(191 # N B30 B R AR AUR

(2] RAFHBE R TFH P

[21] H#S 97180378.1

[43]24FA 19994 12 A 29 H

[51]Int.CI
A61K 317425
A61K 31/42 A61K 31/415
Q07D271/12  Q07D413/00
Q07D263/30 C07D233 /64
C07D233/68

[11]AF2 CN 1239889A

[22)hBA 97.10.6 [21]4if® 97180378.1
(30]¢sE|

[32]96.10.7 [33]US[31160/027,560
[861HMmiN PCT/US97/17963 97.10.6
[B7IMBLAE WO098/15274 ¥ 98.4.16
[SSIEAREMBAM 99.6.7
[T11%iA FEFFAF

mir XEPHEEHM
[72128MA L-I-BRE J-A-HAE
M-L-FEREHT  T-K-¥HE

(74]5RRANE TELARB(FE)ARAA
rEA REHM WHEE

BAERE 6 W #LAH 132 10 MERKOR

[s41emEn RAERSRPABTRLSY
[57]m%

ERIY R AEME AT N 88K e, S
ol R, of MR 3 o kI & Y,

ISSN 100 8-4274

& A UK th ie AL s BR



15

20

25

30

B # : 3 x # <
1. X ()& k&4,

(CHQ) ‘YX 3
1 q R
R 3
| R
N I
RO {CH,) . Y-—Ar
2
R (1IT)
P

Ar RERE, w ik ORRALEE, FHAwmEAREA = Aatm K,
Ei 02 MR A-(C-Cob k. AR FHBRAARK,; PR TEE
3 B 4K,

0
(i)— A %@ 4 % B-O(CH,)R® - C(CH,) R® #-(C,-C, 5 %R ) T2
RE,; R#
(i)AADNBRARE, ENT—f T AAMEHEGRR FA AT &R
@ g e AR
MRS ABRKEEKGN, Ar X E AT ETUH AR
KERK, EHNPBRRET—RFFCMNAEZGHER T ARREIN,
E4 R*Z-NR'R®, B - | - &, ke -1 -%. 4. 5- =% -1H
—okep -2 - K, BAGH-1-K, kR -1- BRK - (C-CHRAR
?
-C(C,-Col) )RR Mm% -1-&, ARFAREARIN®E T, -(C-C)
R o
- (CH2) pOH, -(CHz)pOIC]Rg, -(CH2)p- %7T &
- (CH2) pS(C1-Cq) jz Bk . ~(CHy)p0(C1-Cq) 4R £
Q
1l

“{CHRIpS (C1-Ce) ;£ R® R (C1-Cq) A

L

=== ‘Kﬁﬂ'ﬁtékiﬁi 3

X R-0-3%-S-;
Y & CRYR’-, -0-%-S-» £+ R¥Z H# R’ Z-H £-OH &% # R¥F R’



10

15

20

25

30

......
-

—A& &£=0; ~.

Z &-CHz-#&-N-,

R #HRE(C-Co)lk

R'FFREARIME(C-CORE. (C-CORAEIEXE,

RP # HHRA(C,-CHEAAARFR 5N ERGIF—AHBAEE,
R* # HHK-OH, A3 Y R-CHR’H, R*FR EAHRIMET HNE
T — A2 T B, — N4

m ZO026¥K, A2

q = 03&1;

n £ 0-485%%. G044

p Al-689%%, 16, #

t A 1-48%% 8144,

RALBETHLE, KehRALAHE.

2. X4

(c:H2 /l\y——hr

(In)

# P
Ar AFA, wheg A, ZWELEL, LK 0-2 MR A-(C-CHii %
2 A Ae £ BRAERA,; ok T @& A RAAK;

@

(iy— /™ & @& 4 it A -O(CH,)R®, — C(CH,),R® #7-(C,-C, %% £ )R® &) B
KA, &

Gy ALK, eNT—fCiIAMEROERTH AT LR
sl a7 N
AHZTESHARRAEXDHE, Ar XX R kT KT L F shik AR
RABRRK, TAESARRET oM EEGRETHERRERL,

2



15

30

L+ R*Z-NRR', Goh-1-%, k2-1-%. 4 5-=§
—IH-% -2-%, BAGH-1- &, KRE-1-BHHE-(C-C)RARX
0
—&'(C,—Cﬁ%)ﬂiﬁéﬁv}&%—l-ﬁc; ERFREARIBEE.
—(C,-Cok &, - (CH,),0H, ~(CH,), k=t 4. -(CH,),S(C,-Co)¥t k4

# — (CH,),S(C-Cg) 4% £ ;

-=== 4{4.%1141{9&—‘?‘5{;

& -0-&-S-;

Y & CHR’-, -O-%.-S-.

7 ®&-CH-#&-N-;

R & H&#AE-(C-Coir i,

R'fe R? % A B 736 & -(C,-C ) ke 2 %-(C,-Co)dn B4k ;

R® & HRAC,-Colikf# R AR SEMNAERGT—LBREL,
R® #H &A% YR-CHRH., R*FR GBI AEHRXET —#&
5 At — N4

m & 028 S04 2,

q = 0&I;

n Z0-48¥E BE0R4,

p R I-68%%, oo, v

t & 1-469%%, 84 1F4,

RELAFETHRZLE, K& Rk FHEK.

o

3. R(DegfL &4

3
Rl X R o
A/
N /l\
RO (CH?)M Y——Ar
2
R {I)

2P



10

15

20

25

30

Ar REEXwaxh, LK 02 MRA(C-CORE, RAPEEYR
REAERK ,; foik TaitdRA:

()—kmik g - C(CHz) Ré 4o (C,-C, ke Z)RO eH Bk . & &
()AANERARE, ST —RFFCNAEREGER T A abg X R
ol L A N
FUHASHAARKEEXNGN, Ar XA R kr BT Z M A NR
REBRK, TAMNBRRET-RAFACTNAERGERTHARLIN
E4 R*Z-NR'R*, "ok -1-%, %4-1-%. 4, 5- 4%
—IH-ke -2- K&, BAGoHK-1- %, Rb-1-ERE-(C-Cx £ &

O Co i Ak bkt d . AR AR SABIMER, -(CC,)
£ &, -(CH,) OH #-(CH,) -k & .

X  &£-0-3-S-;

Y #& CHR’-, -O-%-S-,

R & H 3#&-(C-Cot & ;

R'fe R2& & 3 LM &-(C,-C ) e A

R® & H HK-(C,-Co)t %

R #H &FFYAZ-CHRH, R*FR ZFOFIEH XL T &
7 ms — AN4E

m =O0&I;

n Z0-46%%, 0044

p A 16895, it 6,

SEEBETRSE, KoWRALFHIE.

4. A ERIGLEY. EF

At R A R ARANEE K - &(CHz) R® #0-(C,-C, % & )R # 5
RAERK, £ REA-NR'R®, AR # R*& 83 382 HR-(C,-CyR
?%; 7?"

K- AR mARKERNK, HERAKELE L, «(C-Cokih
B, BRABRAIABRRET —RETNAELOERTHAELR.

4



10

{5

20

30

R' 4= R? & -(C,-Co)i7 & -
R, R#R'ZE&

5. A R4S, PR FRAEL I-2FELE.

6. #wl%fi 5 &4feadn, ¥ Ar 2 — R A ANk E-(CHy),R®
H-(C-C, RER 9B K kA — AR A A1k A AF-(C,-Cy iR gaﬁmﬁ
B KGR LE .

