3-(S-ZEAFBEREE) -2 -FEEAAFLA) Y- =
dak 8 ey o
A ged] 410 RSB ARERA, B FEEH S EHRBETRA
E, REAALE4H218mg (KEZE) .
'H—NMR (DMSO—ds)
6:1. 34 (3H, t, J=6. 9Hz), 2. 27 (3H, s)., 2. 60
—2. 85 (3H, m)., 3. 25—-3. 35 (2H. m). 4. 20—-4. 2
7 (2H,. m), 7. 31 (1H, d, J=7. 6Hz). 7. 41 (1H. d
d, J=7. 6, 7. 3Hz), 7. 60 (1H, d. J=7. 3Hz), 9.

23 (2H, brs), 9. 45-9. 60 (1H, m). 11. 46 (1H,
brs)

MS (m/2z) 238 (M*+1)

C £344 412 )

N-(3-(N-BTEEABEE-N-CZEKRE)-2-FRER
PE) PEAREATRETEGE A

A KEH] 408 KFESPhRBRA, b LEH 233 A4S
BB, RRHFRLEY $3mg (KES3%) .
'TH-NMR (CDC13)

6:1. 01-1. 18 (3H, m), 1. 48 (9H, s), 1. 54 (9H,
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s), 2. 18 (3H, s)., 2. 81 (3H, s), 3. 38-3. 42 (2
H,. m), 4. 45 (1H, s), 7. 05—-7. 26 (3H, m), 10. 5
6 (1H, brs)

CE£3#&4H] 413 )

N-(3-(N-CTEABE) -2 -FRAEAPR) P - — 48
EY e

A LRG| 412 REGUEDARERH, 5Lk S HEREHFA
B, RFHFBAESH 30.5mg (KEZF) .
'H—NMR (DMSO—d,)

¢:1. 15 (3H, t. J=7. 3Hz) 2. 28 (3H, s), 2. 63
(3H. t. J=5. OHz), 3. 22-3. 35 (2ZH, m), 4, 19
(2ZH, t, J=5. 6Hz), 7. 26 (1H, d, J=T7.6Hz), 7.
35 (1H, dd, J=17. 6. 7. 3Hz). 7. 45 (1H, brs), 7
. 92 (1H, d, J=7. 3Hz), 7. 61-7. 72 (1H, m), 9.
21 (2H. brs), 9. 55 (1H, brs)

MS (m/z) 220 (M*)

(a4 414 )

N-(2-FR-3-BERAEXLAFTR) —9mudi

AN- (3-8EA-2-FAXRAFR) —Prikemit 5%
#b] 40 AL RATR B, KFHMEY 355me (& 56 % ) .
'H-NMR (CDC1,) |
0:2. 25 (6H. s), 2. 32 (3H, s), 3. 40 (2H, s), 5.

81(2H,brs>,7.14—7.32(3H.m>.7.53—7.72
(1H, m)

C£3#4) 415 )
N-(3-(S-ZEARBHE)-2-FRAERAFTA)-—Pm . -—
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EY L)
AL 414 KRGS BAREBRH, 5 EHH 380 B4 k4T

B R, %BAHEALSY 108mg (KE83%) .

'H—NMR (DMSO-—dg)

6:1. 34 (3H, t. J=7. 8Hz), 2. 31 (3H, s)., 2. 17
(6H,d.J=4.0Hz).3.28—3.40(2H.m).4.40
(2H.d,J=5.3Hz).7.35—7.46(2H.m).7.72
(1H.d.J=6.9Hz),9.56(1H.brs).10.66(1H
., brs), 11. 49 (1H, brs)

MS (m/2z) 252 (M*+1)

C£3%4] 416 )

N-(3-(N-BRTEEAZL-N-CZEAKE)-2-FA¥ER
FAE) —FEGER -

AN- (3-f4-2- PRERVR) —FRARRAH, 52
] 233 R ATR B, REFHENEH 46mg (K E45%) .
IH—-NMR (CDC13)
§:1. 00—1. 08 (3H, m), 1. 52 (9H,
s)., 3. 33-3. 43 (2H, m), 3. 42 (2H, s). 4. 30 (1
H. brs), 7. 02—7. 20 (3H, m), 10. 57 (1H, brs)

sy, 2. 26 (9H,

C 44 417 )
N-(3-(N-ZEBE) - 2-FAFEAPR) 98- —%
5% 38988 ~ |
AL H] 416 KRGS HARBRA, 5 L#EM S AHERETA
B, KF#HEALESH373mg (KE92%) .
'H—NMR (DMSO—ds) i
5:1. 15 (3H, t, J=7. 3Hz), 2. 32 (3H, s), 2. 77

(6H, d, J=4. OHz), 3. 23-3. 35 (2H, m), 4. 38
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(2H, d, J=5. 3Hz), 7. 29 (1H, d. J=T7. 6Hz), T.
37 (1H, dd, J=7. 9, 7. 6Hz), 7. 53 (1H, brs), T
64 (1H, d, J=7. 9Hz). 7. T0—-7. 86 (1H, m). 9.
67 (1H, brs), 10. T1 (1H, brs)

MS (m/2z) 235 (M*+1)

( £7#&4] 418 )
2 - FRA-3 - MAFHGER
# 2 -PEA- 3 -HMAERATRTE ( 482 ) . MANE
(2%mg).%&iwﬁwozmn)#£$wi%%(zwmnﬁw%
LB EA S M. BAERARETALE AAEHTRALR
LEs K. BHMWEREARLAKEREEE, RALKREH TR,
ﬁﬁ&T%m.ﬁﬁﬁQ%m&&ﬁ&%%(&*&:iaha&aﬁ
= 1:1) 4, HEEARMEASY 318z (KET6 %) .
'H—NMR (CDC 13
§:2. 08 (1H, t, J=5. 6Hz), 3. 94 (3H, s). 4. 81
(2H, d, J=5. 6Hz), 7. 23 (1H, t, J=7. 9Hz). 7.
69 (1H, d. J=7. 9Hz). 7. 79 (1H, d, J=7. 9Hz)

C £ 419 )
2 - FEMA- 3 - AMEFAEGESR
WL 418 HIFMS B ARE B, 5 TN 55 RARLTR

B, EFfwAELESH (KEZTE) .

'H—NMR (CDC13)

§:4. 03 (3H, s), 4. 57 (2H, s), 7. 21 (1H, t, J=

7. 9Hz), 7. 65 (1H, dd, J=7. 9, 1. 6Hz), 7. 81

(1H, dd, J=7. 9, 1. 6Hz)

C £#&4] 420 ]
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N-(2-F§k-3-MEXAFR) PRA-BE - RTES
A R,

PLLAS 419 ERHS W AR ER, B EEH 127 BARGLT
B R, EFkEitsY (KEedn).

‘H-NMR (CDC 13

§:1. 46 (18H, s>, 3. 92 (3H, s), 4. 91 (2H, s),
7. 19 (1H, t, J=7. 9Hz), 7. 41 (1H, d, J=7. 9Hz)
, 7. 74 (1H, d, J=7. 9Hz2)

L) 421 )
N-(3-fA-2-FARAXLATPR) PREA-BB - RTEY

=

VL) 420 GO AR B, 5 EAN 2 FHRETR
B, HEFEAESY (KEM %) .
'H—NMR (CDC Iy)
§:1. 44 (18H., s), 3. 75 (3H, s), 4. 85 (2H, s).

6. 54 (1H. d. J=7. 3Hz), 6. 64 (1H, d, J=7. 3Hz)
., 6. 87 (1H, t, J=7. 3Hz)

C sE4] 422 ) |
N- (2-FRA-3-BERAELATR) PRE_BRR-—RTE

&

Rk LAY 421 HBGRLSHARKBEH, 5 EHEH 120 R
R E, B EAsY (KEIB%) .
tH—NMR (CDC 1)
5:1. 46 (18H, s). 3. 83 (3H, s), 4. 86 (2H, s) .
6. 29 (2H, brs), 7. 11-7. 20 (3H. m), 7. 88 (1H,
brs)

C L34 423 ]
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N- (3- (S-LARBEL) -2 -FARAEATE) AT

BT R EA
RS 422 RRHE P AR RHA, & KEH 95 H#%ﬁtﬁi

5, EaaAnSd (KEB6%)

IH—NMR (CDC 13
5§:1. 39 (34, t, J=6. 9Hz). 1. 45 (9H, s), 3. 08

~3 18 (2H, m), 3. T7(3H, s), 4. 31—4. 32 (2H,
m). 4. 54 (2H, brs). 4. 98 (1H, brs), 6. 80-T.

01 (3H, m)

C E34] 424 )

N - (3-(S-CAFARLE) -2 -FRAXEAFTR) & - —
P R

u%ﬁﬂ4nﬁﬁ%w%%%£ﬁ&ﬁ,Eiﬁﬂsﬂ#%ﬁﬁ&
5, Eiessd (KkF 88 %)

'H—NMR (D:0)

§:1. 43 (3H, t, J=7. 3Hz), 3. 27 (2H, a. J=T7. 3
Hz)., 3. 87 (3H, s>, 4. 28 (2H, s), 7. 35 (1H, t,
J=7. 9Hz)., 7. 45 (1H, dd, J=7. 9, 2. OHz). 7. 5

4 (1H, dd, J=7. 9. 2. OHz)

( L4 425 )
N-(3- (N-RTEAZA-N-THEBE)-2 - PTEREX

AFR) PEA-BBR-RTEGERK

oL LA 421 EF LS H ARE RHA, E%ﬁMznm#%ﬁﬁ
B R, #3iHksY (KES0 %)
IH—-NMR (CDC 13)
§:1. 45 (27H, s), 1. 48—1. 58 (3H, m), 3. 38—3.
48 (2H, m), 3. 78 (3H, s). 4. 86 (2H, s), 7. 00~
7. 25 (3H, m) |
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C £ 426 )
N—(3—(N—Limg)-z—Wigig?g)ﬁ-;ﬁ&

3 o BB
LA 425 ERHLSHARERA, & M 5 B RETA

B, EREELSY ORFEIB %) .

'H—NMR (D.0)
5:-1. 23 (3H, t, J=7. 3Hz). 3. 34 (2H, . J=T7. 3

Hz), 3. 87 (3H, s). 4. 95 (2H, s). 7. 29 (1H, t,
j=7 6Hz), 7. 39—-7. 49 (2H, m)

C £3&4] 427 )
N—(3—?%—5—%%%&?&)ﬁigzﬁ&;&Tﬁﬁé

.3 |
as—?%—s—ﬁg%ﬁﬁhﬂ%ﬁﬁ,Eﬁﬁwtnﬂ#%ﬁ

R R, REREASY (KFEN2%) .

I'H—NMR (CDC 13)
5:1. 49 (18H, s). 2. 44 (3H, s). 4. 82 (2H, s),
7. 44 (1H, s), 7. 94 (1H, s), 7. 98 (1H, s)

( £#&4H 428 )
N—(s—ig—3—W£££W£)mi£;ﬁﬁ;aTﬁ%%

23 | |
ui%ﬁmnﬁﬁﬁ%%%%ﬂ%ﬁ%,Eiﬁﬂzﬂ#&ﬁﬁi
B, $EHELSY (KE89%).

'H-NMR (CDC1y) .
§:1. 46 (18H, s), 2. 23 (3H, s), 3. 56 (ZH, brs)
, 4. 65 (2H, s), 6. 39 (1H, s>, 6. 41 (1H, s), 6.

49 (1H, s)
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C£#&H 429 ]
N-(3-FA-5-BARAXEATA) BEA BB -—RTEN
£ B
_uiﬁﬂ4mﬁﬁ%m%%%£ﬁﬁﬁ,Eiﬁwrmﬂ#&&ﬁ
BB, ¥RELEY (KEEZE).
'H-NMR (CDC 13 _
5:1. 48 (18H, s). 2. 34 (3H, s), 4. 74 (2H, s),
6. 10 (2H. brs). 6. 91 (1H, s), 6. 96 (1H, s). T.
06 (1H, s). 7. 84 (1H, brs)

C E#4&4) 430 ]

N-(5-(S-ZAFAMRE) -3 -FAEEFR) RATH
T B 65 4 A

WL A 429 R AF LSt AR RA, B Eas 95 A RITR
B, HEgARMEAAs CET0%) .
'H-NMR (CDC 1)
6:1.36(3H.t.J=7.3Hz).1.46(9H.s).2.30
(3H, s), 2. 95—3. 10 (2H, m), 4. 24 (2H, d. J=5.
6Hz), 4. 49 (1H. brs). 4. 80 (1H, brs), 6. 64
(2H, s). 6. 76 (1H, s)

C L34 431 )

N-(5-(S-CARBMRE) - 3-FPEXEFTRE) K -—&#
R R

VLA 430 BRGNS W ARERA, 5 EAEN S AHRENTR

B, HFiFESY (KET0%) .
1H—NMR (D,0)

6:1.42(3H.t.J=7.3Hz).2.40(3H.s).3.23
(2H.q.J=7.3Hz).4.20(2H,s),7.23(1H,s),

7. 28 (1H, s), 7. 37 (1H, s)
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(£3%4 432 )

N-(S-(N-BRTEEAZE-N-ZABA)-3-FREAR
PR) PEEA BB -_RTESSA

A KD 428 KEGS W AR B, 5 LM 233 {iEREHF
B pL, RFFHFHALEYH (KE64%) .
'H-NMR (CDC13,)

6:1.01—1.15(3H.m).1.47(27H.s),2.32(3

H.s).3.34~3.45(2H.m).4.72(2H.s).6.82
—7. 00 (3H, m)

( E£H#4&4] 433 ]

N-(S5-(N-ZEBRE) -3-FRAEXAFR ) K s
kel

A LAY 432 KFGRSHARBEF, 5 24H 5 ARRETFR
B, REHELEY (kRS0 %) .
'H—NMR (D.0)
§:1. 22 (3H, t, J=7. 3Hz), 2. 38 (34, s)., 3. 32
" (2H. q, J=7. 3Hz)., 4. 17T (2H, s), 7. 15 (1H, s),
7. 20 (1H, s), 7. 26 (1H, s)

[ E£3#4] 434 ]
N-(2-FERE-5-ARAEATR) BEA B -—RTE
84
BA KA 263 REGUSH AR RA, BATBRENELH,
5 L84 264 B HRBITES, REfEtey (KET71%) .
1H—NMR(CDCls)
0:1. 46 (18H, s), 4. 45—-4. 48 (2H, m), 4. 75 (2
H s>, 6. 42-6. 55 (1H, m), 7. 13-7. 39 (5H, m) .

7. 97-8. 09 (1H, m), 8. 17-8. 23 (1H. m)
24]




C £ 4351
N-(S-&E-2 -FRAEAFATR) SEA BB -RTE
Lekad 3
ui%ﬂmﬂﬁﬁ%%%%ﬁﬂﬁﬁﬁ,Eiﬁﬂzﬂ#%ﬁﬁﬁ
K, RFHRACESH (KE32%) .
'"H—NMR (CDC 1,)
0:1. 44 (18H. s). 4. 31 (2H, s), 4. 69 (2H, s).
6. 43 (1H, d, J=8. 3Hz), 6. 52 (1H, d, J=8, 3Hz)
. 6. 68 (1H, s). 7. 19-7. 40 (5H, m)

C &4 436 )

N- (2 -FRERA-S-BBAEATR) s RA KB -KT
85 69 A%, |

u%ﬁwmsﬁﬁ%w%%ﬁﬂﬁﬁﬁ,ﬁiﬁwlmﬂ#%ﬁﬁ
B, RIS (KE£32%) .
'H-NMR (CDC 1,

6:1. 45 (18H, s) . 4. 39 (2H. d, J=5. gHz) . 4. 7

0 (2H, s)., 5. 91 (ZH, brs), 6. 10 (1H,
Hz), 6. 50 (1H, g4, J=8. 6Hz),

m), 7. 13-7. 14 (1H, m),
55 (1H, brs)

t. J=5. 8
6. 90-6. 94 (1H,
7. 25-7. 34 (5H, m), 7.

C L34 437 )

N- (2-FERA-5- (S-ZARRKE) FAFE) &2
VR T 864 & .

R KHB] 436 KA WA R BH, 5 £kb] 95 SE-3"F: T3
B, RS (KE48%) .
'"H-NMR (CDcC1,)

6:1. 34 (3H, t, J=T7. 3Hz), 1. 40 (9H, s). 3. 00
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(2H, q. J=7. 3Hz), 4. 25 (2H, d, J=6. 3Hz), 4.
36 (2H, s>, 4. 83 (1H, brs), 5. 16 (1H, brs), 6.

50—-6. 54 (1H, m), 6. 60—-6. 75 (2ZH,. m), 7. 20—-T.
39 (5H, m)
' C£3&4] 438 ]

N- (2 -FERE-5- (S-ZARBRAIELAFTLA ) - =
E- N R
u;ﬁmmnﬁﬁ%m%%ﬁﬁﬁﬁﬁ,5%%%5@#%&&&

B, RAFHELSY (4 £99 %) .
'H-NMR (D,0)

§:1. 40 (3H. t,

J=7.3Hz).3.20(2H.q.J:7.3

Hz). 4. 21 (2H s). 4. 53 (2H. s). 6. g8 (1H, d. - TABL)
J=8. 6Hz), 7. 20 (1H. dd. J=8. §, 2. 6Hz) 7. 2

6(1H.d.J=2.6Hz)
C £ 4] 439 )
N-(2~¥£££—5-(N—ﬁTiﬁﬁg-Nuagmg)
FETPR) TRA BB - RTEGLA

aﬁﬁwmﬁﬁﬁﬁm%%ﬁﬂﬁﬁﬁ,Eiﬁwznﬁ#%ﬁﬁ
,iﬁ,ﬁﬁﬁﬁm%%(&ﬁ&wm.
'H-—NMR (CDC 1,

6:1. 04 (3H, t, J=7. 3Hz). 1. 44 (18H, s), 1. 5
2(9H.s).3;30—3.41(2H.m).4.38(2H.d.J=
4. 6Hz), 4. 53 (1H. brs), 4. 69 (ZH, s)., 5. 87

(1H.brs).6.51(1H.d.J=8.6Hz).6.86—6.9
4(1H.m).7.08—7.13(1H.m).7.32—7.35(5H

, m)
[ £H4] 440 ]

N- (2 -FEREA-5- (N-ZAKLE) $A2APR) - = %
AR 36 A A,

uiﬁﬂmwﬁﬁ%m%%ﬁﬂﬁﬁﬁ,Eiﬁﬁsﬂ#ﬁﬁﬁi
B, K{REALESY (kE89%) .

243



'H-NMR (D.0)

d:1. 19 (3H, t, J=7. 3Hz), 3. 28 (2H, q. J=7. 3

Hz), 4. 16 (ZH, s). 4. 52 (2H, s), 6. 90 (1H, d,

J=8. 6Hz)., 7. 16—7. 24 (2H, m), 7. 32—7. 48 (5
H, m)

CE3&5] 441 ]

N-(2- (2-RTAAZFAFHAZL) X24) rA B0 &

A KRG 311 REGRESHAREERH, 5ThH 277 A HERBH
B EL, RFHAALSY (KE 8 %) .

'"H—NMR (DMSO-dy)

§:1. 36 (9H, s),

2. 64 (2H, t, J=6. 9Hz). 3. 14
(2H, dt,

J=5.3, 6. 9Hz). 6. 72 (1H,
z) . 7. 12-7.20 (1H. m). T
48 (1H, brs), 11.

t, J=5. 3H

. 28—=T. 40 (3H. m) ., 9.
29 (1H. brs)

Ck&EH 442 ]

N-(2- (N-ZEBE) $24) EATRRTEGS A
AKREY 441 REGUESHARKEEHR, BRACK - 28 EH# DA

B, 5R&ES 302 AHERITRE, £ EREFHELLY.
'"H—NMR (CDCI5)

6:1. 22 (3H, t,
(2H, t,

=7. 3Hz), 1. 36 (9H, s). 2. 75
J=6. 83Hz), 3. 28-3. 37 (4H, m), 3. 99

(ZH, brs)., 5. 89 (1H, brs), 6. 91—-7. 03 (2H, m)
» 7. 13-7. 19 (2H, m)

(L5 443 )

N-(2-(N-ZEBE) XZE) B 4830804

A KA 442 RENRADARKEER, 5 LhH S AREBETE
B, REEZALESY (ko0 %) .

'"H—NMR (D.0)
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§:1. 21 (3H, t, J=7. 3Hz). 3.-01 (2H, t, J=7. 6
Hz), 3. 19-3. 37T (4H. m). 7. 32-7. 50 (4H, m)

[ 3641 444

N-(5- (N-BRTRAEE- N-CABRL)- 2 - fxLw
A) PREA BB -_BRTEGLSA

Ak 314 KFGLSWARKERH, 5 LihH 233 AARES
BE, KBS (KET0%) .
'H-NMR (CDC13)
6:1. 03-1. 08 (3H, m), 1. 47 (27H, s). 3. 15-3.
22 (2H. m), 4. 83 (2H, s), 6. 99—-7. 15 (3H, m)

C £#&4] 445 )
N-(5- (N-ZABL) -2-REAPR ) B - —2 8
2 A&,
a@%%&m%ﬁ%%%%%ﬂﬁﬁﬁ,5%%%5@#%&%&
B, RAEELESH (kE 0 %) .
'H-~NMR (D,0)
| 6:1. 22 (3H, t, J=7. 3Hz). 3. 31 (2H, q, J=7. 3
Hz), 4. 27 (2H, s). 7. 28—7. 46 (3H, m)

C 4] 446 )

N-(2-FEAE-5-HAFAFR) SEE B8 -~ RTHE
&

BOAEHY 263 KFH LW AREES, EATE 8543
B R, 5 F#4) 264 AARBTRE, KEHALSY (KE099 %),
'H—NMR (CDC 1,)

6:1.50(18H.S).2.92(3H,d,J=4.9Hz).4.6
8(2H.S).6.50(1H,d.J=9.3Hz).6.72(1H,b

rs), 8. 08-8. 15 (2H, m)
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C E£#4) 447 )
N-(S5-82-2-FRAXATR) SEA BB -—KRTEH

BB

ALY 446 REGHEHARERH, 5 L#hH 2 AHEREIFE
B, RfFinHELSH (kE61%).
'H-NMR (CDC1y)
6:1. 46 (L8H, s). 2. T8 (3H, s)., 3. 60 (2H, brs)

. 4. 83 (2H, s). 6. 45-6. 68 (3H, m)
MS (m,/z) 351 (M*)

( £3#%4] 448 )
N- (S5- (N-RTREAHER- N -ZABLE)- 2 - PLER
AEPR) PRA BB R TEGLK

m%%ﬂmn&ﬁ%m%%%ﬁﬁﬁﬁ,Eiﬁﬂzuﬂ#ﬁﬁﬁ
B, REHRELESY (KkEq7%) .

'H—NMR (CDC 1,)

6:1.05(3H,t,J=7.3Hz).1.47—1.53(27H,m)
. 2. 84 (3H, s)., 3. 35-3. 39 (2H. m), 4. 63 (2H

. 8), 5. 30 (1H, brs), 6. 55 (1H, d, J=8. 6Hz) ,
6.99—7.07(2H.m).10.39(1H,brs)

( E&45] 449 )
N-(5- (N-ZEBE) -2 -FERARLAFA ) B - =28
E
ALK 448 KA U W AR EH, 5 LhS 5 BHBEFL
B, RfFiaELsd (ki) .
'H—NMR (D:0)
§:1. 25 (3H, t, J=T. 3Hz), 3. 10 (3H, s), 3. 35

(2H.Q.J=7.3Hz).4.36(2H.s),7,50~7_51
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(3H, m)
MS (m/z) 221 (M*)

C E£34] 450 )

N-(2-F¥8EA-5-BREAXEATFE) sEA B8 KR TE
) 6 A,

AL B 447 KA GRS WARBEH, 5 LHH 120 B4
BE, REFELSYD (KE61%) .
'H-=NMR (CDC 1)

5:1.48(18H,s).2.84(3H,d,J=3q5Hz).4.6
3 (2H, s). 5. 50 (2H, brs), 6. 50 (1H, d, J]=8. 6
Hz).7.04(1H.dd.J=8.6.2.7Hz).7.12(1&
d, J=2. THz). 7. 99 (1H, brs)

MS (m/2z) 410 (M*)

C £H#4] 451 )

N-(5-(S-ZARBAKE) - 2-FEAEEAPE) BAL
ZEB B TEGA A

VAP 450 KA G S BhRE BH, b LA 95 FAEREITR
B, HFARELEY (kE61%).
'H—NMR (CDC ],)

6:1.31(3H.t.J=7.3Hz),1.47(18H.s),2.8
2(3H.s).3.01(2H,q.J=7.3Hz).
.6.55(1H.d.)=7.6HzL
MS (m/z) 438 (M*)

4. 64 (2H, s)
6. 81-6. 88 (2H, m)

[ E3E4] 452 ] .
N-(5-(S-ZXREBRL) - 2-9FBEAXEAFPE) B =
L |
AEFH] 451 KRR EGDARBEHR, 5 L4465 AHREHFE
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B, RfnMess (kE2z3) .

'H-NMR (D.0)

§:1. 42 (3H, t, J=7. 3Hz). 3. 04 (3H, s). 3. 25
(2H, q, J=7. 3Hz), 4. 32 (2H, s), 7. 40 (1H, d,
J=8. 6Hz), 7. 49-7. 55 (2H, m)

MS (m/z) 238 (M*)

C £3&4] 453 ]

N- (2-ZmA-5-MEXATFR) BRA BB KT
A A

u%ﬁwnnﬁﬁ%%%%%ﬂﬁﬁﬁ,&mcﬁ-ﬁﬁﬂﬁ%&
B, 5 EEH 264 AMEEITRE, (BB H (KES52%) .
'H=NMR (CDC 13,)

6:1. 33 (3H, t, J=7. 3Hz)., 1. 50 (18H, s), 3. 1
4-3. 34 (2H, m)., 5. 37 (2H, s), 6. 52 (1H, d, J=

8 OHz). 6. 65 (1H, brs), 8 05-8. 25 (2H, m)
MS (m/z) 395 (M*)

C 4] 454 )
N- (5 -8A-2 -ZAREA¥RATR) sRA BB - RTE
& R
uﬁﬁ@ﬁ45&ﬁﬁ#ﬂb%%%ﬁéﬁﬁ*h-EiﬁWﬂZEﬁwhiﬁﬁ_
B, KRR Ls8 (hKE71%) .
'H—NMR (CDC1,)
§:1. 25 (3H, t, J=7. 3Hz), 1. 46 (18H, s). 3. 0
7T (2H, q, J=7. 3Hz). 3. 55 (2H, brs), 4. 64 (2H,
s), 6. 46—6. 67 (3H, m)
MS (m/z) 365 (M*)

[ L4 455 )
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N-(5- (N-RTEEBZE-N-ZAME)- 2 -2EAE
AFR) PRAE_BER-_BRTEGLA

AL HEH] 454 KGR EHARE R, b LAS 233 AL
BB, REIFELESS (kE50%) .
'H—NMR (CDC 13)
6:1. 30 (3H, t, J=7. 2Hz), 1. 43—-1. 53 (30H. m)
. 3. 11-3. 17 (2H, m), 3. 34—-3. 40 (2H. m). 4. 4
5 (1H, brs), 4. 64 (2H, s), 5. 29 (1H, brs), 6
. 55 (1H, d, J=8. 5Hz), 6. 98 (1H, dd. J]=8. 5, 2.
THz) ., 7. 07 (1H, d, J=2. THz)

( 58] 456 ] |

N-(2-ZBA-5- (N-ZEABR) AFR) B =4 &
3654,

VA KA 455 KGR AWARE BH, 5 EhH 5 BAEREITFA
B, BBHESH k89 %),

'H-NMR (D,0)

5:1.24(3H,t,J=7.3Hz).l.36(3H.t.J=7.3
Hz).3.34(2H.q.J=7.3Hz).3.48(2H

3Hz),4.44(2H,s),7.50~7.52(3H.m)
MS (m/z) 235 (M*)

a. J =17,

[ L4 457 )

N-(2-ZEE-5-FREAFEATFR) SEA SR -_RTE
84 A%,

ALY 454 REGSWARE R, 5 LA 120 FEH T
B K, REkHAtssh (kEs55%) .
'H-NMR (CDC1,)
§:1. 29 (3H, t, J=7. 3Hz), 1. 47 (18H, s). 3. 1
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4 (2H. q. J=T7. 3Hz)., 4. 64 (2H, s). 5. 90 (2H, b
rs), 6. 56 (1H. d. J=8. 6Hz), 6. 98—7. 12 (2H,
m), 7. 55 (1H, brs)

MS (m/z) 424 (M*)

- [ E#4)] 458 ]
N-(2-ZEX-5-(S-TARHEBLE) 2FH1) P& 4
—EB o RTEGSA
A KFEH] 457 KRGS WARKERA, 5 L4 95 AR LITE
B, RfAAAAASY (KE60%) .

'"H-NMR (CDC 1,)

d:1. 28 (3H. t, J=17. 3Hz), 1. 34 (3H, t, J=7. 3
Hz).1.47(18H.s).3.01(2H,q.J=7.3Hz).3.
12(2H.q.J=7.3Hz).4.66(1H.d.J=8.3Hz)

. 6. 55 (1H, d, J=8 3Hz), 6. 79 (1H, dd, J=8. 3,
2. 4Hz), 6. 88 (1H, d. J=2. 4Hz)

MS (m/z) 453 (M*+1)

C £#4] 459 )
- O N-(2-ZEBEA-5-(S-ZAFHARE) ¥EAF4) K- =
HE kAR | ,
AL 458 R FHA B ARKEEH, b E#hb) 5 BARLITE
B, RFWFALESH (kE63 %) .
'H-NMR (D.,;0)
6:1. 31 (3H, t, J=7. 3Hz), 1. 41 (3H, t, J=17. 3
Hz), 3. 23 (2H, q. J=7. 3Hz), 3. 32-3, 42 (2H,
m), 4. 28 (2H, s), 7. 30-7. 49 (3H, m)
MS (m/2z) 252 (M*)

C £3&4) 460 )
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N-(2-ZEA-5-MEAERAPR) SRA BB _RTHEHL

&
A3 - HFPE-4-CLEAEEARRBEN, 5L#4 127 B4R
TR R, RS (KET2%) .
'H—NMR (CDC 15)
§:1. 28 (3H, t, J=7. 4Hz)., 1. 49 (18H, s). 2. 7

6 (2H, q, J=7. 4Hz), 4. 88 (2ZH, s), 7. 33 (1H, d,
J=8. 3Hz). 7. 99-8. 10 (2H, m)

C E£#4&% 461 )
N-(5-8A-2-CAXATPRE) BEA_KB-_RTERGS

&
AN 460 KA SPAREBA, B LA 2 AHRETFR
£, REBARESY (KK %) .
'H—NMR (CDC15)
§:1. 16 (3H, t. J=7. 3Hz)., 1. 44 (18H, s). 2. §
4 (2H, q, J=7. 3Hz), 4. 77T (2H, brs). 6. 45—8.

60 (2H, m)., 6. 95 (1H, d, J=8. 3Hz)
MS (m/z) 350 (M")

[ L£#%4] 462 ]

N-(2-ZE-5-BREFEEATPR) SRA BB -_RTE®
2 1,

PAEEH] 461 KBEHSHARE BH, 5 LM 120 A AR

B R, EBRELSY (KkE87%) .
tH-NMR (CDC 13)

6:1. 23 (3H, t, J=7. BHz), 1. 47 (18H, s), 2. 6
5 (2H, q, J=T7. 5Hz), 4. 81 (2H, s), 6. 11 (2H, b
rs), 7. 00 (1H, d, J=1. 8Hz), 7. 04 (1H, dd, J=

8. 0, 1. 8Hz), 7. 23 (1H, d, J=8. 0Hz)., 7. 99 (1
251



H, brs)
U £ 463 ]
N-(5-(S-ZARBKEL) -2-Z2ZRA %2 9R) s &4~
BB R T EAG e
VA LAY 462 KT GS-B h R BH, 5 A4 95 BRI ITR
B, REHFELGYE (KE76 %) .
'H~NMR (CDC }3y)
6:1. 19 (3H, t. J=7. 3Hz), 1. 28—-1. 34 (3H. m),
1. 43 (18H. s). 2. 61 (2H, q, J=7. 3Hz), 3. 00—
3. 10 (2H. m), 4. 80 (2H, s), 6. 67-7. 10 (3H, m)
MS (m/z) 437 (M*)

( £3&4) 464 )

N-(S5-(S-ZAFHABL) - 2-ZAERAPR ) B - =%
& 3 65 A Ak,

AP 463 KA GEHARBER, 5 L4445 RAHRBTE
B, KRS (kE77%) .
tH-NMR (D.0)

6d:1. 23 (3H, t. J=7. 4Hz), 1. 42 (3H., t, J=17. 4
Hz). 2. T4 (2H, q. J=7. 4Hz), 3. 25 (2H, q, J=17.
4Hz), 4. 29 (2H., s), 7. 34-7. 41 (2H. m), 7. 52
(1H, d, J]=8. 2Hz)
MS (m/z) 237 (M*)

C &34 465 1

N-(5- (N-&THRAZLA-N-ZARBR)-2-4 %%
FA) PREA-BB-_RTEHOR

AL 461 KT S HARE BH, b Thd 233 AAEREH
B R, RKFFELSY (KE80%) .
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'H-NMR (CDC 1)

§:1. 08 (3H, t, J=7. 3Hz)., 1. 26 (3H., t, ]
Hz), 1. 43—1. 69 (27H, m). 2. 66 (2H, q, ]
Hz). 3. 39 (2H, q. J=7. 5Hz), 4. 81 (2H, s), 6.
96—-7. 27 (3H, m), 10. 61 (1H, brs)

7.
7.

w T

( L4 466 )
N-(2-ZHX-5-(N-ZABE) ¥A 7R K - — 42
& R
A LAY 465 RIF QIS W AR BH, 5 Lk 5 AHBBETE
B, REFFALESYH (KE89%) .
'H—NMR (D,0)
6:1.19-1. 25 (6H. m), 2. T4 (2H, q, J=7. 5Hz) .
3. 10 (2H. a, J=7. 3Hz). 4. 27 (2H. s). 7. 29—~17

34 (2H, m) . 7. 45 (1H, d, J=7. 9Hz)
MS (m/2) 221 (M*+1)

CZ#p] 467 ) |
N-(2-PE-5-MEAFAFR) PRA KB - RTEHL

-3

A3 -RFE- 4 -FRAALEARLER, 5LAH 127 AR
RATEE, KBRS (KE37%) .
'H—NMR (CDC 13,

0:1. 49 (18H, s), 2. 42 (3H, s), 4. 83 (2H, s) .,
7. 27-7.32(1H, m), 7. 99-8. 03 (2H, m)

(%384 468 3
N-(S-RE-2-PAFXEATR) BRE BB -RTHRES

A,
A RRH 467 R REH AR RA, 5 Lkl 2 AHRRTR
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B, K{HEALSYH (KE£82%).
'H—-NMR (CDC 1,)

§:1. 44 (18H, s). 2. 18 (3H, s), 3. 51 (2H, brs)

» 4. 71 (2H, s). 6. 47-6. 52 (2H, m), 6. 85 (1H,
d. J=8. 1Hz)

C E£#%4) 469 )
N-(2-FE-S5-BREAELATRA) PEA BB -—KRTEY

B

A RG] 468 RF QB ARERA, 5 LAH 120 FHL}HF
BB, RERENCSY (KkE9I9 %),

'"H=NMR (CDC 1,4)

6:1. 48 (18H. s), 2. 30 (3H, s). 4. 75 (2H, s).

6. 04 (2H. brs), 8. 95-7. 01 (2H, m), 7. 24 (1H.
d., J=17. 3Hz), 7. 83 (1H, brs)
MS (m/2z) 396 (M*+1)

C %3&E4] 470 3

N-(5-(S-ZEAFHEEL) - 2-FAEATR) BEA-
BB —BTEGLK

A LHH] 469 KFFGILEW AR B, 5 L6695 A E4TA
B, REHRBILSY (kE87%) .

'H-NMR (CDC 13)

§:1. 36 (3H, t, J=7. 3Hz), 1. 44 (18H, s), 2. 2
5 (3H., s), 2. 95—-3. 05 (2H, m), 4. 74 (2H, s), 6.

63—6. 75 (2H, m) ,- 7. 05 (1H, d, J=7. 9Hz)
MS (m/z) 424 (M*+1)

C #4471 )
N-(5-(S-ZEFRKL) -2-PEFERAPE) B - — 3
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&k 3k o A R,
AE#ES 470 FHE GO HARE BH, 5%ﬁﬂ5H#%ﬁﬁi
B, KRB (KE 83 %)

'H-NMR (D.0)

§:1. 42 (3H, t, J=7, 3Hz), 2. 43 (3H, s). 3. 25
(2H, q. J=7. 3Hz), 4. 28 (2H., s), 7. 31—-7. 590
(3H, m) .

MS (m/z) 223 (M)

(44 472 )

N-(5- (N-RTEEAZEA-N-ZABA)- 2 - FLER
FR) BRAKBE - RTEGLK

AE#EYG) 471 REGGLESHAREBRA, 5Lk 233 AR
BB, REFELESH (dkk55%)
'H=NMR (CDC 1 3)
§:1. 07T (3H, t, J=7. OHz)., 1. 44-1. 53 (27H, m)
. 2. 30(3H. s). 3. 31-3. 45 (2H, m), 4. 65 (1H

., brs), 4. 75 (2H, s), 6. 95—=7. 20 (3H, m)
- MS (m/2) 507 (M*+1)

CE#4) 473 )
N-(5- (N-ZHABE) - 2-FAEAPE ) - — 5@
A B
R KHEH 472 KRGS B AR BH, 5Lk 5 HERETE
B, RFFBRLSY (k% 85%)
'H—-NMR (D,0)
§:1. 23 (3H, t, J=7. 4Hz), 2. 71 (3H, s). 3.-31
(2H, q, J=T7. 4Hz), 4. 24 (2H, s), 7. 24-17. 29
(2H, m), 7. 39-7. 44 (1H, m)
MS (m/z) 206 (M*)
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(E£#5 474 ]
N-(3-FREA-4-FEAEXL) FE-_FREREGIAR

A3 - FRAEA-4-PEBRAIRERH, 5Lk 248 AR
B, RFFARAAS W 1550 (K E14%) .

'H—NMR (CDC13y)

6:2. 26 (3H, s), 3. 85(3H, s), 6. 82—-6. 95 (2H,

m).7.21—7.30(1H.m),7.77~7.81(2H.m).7.
94—-7. 97 (2H, m)

C Lt 475 ]

N-(4-RBPR-3-FREXL) XTI HEHEA

ALt 474 KA G B AR R, 5 Zkb| 249 B HBEAT
BE, RAFAMAIS4 80mg (M k74 %) .

'TH-=NMR (CDC 13,)

§:3. 93 (3H, s), 4. 58 (2H, s). 6. 96—7. 10 (2H.

m), 7. 42-7. 50 (1H, m), 7. 79-7. 82 (2H, m). 7.
95—-7. 98 (2H, m)

C K 3&H] 476 )

N-(4-REAPR-3-FREAER) FE- TR EBRGOA
A KB 475 KRG AHRERHA, 5 LM 250 AHBET
B, RAFAFHMAA 26mg (HE 42 %) .

'H=NMR (CDC1,)

¢:3. T3 (2H. s), 3. 90 (3H, s), 7. 01 -7

. 14 (2H,
m) ,

7.48*7.53(1H,m).7.80—7.83(2H.m),7.
96—-7. 99 (2H, m)

C £ 477 )
4 -RAPE-3-FERAEKEGLIA
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AW 476 IR RSB AR BH, b5 LhH 251 AR
B R, RFHAESH 640mg (JcE 94 % ) .

'H-NMR (CDC 1,)

6:3. 35 (2H, s). 3. 75 (2H, brs),

3. 80 (3H, s),
6. 18-6. 35 (2H, m),

7. 00—7. 14 (1H, m)
[ £#&45) 478 )
4- (2 -RATE) -3 -VEEEKEGOA

A K] 477 KA G H R4 BH, 5 LA 252 4B
RE, RFEHRELEH 608mg (dE 93 %) .

'H-NMR (CDC13)

d:1. 68 (2H, brs), 2. 64 (2H,

t, J=6. 9Hz), 2.
84 (2H, t, J=6. 9Hz),

3. 61 (2H, brs), 3. 76 (3
H. s). 6. 18—-6. 26 (2H, m), 6. 84—-6. 95 (1H, m)

C k%4 479 1

N-(2-(4-8X-2-FELAFA) 2}) SA PR TE
4 B A%,

ALY 478 KA 09464 HREBH, b5 Lh4 253 B4k
BB, HRFFHASH253mg (KkFE31%) .

'"H-NMR (CDC13)
6:1. 43 (9H, s), 2. 68 (2H. t, J=6. 9Hz), 3. 20
—3. 35 (2H, m), 3. 62 (2H, brs), 3. 77 (3H, s),

4. 63 (1H. brs), 6. 20—6. 25 (2H, m), 6. 82—6.
92 (1H, m)

U 364 480 )

N-(2-(2-FEA-4-BREER) 24) EAFRKRT
B 69 A%,

ui%w¢wﬁﬁﬁwé%ﬁ£ﬁﬁﬁ,Eiﬁﬂxmﬂ#%&ﬁ
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BB, RFHALEH T0mg (K1 %) .

'H—NMR (CDC 15,)
6:1.42(9H,S).2.79(2H.t.J=6.9Hz),3.25
—3.40(2H,m).3.82(3H.s).4.60(1H,brS).
6. 12(2H.brs),6.71—6.79(2H,m).7.16“7.
18 (1H, m). 7. 93 (1H, s)

C £34 481 )

N-(2-(4-(S-ZEXFRKA)-2-FRAEL) L)
AL TRRTEGLOK

R KA 480 RF W AR BH, 5 L4H 95 AHLEFL
B, KEHREASLSH 50mg (KE66%) .

'"H=NMR (CDC1,)

6:1.37(3H.t.J=7.3Hz).1.43(9H.s).2.75
(2H.t,J=6.6Hz),2.95-3.20(2H.m).3.20—
3. 38 (2ZH, m), 3. 79 (3H, $s). 4. 54 (1H. brs), 4.