7. AR K6 8Lsd, L+ Ar Z#-(CH) R BRHEL

8. MA LK 4 t9feadn, AR 2-3 5-=-®RRTEA-4-%%
) -4-Q-@-FALEREATE-AERR5)ZH)y%4; 2-3
5-Z-RTA-4-BEAEXE)-4-(4-N-FE-N-ZEXRETE)

AAATFTR)E2EMLE, 2-3. S-—-RTE-4-2EXE)-4
~((A-N-ZA-N-AEXEXEXRATEyLEL48ER 2-(3
S- - RTA-4-RAXX)-4-Q2-@G-ZERERETZEXAR)
N TE

9. BHATRERARLF ORI RAMAEEKXA, WMEA
o, MEGHMRRAXKBIMGOKEREGF L, S48 HIL»
hwMERAEXTORANER 9 EDY .

BAEERARAEAORAIHTRAMARERR, MEk
# m%*rfi@]’?&%&kﬂﬁ?l‘{ﬁé’]&ﬁﬁﬁf& €L 45 21 AT it W 5L 3
MM ERARFTORANRBR2OMLE .

CEAEERALANRLAWTRAMRESKA, HEX
ﬁ,m§w¢m¢&m&kwﬁﬁﬁﬁﬁwﬁé 6,38 53 AT & R L7
WmAMEARERFORMNERIGEY .

3



10

15

20

25

30

......
a4

12. BAFREMEAGRLAY Tk 8 REARR A
oo MUK GRS KR SRR 8 k. G4 AT R R AL
VLTS TECE SR LYY

13. WHEF2ARHMERAGORL B TR LAALERG S
%, ORAMARLHWERNETAAEOIRNER 1 9Ledh .

4. 4 EE2ARHMEANSHTAAH DT ERLALEASG S
k. QA RLHHAENEAAXEORANER2 OLEH.

15. 4 T2 HWHERGELFH DT ERLEALERNG T
%, OEAHERLAMERA LT AR ESORMNELIGALESY -

6. WHEEAFHHEAGFLHHTHALAAERGF
&, QR R RALHDARNETARLETORNEREOLEH .

17. B EERAAEA YA ADETERXLETORANZL | &
1t &40 VA5 1k o SU 3h 4% By 38 8k oo 5 A2 69 tm B AR 4 69 5 Uk .

18. ARAFEAMHEAORANLHDETAANTORMNEL 2 6
16, & 4 vA W5 1k o 5L 3h 4 By 36 8k o 5] A2 89 tm LR 15 69 7 0K -

19. B BTERAMEAGALAWEAAXTORMNER 3 &
14, &2 VA 7 2k 7R SL 3 4 By 3R bk o 5] A2 &Y tm BB AR 15 &) 7 K .

200 BXHEEAREAAORAHHETARLETORAE L 8 &)
1k, &4 VA 5 ok o8 5L 3h 40 ) 3 sk dn 5] A2 8 tm B AR 7 69 77 UK .

21 BAERANER | e f—HREFHFTHIHA N K
AREMG MO HHmABSH -



[0

15

20

30

llllll
.

LA B
A2 RAP R A S

ARG BRI LERAP F 68789 K -Gk, Hok, Lok of
—okfo R Hpokek K&

WA THEATATESELKCNS)YARE . W2 FHEA L
HMAWH AR L BRI G A 2 Yone mpl A %7 A 404 80T 69 4
18 % i 2 76 5 6 BT

CNS I EEANMRIMERAGEMLFRSHEROHE T AN
ZABREFHORIGN ., SHEEBTH— LS HRE NS
KRAER. #AAMAROTIH, Y TRELZIH. —F 28
&AL '

TR EPFEAORXTRATRIBANL. KA a6
ARBAGHRPEL, LAARGERAmplEnE $ 54 MY
BERTRGHAA. &k FHRIA £E2RT. MELE
RATHAANRPREEEBATTRAEN . RHFEL ML #
MM it At KB ANt H —#HBXZ LKA HRA (global
ischemia) . 2 H KA ANk h ¥ AT -oprg T4 s eE it
e EE . ARAESAIILHOWEBARET . FRETEA AT
TR REEGSEY. RUHBLFAETOBERLEESL H
EMEZEAEHADE LS KEN 0B FIFEWNEMA I LMWL LA
A BB EZ— . KK AP s RS E 5] A28 B A bk 6
AR ERG ARV AFANECEIEZSEHE, ol &2
REGHEEMA AL nmt A PR KBLI LA TGRG -

PGB EAROLECERARME G SRALH AT AR LY
W42 ha BY K31 K - B8 & KA (PD)H AR A T I 5 6 8 L il Ao ik AL R
&Fr’r[q":ff*;f%?kf%(AD)“P* lﬂgiljﬁ{%%i%él]'lgﬁﬁ'&’ fi 35 h A9 £ AL
Hm(Bl oM EGHM R, ALS), FRHAKRG T, SHEEH LA



10

30

TR, REEAE. REAKESRR.

éiﬁPD%ﬁﬁ%ﬁ-E#ﬁﬁi¢i%ﬁ&%iﬁ&¢ﬁt
WA & A& 5 T GE(Fahn, 1989). HAM G HRLTE Y. RE
~&MM-ﬁmﬁ%%%%ﬁﬁﬁ&%%—ﬁﬁ%%ﬁcb&4Jé.
K%ﬁﬁﬁmom%%ﬁ%ﬁéﬁ%%%%ﬁﬁﬁéwiﬁ&rm%-
i #h e B L-DOPA %77 # K % sk £ L-DOPA /2 M 6 %ok . PD i
ﬁ%m%&n%%ﬁ%ﬁ%@ﬁ%%%%ﬁ#%%%éo

ALS REMITAE THAR. LEABXARA LML 4 . ALS
EXRLEGARTURAEEHAE, BFREMP K507
o7 AR

ﬁ%ﬁﬁﬁ%@ﬁﬁ%ﬂ&%,i@ﬂ@@##ﬁ%%im%%
iﬁiiﬁkﬁﬁ%AD%£$%Rﬂ%ﬁﬁoﬁﬁ&£fé¢%ﬁ
ABFPBASHINHEOPREHRE L IET ZTE.

M. WETWARROBYESRTRATRAZR 285 B
B

Flef . i FEMEXASH P G372 Lk E ROMITL 0 T
B ZRRERE, BHHRAGHEIL AELAHK LKk,
ALS . MR X BRPMERAMEGOF L THOBER L L E — oy
IR AR 2 T

FEANRBATEA B TUARNAETRRERGAOHG EL
Lok KAk S KLXARS MM B AH T RS M A
%i&aH%M%%ﬁﬁﬁéEé&?iﬁmﬁﬂ@%ﬁ&#ﬁﬁ‘
Blde kA KR sk ML AR, MAZERAE,. BREAS7E. ALS
AR BB BN /A EERG .

Malamas ¥ . £ E 4 4 5 54280478 A T M Fi& 55 ks . it s

2



20

30

R An S KA AL AR g 89 R Gk X164, A M Panetta % Ep
WEGTISITAFTEA MR L ERR O L FREAT RS Y

£ OA % i
AE AR X I 91 aH

o
R! : H?)q\\/x\, R’
i 2 R
N\’< )\
RO (CH,) , Y—Ar

(I11)

H$
Ar RAKE, otk wRRAERE, KAk dASEH = fokd &
K 02 M AAC-Colid, RAFGEORAARK . fik T oL
i H2 A,
i

(i )—=MRAAN%E -OCH2)R®: - C(CHz2):R* F=-(C,-C, % % )R
%mﬁi;ﬂ%

(i)AMRARE, CENPENTERGREF—RTH Mg LK
v F# wher B I
AH RS AARKEEK()H, Ar R A ke ATl B oh ik m B
RARK, ZAHABRKREf O &G B F—RTHAELR

£ R®Z-NR'R*. whoph-l-4, sked 1-%, 4. 5-= &-1H-%k -

-4 AR Gak-1-K . vRkokol- A Rokok-1-K, HH-(C-C A X
O
LC-CoRBIR, AR PP RE 88 ZIEL, (CrColi it
i
- (CH2)pOH, ~{CH2)pO0CRY, -(CH2)p- ket &
- (CHp) pS(C1-Cg) ﬁgg) - (CHp) pO(C1-Cg) 15

0
i
- (CHp)p S (C1-Cg) J5 &



10

15

20

30

£+ R F(C-Cor 4,

== AR AR 4

X  Z-0-3-§-

Y & CR'R-. -O0-3%-S-. £4 R"Z H 4 R*Z-H &-OH & & R"# R’
—# 2 =0,

% -CH2- %,-N- ;

& H & #F-(C-C, )7 %

FeRPE AR IR (C-COA, (C-CHEEBAREL .

A HEAA(C-COREXFR PR ECNAMBEROT B AE L.
R* # H&-OH, & # % Y B-CHR’H, R*F R & A1 H K&
T — AL B R — AN

m ZO026%¥#E%, 02,

q Z0%I1;

n & 046383, AE0M4.

p R I-689%¥%,. 6,3 | o6,

t & 1-489%4%, a4 144,
AAEHETHLE, Ko trhik.

AR RN

BREALZAGL—AF@E, RESAFASTHERTGX I L&
NALBGZFTRZE KoDARAFBGEPF R EHLBETH
THEH BAERPRBAGHH ALY

AEBASSREWF RS PRELEDRAGERGFiE &
AR AHMB ELTAALTHX U b .

AL LRBEATEIMFEFO R P 95 08 K 3 8 115 A
B F ik, QESHEAHILABLELAARESX U Loy,

sesh . BRI 1 94L& T AT Bk B a6 sk o 5] A2 6 tm BB AR 15
] o ST A& R B F R, SMAE B A, S AF ok K 3 A5 5 A 18 5] A2 ad tm
ARG . Mtk KA P AE 2L 5k A0 EGHRD KL% kiAW

4



20

30

%inm%%ﬁ%iﬂ@%ﬁ%%?%%&ﬁﬁ%%%%%ﬁﬁﬁﬁ,
M#%,H’ﬁ,@%#+%oﬁk$i%ﬁﬁﬁﬁﬁ%5$%%ﬁ
%ﬁ%%%%ﬁﬁﬁi%i[Hm%%ﬁﬁtﬁi%%%%ﬁhﬂﬁ%
ta e AR {5 89 F ik .

I ARURBEA TSR LG AL WS AR5 ik
BIELEMERAAMET AR EGX oM.

AERAA—FTORBETEEEM LT ORLHYM L 5%
MT &, QESEERERLHIDETAATOXNM S .

$ﬁ%R*ﬁ@ﬁﬁ%f%%Lﬁ%fﬁﬁi%%m%%ﬁm%
RAALS)) F ik, BREAELAEXTFAXNALY .

AZAGEECAY, Bkt AN TOEEARE GG AEE
HIEmy R

£ B 6 3F fm i 9

WX LB, Kb C-C,RA” KRARLH 16 NEBETFHE

%&i@%kﬂauﬁiﬁcAgrg@%wg,cg,mﬁg.#ﬁ

A, ETH, #THE. T4, BTA. EAE, BAL. #54.
oA

AEmET R A R,

Kig "C-C,RBA KA TREA. Z8A. IHEL,
A, ETRA, ®RTARA. EXAL. FAAE. XA L.
BHGEAFBLRRF 5 FECHR > ERLGEMLR .

718
oA

=

A& HFTHLE BAEHLMARETAERG L AL
4 69 2% . BAUNBETH RO BT L XS WEHETHES LN
MAANE, REBFTREREBARTIWRE & M b & 6905k 3

5



1)

20

30

......

RAxTaAEMK O LEAGRKELY,

TARRHEAFTHLIAOE L THE RN AW T 042 4
BB M, HRM. R, THHET. TUMEHES ST
RLBOBETHLANRGB T OB A& —ad - A8, 5] 4 3
W ATARSE, RIAM . REIAKMEEER, AW kA Sk
BF . A AT E AR B S RAF GG BT S 8% f 35 2 8 2
ﬁi%ﬂéﬁf’z,mamk REE AH&L, RAREY THREL, T
i L M- Rh, WM BN, RAKL. BB
ARG, ZH% AMLE, TS, BN, s
A, P RBKL, PaEAL. T EaLE.

E;%

?;,;

g
)
B
- E;‘ Eu-
B

HOZARE . BARALAEMEG — oG LKhmEFRrad T
FAFEY, RAEYERSEBETHSLOAAREME TR A 74
TrE kR R AYHE

REMERAGRE  RERPE REEEEAMN SR E P
Moy —#%. BHLALASA L2 FRAS—LEFTRABITHEL, M5
FRERM . TR EERGER . L0, KiE <L ARP L
BHLEREALEYFLRAITHREY . TEBOLAR . T. W. Greene 4
AALE AT 89 1R47 & . John Wiley and Sons. 424, 1981 K4 242 7 &
A2 J. W. Barton £ A ML Z P HHAP L. J.F. W. McOmie % % . Plenum
hAR . 2249, 1973 Pt TRHBO AR . ERE LKL LA E A
o AERYPRAGE T O FRPRAGEL, Hloo 3. 4.2 F AL
FTh.OMHEATE A ZRXATE, X-COOR 9L AR, £+ R
ARG RAM PR A BA FHL. 2 2. 2-ZHA.
-PA-I-RERTA. BTRA RTHA. AL ZHL, BEt %
A FA A AFE SAAFEA A 2, 4ZHTA, BAMR
ﬁ%%E,M%?%%:L%%,ﬂﬁéﬁéjﬁﬁC%%s;ﬂL
B ZRALBRA APHAf - VAAXRPHRL. PLTAE &
PR s, P Re A Rtk HHEARAL AP
ARBRERAEARE KR AARPEAALRTASL L.

§]




10

20)

30

BRERY ROH Fotsmf AOHEBRER, HoTh, TR
EFE RTRAATPR, LCRARACAFPLLA,. Doy w4 A H,
Blde ZF R Pabti b, ZCAPHRAFTE - FOAPEL . &
AR . e T8 LB R LR R EAMER, P
R2.02, 2-ZRUEABER Ao 258 R E B AL BS

FERANEDTALEREHGFREHNRXEL. Bl 5 Ar 2
W AREAN(C-Cy AR ERRKGFELAR Saber Aot 2 3 R
fo R —Ae A s — MEM KX E % Y 2-COH)H-8 . K& A T F &1L 45
AE) AR, (2R A5 TH ) &40 2 A B4tk Fa b i 4

BARARLNAEG, $ZREL £ ZHALFEBGERF 20
AR, NZH RRBRAE.

REXILEMTILE KSR KStH ALACEXI ke,

*Z A %A

i 69 2k H] 69,35 -
0

(a)Ar £ AL, H#E—4A @\ kh - C(CHz)R"#a (C,-C, %% £ )R" o B
RERK, RFXRANTECIMERGBETF — WA deg £ & w
ot AR IR 6 B A R A AX
(b)y Ar XA, E#-(C-Colt. A, SE#RA, L#HAI TS
CAVAT AR 6 R — A S R R R IR 6 X R X
(c) Ar Zaksg &, H#H(C-Coki, A, QEBK. REHkm T
5N AT EAR KR F — AL A K R e AR S BLAX
(d) Ar £ #-(C,-C, & F)R X 65 £ £ .

O
l
(e) Ar Z ¥ C(CH,) R° B X, 69 £ & |
(HR® &-NR'RY,

(g) RO Z oo - R X Dok
(Y R" # ko |- K& 4, 5-=&-1-1H-sk w22

7



10

30

(i) R® R Kk%-1-% & #-(C-C) £ 3 # - E(C,-C4)¢%£H1R 6 9k % -] -
A

(DR A= R* & & 8 536 & 8 %~(C,-C, )5 4 .

(K)R'#2 R* & B # 2 0 #(C,-C ) £ .

(DR* B (C,-C )% A .

(m)Y % -0-#,-S-;

(n)Y &-CHR®-;

(o)m & 1;

(pp £ 13898 %., a4 | f 3.