61(1H,brs).6.38—6.60(2H.m),7.00-7.05
(1H, m)

C £ 482 )
N-(2-(4- (S-ZAFRKL) -2 -FEAXL)ZA)
B - —HmiEaaeR
uﬁaﬁﬂ4&&%ﬁﬁﬂ%¥%ﬁ£ﬁi&ﬁyl%ﬁﬁﬁﬂSﬂﬁﬂb&ﬁﬁi
B, RFHBALESH 45mg (KE81 %) .
'H-NMR (D.0)

§:1. 42 (3H, t, J=7. 3Hz), 3. 03 (2H, t, J=6. §
Hz)., 3. 19-3. 28 (4H, m), 3. 88 (3H, s), 6. 95—

7. 00 (ZH, m), 7. 36-7. 39 (1H, m)

C %34 483 )
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N-(2-(4- (N-RTEEEEA-N-CZEBE)-2-F
FAEFR)LR) SATERTEGSA
A Rt 479 EF S ARE RA, b Lah4H 233 B4k AT
B E, ¥4 BLsSH 118mg (K Fo5%) .
'H—NMR (CDC13y)
§:1. 19 (3H, t, J=7. 3Hz). 1. 43 (9H, s), 1. 52
(9H, s). 2. T8 (2H, t, J=6. 6Hz). 3. 32-3. 44
(4H, m). 3. 80 (3H, s)., 4. 62 (1H, brs). 6. 56—
6. 90 (2H, m), 7. 30—-7. 80 (1H, m), 8. 02 (1H, b

C £ 6] 484 ]
N-(2-(4- (N-ZEBRE)-2-FEAXLIZAE =
)
AL 483 KA QLS AR B, 5 E£EH 5 AFRETR
B, RFkALSH 2mg (KEZE) .
'H—NMR (D,0)
§:1. 23 (3H, t, J=7. 3Hz). 3. 01 (2H, t, ]=6. g
Hz), 3. 22—-3. 61 (4H, m), 3. 87 (3H, s), 6. 89—
6. 96 (2H, m), 7. 30—7. 33 (1H, m)

( 34 485 ]

N-(2-FRE-4-FEEE) FX_FREENGSK

A2 - FRE-4-PEEXBRAREEHR, 5 Lkb 248 ARG
TR E, R(FWRALSY 4.46g (KFE11%) . : |
'H—NMR (CDC15y) |
6§:2. 41 (3H, s), 3. 77 (3H, s), 6. 86—6. 90 (2H,

m), 7. 11-7. 14 (1H, m), 7. 75—-7. 78 (2H, m),
7. 89—7. 95 (2H, m)
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C%3&4] 486 ]
N-(4-R2FE-2-FRAEXE) SE-_FEERNGLK
AX3eb] 485 KF Kb HAR L BH, 5 LAY 249 FlAE k4T
B F, AR IEY 4.46g (dcE 76 %) .
'H—NMR (CDC 13
5:3. 82 (3H, s). 4. 52 (2H, s), 7. 08—7. 24 (3H,
m), 7. T6—7. 80 (2H. m). 7. 93—7. 96 (2H. m)

C £ 544 487 ]
N- (4-RAFA-2-FEEAXR) FE_PERIBEGIA
A kb 486 K& W AR RAH, 5 L44 250 A4k
B R, REHALEY 208 (KES0%) .
'"H~NMR (CDC 1)
5:3 83 (5H, s). 7. 02-7. 29 (3H. m), 7. T7T—-T.
81 (2H, m), 7. 93—7. 96 (2H, m)

C L4 488 )
4 - REFTHE-2 - FRAERGSK
u%%ﬂ4wﬁﬁﬁm%%ﬁﬂﬁ&ﬁ,Eiﬁﬁxﬂﬂ#%ﬁﬁ
BE, RFARELSY 844mg (M %77 % ) .
'H-NMR (CDC1,)

§:3. 65 (2H, s), 3. T0—3. 95 (5H, m), 6. 65—6.
72 (3H, m) '

C £3%4] 489 )

4- (2-RETHE) -2 -FRAFEBRGEAK

R KA 488 KT 9o WA R EH, 5 Lahp 252 AHwE4H
BR, REHFALSH 230mg (KE62 %) .
'H-NMR (CDC 1,)
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§:1. 43 (2H, brs), 2. 65 (2H, t, J=6. 9Hz) K 2.

92 (2H, t, J=6. 9Hz), 3. 69 (2H, brs)., 3. 84 (3

H. s). 6. 61-6. 72 (3H. m)
C E£5&4] 490 ] |
N-(2-(4-RE-3-FEAXL) 24) GAPHRTE

8 A A&
A KB 489 KF LW AR BH, 5 L5 253 FAEREH

RE, REAFHEEH 95mg (E26%) .

IH-NMR (CDC13y)

§:1. 44 (9H, s)., 2. 69 (2H, t, J=6. 9Hz). 3. 238
—3. 44 (2H, m), 3. 84 (3H, s)., 4. 54 (1H, brs),
6. 59—-6. 72 (3H, m)

C £34] 491 ]
N-(2-(3-FHRE-4-ABAERL) L) SATERT
B 69 B %,
A KB 490 RF LA AR BH, b5 LhH 120 AR S
BB, REFALEY38mg (KETI%) .
'H~NMR (CDC1y)
6:1. 43 (9H, s). 2. 80 (2H. t, J=7. 3Hz). 3. 30
—3. 44 (2H, m), 3. 85 (3H, s), 4. 57 (1H, brs),

6. 07 (ZH, brs), 6. 80—-6. 83 (2H, m), 7. 21-71.
24 (1H, m), 7. 62 (1H, brs)

C 55364 492 ]

N-(2-(4-(S-ZARBHKA)-3-FaEEE) L)
AAPRETEGLA

AL 491 RF AW AREBH, 5 LhH 95 (ERAFE
B, EAAFELSH 25mg (kF61 %) .
'H—NMR (CDC 1y)
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5:1.38(3H.t.J=7.3Hz).1.44(9H,s).2.75
(2H.t.J=6.9Hz),2.88—3.14(2H.m).3.30—
3. 42 (2H, m) . 3. 82 (3H, s), 4. 52 (1H. brs), 8.
72—6. 76 (ZH, m), 7. 26 (1H, s)

[ £3%4] 493 ]
N-(2-(4-(S-ZEARHKRL) -3-FRER) 24)
B - —E&EegA &
AL 492 RSB ARBER, 5 ZHhH 5 FHRBITL
B, RFHFBALESH 19mg (4 E92 %) .
'H-NMR (D,0)
0:1. 42 (8H, t. J=7. 3Hz), 3. 05 (2H. t. j=7 3
Hz). 3. 18-3. 34 (4H. m). 3. 90 (3. s). 7. g2

(1H, d, =7.9HZ).7.15(1H.S).7.30(1H d,
J=7. 9Hz)

C 44 494 ]
4- (2-RACTHEK) -2 -8 5B804
mz-i—4—%§?££&ﬁﬂﬁﬁﬁ,ﬁiﬁﬂxnm#&ﬁ
TR B, REABELSY 614mg (KERF) .
'H-NMR (CDC 1,)

6:1.21(2H.brs).2.61(2H.t,J=6.9HZ).2-

90(2H.t.J=6.9Hz).3.96(2H.br8),6.69—T
09 (3H, m)

L 54 495 ) ,
N-(2- (4-8X-3-§%4) 2h) SAPHERTHEGL

.3
 RREH 494 KR GLA B AR RH, b5 EEH 253 AR R

BB, EFRASYH 912mg (K F94 %) .
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'H-NMR (CDC 13

6:1. 44 (9H, s)., 2. 66 (2H, t, J=6. 9Hz), 3. 20
—3. 40 (2H, m).3.97(2H.brS).4.54(1H.brs)
, 6. 69—-7. 07 (3H, m)

[ £#4] 496 1

N-(2-(3-R-4-BHREAER) 2R) GAPRRTEY
8 R,

ARG 495 RF G SmARE R, b5 LAH 120 BERLH
BE, RFFFFHEAEY 114mg (M ko4 % ) |

d:1. 43 (9H, $), 2. T9 (2H, t, J=6. 9Hz), 3. 33

=3. 40 (2H, m), 4. 68 (1H, brs), 8. 24 (2H, brs)

» 7. 15-7. 18 (1H, m), 7. 34-7. 39 (2H, m), 7. 9
3 (1H, brs)

C &£5%4] 497 )

N-(2- (3~$v-4-(ES—LEJWﬁMﬁH:%EJZL&)Q;
A PR TE A&

A RHH] 496 RF G AW ARE BH, 5 £h4s) 95 AR FE
B, RFHFELESH 118mg (K E£95% ) .
'H-NMR (CDC13,)
0:1. 40 (3H, t, J=7. 3Hz), 1. 44 (9H, s), 2. 73
(2H, t, J=6. 9Hz). 2. 96-3. 20 (2H, m), 3. 31—

3. 35 (2H, m), 4. 52 (1H, brs), 6. 92—7. 04 (2H,
m), 7. 22 (1H, s)

[ L4 498 )

N-(2- (3-K-4- (S-ZARARIIELR LA ) =
EREaAR
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uiﬁﬂanﬁﬁﬁmé%ﬁﬁﬁﬁﬁ,Eiﬁﬂsﬂ#&ﬁﬁi
B, REHELEH Smg (KEZF) .
'H~NMR (D,0) ’

6:1. 44 (3H, t, J=7. 3Hz), 3. 07 (2H, t, J=7. 3

Hz).3.22-3.35(4H.m).7.40—7.49(2H.m%
7. 62 (1H, s)

C 5564 499 )

N- (2 -R-4-FEERL) RE-PHERGOK

A2 - R~ 4 - PREBAREERH, 5Lk 248 AHEEFA
B, KFHFALSH 8.8z (ME22%) .
'H-NMR (CDC1,)

5:2.42(3H.s).7.06—7.26(3H,m).7.78-?
81 (2H. m), 7. 94-7 97 (2ZH. m)

C &34 500 )

N-(4-BFE-2-FXR) RE-_PHRIEBGSA

mgﬁwawﬁﬁ%m%%%ﬂﬁﬁﬁ,ﬁiﬁwmwﬂ#&ﬁﬁ
BB, RFEAFMEY 608 (k92 %) .

6:4. 49 (2H, s),
83 (2H, m) ,

7. 30-7. 38 (3H. m), 7. 80-1.
7. 96-7. 99 (2H. m)

C L34 501 )

N- (4-REFPE-2-FER) FE-_FHIBRGEE

A XS] 500 KFGHESHARBERA, b5 Lk 250 A RS
BB, FAAFEEW 208 (KkEL40 %) .

'H-NMR (CDC 1)

6:3.84(2H.s).7.27—7.47(3H.m).7.79-T

84(2H,m).7.96—8.00(2H.m)
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CE£#&45] 502 ,
4-FAFTE- 2 - REROLA
VAL 501 KA (S ARKER, b LAEH 251 B4 }4T
B F., RFHAESSH 200mg (M E93%) .
'H-NMR (CDC 1,)

6:3. 62 (2H, s), 3. T8 (2H, brs), 6. T2—-6. 97
(3H, m)

C £#&4] 503 ]

4- (2-RATHE) -2 - BEBEHESAR

VA Skt 502 KAF b AR BRH, 5 LaH 252 FAEwEFT
BoE, KAFARAAAESH 290mg (k£ 97 %) .
'H-=NMR (CDC1,)

6:1. 21 (2H, brs), 2. 62 (2H, t. J=6. 9Hz). 2.

90 (2H, t. J=6. 9Hz), 3. 64 (2H, brs). 6. 6 7—6.
85 (3H, m)

( E#4] 504 ]
N-(2-(4-8EX-3-R¥X) ) RAF®RTRGS

R

VAE4] 503 REFNLESHAREBRHA, 5 L#4) 253 B4kt 47
BB, RFHRAIEYH 290mg (65 %) .
'H-NMR (CDC 1)

0:1. 44 (9H, s), 2. 67 (2H, t, J=6. 9Hz), 2. 5
—2. 75 (2H. m), 3. 64 (2H, brs), 4. 53 (1H, brs)
, 6. 68—6. 84 (3H, m) |

[ L4 505 ]

N-(2-(3-R-4-BHELAFRE) 2R) EAPRRTEY
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A B

 OREAN S04 KA AR BH, 5 REH 120 AR
BB, KA LH 88mg (Eog%) .

'H—NMR (CDC I 3)

§:1. 43 (9H, s), 2. 80 (2H, t. J=6. 9Hz), 3. 33
—3. 40 (2H. m). 4. 62 (1H, brs). 6. 15 (2H, brs)

.7.03—7.06(2H,m).7.29—7.35(1Hum).7.7
4 (1H, brs)

[ £#&4] 506 ]
N-(2-04-(S-ZARABRLE) -3 -8%%) 24) &
AP B RT B 69 A AR
kY] 505 KT A B AR B, 5 LD 95 B &bt iTE
B, REFHEALESH T9mg (K E83%) .
'TH-NMR (CDC 13y
§:1. 37 (3H. t. J=T. 8Hz), 1. 44 (9H, s), 2. 74
(2H, t, J=6. 9Hz), 2. 95-3. 20 (2H, m). 3. 28—
3. 44 (2H, m), 4. 53 (1H, brs), 6. 85—7. 00 (3H,

m)

C %k&H] 507 ]

N-(2-(4-(S-ZERFRKE)- 3 - RELILE M =
3k 8% 3k 690 A%,

A 506 KFMSHHREBH, 5 ZhH S FAHELEITE
B, BRBAEALY ddmg (KR 64 %) |
'H-=NMR (D,0)

6:1. 42 (3H, t, J=7. 3Hz), 3. 07 (2H, t, J=7.3
Hz), 3. 20—3. 34 (4H, m), 7. 25—7. 45 (3H, m)

C 334 508 ]
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5 - (5-FEL-2-FHAEL) LEHSA
kA T@2- (3- FREXAIZE (1.51g )65 $.45 ( 30ml )
5 PO AR ARS8 (M E=152, 0.84ml ) F#& ( 1.07ml ),
ﬁ%%Tﬁ#swﬁ.@ﬁﬁﬁ*mﬁkz%iammﬁﬁﬁ,ma&
Lﬁiﬁ.%ﬁﬂém%#iw%#ﬁﬁ%%,M£#%&%+%E,
ERETRE. BHREAGHREREEEE (B ik 4578 -
ml)ﬁ%,ﬁﬁﬁ&meﬁ4mmgum$n%),
I H—-NMR (CDC 13 )
6:1.51(2H.brs).3.00—3.20(4H.m).3.89
(3H.s).6.81—6.84(2H,m).8.04*8.08(1&

( Es64] 509 ]
N—(2-(S*Wig—z—ﬁgig)ag)i£W&&T$
A R

VL LA 508 B4 6044 R R, B RS 22 Fl A sk it AT A
5, EERALAH 448mg ORF T4 %) .
1tH—NMR (CDC 13
6:1.43(9H,s).3.14(2H.t,J=6.9Hz).3.42
—3.50(2H,m),3.88(3H.s).4.73(1H.brs).
6.82—6.86(2H.m),8.05—8.08(1H.m)

( £#4 510 ]
N- (2- (2—5@%-5—‘EE££nia%J§u£?ﬁﬁrnﬁﬁ

BB

A A 500 EANALS AR B, B XA 2 RALRATR
B, RBARHEAS Y 300mg CKFETS %) .
1H~NMR (CDC 13 |
'5:1.45(9H,s).2.70<2H.t.J=6.9Hz),3,27

—_3. 35 (2H m), 3. 74 (3H, s), 4. 82 (1H, brs),
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6. 62—6. 64 (3H, m)
C %44 511 )
N-(2-(S-FREA-2-BBAFL) 2) g2 vk T
B 69 4 A%,
A ERH] 510 RF 0 HARE B, 5 Lk 120 B 415
RE, REHALEH 17T0mg (KEZT) .
'"H-NMR (CDC 13,
0:1. 34 (9H. s), 2. 76 (2H, t. J=6. 9Hz). 3. 28
—3. 40 (2H, m), 3. 79 (3H. s), 4. 82 (1H. brs),

6. 32 (2ZH, brs), 6. 78-6. 81 (2H, m). 7. 15~-17.
27 (1H, m), 8 03 (1H. brs)

CE6] 512 )

N-(2-02-(S-ZARARE) -5-FRAEA) LK)
REATFTEBRTENLA

ARHH 511 KG9 B AREEH, 5 L4H 05 AHLRFE
E, RFEAFHEIEH S4mg (K E82%) .
'"H-=NMR (CDC13y)
§:1. 37 (3H, t, J=7. 3Hz), 1. 40 (9H, s), 2. 687
(2H, t. J=6. 6Hz). 3. 00—-3. 20 (2H, m), 3. 28—
3. 40 (2H, m), 3. 77 (3H, s). 5. 30 (1H, brs). 6.
70-6. 81 (3H, m)

C £3#4) 513 ) o

N-(2-(02-(S-ZAF8BA)-5-FEAZLE)ZA)
B - —HBENL AR

ui%wﬂzﬁﬁ%%%%ﬁﬁﬁﬁﬁ,Eiﬁﬂsﬂ#%&ﬁi
B, RFREALY S2mg (KkE2T) .
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cc Sl

'H—NMR (D,0)

6:1. 40-1. 50 (3H, m). 2. 94 (2H, t, J=7. 6Hz),
3. 19-3. 25 (4H, m), 3. 87 (3H, s), 7. 00—7. 10
(2ZH, m), 7. 30-7. 34 (1H, m)

(%34 514 )

N-(2-(5-9&K%-2- (N-#EBA) ¥4) 24) &
EAPBRBRTESASK

A% 510 REGLESHAREBH, b LES 6 FARITE
B, REFRBNESY S9mg (KEST%) .
'H—NMR (CDC 1,)

d:1. 29 (9H, s), 2. 77 (2H, t. J=6. 3Hz) . 3. 30
—3. 37 (2H., m), 3. 81 (3H, s). 4. T8 (1H, brs) .
6. 7T9-6. 85 (2H, m), 7. 19-7. 22 (1H, m)

C £#&4 515 ]

N-(2-(5-F&A-2- (N-#HARERXZA YE - &
B 3 69 8-,

AR#S] 514 KBS BAREEH, 5 Lahd 5 AAERBITA
B, RKFFHRELESW 45mg (KEZF) .
'H—~NMR (D,0)

5:2.97(2H.t.J=7.9Hz),3.22(2H,t.J=7.9

Hz),3.87(3H.s),7.00“7.06(2H,m).7.31—
7. 34 (1H, m)

[ £#&4 516 ]

N-(2-(2-(N-®TEEBEA-N-ZEBE)-5-W
FEFE) CH) SATRRTESSA

A KH) 510 KEF A B ARERHE, 5 L6 233 Ak
BB, REHEESH 112mg (KE90 %) .
'H—NMR (CDC 13
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6:0. 96-1. 18 (3H. m). 1. 35 (9H, s), 1. 54 (9H,
s), 2. 7T0—-2. 72 (2H. m), 3. 28-3. 41 (4H, m), 3.
79 (3H, s)., 4. 67 (1H, brs). 6. T0—-6. 82 (2H

., m), 7. 02—-7. 20 (1H. m), 8. 02 (1H, brs)

C£#4&4 517 3

N-(2-(C2- (N-ZEBE)-5-FEEAXA)LHEE —
EY

PAEFH 516 KFGHABAREEH, L5Liks s EAERETR
B, KFAREALSH T0mg (KK 94 %) .
'H—NMR (D.0)
§:1. 21 (3H, t, J=7. 3Hz). 2. 96 (2H, t. J=17. 6
Hz). 3. 20—-3. 34 (4H. m), 3. 87 (3H., s). 7. 00—
7. 10 (2H, m), 7. 28-7. 32 (1H, m)

C E£#&4 518 ]

N-(4-FFR-2-FEFL) EATRRTENSA

HFAER (5.02g) B Twsikwh (300ml) P, ATETIE
RN 4 -RfE&-3 - FPRAETR (1053g ), $EERI YKk
I, MERRTMANLBRLE. RAEHEI0HD4E, mrdit.
XAXBEBH. HERERSGHIRE, WREREXETRSE, AGELa
MR, REEAZETORRALRD PR AR RAK, SALA
(3.07g ) BB R TE (152g), EEBTHEE—%. GBS
+hAL&L$,%ﬁmEH$%%—&,miﬁﬁ&%+ﬁ5,£&
BETHREIEN. RNEXBZCYRAERES#EE (BFk: EOB-08B7
B = 5:1) 454, KFHEEH 7.658z (K E 46 % ) .
'H-NMR (CDC1,)

6:7. 77T (1H, d, J=9. 0Hz), 7. 22—17. 13 (2H, m),
6. 27 (1H, brs), 4. 59 (2H, s), 2. 25 (3H, s), 1.