Rk &)L & 4 48 X (1IN &4

3
1 x3 ~R 'Ra

R ;
\ f /L
N
(CHy) Y—Ar

RO

(ID)

o
Ar BRE. R h, ZwaAEE, £k 02 Mk H-(C-C)R L.
ARA G EHRAERK, fFoik T O LR RA:
0

()= A 5B A 1 8 -O(CHz JR®. — C(CH2)oR A (C,-C, 1 2 )R® 8
B, S84

(INANMBRARE, ENT—RAFCNAERGHER FH AT kX
mib(.“t{i"iz%ﬂ—‘;
FHESHAARKEARXG)H . Ar 69 K A ke KT 0l B ok A I
XA BAR ERANRRET —kfo TN AMERGREETFHRLELIN.

£ R Z-NRR'. ahopk-1- 4, ook - [— %, 4, 5- =% - IH

—okek -2 - K B - - KRR -1 - AR - (C, -k A

0
B -C(C-C AR B k1B R A RS ARAMA L, (C-C)

8



0
A -(CH), OHA(CH,) - % &, -(CH,), S(C,-Co)% & %-(CHy), S (C,-C,)
%

T RA AR E A
X &-0-3-S-;

RfW%aﬂiﬁfw(; A& H-(C-C)k A,

R* & H &-(C-Co)t A K & RO R' 5 S k45 095 — Ao 70 B K &
10 R' ZH, &3 YACHRH, R'FR SO WA U RET—4

5 B, — A4

m & 0-26%4, A3 02

q &0&XI1,;

n £ 0-469%%, Gi50F4
15 p R I1-68%%. i1 6

t & 148985, Bl 44

AELAFTRLE, Kokt iihik.

H - 4L i 6 4k & 4 6148 X (1) 69 1L &4
20

R
\_Z’ 3
! rcaz)m/'\

RO Y~——Ar
R’ (1)

25

o

Ar ZAREE A, R 02 MR A(C-COEL. A g E0M

KA, fo il F oo 2k @ B

%

30 ()= PMRAANZE - CCH,)R An-(C-C, AR BT X A . & £

(i )AMNRARE, €NT—defe CNAMERGEE FTH Sakes 4
AW R E I



1O

t
N

30

542 éﬁ&ﬂiﬂﬁdﬁi\. DB Ar R B R AT Boh ik @ A
AR, X H AR T — — AL o uﬂ]ﬁﬁé&éﬁéﬁﬁ%ﬂ/ﬁkzw%%;
E¢w -NR'R*. ok — | - &, ke — | - %, 4 5- =5 - |H

— Kk -2 AR -1 - K kR -1 - AR - (C-CE AR
0
~Cw{nhéﬁﬁﬁ%¢l E AR PREABINREL. (C-C,)
ke &, «(CH,),OH %~(CH,) %z % ,
% -0-%,-S- ;
# CHR’-, -0-%,-S-,
Z H &4 -(C,-C,)% % .

'R E AR IHAE(C,-C A,

YR H RA(C-CHR A

R® #H ##LYRCHRH, R'FREABR A HHET— A
R mh — AN

m £0K1.;

n & 0-4 8k, G404

p R I-689%4, a5 | f6

&%ﬁm%T% ﬁ,*A%&mt#ﬁﬁ

X
Y
R
R
R

G aGEt@mEMTIAmAN R B IGK ke m .

MWLM alE R Layddy, L.
0

Ar XA EH—-AHANREA  (CH,),R® #-(C -C, % & )R® & 8K
ARA. L4 ROENRR AR AR 283 - (C,-0,) i

o — A ARARAERRA, M RAELE L, -(C-CHRA
fogh, AEARANBRKET ke 5 COMERGERFHRELI

R' f" R* Z-(C,-C)k &

R, R'## R*Z & ;

HBREGEF, BRP R o RZE |, -2 FRZEAGLE ML EHE

10



0

20

30

......
- L

#ay . -
EERBGET, Ld Ar 2a— A3 A-(C-Cy 47 A )RC Fo — 4-

AN E F - CCORENORRERRGEALG ML H R L1
ik 6y .

AL RHGME, L Ar R -(C-C, 1 BIR® B X 65 £ A 641
B SR NE k.

ERZATHAMGX Lo d—F 26| T 6.
2-3-FK-4-2F5- LB KR 4-Q-4-FTAIAAF - AX AL )2 &)
T o
2-3-ARE-A4-LAES-ERE)ER4-Q2-U-N-AR6-BAC-1-LER
ESYOF ST TN -4 ¥
2-3-TA-4- R AAS BT E)RE4-(Q-U-N-ZABAT R S SYP- S

e
2-(3-J£rﬁ%-4-%%-5-%&&£)$§-4-(2-(4-N-c%é‘u!fsEF%Ki%)a
A)-5-F A Bk T gk
2-(3-%rf;%-4-%5&7&-5-&;;!_:)i:!s-zs-(z-m-N-L:;%ﬁ%W%Kié)c
A)-5-0 Feg g
2-3-FTA4-E-RARS-H-TE)EE4QUN-CARAFTALAR)
L AR)-5-F F dhofok 7 X ob 8 2
243> 5-=-BRT R-4-2E X E)4-2-AN-ZEAAPLA XA A2 A )%
o
2-3-F A-4-F AE-S-ET R)RA4-2-Q2-A-4-N-ZAARA TR ELRAL)
LRy ok 58 & 3
2-3-MT A-4-72 K5- LB R K-4-2-Q-AAAN-ZARAPTAFE L)
A&yl og
2-3-ATA4-AZES- EAK)EE4-QUN-ZEAARAFP LS BAXR
)T )k e
243 5- =V RA-TAARE)4-Q-Q-TEAN-ZAALT A A
LAy ok P uf g5 3h
2-3- B T A-d- XA K-S FHEKE)4-(2-(5-N-ZAN-F £ B L P Lt

.8
R



L0

15

30

H-2- A BT Ak -

2-(3-3 R B -4-72 B -5- T A K HK)-4-(2-(5-N- AN-FERLT hopor-
2-RRAE)TA)5-F ook sy 8k 4

2430 5- =T EA-AAXE)4-(2-(5N-ZAN-FEEL T A otboi 0.
AR H)-5-F T hofog

2-3 5-=-E R &-A4-F R A K E)A-(2-(5-N-ZE-N-FLEAL T fober.
- A K)T )k ok 2 58k 2

-3 T A-4-FRES-ZA)X £ 4-Q2-(2-B-5N-ZAN-FAALT
Abeg - R ARV £)-5-5 8 Kook

-3, 5-=-FAE4-£ A K E)4-2-3-B A-5-F KDk T K aper 2
EE-SYSF L TN-T- T F)
2-3-FE-4-REES-ZE)EKA4-Q-GN-FEAN-Z A 4B A T-1-£
ok -2-H B AT K)o

2435 5-=-BT k-4-72 & R EK)-4-(2-(5-(N-F £ -N-G-(R5-3-4)F %)
AETE)ymor 2- KA B)Ked F 55 2

23, 5-=-BT %-4-F A AKX X)4-Q-(5-N-ZEAN-FTRLI- AL FL |-
Reobom-2- R B )T B )k ed s 2

2.3, 5-=-WmTA-4-TRERE)4-2-(5-(N-ZAN-ERAFH AP Aut
CRVEE S-SV IF ST T

2-3-CAA4-ZREAS AR L4 QUN-PANFETEAAAPLAEA
B AR ) TR )k ok B 8 3
2-3-ERA4-FERES-CERXA)4-Q2-UN-TEN-ZAELFTA KA
R SYE- 3L

(3> 5-Z-RTHAA-ZEFE)4-(2-3-8-4-N, N-— 7 £ a4
KE AV K)-5-F F Lok 47 8k 4

2-3-M T A-4-2 A-5-# 8 2) X £-4-02-3, 5-=F4-4-N. N-=Z £3-
AERE-ERERE) D £)Kop

23, 5-= F R-4-52 KK K)-4-(2-(4-(N-TF & -N-3-(%koz-3- K )F-1-4-2-
AR AR AR A )Tk 58 52

2-3-F A-4-245-TE)V A KA 4-Q-UN-ERENZARAPR X £ 5
ESYOP L L

2435 5-=-RT E-4-Z A REK)4-B-UN-TAN-ZEAAATAE )0

i2

I~

%X

-8

§

AT



10

[5

20

30

A)-5-F ke JUER 3% -
2-2-3 5-=-BR T h-4-HAEEXX)4-C3-4N, N-Z-ETEAZLF A
RAR)-2-7 45 Aok o

E-2-3-F%-5-ETA4-ZREXE)4-4-G-FALRR LT Aot &)
Ak yekog
2-3, 5-=-\TA-4-2EXE)4-3-U-N-FTEN-ZEALTAEK )L

o

2-2-3, 5-=-RTE4-REXE)4-GCG-UN-FEN-ZERELP AR
#)-2-% 0 K )E g

E-2-3, 5-=-RTE4-BEFXE5)4-G-UN-FEAN-ZEAXLFT AR
A)-2-R )&

& W % %
RETEO—GERAEFR (QHEELT Ar BH— P HAM(C-C,
RERCEABRKG XL, EFPHRAZCH,- XF Y 2R, RRZELL
mZ 16X T14s4.

7 £ l(a)
THz
COH C\\O
——
I; ﬁ%a HO ¥ b
RZ
(1)
R} © ®
\ 7
N COH ———
0 | I} <
R’ (2)

HO WP d

1 o R)
R \‘Z/\ CHO
+
' N —_—
OH D
HO
(3)

13



10

15

20

30

......
. *

Rl \O R’ |
N——
[ ) —(A/Q’
0
HO
R* (5}

BLAREFROT R T. RESEMHMFI4 1, (*H 4 -
LEOREEHNBERHALMNERAKL IR ES R ARG ETHRELAE
Fok() REARFHERMEE NG 4o Rkt F 447 1-24 -8 .

TRO)TRAIABEL AR LATAKRY 50C-130CEE TN
*ﬁﬁﬂ%%C%¢i&&&&%%$?%ﬁm%wk%lQ&ﬁ’

WNCEN RN E LR T YN TR TP

T (c) P i id R R A e TR 09 R ookl i R R(2) R £ MK
R N4 & . GARAR FHMBMEENB 40w &k + 4 78
T # 4T 1-24 ] 8t

EFRA)F, B RM P kAR A ] 4o T oag B A5 (3) T B
fo. REBKPTHESKANEME X TREAREEELZ L35 72 A RKD
APEBEEAEREL). BHRALTUARFERBEEZHN G40 F T
AP AR TEGAETE w#&F KY TOCHEERA R S 24 1

3 R'Ae RO ZDMBHEARKREG L P AN AW, XL
REREARARY ARP AL RS a5 M . %GR L
TAABBE S B Z G LS

R e RPZRKGRERNEG ode T A, P s 84 H 4 5

14



[0

20

30

EHEASEATERGE LL 4, ARTEERP L

A (40 H & TIL@ T Mitsunobu 183 £ & &, BB R AL
FAREARMIE A P dovw S ok P A F 8T 447

SR RAEIRACE BB B P WSV R A T B(e)F B it A TR
49 o B0 A AR AL S A (4) 5 & B B 6 e An B S EBE4L [V (Ti(OiPr),)
RERZA . GRERGEERT. AR FE8H 408 ¢ it i7
REA 16 PHE3IRAART S .

RELR T BT AR EBA)ERT U FEFEM o TE P,
M ZO AN S e LRENEETR, KEHERAER %'Hﬁlﬁﬂ%’kﬁ:‘ﬂfii(,
AR B (4) 5 E SRR RS £ 5 A& . ﬁ&rﬁsm? 7 05 M
Kl BRATPHIT, AXD6 ] HAREARE

Ed REB(C-CORENX IS TUARALARESFEDS . #
ME SO (C-Co APl PR, . 2R FHMEAN
xR s A /&A%fﬁlﬁa@aﬂkuﬁiw—ﬂf’ﬁ‘f’ﬁtﬂfd’ ¥ 7 £ la)dgiL &
MO EMIEEMENE AL THUATERTHAA, #0443 2

AEAARALZ 2. REF R )V BEFE, TREBRBRLAER.

Hd R A R - (CH,), — k=g &, - (CH,),S(C,-C)e & &,

o
-mHmm(n ﬁ%ilmA%TMﬁ%T@ﬁfﬁub%Tﬂ%
BAREA)EE P RO & H R-(C,-C)k A eh X HNR" 698 % 4 %

EREERFBEKG) LEAEARFHERLBEMNF o P LT &,
BB AR Bl o R AR hoRkow . Flde N-RTRBE-I-G-6F %)
Ko XA R AAMA 2-RLATAAMMELLEERT). BEA K
£320C-80C2fLindy, AHA 4 HAREERLET S, Rex Loh 5
TP TRBIARAFRHEAARRARG T AR TN, Bl g0 —f &
Bl 4o b B4 (7) . @A EY S AL T VAR AT A AL F 4] 4o 1A - i A T &
Bk E I



R \O R’
"
NJK;%AC}'-—p
{4)

HO
RZ
Rl
‘I/\ A,
10 HO
RZ
R O R
RO O R’
15 rR? {7}
R* Z f-B K85 C,-C A
R" % C,-C, i & .
0
20 R®Z 9k 2. S(C,-C,) k% % & S(C -CoR &,
EP Ar M- AR A ML (C,-C,RER ATBRKG AL B X,
YRR FBPELFR ()T EL—HOX[LEHTURETEHS L [(c-
e)iy it Bl & .
25 % & I(c)

R® -NH,HC1

RC
HO
d
RE-N R
Q
HO

(10}

30

6



[5

20

30

R2

0 3
R \‘_(i\ o. R°
[
N RX’\ G ————
RO 0 NR
R’ )

(12)

R 8] R R
\ (
N RS
RO 0"@ \NARd
R’

{13)

REZ(CH,),» £ q & 2-6 894 4
R*Z H 8 #-(C-C)ix % .

EHTE W)t |E-IK6 Ko 44 W (8)5 B I1L KA 4 8% &%
HiVTHMEKS FEE M PEYAE. £ARLOGHO). £ A5
BRTVARZR MGl o ELBEAR FHERREH Pl 4o Kok P 32
B ZFAEAEHA0). 10O)VIBAERTAARLHE 1, 1-B K ket 5
BREARTHBEEHN Gl o Ak P AKY OCEAY 200CHEAET
Rk REM N-LA-N-BEARLERONORTERZAR . RAEA 2-24
SHARKTS. '

ARG EH)T L& Mitsunobu B & F 5 iE 4 5K 65 % KB ok {9
RAMEN2) REARMERTHHEANGroE s FA2£2T@
T R 24 IHBEREERTS . RETUAMER M, #4504,
AR THEREHNG 9 Bk FERLEDIDEHE(13). REiEY
HMAFRTHAAALARAI MHATE.

17



5

10

20

30

[ 1] . [ X *a sang
L] LN L] . [ 2R ] L) L LJ
. (] [ ] . a0 .

s ¢ a0 .