79 (1H, brs), 1. 52 (9H, s)
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CE£#&4 519 ]

N-(4-2F%-2-FEXR) RATHERTEGEK

kA THEHEHS 518 ¥ F64s4 ( 1.035g ) BB T _RKFKR
( 200ml )&, AN GEFmA=Z XK ( 1.38g ). wigtbax ( 1.74g ).
EAATHERERSMER 30 545, FLEERTHRHA 30 94, £
BRETELEN. BHEAYYALBESEE (BTk: ELK:LE
LB = 5:1) #4l, KFHRENSH 476.6mg (HE 36 %)

TH-=NMR (CDC 13

6:7. 84 (1H, d, J=8. 1Hz), 7. 29—-7. 15 (2H, m),

6. 28 (1H, brs), 4. 46 (2H, s), 2. 24 (3H, s). 1.
52 (9H, s)

C E£3&4] 520 ) |

N- (4-FEFPRA-2-FEERE) RATERTEGEA

¥ LA&H 519 KFHLSH (155.1mg ) BT _FEH ( Sml )
b, AETRARLH (127mg ) F B ES0T, BHE1054. AH
RELEREGH I RANLRTE, $AMERAKEEK 2 K, AEAKABH
FTHRE, ERAETEALEEN, WAERAGHALKESEE (RFk:
ETR: LR LE = 3:1) #HH, EFAFALSH 77.7mg Ok 61 %)

'H-NMR (CDC13y)

6:7. 84 (1H, d, J=8. 8Hz)., 7. 17-7. 08 (2H, m),

6. 28 (1H. brs), 3. 67 (2H, s)., 2. 25 (3H, s), 1.
52 (9H, s)

C£3&4] 521 ]

4 -REFE-2 -FEEXBEHER

¥ LH 520 FFGS0H (116g VERT & FHR ( 15m1 ) ¥,
MEFRAZRALE (4ml ), EERTHHSF 1 IH. ARLERF A

RRERIARER BoRTRER. FANERAKRBRATRE,
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ERETAELERN, HHEAGH MR b &kt (RF#&: ETR:T
B L& = 3:1) HH, KFHELSY 480.5mg (K £ 70 % ) |
'H—NMR (CDC1y)

6:7. 06-6. 93 (2H, m), 6. 65 (1H, d. J=8. 1Hz),
3. 67 (2H. brs), 3. 61 (2H, s). 2. 16 (3H, s)

C £3#4) 522
4- (2-REZHE) -2 - FAEBRGLSA
A RAEH] 521 KA GAH AR RA, 5 EHEH 252 B4
R B, KRS Y 486.5me (£ 100 % )
'H-NMR (CDC3)
§:6. 93-6. 83 (2H. m), 6. 62 (1H, d, J=8. 3Hz),
3. 52 (2H, brs), 2. 90 (2H, t, J=6. 8Hz), 2. 62
(2H, t. J=6. 8Hz), 2. 15 (3H, s), 1. 69 (2H, br

s)

C L4 523 )
N-(2-(4-8A-3-FEEX)ZA) BATFHRRTES

£ A,

u%%ﬂsnﬁﬁﬁm%%%ﬁﬁﬁﬁ,EQ%MxBH#%ﬁﬁ
BB, KGR MAAEY 477.4mg (K E 59 %) .
'H-NMR (CDC 1,)

d:6. 91—-6. 83 (2H, m), 6. 62 (1H, d, J=7. 8Hz),
4. 52 (1H, brs), 3. 53 (2H, brs), 3. 31 (2H, dt,

J=5.4, 7. 3Hz), 2. 66 (2H, t, J=7. 3Hz), 2. 15
(3H. s), 1. 44 (9H, s)

C L34 524 )
N-(2-(3-FE-4-BREAEL) 2R) SAPRETE
oA
miiﬂsuﬁﬁﬁméﬁﬁﬂﬁﬁﬁ,ﬁﬁﬁwrmﬂ#&&ﬁ
272




B B, REFHFELSH 82.7Tmg (B E 96 % ) .

'H-NMR (CDC 1 3) ‘

§:7. 84 (1H, brs), 7. 20-7. 04 (3H, m)., 6. 00
(2H, brs), 4. 62 (1H, brs), 3. 36 (2H, dt. J=6.
3, 6. 6Hz), 2. 77 (2H, t, J=6. 6Hz), 2. 291(3H.
's)., 1. 43 (9H, s)

C &4 525 )
N-(2-(4-(S-ZEAFHEKRLA) -3 -9REX) 2ZRX)
AT RRT B85 &
ALY 524 KA G- W AR BH, 5 L) 27 FARIT A
B, RFHEBELSY 82.4mg (KkE94%) .
'H—NMR (CDC 1)
6:7. 00 (1H, s). 6. 96 (1H, d, J=8. O0Hz), 6. 75
(1H, d. J=8. OHz), 4. 52 (1H, brs), 4. 37 (1H,
brs), 3. 34 (2H, dt, J=6. 3, 6. 6Hz). 3. 20— 2.
95 (2H, m), 2. 71 (2H, t, J=6. 6Hz). 2. 13 (3H,
s), 1. 44 (9H, s), 1. 38 (3H., t, J=7. 3Hz)

{ £3&4] 526
N-(2-(4-(S-ZERFHEBKEE) -3 -FEFEL) ZR)
B - —E8ENAR |
AEH) 525 KA HARKER, 5 L#EH 5 FEHRITR
B, RAKALSH 75.5mg (Ol 100 % ) .
IH—-NMR (DMSO—d) |
§:11. 55 (1H, brs), 9. 50 (2H, brs), 8. 23 (3H,
brs), 7. 28 (1H, s), 7. 20 (2H, s), 3. 45—-3. 23
(2H, m), 3. 15—-2. 87 (4H, m), 2. 19 (3H, s), 1.
30 (3H, t, J=T7. 1Hz)
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L £#4] 527 )

N-(2-(4- (N-RTERAZE-N-ZEABREIXR) T
) RATERTENLS A

VA& 49 KIF e W AR BH, 5 £#h4) 233 B A ITA
B, RFFRESH 744mg (KE10% ) .
'H—NMR (CDC 13)

6:1. 03-1. 16 (3H, m), 1. 43 (9H, s) . 1. 51 (9H,
s). 2. 76-2. 82 (2H. m), 3. 27-3. 46 (4H, m) . 4.
62 (1H, brs), 6. 98-7. 28 (5H, m)

MS (m/z) 406 (M*)

C £ 528 ]

N-(2-(4- (N-CZEABE)ZRA) R BE- s
A1,

VA EFF) 527 RFQEMmARK BRI, b5 LA S EHBETE
B, RS H 44.6mg (k£ 89%) .

'H-NMR (D.0)

§:1. 21 (3H, t. J=7. 3Hz), 3. 03 (2H. t, J=7. 3
Hz)., 3. 25-3. 35 (4H, m), 7. 29 (2H, d, ] =8 6H
z), 7. 40 (2H, d, J=8. 6Hz)
MS (m/z) 206 (M*) |

C %&3&4] 529 ]

N-(3-fE&-2-FAEEFR) SRA KRG - R TR
)

A EEG] 127 REGLEGDARBEH, b Zia# 2 AHEREFA
B, RAFREESH 44g (KES0%) .
'"H-~NMR (CDC1,)

6:1. 43 (18H, s), 2. 03 (3H, s), 3. 45 (2H, brs)

4. T4 (2H, s), 6. 43-6. 98 (3H, m)
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MS (m/z) 336 (M")

(£ 530 )
N-(2-FPE-3-BEEAEXEPR) BEA BB -—RTES

B A,

AL 529 KRG AREER, 5 T4 120 BRI
B E, RIS Y 1.896g (K F 86 % ) .
'H-NMR (CDC 13)
6:1. 46 (18H, s), 2. 25 (3H, s). 4. 80 (2H, s),
5. 83 (2H, brs), 7. 15 (2H, d, J=7. 6Hz). 7. 23
~7. 29 (1H, m), 7. 80 (1H. s)

C &4 531 )
N-(3-(2- (RTHREEE) RAFE) -2 -FRAER)
BRAL AR B8 64 B A%,
A EHH 530 KAGNASWARERHA, 5 EAS 277 FHRRT
R E, EFARELEH 1.96g (E92%) .
'H-NMR (CDC 1)
§:1. 48 (18H, s), 2. 22 (3H, s), 4. 80 (2H. s) .
7. 13-7. 24 (2H, m), 7. 28-7. 36 (1H, m)

( £#4 532 )
N-(3-(N-ZHERE) - 2-FEAFEAFR) SEX %8
Z8T &4 A
A FHH 531 EFHABARBEH, BRLK - 8B EHIR
BAl, H%kEH 278 AHEBITREE, TEFEFRIFHALEY.
'H—-NMR (CDC13)
§:1. 17 (3H, t, J=7. 2Hz), 1. 43 (18H, s), 2. 0
9 (3H, s), 3. 24 (2H, q, J=7. 2Hz), 3. 89 (2H, b

rs), 4. 76 (2H, s), 6. 72—-6. T9 (2H. m). 7. 02—
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7. 10 (1H, m), 7. 28 (1H, s)
MS (m/z) 406 (M*)

L X34 533 )

N-(3-(N-ZEBE) -2-FPEEEXAFR) K - 48
8 A A&,

AL 532 RFHSMARLER, b ELEF S AERLETA
B, X EFiEesH.
'H-NMR (D.,0)

6§:1. 21 (3H, t. J=7. 3Hz)., 2. 28 (3H, s), 3. 31

(2H., a. J=7. 3Hz). 4. 29 (2H, s). 7. 32—17. 46
(3H. m)

MS (m/z) 206 (M*)

C L34 534 )

N-(3-(N-ZE-N-FABRL) -2-FEAELAFA)E
RAEBB _RTEGSR

A LS 531 KEGLESBARERA, b L#ks 304 B AT
BB, REHFMALESY 77.6mg (KFE27 %) .
'H-NMR (CDC13)

6:1. 19 (3H., t, J=6. 9Hz), 1. 43 (18H, s). 2. 0

8 (3H, s)., 2. 96 (3H, s), 3. 41 (2H, q, J=6. 9Hz)
» 4. 77 (2H, s}, 6. T3 (2H, t, J=7. 6Hz), 7. 05
(1H, t, J=7. 6Hz)

MS (m/2z) 420 (M%)

C 444 535 )

N-(3-(N-ZXA-N-FERBLE) -2 -FEAFEPR)
B —EBAGASR

VAL &H) 534 REF GG ARBEHR, 5Lk S AFRITR
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B, REFALESH 42.7mg (k81 %) .

'H-NMR (D,0)

6:1. 28 (3H, t, J=7. 3Hz), 2. 27 (3H, s), 3. 15
(3H, s). 3. 52 (2H, q, J=7. 3Hz). 4. 30 (2H, s)
7. 34 (1H, dd. J=7. 6, 2. 0Hz). 7. 41-7. 48 (2§,

m)
MS (m/z) 220 (M"

{ 4] 536

N-(2-®-3-(2- (RTEAZL) EAFH) £4) &
A 654 A

AR 135 KA GHEHARKEH, 5 L45 277 AHERSH
BB, RFEHFHELLSH 0.682 (dcH£97%) .
'H-~NMR (CDC 1,)

6:1.45(18H.s).4.90(2H,s).7.22—7.29(1
H o m), 7. 38-7. 46 (2H, m)

C 34 537 ]
N-(2-R-3-(N-ZEBA)XAPR) B RA KB —
T B 66 A%,
VAR 536 KA HARKEER, b Thb 442 FlAERI
BM, KBRS (kERXF) .
'H—NMR (CDC 1)
6:1. 20 (3H, t, J=7.3Hz), 1. 45 (18H, s). 3. 9
8 (2H, q, J=7. 3Hz), 4. 89 (2H, s). 6. 77 (1H, d,
=7. THz), 6. 87 (1H, d, J=7. THz), 7. 13 (1H
t, J=T7. THz)
MS (m/z) 426 (M")

C %4 538 )
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N-(2-F-3-(N-ZABL) XAPR) K - —dmiw
B B

AEEH S3T RFHRADARERH, b E#AH S AHERETA
B, FHFEALESY (KEEZE) .
'H-NMR (D.0)
6:1. 22 (3H, t, J=T7. 3Hz), 3. 33 (2H, q, J=7 q
Hz), 4. 39 (2H, s). 7. 51—-7. 62 (3H, m)
MS (m/z) 226 (M*

[ E£#&4H] 539 )
N-(2-R-3-(N-ZA-N-FABREX)XAPR)EE
A KB - BRTEHAK
vh £ P 536 A GG mARKE R, 5 L44 304 B4R T
B, RFRALSH0.12g (KE38%) .
'"H=NMR (CDC 1)
6:1. 21 (3H, t. J=6. 9Hz), 1. 44 (18H, s). 2. 9
8 (3H. s). 3. 43 (2H, q. J=6. 9Hz), 3. 85 (1H. b
rs), 4. 88 (2H, s), 6. 75 (1H, d, J=7. 6Hz), 6.

84 (1H, d, J=7. 6Hz), 7. 11 (1H, t, J=7. 6Hz)
MS (m/z) 440 (M*)

C £ 44 540 )
N-(2-R-3-(N-ZEA-N-FPEBEEAPR B =
EXE Ll
AL 539 RFHRESPAREEH, b Lks5EHERETE
B, RAHELESH 76.2mg (K E90 % ) .
'H-NMR (D.0) |
6:1. 28 (3H, t, J=7. 3Hz), 3. 16 (3H, s), 3. 53
(2H, q, J=T7. 3Hz), 4. 40 (2H, s), 7. 51—-7. 60
(3H, m)
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MS (m/z) 240 (M%)

CL£#&H 541 ]
N-(3- (RTAABREFATR) 1) ARG K
ﬂiﬁﬂs&ﬁﬁ%mAﬁﬁﬁ%ﬁﬁ-EQﬁwrnﬂ#%ﬁﬁi
E,Kﬁﬁﬁ%A%IWgU&$%%
IH-NMR (DMSO—ds)
6:1. 35 (9H, s). 2. 74 (2H, t, J=6. 9Hz), 3. 19
-3. 33 (2H. m), 6. T4 (1H, brs). 7. 10-7. 20 (3
H o om)., 7. 39 (1H., t, J=7. 6Hz), 9. 08 (1H, brs) .
9. 63 (1H, s). 11. 45 (1H. s)

( E#H] 542 )
N-(3- (N-ZEBE) XTA) SATRRTEGAIA
u%ﬁﬂ&uﬁﬁ%m%%%ﬂﬁﬁﬁ,Eiﬁﬁmuﬂ#&ﬁﬁ
B, RFRMLESY 0.415¢ (M E 93 %)
'H-NMR (CDC 1,)

5:1.16—1.21(3H.m).1.46(9H.s).2.68—2
81 (2H, m), 3. 22-3. 47 (4H, m), 4. 95 (2H, brs)

.5.35(1H.brs),6.81*6.85(3H.m),7.15~T
22 (1H, m)

MS(m/z)306(Mﬂ

C %364 543 )

N-(3- (N-ZEABE) XTH) l- &8 B 844

A L3aG] 542 KFGREMAREBH, b5 Lk 5 AHEREFL
K, RFFELSH 0.356g (M F94 %)
'H—-NMR (D,0)
6.1.22(3H.t.J=7.3Hz).3.03(2H.t,J=7.3

Hz),3.26—3.36(4H.m),7.22—7.25(2H,m).
279




7. 31(1H.d,J=8.3Hz).7.47(1H.d.

J=8. 6Hz)
MS (m/z) 206 (M) |

C £#4) 544 ]
N-(3-(N-ZA-N-FABER)XLA)SATRRTE
i & B,
A KAEY 541 RFHHEHARERA, 5 EL4hH 304 AEwET
BRE, RFEHALESY 126.5mg (K E27 %) .
'H-NMR (CDC 1,)

6:1. 17 (3H, t, J=6. 9Hz), 1. 40 (9H, s). 2. 70
(2H. t., J=6. 9Hz). 2. 93 (3H. $). 3. 33-3. 41
(4H, m), 3. 86 (2H., br), 4. 74 (1H, brs),

—6. T8 (3H. m), 7. 16 (1H, t, J=17. 6Hz)
FAB-MS (m/z) 321 (M*+ 1)

6. 65

C E£#&H] 545 )
N-(3-(N-ZA-N-FEBA)XZH) B~

B R

AL 544 KBHGUASBARBES, 5L#4 5 Bl #3363 T B
K, RFE#HHSH 106mg (K E03 %) .
'H-NMR (D,0)
6:1. 26 (3H. t, J=7. 3Hz), 3. 03 (2H. t. J=17. 3
Hz), 3. 13 (3H, s), 3. 30 (2H, t, J=7. 3Hz), 3.
50 (2H, q, J=7. 3Hz), 7. 21—-17. 23 (2H, m), 7. 3

1 (1H, d, J=7. 9Hz), 7. 48 (1H, t, J=8. 2Hz)
MS (m/z) 220 (M%)

CE#4 546 )

N-(5-A%k-2-RRRAEATE) BRA B8 - R TE
=
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AZ#H 263 KNGS ARKER, BARTHEIELEN, &
EEMGEAHTHITRE, 5 ERS 264 AARIESE, EFZHELIH
1.524g (K %98 % ) .

'"H—NMR (CDC 13,)
6:1. 45 (18H, s), 1. 60~1. 79 (6H. m), 2. 91—2
95 (4H. m). 4. 82 (2H, s). 7. 04 (1H, d, J=8. §H

z)-8.DO(1H.d.J=2.3Hz).8.09(1H.dd,J=8.
6. 2. 3Hz)

FAB-MS (m/z) 436 (M"+1)

CE34) 547 ]

N-(S5-RE-2-%RAEETRE) PEA S - RTEH
A A

A LS 546 KA G BAREERH, b Lkb 2 FAHBEFR
B, RAEWFELEH 1.01g (KkET72%) .
'H~NMR (CDC 1y)

0:1. 41 (18H, s), 1. 43~1. 72 (6H, m). 2. 65—2.
73 (4H, m), 3. 45 (2H, br), 4. 84 (2H, s), 6. 44

(1H, d. J=2. 6Hz), 6. 52 (1H, dd, J=8. 3, 2. 6H
z), 6. 89 (1H, d, J=8. 3Hz)
FAB-MS (m/z) 406 (M*+1)

C £ 548 ]
N-(2-%RE-S5-BZREAXEAFRL) BEA S8 - RTE
8 &2,
A& 547 KEHRS W AR RA, b EHH 120 A4
B, KFHFEEANEH 059 (dkF81 %) .
'H-NMR (CDC13)
§:1. 44 (18H, s), 1. 56—1. 79 (6H, m), 2. 78—2.

83 (4H, m), 4. 83 (2H, s). 5. 99 (2H, brs). 6. 9
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3-6. 94 (1H. m). 7. 05—7. 06 (2H, m), 7. 72 (1H,

brs)
MS (m/z) 464 (M
C £#&4] 549 ) |
N-(5-(S-CARHEEE) -2 -%TAEAPR) BEA
—HEBR R TEMSR
Ak sb] S48 kLB ARE BH, 5 EHaP) 95 FHRETR
B, KFFBCESH0271g (KES5%) .
'H-—NMR (CDC 13)
§:1. 26 (3H, t, J=7. 3Hz). 1. 41 (18H. s), 1. 4
8—1. T3 (6H. m). 2. 67-2. 85 (4H. m). 2. 92—3
13 (2H. m), 4. 82 (1H, br), 4. 86 (2H, s). 6. 62
~6. 78 (2H. m), 7. 00 (1H. d, J=8. 3Hz)
MS (m/z) 492 (M*)

C E£4#&4) 550 )
N-(5-(S-ZAFHBELE) -2 - XEXPR) K- =
3k 8 3k a4 A

AL 549 HEOLA B AREBH, b LS 5 RARETR
B, REAAHENLSH 128.4mg (KR 58 %) .
'H-NMR (D,0)
§:1. 41 (3H, t, J=1, 3Hz), 1. 67-1. 85 (2H, m),
1. 94-2. 11 (4H, m), 3. 24 (24, a, J=7. 3Hz), 3.
40~-3. 69 (4H, m), 4. 42 (2H, s), 7. 56—-7. 68 (2
H.m), 7. 78-7. 99 (1H, m)
MS (m/z) 292 (M*)

C E£#%&4] 551 )
N-(3-(2-(®TEABA)RAFRE) - 4 - A ER)
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BRA SRR 64

ALY 548 KA QRS HARERA, 5 LEM 277 AHRES
B g, REHFHELESH 152mg (k£ 74 %) .
'H-NMR (CDC ] 3)

g :1. 42 (18H, s), 1. 50—-1. 73 (6H, m), 2. 67T—-2.
85 (4H, m), 4. 83 (2H. s). 7. 06 (1H, s), 7. 15
(1H, d, J=8§. 6Hz), 7. 22—-17. 32 (1H, m)

C %34 552 )

N-(5- (N-ZEBE) -2 -%ZAEEATA) PERA-%
B = BT B 64 A%,

A KEY] 551 REFGSHARBEH, 5 kb 442 AL
BB, RBHHENEH 0.11g CKES3%) .
'H—NMR (CDC13,)
§:1. 17T (3H. t, J=7. 3Hz), 1. 40 (18H, s), 1. 4
7T—1. 75 (6H, m), 2. 68—2. 83 (4H, m), 3. 21 (2H,
Q. J=7. 3Hz). 4. 84 (2H, s), 6. 69 (1H, s). 6. 7
5 (1H, d, J=8. 3Hz), 6. 97 (1H, d, J=8. 3Hz)
MS (m/z) 475 (M*)

C %34 553 |

N-(5- (N-ZEBE) -2 - REEAFR) - =28
6o A&

ALK 552 RFERAHARERH, 5Lk 5 AHBETA
B, RFHRELESH 76.7Tmg (K87 %) .
'H~NMR (D,0)
0:1. 23 (3H, t. J=7. 3Hz), 1. 69—1. 81 (2H, m) .
1. 97-2. 09 (4H. m), 3. 34 (2H, q, J=7. 3Hz), 3.
51 (4H, t, I=5. 6Hz), 4. 39 (2H, s), 7. 48 (1H,
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d, J=2. 3Hz). 7. 53 (1H, dd., J=8. 9, 2. 3Hz), 7.
77 (1H, d, J=8. 9Hz)
FAB-MS (m/z) 276 (M*+1)

C £#&4 554 ] _
N-(2-KR-5-#EAXEAPR) PEEA BB - RTESELA
A2 - R-S-AEAFELARLESN, 5Lk 127 At

R E, KFFARALESH 35 (KkE92%) .

'H—NMR (CDC 13)

§:1. 49 (9H, s). 1. 50 (9H, s)., 4. 95 (2H, s). 7.

53 (1H, dd. J=5. 6. 3. 2Hz). 8. 02-8. 13 (2H, m)
FAB—-MS (m/z) 387 (M"+1)

( E£#&4 555 ]

N-(5-8F-2-FFEAFR) BEA SR -_RTESLA

VA Y] 554 KA QGG B ARE R, M mALESBH,
5 %&b 2 AHRBEITREE, KBHEBAYH3.17g (KkE98 %) .
'H—NMR (CDC 1,)

§:1. 48 (18H, s), 3. 69 (2H, brs)., 4. 82 (2H, s)

.+ 6. 47 (1H, s), 6. 49-6. 52 (1H,. m), 7. 08 (1H
»d, J=T7. 6Hz)

MS (m./z) 356 (M*)

[ L4 556 1

N-(2-R-S-BREEXATR) PEA BB R TER&GS
A

VA4 555 KR d M ARt kA, 5 EaM 120 BERES
BB, RKEFELEH 045z (KE74%) .
'H-NMR (CDC13)
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5:1. 48 (18H, s), 4. 87 (2H, s)., 6. 12 (2H, brs)
. 7. 04 (1H, s), 7. 09 (1H, d, J=8. 6Hz), 7. 41
(1H, d, J=8. 6Hz), 8. 03 (1H, brs)
MS (m/z) 415 (M*)
C %4 557 ) |
N-(2-R-5-(S-CZhAFHAERLE) $AF4) EATER
TE AR
KA B 556 KA B AR L RA, 5 Zab 05 Bl HEITR
B, RFHALSH 037 (KE99%) .
'H—NMR (CDC 1,)
6:1. 26 (3H, t. J=7. 3Hz), 1. 44 (9H, s), 4. 192
(2H, 9. J=7. 3Hz)., 4. 35 (2H, d, J=5. 9Hz), 5.
00 (1H, brs), 6. 68~6. 83 (1H. m), 6. 93 (1H. s)
. 7. 21-7. 33 (1H, m)
FAB—MS(m/z)343(M“+D

( 4] 558 ) |
N-(2-R-5-(S-CEFHAKRL) EXAPR) - —48
3696 R
A& 557 KRG ARERF, bL#hd s EARETR
B, EFHRELEH 1983mg (M £59 %) .
'H—NMR (D,0) |
6:1. 42 (3H, t, J=7. 3Hz). 3. 25 (2H, q, J=7. 3
Hz)., 4. 38 (2H, s). 7. 47 (1H, dd, J=8. 6. 2. 6H
z2), 7. 55 (1H, d, J=2. 6Hz), 7. 71 (1H, d, J=8.
6Hz)
FAB-MS (m/z) 244 (M*+1)

( £#%4 559 )
N-(5- (N-RTEEFE-N-CZEBRE)-2-KEAV
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A) FREAKEE - RTEGER
A L34 555 RS IARE B, b5 LM 233 AR
B R, RFHBAEW 0159 (KE52%).

'H~NMR (CDC 1)
6:1. 07—1. 40 (3H. m), 1. 46 (18H. s), 1. 48 (9
H. s). 3. 38-3. 43 (2H, m), 4. 87 (2H, s). 6. 75
~6. 98 (1H. m), 7. 28-7. 42 (2H, m)
FAB-MS (m/z) 527 (M*+1)

( £#&4%] 560 )
N-(2-R-5- (N-CERE) EAFTR) - 48y

£ R

ARG 559 KEGHLSHARERA, b LEN S EAERBEITR
B, RFHFELESW 62.2mg (K E69 %) .

'H-NMR (D.0)
§:1. 23 (3H, t, J=7. 3Hz), 3. 33 (2H, q, J=7. 3

Hz), 4. 35 (2H, s>, 7. 38 (1H, dd, J=8. 6, 2. 6H
z), 7. 45 (1H, d, J=2. 6Hz), 7. 64 (1H, d, ]1=8.

6H z)
FAB—-MS (m/z) 277 (M*+1)

C & 54] 561 )

2- (2-FEAEERE) -2 -PRAAETEGEOA

A2 - FREAXRLERTPEARLEH, ARTES4EDIRK 5
LB la RETRE, RHF2- (2 -FEAXR) 898, #
MR RABRKEASS, FRKks2 - (2 -FaAFR) A%
V&L L#4 la AHRETRE, RFEHFEALESH 4.728 (KE70% ).
'H-NMR (CDC 1,)
6:1. 58 (6H, s), 3. 42 (3H, s), 5. 07 (2H, s), 6.

286



91 (1H, dd, J=7.3, 1. 2Hz), 6. 99 (1H, dd. J=1.
3. 1. 2Hz), 7. 21 (1H, dd, J=7. 9, 1. 8Hz). 7. 3
3 (1H, dd, J=7.9, 1. 8H4z). 7. 35—7. 40 (5H, m)

C £3#&44 562 )

2 - (2 -FEE-S-FHAEE) -2 - FRAARPEGLK

ZSTTHARE ( 0.27ml ) fomik ( 0.34ml ) YRS DT RAME
Bl 561 KFLeH ( 1.0g ) L& ( 30ml ) XE. BRERSYH
£ 45 CTHEFE 4D, RERLEAKRSRY, LI RATE L.
HFAMENARRAAKRERPEPRCAKRERRES, ALKR
BATR REARETEAXEN. $AMERGYAEKEEEE (BF
& ETH:TETE - 9:1 ) 4, EFFHELSY S30mg (K E 46
% ) .
'H=NMR (CDC 1,)

0:1. 60 (BH, s), 3. 42 (3H, s) ., 5. 29 (2H, s), 8.
99 (1H, d, J=9. 2Hz), 7. 33-7. 45 (5H, m), 8. 1

6 (1H, dd, J=9, 2. 3. 1Hz), 8. 25 (1H. d, J=3. 1
Hz)

C &4 563 ]
2 - (2-FRA-5-MEEXE) -2 - PRLAEHEGESKR
W L& 562 KA (1542 ) Fo1, 4 - =—+&5 ( 20ml )
FTRASEEKRER ( 1.0M,47ml ) . BEERSHE 100 T T it
PERI12Z D, GREFPRMA2LETERPLBRTE. EAHEREREWL
ARBERBES, RAAKRRATER REERETAIEMN. B
RENETLR OB T EL S, RAHFAELSY 1.355g (kE92%) .
'H-NMR (CDC 13)
6:1. 60 (6H, s), 5. 02 (2H, s), 6. 91 (1H, d, J=
9. 2Hz), 7. 30~-7. 37 (5H, m), 8. 16 (1H, dd, J=
9. 2, 3. 1Hz). 8. 25 (1H, d, J=3. 1Hz)
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[ £#4 564 )

N-(1-(2-FRE-5-AFXL) -1-FRLR) B
4 A

= P 563 KFHHKEH (16g) . —RHFKR ( 20ml) #=2
B (092ml) REFFTRA_EEBHERAS (1.37ml) . BEAAE
BREVEEFRTHHI0ITE, A2 L TEBPEG. BANELEAR
PRAAKRERKERE, RAKREB TR REEBETEEREAM.
CIERAB T RAK (16ml) F1, 4 - =48 ( 32ml) . BASERAS
Bk ER 2 NHE, MA2SEERPES. AKET A2 5S4
R ERP I, BAMERAFLELAKRERLEE, ALKR
BATHER RELARETAREIEN. WMEBRYDALB LEALLE
MRGARTELD, KEHFHELSH 10945 (KET5%) .
'H-NMR (CDC13)
§:1. 58 (6H. s). 2. 01 (2H, brs), 5. 25 (2H, s),
7. 03 (1H, d, J=9. 2Hz), 7. 37-7. 45 (5H, m), 8.

13 (1H, dd, J=9. 2, 3. 1Hz). 8. 35 (1H, d, ]=3.
1Hz)

C E£&4] 565 ]
N-(1- (2-FaA-5-MEFEL) -1-PRLA) &£
VAR HRT B 69 A- A
LR P 564 KBAHNESHARKER, EABRKHNEIR, 5
#H] 63 FIAF AT B, KF/FHEIEH 828mg (K E 94 %) .
'H—NMR (CDC 1) |
6:1. 34 (9H, s). 1. 71 (6H, s), 5. 07 (1H, brs),
5. 18 (2H, s), 7. 00 (1H, d, J=9. 2Hz). 7. 35-7.
48 (5H, m), 8. 13 (1H, dd. J=9. 2, 3. 1Hz), 8. 2
9 (1H, d, J=3. 1H2z)

(&34 566 ]
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N(1-(S5-RE-2-FEAFL) -1-FAZA) §4 W
BRTEGSA |

© K& 565 KAGKEH ( 100mg ) . S - 6 Ao
(1Bmg%%W$(mm)ﬁﬁ%%+MAwiwﬁ(3%g).%&
BREZBZBTEHI0SHE, MA2 S TE8, #mmAiigs 5
#ﬁﬁ#iﬁ.%ﬁﬂém%#imﬁiﬁﬁﬁﬁﬁ,miﬁﬁ&%+
B, REERETAZEN. RARAGHARKECEE (BTG
ETH:LBRLE = 3:2) #4, L8481 87mg (4 F94 %) .
'H—~NMR (CDC I ,)
6:1. 34 (9H. s). 1. 66 (6H, s). 2. 80 (2H. br)
4. 99 (2H, s) . 5. 27 (1H, brs). 6. 54 (1H, dd, J
=8. 6. 2. 4Hz), 6. 74 (1H. d, J=2. 4Hz). § 78
(1H, d, J=8. BHz), 7. 29-7. 49 (5H. m)

( EF&H] 567 )
N(l-(2-%i£~5-(N—ﬁ&%%)i&)—l—?g
LAE) REATRRTEGSA
u%%ﬂ&%ﬁﬁﬁw%%%ﬁﬁﬁﬁ,Eiiwﬁﬂﬁﬁﬁﬁi
B, KFARMESH 110mg (89 %) .
'H—NMR (CDC 1) |
§:1. 36 (9H, s)., 1. 69 (6H, s), 5. 11 (2H, s), 7.
01 (1H, d, J=8. 5Hz), 7. 18 (1H, dd, J=8. 5, 2
. 4Hz), 7. 31 (1H, d, J=2. 4Hz), 7. 34-7. 46 (5
H, m), 9. 35 (1H, brs)

[ £#&4) 568 ) :
N-(1-(2-F8HK-5- (N-AABE) ZRX) -1-%
£) BHAR :
A L#EY) 567 RAGXAB AR EH, 5 L5 34 AEBIFE
B, KBAZENLY 47.4mg (K E58%) .
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'H-NMR (CDC 1)

6:1. 58 (6H. s), 5. 16 (2H, s). 7. 01 (1H, d, J=
8. 5Hz), 7. 16 (1H. dd. J=8. 5Hz. 2. 4Hz), 7. 3
4 (1H, d. J=2. 4Hz), 7. 35—-7. 46 (5H, m)

C £#4] 569 )
N-(1-(2-FRE-5- (N-BTEAZL-N'-AK
A)ERE) -1 -FHRALA) BATERTEGSA
A LB 566 KT ESMARERA, b5 Lk 233 Bitwitsr
R E, KFFHFABLESS 106mg (£72%) .
'H-=NMR (CDC |3
§:1. 09 (3H. t. J=7. 3Hz), 1. 34 (9H, s), 1. 53
(9H. s) . 1. 67 (6H. s). 3. 34—3. 46 (2H, m), 4.
80 (1H. brs). 5. 07 (2H. s). 5. 14 (1H, brs), &
94 (1H, d. J=8. 6Hz), 7. 02-7. 07 (1H, m). 7. 92
2 (1H s). 7. 32-7. 50 (5H. m), 10. 53 (1H. b r)

(&4 570 ]
N-(1-(2-FRE-5- (N-ZHABE) ER) -1-W7
ATX) Bego
A KB 569 KFHNAMARKERA, 5 LM 34 FARBTE
B, RIS S8mg (KA 88 %) .
'H-NMR (CDC 1)
6:1. 16 (3H, t, J=7. 8Hz), 1. 51 (6H, s), 3. 23
(2H, q. J=7. 3Hz), 3. 69 (2H, br), 5. 09 (2H, s)
» 6. 75 (1H, dd, J=8. 5, 2. 4Hz), 6. 89 (1H, d, J
=8. 5Hz), 6. 95 (1H, d, J=2. 4Hz), 7. 29—7. 47
(5H, m)

C£3%&4 571 ]
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N-(1-(2-FEA-5-BELFEA) -1-FR2ZR) &
EPBERTEGL A
A E M 566 KFHAW AR BH, 5 LEH 120 FHEmEA
BB, RFAFAESY 114mg (K FE 98 % ) .
IH-NMR (CDC 13)
§:1. 35 (9H, s), 1. 67 (6H, s), 5. 09 (2H, s), 6.
16 (2H, brs). 6. 95 (1H, d, J=8. 6Hz), 7. 05 (1
H, dd. J=8. 6, 2. 4Hz), 7. 27 (1H, d, J=2. 4Hz),
7. 36-17. 46 (5H, m), 7. 80 (1H. brs)

L £ 4] 572 ]
N-(1-(2-F8KE-5-(S-ThAFHEBL) £4) - 1
- FRHE) RATERTEGSA
A LB 571 RFGRASWAREBH, 5 L4495 Rl bB TR
B, KFFELEH 105.5mg (kE92 %) .
'H—NMR (CDC 1)
6:1.32-1. 37 (3H, m), 1. 34 (9H. s)., 1. 67 (6H,
s). 3. 03 (2H., q, J=7. 3Hz), 5. 04 (2H, s), 5. 2
2 (1H, brs), 6. T8 (1H, dd, J=8. 6, 2. 4Hz). 6

. 90 (1H, d, J=8. 6Hz), 6. 95 (1H, d, J=2. 4Hz),
7. 31—-7. 50 (5H, m)

C£3&4] 573 ]
N-(C1-(2-FEE-5-(S-ZEARBEBRL) ££) - 1
- PRTE) BKgSR
A LB 572 KBS AREER, 5 Lk 34 AHRIITE
B, REHANLESY Ssimg (KkER63%) .
'H-NMR (CDC 1)
§:1. 32 (3H, t, J=T7. 3Hz)., 1. 68 (6H, s), 2. 97

(2H, a. J=7. 8Hz). 5. 15 (2H, s), 5. 63 (4H, br)
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» 6. 67 (1H, d. J=8. 5Hz), 6. 7T7—-6. 82 (2H, m)
. 7. 32-7. 42 (5H, m)

C =34 574 3
2- (2-FRE-3-AHAXR) -2 - FRAARPTEGLA

5 x| 562 BIHRHITREE, REHBILIY 140mg (¥ % 12
%) .

'"H-NMR (CDC 1)

5:1.57(6H.S),3.38(3H.S),4.84(2H,S).7.
20(1H,t.J=7.9Hz).7.31—7.45(5H,m).7.5

8(1H.dd.l=7.9.l.8HZ).7.75(1H.dd.J=7
.9, 1. 8Hz)

( £#&p) 575 ]
2- (2 -FRE-3-AEAERL) -2 -PLHBGLA
AKA&F 574 KHFGS B AR EH, %;%mgnm#ﬁﬁﬁ
BB, HAGHMBAAY 370mg (M & 86 % )
'H-NMR (CDC13)
§:1. 54 (6H, s), 4. 83 (2H, s), 7. 19 (1H, t. J=
7. 9Hz), 7. 29-7. 41 (5H, m), 7. 57 (1H, dd, J =
7.9, 1. 2Hz), 7. 76 (1H, dd, J=7. 9, 1. 2Hz)

CE£3&p) 576 )
N-(1—(2-%i£-S-ﬁ£X£)-I~W£L£)E%

&ui%ﬂsw%ﬁ%m%%ﬁﬂﬁﬁﬁ,ﬁiﬁwmmﬂ#%&
TR E, REFALSY 268mg (K& 81 %)
'H-NMR (CDC 1) |
6:1. 52 (6H, s), 2. 03 (2H, s), 5. 24 (2H, s). T.

14(1H.t,J=7.9Hz),7.34—7.49(5H,m),7.6
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8 (1H, dd, J=3. 7, 1. 8Hz). 7. 71 (1H, dd. J=3
. 7., 1. 8Hz)

C L34 577 1

N-(1-(2-FEA-3-mA%L) -1-PLHA) &4
¥ AR AR T &5 49 A A,

VAL 3b] 576 KA ARE BH, b5 LAH 565 FH AT
B, RFHBNESH329mg (k91 %) .
'H-—NMR (CDC 13y)
6:1. 37T (9H, s). 1. 69 (6H, s), 4. 86 (2H. s). 5.
03 (1H, brs), 7. 18 (1H, t, J=7. 9Hz), 7. 33~7.
46 (3H, m), 7. 50-7. 66 (2H, m)., 7. 67 (1H, dd,
J=T7.9, 1. 8Hz). 7. 73 (1H, dd, J=7. 9, 1. 8Hz)

C E3#4] 578 ]
N-(1-(3-8A&-2-FRAFE) - 1-FRZHE) &4
¥R AR T B 69 4 A,
ALY 577 RGNS M AREERH, 5 Ekb 566 B EmEAT
BB, RFEREAEY 244mg (K E 81 %) .
'H-NMR (CDC 13
5:1. 35 (9H, s), 1. T2 (6H, s), 3. 67 (2H, s), 4.
96 (2H, s). 5. 34 (1H, br). 6. 69 (1H, dd, J=T
.9, 1. 8Hz), 6. 82 (1H, dd, J=7. 9, 1. 8Hz), 6.
90 (1H, t, J=7. 9Hz), 7. 30-T7. 46 (3H, m), 7. 5

1—-7. 55 (2H, m)

CE£#&4 5791 |

N-C(1-(2-F8&E-3- (N-RTAEZEX - N - 74K
) FE) -1 -FRZRA) RATRRTEGSA

A KHEH 578 REGLSHAREEHR, 5 Ea4 233 AR
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B E, RFHBLESH 82.4mg (KF 70 % ) .

'H-=NMR (CDC15,)

6:1. 03-1. 14 (3H, m), 1. 37 (9H. s)., 1. 20—1.
60 (9H, m), 1. 69 (6H, s), 3. 15-3. 43 (2H, m) .

4. 81—-5. 16 (3H, m). 6. 97-7. 23 (3H. m), 7. 30
—7. 42 (3H, m), 7. 45-7. 53 (2H, m)

( £ 580 ]

N-(1-(C2-FRE-3- (N-ZAML) %K) -1-W
ELR) Bdis

ARG 579 RE GRS I ARKEBH, 5 LhH] 34 Bl LR ITE
B, RFHHELSY 46.5mg (KkE92%) .
'H-NMR (CDC 1)

6:1. 12 (3H. t, J=T7. 3Hz), 1. 53 (BH, s). 3. 19
(2H, q, J=7. 3Hz), 5. 17 (2H, s). 6. 86 (1H, dd,
J=7.9, 1. 8Hz), 6. 97 (1H, t, J=7. 9Hz). 7. 04

(1H, dd, J=7. 9, 1. 8Hz), 7. 25-7. 46 (3H, m),
7. 47-7. 49 (2H, m)

{ 4] 581 )

N-(1-(2-FREE-3-BBAER) - 1-FRh2Z4) &
APBRERTEGSR

AEEG] 578 KFHRESHAREBH, 5L 120 BRI
B, RFFFHELSY 94mg (k%996 %) .
'H-NMR (CDC13,)

6:1. 34 (9H, s), 1. 65 (BH, s), 4. 92 (2H, s) . 5.
13 (1H, s)., 6. 38 (2H, brs), 7. 11 (1H, t, J=17,

QHz),7.17—7.21(1H,m).7.30—7.44(4H,m).
7. 56—-7. 61 (2H, m), 8. 37 (1H, s)
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C E#4&4 582 ]

N-(1-(2-F8aE-3-(S-ZAFEBL) £4) - 1
- PRLE) EAPRRTEGLSK

KA #&H) 581 KA b P AR /RHA, 5 Lkp) 95 5 4303175
B, ERFRESH98mg (K £98%) .

'H-NMR (CDC 13y)
6:1.28(3H.t.J=7.3Hz),1.35(9H,s).1.68
(6H,S).3.00—3.07(2H.m).4.52(2H.brsL
4. 99 (2H, s). 5. 17 (1H, brs), 6. 80-6. 85 (1H.
m), 7. 01 (1H, t, J=7. 9Hz), 7. 11 (1H, dd, J=17,

9. 1. 8Hz), 7. 27—-17. 42 (BH. m) ., 7. 49-7. 54 (2
H, m)

( E£3&4] 583 ]
N-(1-(2-FaEA-3-(S-ZAREBL) £1) - 1
- PRLE) BaS A&
A &b 582 KA AWARERH, 5 Lk 34 B4k 47 5
B, RS Y T2mg (K E 95 %) .
'H—NMR (CDC I,)
§:1. 30 (3H, t, I=7. 3Hz), 1. 53 (8H, s). 2. 12
(2H, brs), 2. 96-3. 08 (2H, m), 4. 60 (1H, brs)
., 5. 10 (2H, s), 6. T9—6. 87 (1H, m), 7. 00 (1H,
t, J=T7. 9Hz), 7. 10 (1H. dd, J=7. 9, 1. 8Hz). T,
28—-7. 41 (5H, m), 7. 47 (1H, dd, J=7. 9, 1. 8Hz)

[ 34 584 ]

N-(S5-#X-2- (®BR-1-4%) ¥$4F4) s -5
BR AT S 6 AR,

aiﬁ%zmﬁﬁ%%%%%ﬁﬁﬁﬁ,&m%%%ﬁ%iﬁﬂ,
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5 L4 264 BIA B ATR R, (FHEALSH (KE£80 %) .
T H—NMR (CDC13

6:1. 47 (18H, s), 1. 95—-2. 05 (4H, m). 3. 38—3.

42 (4H, m), 4. 87 (2H, s), 6. T0—6. 80 (1H, m),
7. 95—8. 03 (2H, m)

( L#4&%] 585 )

N-(S5-fKA-2- (k- 1-£) 3294) s -%
BE = T BE 694 A%,

VA et 584 AL ARKEHR, b LA 2 AHRBITA
B, RfEHLASY OkE98 %) .