] L]
.9

&ﬁﬁ%ﬁ%¢,@T@ﬁﬁumﬁﬁ,ﬁﬁ%ﬁMEmm%;
ﬂ?%#%ﬁﬁmﬁ%iéﬁﬁﬁ@%%unh@mﬂMﬁ;&iii
ﬁ%ﬁﬁ,ﬂ%mé%uﬂoﬁﬁﬁuéiﬁTﬁﬁk%4+ﬁo

R d RAEW(15)5 & % B4 09 % %% £ Mitsunobu & & ¥ 4%
%%ﬂ%ua,%%MiNWWMHﬁﬁﬁﬁ%ﬁﬁﬁmm%:W%
W%%?&k%WCﬁﬁmi,ﬁEk%S&ﬁ%ﬂ%%%%%?%n

% £ 1(d)
RB
D \OH
| —
F
HO
(14) R?
. , /
' ‘H\ o ; X \ N OH
/’ ' —»
HO (15) RO (3)
HZ
ot e
\/R Br
1 & 7y —
R
\ \/\ O/ /
RO
(16)

I{e %(Cz'Cﬁ t% %)
AZEE.

TOOTR )R THELY Ar BRE-ARANE#M(C-C, 5
FROEAARKGELG X | 90 EMG T /5 ik

18



# Mitsunobu R &2 ¥ . {b&#H(17)% & 5 i BB 6 KAk e 19
ﬂiiﬁi‘f’15]1'4'\"%"%(18)Q%L:E»ﬂi}ﬁléi@iiﬂﬁﬁi*'l%1%%‘42(19)0{&%%(19)
ORAERNETF R a) FB(e)FPHEDE—FE £ T .

7% & I(e)

5
R]
o)
R*CN Rl \
N ?
+ N OH
HO RO
(17) (3)
10 2
R]
. 0 \ R'CN
\ O
N 0
RO
15 L (18)
R.\
1 o RhCHO
R 4 \
N 0
RO
,
20 L (19)

R" Z(C,-Co)te % .
25 0
L Ar R — 1 H A CCHR BHRASGEL, Fo X Fo Y 4o
EXLFE (a-e) T E LK IS HTUARETEFARIA 4% .

30



10

15

30

- PP . *e saee
IR IR 1N
R : H
L] » e L3 L]
7R
R’ 0
0O
1 +
R A \ (CH,) A
N OH —_—
HO
RO
(20)
RZ
R’ o
0
1
R N \ (CH,) A
N o) —_—
RO
. (22)
R
R’ Q
0
1
R N \ (CH,) NR'R’
N )
RO
, (19)
R
AZWE.

AEBGREFE I . ERT R FH AR EH  de © & ok

P ey E SRR R AR (20)5 1 Y K ERR 6 E&(21)4 Mitsunobu

R vBE, £&022). FRTF. Ra& 5 P dAART LS. K5 M
LA SN E R ®RKE, LAGA LB KXY 50C-80C 8t A
EHRBROEER . ALERATAAFEREEIEN B 4o @ £+ i
THAAKRS I IHAARERAE.

Ed Ar 2 — AR A LE-(C-C, AR L ARKG AL, F
XY wbIFEl(ae)METLHGX [ REMTURETES Z 11 %
% .



s Stme
L [ 4

Z & Il
R’ .
o R
1 + —_—
5 . e 3.
N OH HO
%O , (24) (25)
R
R]
o} R’
s SWs:
N 0 R
RO
, (26)
R
R* & R A 69-(C-C ke £ -
15

BT R TR R A o 09 B vkl 66 B ik B 6 AT
“£(24) 5 & & B AX 69 8R(25)A& Mitsunobu & & ¥ 188, 4 K(26). (26)
GBI RTABLFE ), FEEBLGE—Fik£TH

20 EF Ar RAISB -—ARBAANRA(C-C, i) AEfrhn
ﬁ%ﬂ%ﬁéﬁigéhif‘i L I e HmTURETEFE IV FT-
H &

23

30

21



20

30

7EIV

1 +
R
4 —
N OH HO RS
RO
(3) (27)
RZ
R]
O
R \ R )
N
N C
Rl
RO (28)
RZ

R* & R A& -(C,-CHl %,
RIZR, (C-Coli%k, mERF/PGEL.

EERBNRGREA LS 5 ESHBAKGOEHONE (a), FFE ()
it 69 Mitsunobu R & PME . £ AT HKLSH2R) . EKXBERF £
la), TRl r ey M HF 29— Tk kB, 85, wEFEE. 7
VAN 2 Ak R AR AR

LAY Ar ZHANT —LARREATRORKARKG XLy 5 %

I HR M9 EeHTUREBETEA RV HE.

7 Y

RC {25)

22



30

R* & A B 6-(C,-C ) 4,
RIZR, (C-Colik. HEXRIPGEZL.

I Bl Mitsunobu 188 . X K -Beg Ao dsdy 5 is SRR RARY

BEQQ)R R - RERHAA MM F R |, $R(e) &N F ki1t — 5 &
HITTRMEREA., ARG, WwEETE, Tl g k£ %P
0

L
L Ar Z# -C(CH,) R* Fo/H~(C,-C, 1 AR KW £ A6 5 % |,
MMM AEHRREREFE VIH G, L b RO ZGop-[- £, R
S1-A L B Rop R K B e kv R

7 % VI
R) R’

1 © H
) \1/\ D * !
RO 2

) (4) (30)
R
R’
0
AT O
\§ N B
N Q/@ \~/
RO
. (31)
R
0O

Il
£ 4 B £-0-, -NH-. -NC(C,-C, % %), -N(C,-C,# %£)%-S-, R®
2 AR (C-Cyl KA R Z-(C,-C )5 £ .

RAEZT R l(a), FHie) FZWBRAKGALLH30)E & % # R XY
FEBL @S E R R AIBEE, BP4E R R A 4o FUR &AL 4
ERFHERLBE NG 4o Lok F . K& F B K [V(Ti(OiPr),) =
AAMAERDY FEEH o LB FRT. £ KRG

23



10

30

EP RORFRA-1-EOX | LB T i it § %I H 4oL
&ﬁﬂﬁ?B%N\\_/Cm%ﬁ$WH%%€%GU%ﬂ%

T
O
L ROERA- A X 1L EMBRETESFTE VI H & .
# K VII
(cH,) A R
0 O — 00—
s co N H,CO

3
{32)

R

e (2=

(33)
(34)

R {35)
R" & C,-C, 1% %
AZRE
EXEAREAA DBl - PAEAFARERE TR L K

mn Eﬁﬁﬁﬂwﬂ%ﬁﬁﬁ¢kﬁﬁwﬁrﬁkﬁlﬁ’MWR$

OB EFRAFEARBLRARAMNB o Z B MEE LT, 4
&m&%wno&rmmmmumk¢,ﬂxwmwrﬂw5$%%@@m
B, A R EA 280 2 4(35) .

HP RORA4.S-ZH-I-H-kok2- K09 X [ 9 BRIEFE VI
# &

24



10

30

7 £ VI

3
RA ( © R R®
N / + ’/[::fij Ry

RO
R2
R ° R
\ / R'CN
N @
0
RO
R? (36)
R © R H
L) R A
! X
° N
RO
hE (37

R* £-(C,-C,) 4 % .

AAEek bR ERAEARERAHA Mitsunobu & & F 1% 8 -
AEERZAFACNOTRALERTUAR L TERH LM ALIA
KELBETAMRETLE (36) K4 4 I8, KEEHZL ZREAH
£ % 328,

EF Ar BHAANT —REECMNMBBGRR T A REERT 3

o R ERKGREGK | Lo TURETEHOFE IX(@)F
[X(b)y#l & -

23



10

15

30

R
RO
R’
PG & ¥ &,

. -
- -
L] * 8 &
L [ ]

RfZ &, -(C-Cotixk, aENFirehns.
F % IX(b)

f
R
H3C0 H)CO
B it
NH, f N
R

(38)
£ RA
HO R
+
N
Rt RO
(42)

(39)

R {43)



30

......
[ .

RIZE, (C-Cotrix, mEdfireinrk.

AL@REFR IX@F IX(b)F . MiE 5 e A sk iE & F IR
ALt (38), AR T EKG39), TEKL .