'H-NMR (CDC 13

§:1. 40 (18H, s), 1. 84—1. 88 (4H, m), 2. 89-2.
93 (4H, m), 4. 50 (2H, brs), 4. 81 (2H, s). 6. 4
5—-6. 53 (2H. m), 6. 88 (1H, d, J=8. 3Hz)

MS (m/z) 392 (M*+1)

C £#&4] 586 )

N-(2- (st lR-1-24) -5-BBRAFRAPR) s EL—
BB RTEGSA

A Lwp) 585 KBNS AR BHA, 5 L#h4) 120 B AR
BB, KRGS (hERoq %) .
'H-NMR (CDC1y)

§:1. 44 (18H, s), 1. 94—-1. 97 (4H, m), 3. 12—-13.
16 (4H, m), 4. 78 (2H, s), 5. 94 (2H, brs), 6. 9
1-7. 00 (3H, m), 7. 66 (1H, brs)

MS (m/z) 450 (M*)

[ &34 587 )
N-(5-(S-ZEApaKEE) -2 - (sbb2-1-%) ¥4
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PE) BREA-—BR —_RTEGLA

A KEH 586 KT G WARM R, 5 £hH 95 B H BT
B, RFGEELGH (KES5%) .
IH—NMR (CDC 13

6:1.33(3H.t.J=7.3Hz).1.41(18H.s).1.8
7—1.90(4H.m).2.90~3.10(4H,m).4.39—4.

69 (2H. m)., 4. 81 (2H, s). &, 62-6. 82 (2H, m),
6. 95 (1H, d, J=8. 1Hz)

C £4&4] 588 ]

N-(5-(S-ZEAFEBLE) -2- (wBHE-1-4) %2
FR) B - 886K

A REH 587 KA AHAREEH, b LA 5 HAHRETE
B, AL (KhE63%).

'H-—NMR (D.0)

§:1. 41 (3H, t, IJ=7. 5Hz), 2. 07—-2. 29 (4H, m),
3. 25 (2H, q, J=7. 5Hz), 3. 60—-3. 83 (4H, m), 4.
46 (2H, s), 7. 60—-7. 82 (3H, m)

MS (m/2z) 278 (M")

U £ 344 589 1
N-(5-(N-RRTAEFEL- N'-ZEBE) - 2 - (iR
"1 -R) FATR) SEA BB -RTEOER
ATt 585 KOS Y AREBH, b5 LA 233 AHLRI
BE, RAFEALes (kE71%) .
'H-NMR (CDC1,)
6:1. 06 (3H, t, J=7. 3Hz), 1. 48 (18H, s), 1. 5
9 (9H, s), 1. 93~2. 03 (4H, m), 3. 00-3. 10 (4H,
m)., 3. 33-3. 43 (2H, m), 4. 58 (1H, brs), 4. 79

(2H,s).6.90—6.95(3H,m).10.49(1H.brs)
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L £34 590 )
N-(5~- (N-ZHEBE) -2-(¥Rm-1-R)XEFH)
B - =8 d &
AL AF 589 KRGS HARKEH, 5Lk 5 EHBITFE
B, REFHFALEY (KE291%) .
'H—NMR (D,0)

6:1.24(3H.t.J=7.3Hz).2.29—2.31(4H,m).
3.35(2H.q.J=7.3Hz).3.84~4.00(4H.m).¢
45 (2H, s)., 7. 51—-7. 78 (3H. m)

MS (m/z) 261 (M"*)

L £3#4] 591 )

N-(2-(4- (N-RTEEAZELA-N-ZRALE)-3-F§&
AXEE) THA) RATFTRRTEGLSA

A LS 490 EAFH LS HAREBH, B k4 233 B4tk s
BE, BAFALESH 12mg (KE16%) .
'"H-NMR (CDC1,)

6:1. 056-1. 20 (3H, m)., 1. 44 (9H., s), 1. 52 (9H,
s).2.78(2H.t.J=6.9Hz).3.32—3.47(4H,m)

,3.84(3H.s).4.57(1H.brs).6.74—6.92(3
H, m)

C£3%4] 592 3

N-(2-(4- (N-ZEBA)-3-FEAXEZH M —
i B 3k 09 A Ak,

ARG 591 KBNS BAREEH, b LS s AHEBETE
B, RFFAFHENLSY 8mg (K HE94%) .
'H—NMR (D,0)

6:1. 20 (38H, t, J=7. 3Hz), 3. 03 (2H, t, J=17. 3
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Hz), 3. 24-3. 33 (4H,. m), 3. 89 (3H, s), 6. 99

(1H, d, J=7, 9Hz), 7. 10 (1H, s), 7. 27 (1H, d,
J=7. 9H z)

C £H#%&4] 593 ] |
N-(2-(4- (N-RTEEAZEEX-N-ZEABE)- 3 - &
FE) LE) REATERTESSA
A KB 495 KFLEHmARE R, 5 Ladl 233 AALbEAT
B, RFFAFEEeH27Tmg (KE17%) .
'H-NMR (CDC 13
§:1. 27 (3H, t, J=7. 3Hz). 1. 44 (9H, s)., 1. 47
(9H, s), 2. 75 (2H, t. J=6. 9Hz), 3. 30—-3. 50
(4H, m), 4. 53 (1H, brs), 7. 00—7. 30 (3H, m)

{ £3#&4] 594 ]

N-(2-(3-R-4- (N-ZAKE) X2)ZE) B - =
YR |

A KA 593 KA mAREBH, 5 Ekd 5 EERTTE
B, KFAAEAESH 1Tmg (K% 88 % ) .
'H—NMR (D.0)
§:1. 22 (3H, t, J=7. 3Hz), 3. 04 (2H, t, J=7. 3
Hz), 3. 27-3. 36 (4H, m), 7. 33—-7. 44 (2H, m),

7. 56 (1H, s)

(%34 595 ]

N-(2-(4-CN-8TEEZEL - N'-ZHARBE -3 - &
FE) LR RATRRTESSA

A K 504 RFGAMARERH, B LS 233 ARBES
BB, REHFELSH 90mg (KES4%) .
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'H-NMR (CDC 1,)
6:1. 10-1. 32 (3H, m), 1. 44 (9H, s), 1. 48 (9H,
$). 2. TT(2H, t, J=6. 9Hz), 3. 35—3. 46 (4H, m)
+ 4. 55 (1H, brs), 6. 90-7. 00 (3H, m)
C £5#&4] 596 ]
N-(2-(4- (N-BRTEEEE-N-ZABRL)- 3 - £
L) LH) - —EmiEnek
Ak eB] 595 KGNS ARERH, b Lahd 5 AEBETE
R, RFFIFHELSY S3mg (K E£93%) .
'H—NMR (D.0)
§:1. 22 (3H, t, J=7. 3Hz). 3. 04 (2H., t, J]=7. 3
Hz). 3. 27—3. 36 (4H. m), 7. 19-7. 41 (3H., m)

( E#4) 597 )

N-C1-(3- (N-RTEAEBA-N-ZABEIZER)Z
) REATFHERTEGLK

ui%ﬂ9§ﬁﬁ%%%ﬁﬂ%ﬁﬁ,5@%%1%@#%%%&
E, RFFAREILEH 280mg (K81 %) .

'"H—NMR (CDC 1,)
§:1. 02-1. 20 (3H, m), 1. 42 (12H, brs), 1. 51
(9H, s). 3. 38-3. 43 (2H. m), 4. 64—4. 90 (2H.
m), 6. 90—-7. 20 (4H, m)

C £3#4] 598 ]

N-(1-(3-(N-ZEBKA)ER)ZR) B - —%83y
A B

A 597 RAGIEHAREER, b Lk 5 QERETA
B, RERAESY Sdmg (M E 88 %) .
'H-NMR (D.0)
§:1. 22 (3H, t, J=7. 3Hz), 1. 65 (3H, d, J=§. g
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Hz)., 3. 32 (2H, q, J=7. 3Hz), 4. 57 (1H, q, J=6,
9Hz), 7. 34—7. 60 (4H, m)

C &34 599 )
N-(2-(4- (N-BRTAEAFL-N-ZEABRE)-3-7
EAXE) LHE) EATBRRTE
A& F) 523 KFQESHARERF, 5 ke 233 B AL
BoE, KFFHAEILSH 43.5mg (K E39%) .
'H—NMR (CDC13,)
6:10. 5 (1H, brs). 7. 18-7. 00 (3H. m). 4. 57
(1H, brs)., 4. 40 (1H. brs), 3. 36 (2H. dt, J=5
. 4. 6. 4Hz). 2. 76 (2H, t. J=6. 4Hz). 2. 23 (3H,

s)., 1. 52 (9H, s), 1. 44 (9H, s). 1. 03-1. 19 (3
H, m)

C E£#&4] 600 )
N-(2-(4-(N-ZEBE)-3-FRAER LA B -=
Y ¥
A EL#Y) 599 KFEGLSMmARLBH, 5EkeS Rl 4 3, 3 £T B
K, REHRALESY 283mg (M FE93 %) .
'H-NMR (DMSO-—d)
§:9. 54 (1H, s), 8. 00—8. 25 (4H, m), 7. 80 (1H,
brs), 7. 50 (2H, brs)., 7. 23 (1H, s), 7. 20~-7
;- 12 (2H, m), 3. 34-3. 17 (2H, m). 3. 18-2. 82
(4H, m), 2. 19 (3H, s), 1. 11 (3H, t, J=7. 1Hz)

C £3#4] 601 )
N-(3-4-#EF9EFRX) BATHRRTEGLA
B4 -RE-2-AFH (1.0125g ) ¥k, FEERTRAL

A (283mg ) . —HEBR-RTE (1.543g ), AERTEHEA
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FIEREBRPRANT LS, HAMERREEA—KRERERABRHA T
B, EmBTELEN. BMERAGHALBREEEE (BAFk: E0
R LERLE= 3:11) #%, KEHFALSH 1.0576g (K * 64 %)
'H-NMR (CDC13)

6:7. 56 (1H, d, J=2. 1Hz). 7. 35 (1H, d, J=8. 3
Hz)., 7. 15 (1H. dd, J=2. 1, 8. 3Hz), 6. 55 (1H,

s)., 4. T1 (2H, s>, 2. 01 (1H, brs), 1. 52 (9H, s)

C E£3&4] 602 )

N-(3-R-4-RAFPEEL) EAPTRETREGOA

KA TR ERS 601 KFGEY ( 5553mg ) ZRF S 75
( 10ml ) F, HAAMMANZEME ( 735mg ) . R ( 930mg ) ,
BHI0OSHE, FEERTHRIEIIH. RELABRETELEMN, &
ﬁﬁﬁg%ﬁﬁT;Wﬁﬂm(&m)¢,MAi%%(HThg)%
mAESOT, B 10 04, AFRASROY T MALRLE, %A
WERKERE 2 K, KERLKARSAFE, BERETEREEMN. B
ﬁﬁ%%m&&ﬁ@%%(&ﬁﬁ:i&%6&6¥=3ﬂ)ﬁﬁ,ﬁ
FAr B AL S 89.6mg (& 16 % )
'H—NMR (CDC 1)
6:7. 66 (1H d, J=2. 2Hz), 7. 39 (1H. d, J=8. §
Hz)., 7. 18 (1H, dd, I=2. 2, 8 6Hz), 6. 53 (1H,
brs), 3. 78 (2H, s), 1. 52 (9H, s)

C £#&4] 603 )

3-RK-4-REATEEBRGEA

A KA 602 KFHAH AR B, 5 kb 521 A At 47
BB, RFFENEY 184.7mg (K% 88 % )

'‘H-NMR (CDC 13
§:7. 21 (1H, d, J=8. 1Hz), 6. T3 (1H, d, J=2. 5

Hz), 6. 57 (1H, dd, J=2. 5, 8. 3Hz), 3. 80 (2H,
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[ Ewb] 604 )
4 - (2-BXZRA) -3 -KREBEGHLA
VAL H 603 KRS wARERA, 5 LAH 252 AR
B R, KFHAESY 189mg (#BcE 100 % ) .
'H—NMR (CDC1,)
§:7. 00 (1H., d, J=8. 3Hz) .

6.71(1H.d,}=2.4
Hz).6.52(1H.dd,J=2.4.8.3Hz).3.64(2H

brs).2.98—2.87(2H,m),2.83—2.71(2H.m%
1. 24 (2H, brs)

C E£H#&4] 605 )
N-(2-(4-8E-2-RXE)LRA) GAPHRTEWGS

A
A 604 KT eGEH A RERHA, 5 Lk 253 AR

BB, KIS 208.3mg (K E 64 %) .

IH—NMR (CDC 13

§:6. 98 (1H, d, J=8. 1Hz), 6. 70 (1H, d, J=2. 4

Hz), 8. 52 (1H, dd, J=2. 4, 8. 1Hz), 4. 55 (1H,

brs). 3. 64 (2H, brs), 3. 32 (2H, dt. J=6. 6, 6.

6Hz), 2. 81 (2H, t, J=6. 6Hz), 1. 43 (9H, s)

L £3#&4] 606 )
N-(2-(2-f-4-AFEEFXEE)ZR) EAPHERTEY

!

A 605 RF GRS AREER, 5 LHEH 120 LS
BE, RS 78.9mg (K £ 100 %) .
'H—NMR (CDC 1)

§:8. 42 (1H, brs), 7. 38-7. 20 (2H, m), 7. 17—
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7. 04 (1H, m), 6. 30 (2H, brs)., 4. 69 (1H, brs),
3. 38 (2H, dt, J=6. 6, 6. 6Hz), 2. 94 (2H, t. J=
6. 6Hz), 1. 42 (9H, s)

C£3%&4] 607 )

N-(2-(2-F-4-(S-ZixpuBit)X4) ) &
AP R T BG4 A

P EHF] 606 KAGHESWAREBH, B Lid) 27 At kiiTA
B, REFFELSY 66.7mg (K E78 %) .

'H-NMR (CDC 13)

5:7.15(1H.d.J=8.3Hz).6.96(1H.d,J=2.2
Hz).6.77(1H.dd,J=2.2,8.3Hz).4.58(1H
brs).4.28(2H.brs).3.36(2H.dt.J=6.& 6.
6Hz).3.01(2H.q.J=7.3Hz).2.88(2H.t.J=
6.6Hz).1.44(9H.S).1.36(3H,t.J=7.3Hz)

C Z#&5] 608 )

N-(2-(2-f-4-(S-ZAFREABREIEXZE B =
B8R 68 S A%

A KRS 607 RBFGRSHAREEH, 5 L#H 5 FAHERLFE
B, RKFEHAANLEY 653mg (dcE 100 %) .

'"H-NMR (DMSO—d,)

0:11. 88 (1H. brs), 9. 58 (2H, brs), 8. 32 (3H,
brs).7.53(1H,d.1=8.1Hz).7.52(1H.d.J=
2.2Hz).4.10—3.60(2H,m),3.35(2H,q.J=T

3Hz).3.14~2.93(2H,m).1.30(3H.t,J=7.3
Hz)

L £3#%4 609 )
N-(2-(4- (N-BRTEEABZE-N-ZEABE)-2-4
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) ZA) RAPRRTEG AR
A REH 605 KA B AREBRH, 5 Lkp 233 BT
B R, KF#HBILESH 71.5mg (KES2%).
'TH-NMR (CDC13)
§:10. 70 (1H, brs), 7. 25-6. 72 (4H, m), 4. 58
(1H, brs), 3. 47-3. 27 (4H, m), 2. 91 (2H, t. ]
=6 4Hz), 1. 49 (9H, s). 1. 44 (9H, s). 1. 19 (3
H, t. J=T7. 3Hz)

C £#&4] 610 ]
N-(2-(2-4-(N-CHEBE)RKX) AR —48
3654 A
Ph LB 609 KAFQGIH AR BHA, 5 EEH S FIMBREFTA
B, RF#HANLESHS1.7Tmg (£ 100 %) .
'H—NMR (DMS O—ds)
§:9. 98 (1H, s), 8. 35(3H, brs), 8 11 (1H, br
s), 7. 83 (2H, brs). 7. 44 (1H, d, J=8. 3Hz). 7.
35 (1H, d, J=2. 2Hz), 7. 18 (1H, dd. J=2. 2, 8.
3Hz), 5. 00—3. 50 (2H, m), 3. 36-3. 15 (2H, m),
3. 10—-2. 90 (2H, m), 1. 13 (3H, t, J=7. 1Hz)

C£#&4] 611 1

N-(2- (N-FE-N-9EL)-5-MEEA9X)BE
RoBB B TEOLK

AR 263 KR QLM ARLRA, AN - TAFBEAEYR

B, 5 K& 264 FARLTRE, KEHEALSH (KES6%) .
IH—NMR (CDC 13)

5:1. 47 (18H. s). 2. T3 (3H, s), 4. 19 (2H, s),
4. 93 (2H, s). 7. 07 (1H, d, 1=8. 9Hz), 7. 26—17.
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33 (5H, m), 8. 03-8. 09 (2H, m)
CE#4 612 ]

N-(5-RE-2- (N-FEA-N-FERA)EAFR) 24
E_EBB-_RTEHLA

ugﬁﬂauﬁﬁ%w%%%ﬂﬁﬁﬁ,E%ﬁﬂﬂ%ﬂ#ﬁﬁﬁ
Ry, REFHALSY (KkEo1 %) .

'H-NMR (CDC1,)

§:1. 43 (18H, s), 2. 48 (3H, s), 3. 50 (2H, brs)
. 3. 91 (2H, s). 4. 98 (2H, s), 6. 45—-6. 47 (1H,

m), 6. 52-6. 56 (1H. m). 6. 98 (1H, d, J=8. 3Hz)
7. 25—=T7. 40 (5H, m)

#4613 )

N-(2-(N-FE-N-FBERA) -5 -BBRLAEAPE )
REA_BBR-_RTENLA

AL 612 KA LS kst B, 5 LaES 120 B AR
BRE, REREESY (KEo4%) .
'H-NMR (CDC13)

6:1. 46 (18H, s), 2. 59 (3H, s), 4. 02 (2H, s),
4. 96 (2H, s), 6. 03 (2H, brs), 6. 98—7. 00 (1H,

m), 7. 03—-7. 08 (1H. m), 7. 16 (1H, d, J=8. 3Hz)
» 7. 26-7. 37 (5H, m), 7. 80 (1H, brs)

[ %34 614 )

N-(2- (N-FEA-N-FBEL)-5-(S-ZEAFERL)
FEPR)E - —&mingsik
A KB 613 RFAREHARE R, 5 HaH 05 A

B BRGNS E S485 95 AHLRTRERE, EFFALSYD (K
£95%) .,
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'H-NMR (D.0)

6:1.41(3H.t.J=7.3Hz).3.12(3H.s).3.23
(2H,q.J=7.3Hz).3.94(2H,s),4.46(2H.s).
7.20—7.23(2H.m).7.34—7.46(4H.m).7.58

(lH,dd.J=8.9.2.6HZ).7.76(1H.d,J=8.9H
z)

CE£3#%4] 615 ) -

N-(2- (N-FEA-N-9¥BRA)-5- (N-&RTa&AZA
TN -LEBRA) FATR) PEA KB _RTEGLSA

AEHb] 612 KPS AREEH, b5 Likd 233 AL
BE, KRB AEY (KE58%) .
'H—NMR (CDC I,)

5:1.05—1.11(3H.m).1.45(18H.s).1.53(9
H.s).2.58(3H,s).3.32—3.45(2H.m),4.01

(2H, s), 4. 97 (2H, s). s. 92-7. 17 (3H. m), 7.
26-7. 39 (5H, m)

CEZ%H] 616 )
N-(2-(N-FE-N-9PBEL)-5- (N-ZAKL)Z
EFE) B =B A8aK
A K& 615 RFHRES B AR BEH, 5 Lad 5 ik ITFA
B, RAHFALSY (KE8 %) .
'H-NMR (D,0)
6:1. 23 (3H, t, J=7. 6Hz), 3. 23 (3H, s), 3. 33
(2H., q, J=7. 6Hz), 3. 82 (2H, s), 4. 54 (2H, s),
7. 18=7.25(3H, m), 7. 34~7. 48 (3H. m), 7. 53

(1H,dd,J=8.9.2.3Hz).7.77(1H.d.J=8.9H
z)
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L %% 617 ]

N-(1-(2-FE-3-MEEXEL)LR) FE_FRIKH
& 7%,

21 - (2-FE-3-MEXAIPHYRSEERA, 5144 179
IR AITRE, KA LESY (KES52%) .

'H-NMR (DMSO-—dy)

¢:1. 81 (3H, d, J=7. 3Hz), 2. 31 (3H, s). 5. 69
(1H, @. J=7. 3Hz)., 7. 48 (1H, dd, J=7. 9. 7. 9H
z), 7. 75 (1H, d, J=7. 9Hz), 7. 84 (4H, s)., 7. 9

7 (1H, d, =7, 9H z)

( £#&H] 618 )

N-(1~-(2-FR-3-AAFRA) LA) SATRRTEY
A A%,

ALY 617 REFH LS W AREBH, 5 T4 309 B A 47
BB, RERELESH (KE85%)

'"H-NMR (CDC 1,

6:1.40(9H.S),1.41(3H.d.J=6.3Hz).2.46
(3H, s), 4. 83 (1H, brs), 4. 98-5. 14 (1H, m),

7.31(1H.dd,J=7.9.7.9Hz).7.53(1H,d.J=
7.9Hz).7.61(1H.d.J=7.9Hz)

( £#&4] 619 ]
N-(1-(3-8&- 2—?£X£)a£)i£W£&T¥%

&aiﬁﬁmsﬁﬁ%mé%%ﬁﬁﬁﬁ,5%%%&%@#%%
TRE, KEHFALSY (KETO%) .
'H~NMR (CDC 1)
5:1. 41 (3H, d, J=6. 3Hz), 1. 42 (9H, s). 2. 14

(3H, s), 3. 61 (2H, brs), 4. T4 (1H, brs), 4. 9
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8—5. 15 (1H. m), 6. 62 (1H. d, J=7. 9Hz), §. 74

(1H, d. J=7. 9Hz), 7. 02 (1H., dd, J=7. 9, 7. 9H
Z)

(L5444 620 ]
N-(1-(2-FA-3-BREER) CR) SATRERTE
68 A

mi%wswﬁﬁﬁw%%%ﬁﬁﬁﬁ,Ei%wrmﬂ#&&ﬁ
BFL, RFFFHBILESH (KEZF) .
1H—-NMR(CDCIa)

o : 1.