AFE IX(@)F, &4l R L& %G8 R A+ 1E 1K(39)
P AR, REMABEGRP P o 88 Ik TEHRP . 3 &40

AFR XYY, wEpiE, #EGOKRGHTAEM S AMNEGET
LRI RAEREETEALATHFAL, £ RA2).

REGEAEHMA)KRAEDT A5 E S H B KK LK% A Mitsunobu
BETAREE, AL > H41)R43). BFEP L6 Erk T AR it 4
BAERFERL, Hlo@ MR ZRFESGRTERE T FHRHH
to KA B &b 32 . do R{EM AR A, WKL AT S KRS AR LA
fo KRR AT B AL TR 2 K R

Hd Ar BT RO EHTURBETE—HRAFE X
# & -

7 & X
R]
. Q
1
R . R & \
a4 N OH
= —_—
0 N RO
RZ
3
R RS
1 ° )
R A \ I P R£
N 0 N
RO

27



10

15

30

(22 X ]
-

R* & AWK 89-(C-C, )12 &,
RIZR, «(C-Cot k. atdRireint

# Mitsunobu B8 R & ¥ {8 M & % B 6 ket 80 P a5 Fo 16 5 3%
BRARGEELEH GO @A4). 5 R BREFOBE, LT 041G
RYREERY . MUK ETURA LEFE Ka) ¥ B (e)F £ 8
E—F ik T8 R

Ld Y BAGK | oW TURETLFE XI 65 209590 & 4

% .
# £ XI

L

HS
(45)

R’ R
0
RV\L /@
N S
RO
R? (d46)
R* 2 R B 89-(C,-C )% .
£ Mitsunobu BB R & P . iE 5k BAK 69 R AR ok b 15 5 3% B
WRARXTEGS)BE . KRG T EAKE6)AFTE a), ¥ H(e)ds

ROE—ERMBRAERRZERAMLEGRE .

A+ RE(C-CHOEARLR, R R R XA Y b7 L)X |
T A T4H &.

2R



10

15

30

7% XI

R
OCH,CH,

{47)

R}
j/\co CH,CH, — g
(48
o )

; i,\ @_,

RO (49)
RZ

R
, 0
R N\ \
N 0 R
RO
2 {50)

R

RO

AZRE,
R* % BB 65-(C,-C )R & .

R LB 2B Al BB Ao Bt = 20 & B 715

HEREEN b T ABR A RATATETHIE. 55

B A o - R-FRBL R TE, 1T 5] A 4 A L (4T).

B AMHEANERBELLFE ()RR P L0 E SR RKY
%?%%uﬁﬁ,iﬁ¢ﬂ¢mm i &1 &k%lmciimc%m
BTABMEAKRG 0 R TFTRHTRY (-8 ] 8.

1A 1R.(48) & & B A 6] 4o 51 43 48 64 3 R 5 A3 B) 4L 2 49 (49) .

29



10

30

BAE R A AR 4o AT
b 44T 1-24 B

R T RS A K a4 F ko

&l Mitsunobu 18 8%, i# %I 6989 X Par b & 4 1h(49) 4k &
FEALEHG0), LA BTEIFE [a), FEEMWEGERLREL

ERTR, ARAEH .

EFPXAZSHXIEHT 4o Fél&:

“R

RO

RO

RO

NHCH,

{63)

2

+

7z £ 11

(55)

NHCH,

(52)

OCH,CH,

Lco CH,CH,

{56)

30



5 HO
RO
RJ
. s
R <1;/\ .
10 N °
RO
R? (58)

A%,

R* & R B -(C,-C)E 4 .
15

ﬂﬁﬁ%ﬁ%%ﬂﬁﬁ%?@ﬁﬁ5%&&%%%?&#%%%
M%%%L%%,ﬁéﬁ%iiﬁilﬁ%m?%ﬁ%?%ﬁ&%%
ERTEMEG2) MR FHREREEN PG kb, BEA KD .
24 PEFAERER A

€A R F B (53)69 44 1L 15 M8 i3 4£(52) 5 Lawessens K 7 4 &
#) BOTC-120CHIRAE T AAME MGl 4o~ P ABE R 4 M4 5 1k
2o RAT R K 1-2 ot & £, .

25 TEKGS)G G RB it AEL AL RAT, ABRLEEATE
AR (S - ARG 4 - RR R E LB kBT, & TH
MRG0 okl RIL RS, #ALRALE 1-6 ALK

x4

30 W &Rk (56) M ML M 1R RARB(SS) 5 2 4 LM s
Blio b LR T AU AEG L R ATRE 1-5 1 H k54,

3l



Bod B8 (56) 07 & R AE R R AT R R B 4o B Ak 4342 R AR o R AR A
HAABRHEAKH LR AUTAR FHEEREEH B 4o G ko
7, REA12 ) HARAARETA.

& Mitsunobu R & . B ¥ B IK(ST)T ik b5 iE & 3 K69 X F 8
ik A m(58), ET kg Efoskih, ARAEEXAMRGFE a), ¥
Fi(e)P ik 69 3% B PLIG A AF M 1 B o MR 22 65 B .

TUARBETERGOZE XIVHEEY YR CHRP X 144, &

10

15

30

TRFPREARAKA R o RO —RH A — M-

7 £ XIV
R’ R’
R\ X
R \ \ \ \
N OH N A
——— —_—

RO RO

Rz (60)

2

2

(59)

{63)

32



15

30

-8 (1] L X ] LN ] *e LA LX)
L) - L L ] [ ] *

*
*es
»

R \ R°NR'R®
N
N W
RO
g’ (62)
AZE%,

R*Z R B 69-(C,-C ) &
APG Z & b9 82 .

EET,Eﬁﬁﬁﬂwbli?ﬁ¢,ﬁﬁmmmﬂmﬁiig
%#%Eﬁﬁ&%%ﬂﬁ#*%ﬁﬁT%ﬂﬁ%ﬁﬁﬁﬁﬁ%ﬂ%%
BOHA . REAL 1-24 | HAEKE T L.
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MR A, BB BB E H(8S).

EF Rife R* —de B eI AT & eI3AH AR A -Sp gL o dR
BTaFEXIX AL &

30

39



10

15

30

# £ XIX
Q
HO R}
OH
+
—_—
H,N OMe RO
R' (86)
0
i
R \N \ \N
——— —_—
RO RO
r' (88)
R’ (87)
0 H
RI
S
N —_—
RO N/
R (89) d —
1
R X
N
RO
R° (90)

EIMBRGEXTRB)SE 2-2 K S5-PALX KA KB oM B
ETBE, AR E Gk E %4 (87).

R 4o Z R ATBTVE P EEMGHERS). Hikk, EA
AAMEHNF K FPRPERY-I0CE-TOCHZE THIT,

40



30

(88 # & & Ullman RE ¥, @45 &5k RA G5 4% 06l

SRRETBER R R G AT o,

Jo ek £ 3,

ERWRAER, REF R I(a), FH(e)HFiE.

Kk K% 140CTF

3 21 (90) -

Ed X Z.0-# Y Z-N-YL O BREFE XX =T 4 .

P

R™  (86)

R >‘(CH)/\°“R
RO

(92)

RO

RI

7 & XX

O-—‘N

>\(cn)/\°
L 0

o—'N

(94)

N

(CH,)

R* {31)

R® (93)

l\]/
fj\\

If”ﬂ’”

AL B AR R EE SRR K T R(86) A% &8 &P
h EAEERESUBRRORESBEF L PR AEEE LS £ 4
& Z ek (9]) .

+1



[5

30

BRI LELFH R XIX &85 H(b)-(d), #8826 7= H99).