39(3H.d,]=6.3Hz).1.41(9H.s).2.33

(3H, s)., 4. 89 (1H, brs). 4. 90-5. 03 (1H, m) ,
7. 15 (1H, d,

J=7.6HZ).7.24—7.34(2H.m).7.
71 (1H, brs)

C £#&H] 621 )

N-(1-(3-(S-ZAFRBLA) -2-FAEL) 1)
X PERTE® S

A LAY 620 KT G AB AR RHA, 5 L#h5) 95 B/
B, RERELES (KRS0 %) .
'H-NMR (CDC 13
§:1. 36—1. 45 (3H, m), 1. 40 (3H, d, J=7. 3Hz),
1. 42 (9H, s), 2. 16 (3H, s), 3. 02—3. 18 (2H, m)
., 4. 36 (1H, brs), 4. 75 (1H, brs), 4. 93—-5. 08
(1H, m). 6. 73 (1H, d, J=7. 6Hz)., 6. 98 (1H, d,
J=7. 6Hz), 7. 13 (1H, dd, J=7. 6, 7. 6Hz)
C 554 622 )
N-(1-(3-(S-ZRRBMA) -2 - FTEXR) &)
Be - —HRE LR
ALEH 621 KFNNSHAREEH, 5 EkN 5 AHEBETL
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ffffff

B, REHRZLESY (kEo2%) .

'H~NMR (D,0)

6:1. 43 (3H, t, J=7. 3Hz), 1. 62 (3H, d, J=6.
Hz). 2. 29 (3H, s), 3. 24-3. 28 (2H, m), 4. 88
(1H. q. J=6. 9Hz). 7. 37 (1H. dd, J=7. 9, 1. 3H

z).7.50(1H.dd,J=7.9.7.9Hz),7.60(1H.d
d, J=7.9, 1. 3Hz)

(5554 623 )

N-(1-(3- (N-RTRAZEA- N-zZAKA)-2-w
AERX) LR) BAPHERTESLA

A EZkB 619 RFGILoMAREBH, 5 LiEs 233 Fl H b3t AT
BB, RHFHBIEY (KE38%) .
'"H-NMR (CDC I,

6:1.00—1.20(3H.m).1.40(3H.d.J=7.3Hz%
1. 41 (9H, s), 1. 54 (9H, s). 2. 29 (3H, s), 3. 3
6"3.45(2H.m).4.80(1H.brs).4.90—5.
(1H. m), 7. 10-7. 30 (2H. m)

10

C E£3#4] 624 )

N-(1-03- (N-ZABE)-2-FRER)A B -~
E R

uﬁﬁwsnﬁﬁﬁmé%%ﬂﬁﬁﬁ,ﬁiﬁﬂsm#ﬁﬁﬁ&
R, RFHFALESY (kE92%) .
'H-NMR (D,0)

6:1. 22 (3H, t, =7.3Hz),1.62(3H.d.J=6.6
Hz).2.28(3H.s),3.31(2H,q.J=7.3Hz).4.
87(1H.q.J=6.6Hz).7.34(1H,dd,J=7.6.1.

3Hz).7.45(1H,dd.J=7.6,7.6Hz),7.53(1H

dd, J=7. 6, 1. 3Hz)
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C %34&4] 625 )
N-X78%E- 4 -BRAFEGSK
| A4 -RE-N-XFBRFEIREER, 5 EaH 120 A4t
FTRE, KA L4% 143.5mg (K E76 %) .
'H—-NMR (DMSO—ds)
§:4. 44 (2H, d. J=5. 9Hz)., 7. 20-7. 38 (5H, m),
7. 40~7. 58 (4H, m). 7. 89 (1H, d, J=6. 6Hz), 9.
03 (1H, t, J=5. 9Hz). 9. 64 (1H, s)

C £#4 626 ]

N-X98A-4- (S-ZAFREBL) FragsK

BN -FEFsA- 4 -BBRAFE (139.1mg) 8% ( 10ml)
RSB FOANLES ( 0.5ml ), WREE I IE. GEERPMRA
R EBRAAKER, ALBUEER., BAENEM ALK, i f
WARERGE, AEKARATRE, CRETELEN. BFEA
WHRMEREEEE (RFk: R4F:T8H=- 20:1) 5, 5458100
# 134.8mg (k% 88 % ) .

'H-NMR (CDC 1)

§:1. 36 (3H, t, J=6. 9Hz), 2. 67 (1H. brs), 2.
90-3. 11 (2H, m), 4. 46 (1H, brs), 4. 60 (2H, d.
J=5. 6Hz), 6. 25—6. 41 (1H, m), 6. 91 (2H, brd,
J=8. 3Hz), 7. 29 (2H, d, J=8. 3Hz). 7. 38—7

. 93 (3H, m), 7. 7T5—7. 83 (3H, m), 7. 79 (2H, d,
J=6. 6Hz) '

[ £3&4) 627 ] |
N-¥X98E-4- (N-RTEAZL- N"- ZEABL) ¥
i
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ﬂiﬁﬂaﬁﬁﬁﬁﬁéﬁﬁﬂﬁﬁﬁ,5%%%23@#%&&
RE, RFHFBESY 180.8mg (K% 66 % ) .

'H-NMR (CDC 153)
§:1. 10—-1. 21 (3H, m), 1. 47 (9H, s), 3. 32-3.
48 (2ZH, m). 4. 62 (2ZH, d, J=5. 9Hz)., 6. 62 (1H,

brs), 7. 11 (2H, brs), 7. 25-7. 60 (64, m) . 7.
7T8—7. 88 (2H, m), 10. 70 (1H, brs)

C X4 628 )

N-FFHE-3- (N-ZEBLE) FHRELA

H XY 627 KAGRAY ( 1808mg ) #ZH. 28 ( S5ml ) &R
%%&iﬁTﬁ#m%ﬁn%&ﬁﬁ&ﬁaTﬁﬁ,@##mkﬁﬁﬁ
&i%*ﬁ&,mc&cﬁﬁh.%ﬁm%miﬁm&%+%s,ﬁ&
BT &EELEMN, REmFELSH 46.1mg (K E34% ) |
'H—=NMR (DMSO—d,)
5:1.06(3H.t.7.3Hz).3.11(2H.q.J=7.3Hz)
.4.40(2H.d.J=6.5H2).5.30(2H.brs).6,7
3(2H.d.J=8.3Hz).7.14(2H,d.1=8.3Hz).7.
43~7.58(3H.m>,7.86—7.96(2H.m).
H, t, J=6. 5Hz)

(%34 629 )

3-REA-N-X7P8EA¥Beo8

uN—X?&£—3—ﬁ£%E%£ﬁﬁﬁ,Ei%wﬁmﬂ#&
HITRA, KFAFHEAH 98.5mg (K g6 % ) .
'H—NMR (CDC 1)

8. 96 (1

6:3.69(2H.s).4.55(2H.d.J=5.3Hz).6.39
(1H, brs), 6. 57—6. 60 (1H, m), 6. 67 (1H, s),
6.72(1H.d,J=7.7Hz).7.13(1H.t.J=7.9Hz)

. 7. 837=7.54 (3H, m), 7. 77 (1H, s), 7. 78 (1H,
d, J=8. 3Hz) |
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C E£3#&4] 630 ]

N-F78L-3-BERAFBEGLA

AKHEY] 629 KB HNEHAREBA, 5 £hH 3 AR
B, RFHFALASY 147Tmg (kK 58%) |
'H-NMR (DMSO—dy)
6:4.48(2H.d.J=5.9Hz).7.08(1H,d,J=7.6

Hz),7.22“7.57(8H.m).7.90(2H.d,J=6.6H
z).8.98(1H.brs).9.68(1H.s)

C £H#4H) 631 )
N—i?&%—s—(s—ci%ﬁwg)%ﬂﬁéﬁ
m%%wamﬁﬁ%%%%%ﬂﬁﬁﬁ,Eiﬁwawﬂ#wﬁﬁ
BB, RIS H 39.0mg (KAE93 %) .
'H—NMR (CDC 1,)

6:1.35(3H.t.J=7.3Hz).3.00(2H.q.J=7.3
Hz).4.52(1H,brs).4.59(2H,d.J=5.6H2L
6.50(1H.brs).6.85(1H,d.J=8.1Hz).6.90
(1H, s), 7. 01 (1H, d, I=T7. 6Hz), 7. 27 (1H, dd,

J=8.1.7.6Hz).7.38—7.50(3H.m).7.76~7
. 79 (2H, m)

(544 632 )

N-i?&£f3-(N-&TiiﬁﬁfPW—L£M£)%§
82 R

| uﬁﬁﬁ&m%ﬁ%%%ﬁ%ﬁ%ﬁﬁ,Eiﬁﬂznﬂﬁﬁﬁﬁ

RE, REHFEBALSY STmg (KE 50 %) .

'"H-NMR (CDC15,)

5:1.03“1.20(3H,m),1.47(9H,s).3.30—&
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42 (2H,. m), 4. 61 (2H, d, J=5. 6Hz), 4. 88 (1H,
brs), 6. 91 (1H, brs), 6. 92—7. 20 (4H, m), T.
26—7. 55 (5H. m), 7. 82 (2H, d. J=6. 9Hz)

[ £#&4H 633 )

N-XF8AE-3- (N-ZEARBRR) ¥ —428E0ok

AKAEH 632 RFGLESTAREEHR, 5Lkt s AHRETR
B, REHFELSH 31 Tmg (KEET) .

'H—NMR (DMSO—-de
5:1. 14 (3H, t, J=6. 9Hz). 3. 21-3. 38 (2H, m),

4.50(2H.d.J=5.6Hz).7.10(1H.d.1=6.9Hz)
» 7. 19 (1H, s). 7. 24 (1H, d, J=7. 9Hz), 7. 34—
7. 71 (8H. m). 7. 75—=7. 79 (3H, m). 9. 04 (1H

» brs), 9. 46-9. 59 (1H, m)

[ k&4 634 )

1 - (2-FRE-5-MAXR) ZHGLA

BRETE2 - FRE- 5 -AEAEPHE ( 450mg ) TEER
(30ml) PEm=FREGTHRER (3.0ml) . AERTHEE I o
B, MRBERTRK, RLRUBER, $AMNEMARAK, Wil
AR ERB K, RAKERRATRE, EEETAEREN. B
WHRRREEE L (RFk: EOR:LRLE=- 2:1) #4, 84K
A4iLEH 385mg (KET79%) .

'H—NMR(CDCIQ

5:1.51(3H,d,J=6.3Hz),2.25(1H.d.J=3.3
Hz),3.96(3H.s).5.12—5.23(1H.m).6.93

(1H.d,J=9.2Hz).8.18(1H,dd.J=9.2.2.6H
z),8.35(1H,d,J=2.6Hz)

[ £#4 635 )
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N-CC1-(2-F¥EE-5-MAFER)) 2A) £KX-_F&
I B 69 2R,
PAEHH 634 KRG AMARKLEH, 5ThH 179 Bk
BB, RIS Y 358mg (KES57 %) .
'H—~NMR (CDC 13)
§:1. 87 (3H, d, J=7. 3Hz), 3. 87 (3H, s). 5. 89
(1H, @, J=7. 3Hz). 6. 89 (1H, d, J=9. 2Hz), T.
70 (2H, dd, J=5. 3, 3. OHz), 7. 81 (2H, dd, J=5
3. 3. 0Hz), 8. 21 (1H, dd, J=9. 2, 2. THz). 8. §
4 (1H, d, J=2. THz)

( L#44] 636 )

N-(1-(5-R&A-2-FERAXE) 2H) GAPHRTE
854,

VA KB 635 KAFe9iL&-H AR BH, b Lk 309 FHwAH
BRE, RFEN-((1-(2-FRRI-5-MAFR) ) 24) &4
TERTE. $AMKGHEIERS T4 2 AHRITRE, HS4GHL
% 165mg (Hc £ 58 %) .

'H—NMR (CDC1y)

&:1. 39 (3H. d, J=7. 3Hz), 1. 42 (9H, s). 3. 40
(2H, brs). 3. 79 (3H, s), 4. 78—4. 90 (1H, m)
5. 28-5. 41 (1H m), 6. 52-6. 60 (2H, m), 6. 71
(1H, d, J=8. 4Hz)

( %£3%4] 637 ]

N-(1-(2-FE&E-5-BEAXR) ZR) GEAFERT
B 09 AR,

A K&H| 636 RAGHSMARERH, 5 LHEH 120 RIS
Bp, (kML H 110mg (K FE90 %) .

315



'H-NMR (CDC1y)

6:1.38(3H.d.J=6.9Hz).1.41(9H,s).3.87
(3H. s). 4. 90-5. 01 (1H. m), 5. 02—5. 09 (1H,
m), 5. 91 (2H, brs)., 6. 88 (1H, d, J=8. 3Hz). 7.
05—-7. 17 (2H, m), 7. 58 (1H, s)

C L4 638 ]

N-(1-(5-(S-ZEAFRBE)-2-FELAER) L)
RATERTE  S8a5igsR

A EHH 637 KFFGSHARKEH, 5 £Eb| 95 FlALEITE
B, KEHAHLESY 129mg (K £81%) .

'H—-=NMR (CDC 13

§:1. 36 (3H. t. J=7. 3Hz). 1. 39 (3H, d, J=6. 9
Hz)., 1. 42 (9H, s), 3. 02 (2H, q. J=7. 3Hz), 3.
83 (3H, s), 4. 82—-4. 95 (1H. m), 5. 10-5. 28 (1
H m), 6. 7T3-7. 01 (3H, m)

C %34 639 )
N-(1-(5-(S-ZARaBRRA)-2-FaAERIZLE)
B - R % a4
A EAY] 638 KGNS WARKEH, HEAH S AHRERE
B, KFEAAALSY 112.6mg (K2 EF) .
'H-NMR (DMSO—ds)
§:1. 33 (8H, t, J=7. 3Hz), 1. 52 (3H. d, J=68. §
Hz), 3. 22—-3. 40 (2H, m), 3. 89 (3H. s)., 4. 50—
4. 71 (1H, m), 7. 18 (1H, d, I=8. 6Hz), 7. 31 (1
H, d, J=8. 6Hz), 7. 49 (1H, s), 8. 55 (2H, brs),
9. 18 (1H, brs), 9. 74 (1H, brs), 11. 56 (1H, b

rs)
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C&#&4 640 3
N-(1-(5-(N-BRTEEZEL-N-CZEBE)-2-7
SAEXE) LA) EEATRRTEGESK
A LA 636 RAFIILE- AR RAH, b L&t 233 RS
B E, RF4HALESH 66mg (E62%) .
'H-NMR (CDC13)

6:1. 06 (3H, t. J=6. 9Hz), 1. 38 (3H. d, J=7. Q
Hz), 1. 42 (9H, s), 1. 53 (9H, s), 3. 31—-3. 48

(ZH. m). 3. 86 (3H, s), 4. 53 (1H. brs), 4. 90—
5. 03 (1H, m). 5. 07 (1H, brs), 6. 86 (1H, d, J=
8. 9Hz), 7. 02-7. 12 (2H, m), 10. 50 (1H. brs)

C E£#&H 641
N-(1-(85-(N-ZTEKRE)-2-FRAXL LA K =
EY R |
Ak 640 KL AR BA, 5 EAH 5 AHREITA
B, KBRS S8.8mg (KEZT) .
'H—NMR (DMSO—ds)
§:1. 15 (3H, t. J=6. 9Hz), 1. 49 (3H, d, J=6. 8
Hz), 3. 28 (2H. dq. J=6. 0, 6. 9Hz), 3. 88 (3H,
s), 4. 52—4. 65 (1H, m), 7. 14 (1H, d, J=8. 6Hz)
. 7. 18-7. 26 (1H, m), 7. 30-7. 34 (1H. m), 7. 4
3—7. 58 (2H, m), 7. 66—7. 78 (1H, m), 8. 36 (2H,
brs). 9. 59 (1H, brs)

( L34 642 )
N-(2-(N-ZBE-N-ZAfRE) -5 -BAEATR)
EREZBEBR-RT &SGR
€1 L34 446 HF LY ( 540mg ) . HEK4 ( 1.96g ) F LAk
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( 30ml ) S5REHMATEE ( 890mg ), MMERE 4 8, 5) W52
ﬁ?hAL&Cﬁ,Eﬂﬂ%%ﬁﬂ%&%fﬁ,ﬁﬁETiﬁ.%%
ﬁﬁ%%m&&ﬁ@%%(&ﬁﬁ=1%%%6&6%=&1)ﬁﬂ,
RFARACEH 330mg (K £ 55% ) .

'H-=NMR (CDC13)

6:1. 50 (18H, s), 1. 84 (3H, s). 3. 23 (3H, s),
4. 79 (2H, s). 7. 33 (1H, d, J=8. 4Hz), 8. 12 (1
H,d,J=2.3Hz).8.19(1H.dd,J=8.4.2.3Hz)

( E£5#4] 643 ]
N-(2- (N-ZHA-N-FBA)-5-8A%4928) 3
RE BB -_RTEGSLSAK
u;%ﬂ&uﬁﬁ%m%%%ﬂﬁ&ﬁ,5%%%2@#%&%&
B, RFHELESH (KEI6%) .
'H-NMR (CDC 1,)
6:1.48(18H.s).1.80(3H,s).3.15(3H.s).
3.77(2H,brs).4.64(1H,d.J=17.2Hz).4.6
5(1H.d.J=17.2Hz).6.45(1H.d.J=2.3Hz),
6.55(1H.dd.J=8.3.2.3Hz).6.86(1H,d,J=
8. 3Hz)
(£ 644 )
N-(2-(N-Z8A-N-FBL) - 5-RBRAEAFR)
FRE-ER - RTEHLK
A KA 643 REDUESHARERA, L5 Tkl 120 AHRRS
BB, RBHEALSY (KkES %) .
'H—-NMR (CDC15,) |
6:1.48(18H.s).1.83(3H.s).3.19(3H.s).
4. 70(1H.d,J=17.2Hz),4.71(1H,d.J=17.2
Hz).6.26(2H.brs),7.14~7.26(3H,m),8.3
2 (1H, brs)
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[ £#%4 645)
N-(2-(N-ZB%-N-9PBEL)-5- (S-ZARRMR
) FETFR) PBEA BB - RTEOOA
A KA 644 KBG AW HREBH, 5 LM 05 BB R
B, RGBS (Kk£83%) .
I H-NMR (CDC13)

§:1. 35 (3H, t, J=6. 9Hz). 1. 45 (18H, s), 1. 8
2 (3H, s), 2. 90—-3. 15 (2H, m), 3. 18 (3H, s). 4.
53 (2H, brs), 4. 69 (1H, d, J=17. 2Hz), 4. 70

(1H, d, J=17. 2Hz). 6. 76 (1H, brs), 6. 79-6.
92 (1H, m), 7. 04 (1H, d, J=7. 9Hz)
[ L34 646 )

N-(2- (N-Z&EA-N-PBXA)-5-(S-2ApaK
A2)XAPR ) K- —dmEwoK

AR 645 KFHLABARKEEH, 5 RAN S BRBEFA
B, RFAHEALSY (HE53%) .
'H—-NMR (D,0)
§:1. 43 (3H, t, J=7. 6Hz), 2. 37 (3H, s), 3. 2§
(2H, a. J=7. 6Hz)., 3. 44 (3H, s), 4. 12 (1H. d.
J=14. 2Hz), 4. 14 (1H, d, J=14. 2Hz), 7. 50-17.
60 (3H., m)

C 5564 647 )

N-(2- (N-ZEBE-N-FHERA)-5- (N-RTELEE
%—Nuaﬁmg)ig?ﬁ)ligzﬁ&;&Tﬁwéﬁ

A KN 643 T AHhRRA, 5 XM 233 QLI

BB, RFFBEH (K69 %) .
'H-NMR (CDC1y)

6:1. 19 (3H, t, J=7. 4Hz), 1. 47 (27TH, s), 1. 8
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-------

2 (3H, s)., 3. 20 (3H, s), 3. 30—-3. 44 (2H, m), 4.
70 (1H, d. J=16. 8Hz), 4. 71 (1H, d, J=16. 8Hz)
, 6. 85—7. 05 (2H, m), (7. 08, 1H, d, J=7. 6Hz)

C £#&4 648 )
N-(2-(N-ZE&EA-N-FEE&X)-5- (N-ZEKE)
FAFR) B - —4BE A%
AL 647 KPP AREEH, 5L#H 5 AHBAITR
B, RFFAAESH (KE27%) .
'H-NMR (D,0)
§:1. 24 (8H, t, J=7. 6Hz), 2. 36 (3H, s), 3. 34
(2H. a, J=7. 6Hz), 3. 42 (3H, s), 4. 09 (1H. 4,
J=14. 2Hz), 4. 12 (1H, d, J=14. 2Hz), 7. 4537

53 (3H, m)

[ 5364 649 )

2 - Z9HRA -3 -AEAXTRGLA

A2 - -3 -MEAXPBRARKBEHR, 5 L#AEH 264 AAFRLHT
BB, HFABIEH 4.8z (MH96 %) .

'H-NMR (CDC1,)
6:2.99(6H.s),7.56(1H.dd,J=7.9.7.9Hz).
7. 91(1H.dd,J=7.9.1.7Hz),8.60(1H.dd,J
=7. 9, 1. THz)

FAB-MS (m/z) 211 (M*+1)

[ﬁﬁﬂsml
2 - —PmA -3 -AAER) PEALA
u%ﬁﬂ6m§ﬁ%mA%ﬁﬁ%Eﬁ %iﬁwnnm#ﬂﬁﬁ

B K, KL H4.23g (kEog%) .
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'H-NMR (CDC 1,)

§:2. 80 (6H, s), 3. 16—-3. 28 (1H, m),
d, J=4. 4Hz), 7. 19 (1H, dd,
53—7. 61 (2H, m)
FAB-MS (m/z) 197 (M*+1)

4. 80 (2H,
J=7. 8 7. 8Hz), T.

C L£#&H 651 )

N-(2-—9BEA-3-MEAXEATFL) FE_FREBHLR
A EH] 650 KGR ESHARERR, 5 LaH] 179 B AR

B E, RFHwHLEH44g (KE63 %) .

TH-NMR (CDC 13

5:2. 84 (6H, s). 4. 99 (2H, s). 7. 09 (1H, dd, J

=7. 9, 7. 9Hz) . 7. 31 (1H, d. IJ=7. 9Hz). 7. 53
(1H, d, J=7. 9Hz). 7. 74-7. 79 (2H, m),
7. 91 (2H, m)

MS (m/z) 325 (M")

7. 87—

(L4 652 )

N-(2-—FBEA-3-AAXEAPE) SAPHRTEGLA
A KEH] 651 KFHGNEHARERA, 5 kbl 309 F4FmEA
B, ERFHELEGM374g (KEIMG%) .

'"H-NMR (CDC 153)

6:1. 46 (9H, s), 2. 77 (6H, s), 4. 42 (2H, d,
5. 6Hz), 5. 02 (1H, brs), 7. 15 (1H, dd,
7. 9Hz), 7. 52 (2H, d, J=7. 9Hz)

MS (m/z) 295 (M*)

] =
J=T. 9.

C 34 653 )
N-(3-(N-RTAXAEK- N-CZEKR) -2 -9
AFEATFL) RATBRRTEGLA

AN 652 KA S ARE R, 5 LM 233 A4
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BB, RFHRELEH (KET1%) .

'"H-NMR (CDC 1y

¢:1. 06-1. 25 (3H, m), 1. 46 (9H, s)., 1. 51 (9H,
s), 2. T8 (6H, s), 3. 32-3. 48 (2H, m), 4. 28-4.
43 (2H, m), 4. 67~5. 33 (2H. m), 6. 55-6. 68 (1
H, m), 6. 94 (1H, dd, J=17, 6. 7. 6Hz), 7. 0517,
23 (2H, m)

FAB-MS (m/z) 436 (M*+1)

( K44 654 ]
N-(3-(N-ZEBA) -2-—9FHRA2¥EAPR) B - =&
L ELIE
A K] 653 REGIESHAREBRH, BEAEN 5 HERRTE
B, AW ted (kEz23) .
'H—NMR (D.0)
§:1. 22 (3H, t, J=7. 3Hz). 2. 90 (3H, s), 2. 91
(3H, s), 3. 33 (2H, q. J=7. 3Hz), 4. 32 (2H, s),
7. 37-7. 58 (3H, m)

C %44 655 )

N-(5- (N-RTREZE-N-ZAKRE)-2-%x2
FE) RAFPBRRTEGLA

A X&) 338 K[ AW AR BH, 5*ﬁﬁ2ﬂ#%¢ﬁﬁ
B, KFFBLESY (KR T74%)
'H~NMR (CDC 1)
§:1. 06 (3H, t, J=7. 3Hz), 1. 46 (9H, s), 1. 52
(9H., s). 3. 32—3. 40 (2H. m), 4. 19 (2H, d, J=6.
9Hz), 5. 22—-5. 30 (1H, m), 6. 88—7. 08 (3H, m)
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( £#&4] 656 ]

N-(5-(N-ZEAKL) -2-2A¥APX ) B %83
89 8- 1%,

A L] 655 KA ARERA, B E#kb S AHRBITR
B, RFEHEALSY (KETT %) .
'H-NMR (D,0)
6:1. 21 (3H, t, J=7. 3Hz), 3. 29 (2H, q, J=7. 3

Hz)., 4. 17 (2H. s), 7. 02-7. 04 (1H. m), 7. 22—
7. 26 (2H, m)

5% B4

(34 1)

AEPREHAE LA LSl 3 # NOS FHRGHHAER SR
H &5 NOS 4745 # 65 ;2 5 R

A AT IS B4 A 3 B AL S

L - NNA,

L - CPA,

L - MIN,

L - EIN,

L - NAME,
NC-fA-L-#HE% (L-AA),
L - NIO

NC-3Fh-L-%H£% (L- NMMA) .

BERATIRMNELEHAGEHE S ( Nagafuji T, #Z23FHRS
( Neuroreport ) 6, 1541 - 1545, 1995 .

ERATIRME N - cNOS HHEBH . B—FLLEepp
Sprague Dawley (SD) % K& (4KE 300 - 400g ) Bf %, RFEWFELH
B, AR ESBRKBERK. REMA 54586 50mM Tris -HCl, 1mM
DTT(pH7.4)% &, A¥RJZFREI 54, REHL 1,000xg 69 54
%S 10 94, 573K B R B 100,000xg 69 24 B 5 60 4, BRR
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KRG LARGTERMBRRIEA N - cNOS 8542

E - cNOS ¥ B Bl T H &4 4.

HEOMIR TN AL mEHR ( CPAE ) EF—#44 20 % FBS
# MEM 3&3r A F3&5k. & AE#M 0.25 % tripsin, ImM EDTA & & 4
FMLA T H &, £EFH M FBS B, 2 1,000rpm # ik & 10 54,
FIREGAERMAETFEBIFEOHRE R ( pHTA ), WA
1,000rpm 85452 &F .5 10 547, RABAE — B4R @BEEE, WA
2H 1% Triton X - 100 5 1mM DTT  50mM Tris-HCI(pH7.4), %
KATHE 1 Do, BE, EHT32HOHLLEE, DA TRE
H, —BEAKRFHE 3054, RERBiTL 100,000xg 5 4 F s 60
SHRFGLARIEAE - cNOS HHEB#5. INOS HHBH 55
THREAE. AXAGRBEAKNLPS ( 10mg/kg ) , £ 6 B E L —
HEH 10UmMI AL B EKRBoRITOR, REHFLMEL. £
AN 5 A& 50mM Tris-HCI, 1mM DTT ( pH7.4 ) %k, #4713
HAEH AR, REAR 1,000xg 95455 10 4. FBHEAEY
L AR 100,000xg 89 &4 B 60 54, BEWHTE Ak G TN I
JoIR 3R 545 % INOS #9486 4 5 .

NOSHEMAALABRBAANEWREG T, AL T EHF b
HARRZX—HL - (CHIBERTRES WX —8 L - ( °H) A
REMNHLFREE ( Nagafuji ¥, BAMN ( Brain Edema ) IX ( Ito
F4H4%) 60, pp285 - 288, 1994 ; Nagafuji ¥, HZ FR L
( Newroreport ) 6, 1541 - 1545, 1995 .

RE®%100mM L - (°H) HE&%. #8%E2 ( 10 - 30pg/ml
%Z4). 125mMCaCl;. 1mMEDTA. 10pg/ml calmodulin . 1mM
NADPH . 100uM v S A% %%, 10uM . FAD. 10uM FMN .
SOmM Tris-HCHpH7.4)M R, EZE &K FimA XL Bt iR
44 .

AL - CHIHERFREBFE, £37CFRET 10545,
AN S0mM Tris-HCI(pH5.5). 1mM EDTA 2ml, 31 E F kKK

Bk, BEEERBLMETFXHEMEE ( Dowex AG50WX-8, Na
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B, 32ml), A RRENEELERL - (CHYBER54A5KRE
FHEL- (CHIRRBLY S, Bui i b ik — 2 8 AmAEs
XBEREFGEER—ROA-APEEFABK L - ( °H ) A&
B, REMETARERN, EA—6AKTRENZEASSHE, A@
ZEMHBEL - (PH) AEBHLE.

N - ¢cNOS# E - ¢NOS & & ¥ & K CaCl, # calmodulin 9 5 & F
BHGERERERAFLE CaCl, # calmodulin B4 65 & M & X 5.
INOS #9 &2 %R AL CaCly o calmodulin ¥ &4 FTieh. HBHS
PHEAREZA “Biorad” #E SNBSS BAANZE. ALY
HirL%.

AR, £50. ASIPFRETHTEAS 1 F4ABLIEBEFTY
KA W 65 B A NOS FMARE ICso A (A T A 9 4] 50 % E P&
THRE) 9FHE, B5HEAATRBFHRIBIRGEZA ICs 1456 .
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&4 9
RELSGHH=ANOS FHAGSHHEAPLERL
ERHRF | Csoh (nM) ICs 2 1t
& N-cNOS E-cNOS INOS E-cNOS/ iINOS/ E-cNOS /

HBAESH I (AV]1) (R¥3) (£%2) | NeNOS  N-cNOS iNOS
96 2.1 198.3 28.6 94.4 13.6 6.9
122 3.8 3,525.3 24,6499 927.7 6486.8 0.1
175 4.0 199.8 n.d. 50.0 n.d. n.d.
270 4.3 3,586.1 4528.7 834.0 1053.2 0.8
131 4.5 4811 78.2 106.9 17.4 6.2
324 4.8 2,305.6 8728.2 480.3 1818.4 0.3
171 5.0 29.2 n.d. 5.8 n.d. n.d.
104 5.2 1178 86.5 22.7 16.6 1.4
28 5.5 n.d. 32.7 nd. 5.9 n.d.
L-MIN 5.7 152.0 2476 26.7 43.4 0.6
14 5.9 n.d. 3,681.3 n.d. §23.9 nd.
21 5.9 n.d. 2.606.2 n.d. 441.7 n.d.
411 5.9 3413 n.d. 57.8 n.d. n.d.
452 6.4 3631.7 6.963.2 567.5 1088.0 0.5
137 7.1 484.6 n.d. 68.3 n.d, n.d.
7 7.6 42.4 2,123.2 5.6 279.4 0.02
162 7.9 $75.7 n.d. 72.9 n.d. n.d.
173 8.2 24.1 n.d. 2.9 n.d. n.d.
L-EIN 8.4 732.2 6,760.8 87.2 804.9 0.1
458 8.4 4101.1 n.d. 488.2 n.d. n.d.
47 8.8 72.9 n.d. 8.3 n.d, n.d.
112 10.8 407.6 n.d. 37.7 n.d. n.d.
177 11.6 510 n.d. 44,0 n.d. n.d.
317 12.2 238.6 n.d. 19.6 n.d. n.d.
167 13.3 365.8 n.d. 27.5 n.d. n.d.
169 14.0 41.5 n.d. 3.0 n.d, n.d.
12 14.2 538.5 239.3 379 16.9 2.3
L-NNA 16.9 68.2 3.464.3 4.0 205.0 0.02
288 19.9 1263.8 n.d. 63.5 n.d. n.d.
26 20.9 430.5 1,345.9 20.6 64.4 0.3
376 21.3 338.6 n.d. 15.9 n.d. n.d.
153 22.2 422.8 n.d. 19.0 n.d. n.d.
528 22.8 436.2 n.d. 19.1 n.d. nd.
5 23.4 4292 4487 18.3 19.2 1.0
372 23.6 359.9 n.d. 15.3 n.d. n.d.
538 24.4 2543.3 305.9 104.2 12,5 8.3

(i) : “nd”AFEARAFHE.
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#&50
REX S =/ NOS AHESHHAERFL Y
X 53 1 C 5ol (nM) I1Cs 4k 2 31t
3 N-cNOS  E-cNOS iNOS  |E-cNOS/ iNOS/ E-cNOS/
HBREH | (A21) (A3 (£M2) | NeNOS  NeNOS iNOS
L-CPA 27.3 986.6 7.153.9 36,1 262.0 0.1
52 35.2 483.5 2,760.6 13.7 78.4 0.2
298 36.4 41416 n.d. 113.8 n.d. n.d.
160 36.6 477.2 n.d. 13.0 n.d. n.d.
144 37.5 898.2 n.d. 240 n.d, n.d.
151 37.6 262.3 n.d. 7.0 n.d. n.d.
482 39.7 1992.1 n.d. 50.2 n.d. n.d.
438 413 6946 n.d. 168.2 n.d. n.d.
142 44.0 662.6 n.d. 153 n.d. nd.
337 44.8 52018 15473.6 116.1 345.4 0.3
355 46.0 662.5 n.d. 14.4 n.d. n.d.
£33 46.1 a7na n.d. 81.8 a.d. n.d.
305 53.9 1706.9 n.d. 31.7 n.d. n.d.
236 56.8 325.2 n.d. 5.7 n.d. n.d.
226 57.9 1,436.8 n.d. 24.8 n.d. n.d.
110 58.1 n.d. nd n.d. n.d. n.d.
238 3.9 1164.3 n.d. 18.2 n.d. n.d.
54 67.0 n.d. 5.023.4 n.d, 75.0 n.d.
300 69.8 492.0 n.d. 7.0 n.d. n.d.
258 72.7 1085.8 n.d. 14.9 n.g. n.d,
374 77.1 1288.8 n.d. 16,7 n.d. n.d.
L-NAME 79.4 923.0 13,533.1 11.6 170.4 0.1
19 88.4 n.d. 2,404.4 n.d. 27.2 n.d.
234 88.8 1167.2 n.d. 13 n.d. n.d.
543 95,0 3120.6 n.d. 32.8 n.d. n.d.
267 99.6 50,081.6 4,788.8 502.8 48.1 10.5
350 105.7 15,842.9 58,397.5 149.9 552.5 0.3
281 107.9 1,620.2 n.d. 15.0 n.d. n.d.
39 116.4 n.d. 22,856.0 n.d. 196.4 n.d.
41 121.0 n.d. n.d. n.d. n.d. n.d.
193 127.8 1,541.9 n.d. 12.1 n.d. n.d.
L-AA 152.5 167.0 1,281.0 1.1 8.4 0.1
341 160.2 874.0 n.d. 5.5 n.d. n.d.
30 162.6 nd, n.d. n.d. n.d. n.d.
60 170.6 nd. 6,745.3 n.d. 39.5 n.d.
367 193.4 3,707.3 n.d. 19.2 n.d. n.d.
285 196.9 7,305.4 n.d. 36.7 a.d. n.d.
(i) : “nd”AFRARHFHZ.
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&51

——— s

KL% Z# NOS A&k HHAEALLES

EHEHART [ Csok(nM) Y Cso i 238
A N-cNOS  E-cNOS iNOS  |E-cNOS/ iNOS/ E-cNOS /
HELSH | (A1) (AE3) (A22) | NeNOS  NoNOS iNOS
L-NIO 277.0 1,226.3 457.8 4.4 1.7 2.7
339 280.5 n.d. n.d. n.d. n.d. n.d.
34 280.8 n.d. 6.760.8 n.d. 24.1 n.d.
185 298.6 3,165.1 n.d. 10.6 n.d. n.d.
L-NMMA 337.8 489.9 3,480.9 1.5 10.3 0.1
(#) : “nd A TFRAARFRE,
ME 49. %50, ZS51 TUAEAHEATF 4 5.
1. £5#%4#28. 96. 104. 122. 131. 171. 175. 270. 324

MRS ERILERENOSHHMNFELFHEREN - cNOSIHEHS L
- MINZZZegp4 &0,

2. FA&H96. 122, 131. 175. 267. 270. 298. 324. 337.
350. 438. 452, 458. 466. 473. 538. 560ty MEL E -
cNOS e R T HAAWERA NOSHH AN TR FHE N - cNOS it
BaWHERERSG N - cNOS #6947 5 751,

3. %4112, 28. 96. 104. 131 4L HBEFAERAE NOS
WHMNTEFREINOSHHAEMMG L - MIN £ B4 iNOS 38 754

4. ZHH 96, 131. 267. 53883 PWAEL E - cNOS Hit i
HF@ERERA NOS 4l F 2 FREK INOS il iehe L -
NIO #4549 iNOS #iFdp 4] & B,

(%4 2)

RAXE RGNS Y kAR XS Pt K L B3 se o M pr e
#AEA.

WFXKAL T KB ( middle cerebral artery, MCA ) Hl X 55
HEASFBR A BY R R ALNEMNRENF E L MR ( Nagafuji 5,
Z# 5@ ( Neurosci. Lett.) 147, 159 - 162, 1992; Nagafuji %,
JaKM ( Brain Edema ) IX ( Ito $%4%) 60, pp.285 - 288,
1994, Springer-Verlag; Nagafuji ¥, # 2 %8 % ( Neuroreport ) 6,
1541 - 1545, 19951 .
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1% 8~9 Rt 4 5, SD 2R 2 %M =R AL TR 70 % N,O.
30% O, B IAERARNKRBEKRESFERBEERAL % HEZRAGE LR

ERRAEFREGERMEEEAL, AEZFLFIRA N &L
EREBIA, TEMEINGTEELT I MFLERTER, #F—
MRBRUREZSEMEINAEE. EF KR IRETRERLFAFHE
s, ERIMABMBEG=ZIHEE 3 BA—AFHBENL MY, Az
BHLERGHEG TR, A—ANoEkAE2BE Kb BT ORI
KATF—EBZImm b, BEA—E%FT. A AN Hi— A
AEHBHEE T £,

BE, RA-R2IGEAFPBRUHEEE LSS R B F, £l
EHRR @ EL B ( lenti culostriate artery, LSA ) #94 SU2F # K 44 )
4L E A — M A MCA .

RE, EAXMERYEOHAT, #A—ATEEEDBHED 4
G FARME MCA 275 LSA ¥, AV HMESEYGHERLT, )
RAREAAERST, EFLRABHNRELAFAREHBE TREAR
AFBP T

SREM (09 %EBLEK, 10ul/h ) X EEH 96 5L
( 0.12~3.6pg/kg ) #» MCA AIEE ML KMEHRZXL, HTHERHT
AF—A#EX Alzat R B EREZREAKRAGET, FRES LS
( 0.01~0.3pg/kg/min ) . RE, ¥—HESAREFHAEA LA T2
ML 2 A gelfoam WL o BFHAEHFRBEAREHA o HE, 34
k2L BHRE.

ABRIRNBRBEAB ARG S SHN T ETRE S EH47
{ Nagafuji ¥, #Z2M 5@ ( Neurosci. Lett.) 147, 159 - 162,
1992 1 . &3E2 5 MCA ME 48 P ER KAk, £ 60 FAARL
RIS, EOPAAARER LS AR ELELABERN R ES. &
EREAET 105 CHRATTRI B, MILTFRET. BAGKSS
FHRBR(REF-FRES)/(REF) x100%) £%, B1 ¢+
BEREM (£) XKBFRAKSSSHSTEEM (£) KBEHe
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2

A, AT BRERLE MEAG LR ZE 3 DM MCA H
Efe 24 P HHBARBEHXAN L, DREMSBOTETHA 6 h
2nm Fl RS E R FE LW H  Nagafuji §, # 2 3 g &
( Neuroreport ) 6, 1541 - 1545, 1995 13Xtk £37C# 2,
3, S-EFXAWALARE (TIC) HABAEKER (2%) vk
30 546, HEMhthh. ZRAMGHRE. AREERBEGELEE
AN, ATBEATEIHBROREGRAL KR, $—HELBFA
%4 ( MIHImage ) AT#HERL, F ( (AREMABESARE
AEEGER) = (EFMNABERNEER B HR) - (&M EH L
BERARAEFERGGR) I, FHPTEZEMNEEA THEERLLY
AR,

Hh, MERKRGARRUEAB((REREGER) x ( Ilmm ) ]
RFFGHRRGERFEER 2 §.

REBGEFRALHALERRERAT, BRAFEE G
H¥. ERATEFH Dunnett B $EBERNN, HitF 0BT TFE
REEE (plh) RROOSHBLERHFLYEL. wh 1w, £
MCAME A I NEREABREK—HEEREMNABER ARG K
TE, M TEFRAGKS ST, HXEH4103.8%, A7 265N
B, EHAKSLSFHRGHABLRS L4696 912, &H T
UG AFRMRFAE, AR S6pugkg EHBHRARGHRER
0.3ug/kg/min #¥ R H e —4, HABHMAAK Y £ 102.1 %, XEL%ki+ P |
LERE 1 SRS, BAZAELY. F4, 224 B AL EHE
EFRKBEERA GRS EFH 79.2940.06 % .

G B 2 BT, ik 3 a6 MCA Al E A 24 D89 B 3238, WEF
Eikﬁs%bﬁﬂﬁ%ﬁﬁ%%#ﬁﬁ#kﬂi}iﬁ%k%@Ea‘é’cﬁ/‘ﬁiT2‘1
104.2mm’ A8 KRk, RXAREREGHR, BiTEE £HH 96 1L
&, BRTHUOASTREFRE, A% 3.6pg/ke HATHRARE
BHE 03ug/kg/min HATHFEREN—8, LREFRLE S TH 797
%, ARFHFLERR1%GARE, HiIAE LY.
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ALS FRREEN, LEAEA I T AL ALY A TR
TRAGLZAYBGIARGm L EREAHGK S,

F ER BTN

AEPHUEYHEFHERAA NOS WHAZEE N - cNOS 74
AKX INOS HH Fbk, RE, ENOSHEHFHEYF, BoLxN -
cNOS & iNOS RAABGHHMER, TRAHETHNEHERGEZFMN, 6
B TR, HAREANARERBRTBRARKGLERIEG. B
F. RAAERH, GEHEREHN. MALEEERE. MAAKE.
Mo iR st, BRBXTRER. AHREATR. RERIERSHLR
7. BRRF.
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