L X Z-0-A—Z $ROLEHTUARETLF R XIX #ik 4
%o

% & XXI
R’ 0 R’
U I § I
1 1

R ) R /

*\N (CHQ);/ ‘\N {CH,) 1

q
RO RC
&2 (95) R® (96)
RJ
0

1 ¢! —_—

N

H

RO

rR: (87

R]

O‘—S\/
RA 0

X

N
N—
RO ‘:
R (98)

95y T RAFMABARAZRAFl o B BELFILTR. Kiki.
REAERFHEEBEEZHNGlem i it as KRS 10CLEGRE TS
7. & &+ H 4K 85 (96) -

# Mitsunobu 12 ¥ . R4 5 £ l(a), ¥ H(d)FT & #] &£8(97). iF
BRMERRACAER . BREBEFTE (a) FEMPTE, F2(98).

EP Ar 2@ B2 RGLSHIRIEF R XX A8 &.



10

20

(8
N

30

7 R XXII

R
R} O’g\
\N (CH,) ; OH ——
RO
rR® (96) 0
R]
o—i\ O~
R \
N, ‘CHQ)M/\O
__4
RO
R? (99)
(@]
RS
O‘ﬁ\ OH
RA \
\N (CHz).../\O
—i
RO
rR® (100)
0
R)
]
R
X, (CH)/\O
2 —_—
RO
R' (101) \
N\/
RJ
0
RA ‘§\
RO
R (102)

43



10

20

30

OOOOOO
] .

£ Mitsunobu BB ¥ . REFE |, FHE) % E8(99). &k
MEAd I el e BOR AT TR R T AL B & 8£(100) -

iﬁwaﬁgmmﬁﬂmﬁm‘*ﬁiﬁﬁﬁmﬁ&i i it A
o PHRBEALTE, REALHESATRAELELELKRLLE £ 50,

M2 A HA02)BLREFE | FEe)FAGERMBRAEN L5
AR -

TERGREFDTUALEARARE>EP LA BRLRE S
Mo EAERAKRERARY REAAEAARG e EL L 1%
1L -

2 Ar R — N RANC,-C, 1 E)R® A E Ao, K&
ER—AKAANLhT . REPGF &, $lalfob o4y 045 4k e
A EF s e AR L B SRR . BEBRASB A Y 5T
RATAF T A AR at . Bl e, MOSRH AR RE M AR 2T ek B MR 24 T Ld
HRNFHEA LB PR A M-S 5 BRLT ET R

BAAREHEM, RARG X T8, oM. M. 8. 68, L%,
Kol fe RAM ALY R T L ETHOAETANTE bWl it &b
MEREIHE. FALCA RN E AR RO MM A AW ATLY

Toey LR —FF il RL RS & . £Hh6 22
ATHWmEARTREAEM T RRMALA.

* 3615 |
23 5-=-MTEA4-BEAXE)4-Q-4-LEAREPEEAR X)L £ )Lwp
MY - KEe

A, #l&3 5-(, -2 FPRLK)4-ZEEATP R
# 22L Morton ¥+ . &4 749¢(3.0mol) 3, 5-®(l, 1-=F £ 2
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A)4-2 AKX FH. 533g(3.3mol)# £ — sk ¢ fo 0 F,°k*h(THF), # AL 4%
Bh®RERDR, IR 2.5 1. REAESHMAENE 26CH mARE
K. BERFE 2 I, RARREGHBEIR. KA ES I RAK
TR WA RHmQ25omHkik . BFRESY. THEE. REESKE .
AWERBKQSL)®ZES A& AK/FHEFARDINIL/INSL)®E . AHE
B 9. 7M #HBHCH/E & F/K0.25L225Lyk%&, RE MR 9.7M % &/+
BT AROSLR2BLYRE - KRB M9 TM % 8/ & F /3% K(0.5L/1.5L/1.5L1)
ik BMAMERE— LR @HExmtEESHOESKE. 648
AIER S K%, ABMMNEB5S5g)THEHTE. AEE®R, £5 1011g
RGO ERKR. WA RFPRALETEHR. ALK TEOL. AB
NER A K HERARBRRHMT) . AEW T LR LG ERIRF
ERKM,. TR, AEEHAET TR FER LA IK(T36g, 98.7%)
Aéa e B, mp.257-260C . '

1H NMR (DMSO-dg, 300 MHz) & 7.75 (1H, s), 7.60 (2H, s), 7.30
(14, s), 7.00 (1H, s), 1.35 (18BH, s).

B. #1& 2-3, 5-—- T A-4-BEXE)4-(RTF H)L¥

@) 24.90g(100mmol)F . A 494 &4 hw N 55ml(407mmol)4- R T
BB LB . ROMARALTHE 130CRE 2 M. REREHA
P 9C, # AEATTMRERGM P ABEEAMYRANALE
BAEKE 130C. AT TFTHRREBMOKRERDAHE 60C. AR EZHE
BAMm P Ao 100ml F&§ . ZRAPE 25CTERM 50%8 RALME R
(50ml). R RASHEAAZE ST HHFEREGH 2 2 EGRALRES
b iR % AKEEQ25ml 300mmol). & pH AE 7-8. FERS
4, EHAPEOXSOm)EE . AT EBRTFHESHA IN £ &HE(00ml)
Fo K (100m]) - A AL 090 E . Wi o Ad T A& F As(MTBE) o 28 L
BE 69 1:1 44 500ml E M - FEOILREIE > REE . HPLC &
V. LESHBENAY BHLAESKMTRALZRE. FE 30.8¢g
e EK. ZERERT 75C6 2:1 PEKQ225ml). £HHEGREY
2 1 et A R 25C LEH 25 e RRAESHNE 120mlg2:1
) FES KRR . 40C TAZFIR. 558 2194 B A . %R
47 19.9g 2 M 300ml 1:1 B9 &R . PRI EL L, FE 177757 #
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62%) &9 -]~ 4 A8 & 4y

mp 166-68°C.
14 NMR (DMSO d-6,

Aa e,

100 MHZ) § 12.49 (s, 1H, H D,0 X i%

793 (s, 1H, ), 7.72 (s, 2H), 7.54 (s, 1H, M D, 0
Xk ), 3.56 (s, 2H), 1.41 (s, 18H).
o A C1gH25NO4 :

1+ H A C, 68.86; H, 7.60; N, 4.23.

o {i. C, 68.86; H, 7.59;

FDMS 331 (M*).

C. #%2-(3, 5-=-

TR, TRIFEAL

N, 4.32.

BT A-4-2EXEK)4-Q-A R T K)E%

FE 221 AP . 3% 757g(2.28mol) T % B 4 L &4 s T R okeh .
ﬂ‘ﬁ“ﬂ‘f&]li’,%‘ B HAKSAHNTEHERT A IM FHIK DI K
(4.8L) - “HEHTHLARBEAAEFTIENA FHGOmM)E LR
e . ‘ii&ﬂ}fé.é‘%ﬁ#l;
&R (995g) - é&éﬁbiﬁﬂ%ﬁTg?ﬁawnL)%o%z‘é,%7K(4.9L)4=',
A 50%E A LM(130mh A, KRB A K3B6L). & LM
BRIZE. TEARAERLFLAAY, (&% RTATEAMEMA IN &
A4 (100ml), £ & FRQLFH KL REHERE - AME R

B ERETRBRAB LA KA

132 802g #AMI KA. AR WATE

(1.4L). #R¥ RS E RBOCHEIZER . W ARRGL), WiEkm
fﬂl\.i‘li 93(:) ?}E}é]ﬂﬂk/ﬁ‘gi 15 ’

M 60:40 B ¥R/F HF(

Ay . BRILT KLY B

. Aa Bk

mp 119.5-21°C.

B AR 0-10C . RIS, B

2L)>‘7“r,5.%'»:a AARAAZTHBAT TR, 55 670g I iF

1 ¥MR (CDCl3, 300 MHz) 8 1.48

2HY, 3.97 (£, J =
7.82 (s, 2H}.

6.0 Hz, 2H),

B(5.5L)F €4 dh . 38 627g(87% 5 &)

(s, 18H), 2.8 (t, J = 6.0 Hz,
5.52 (s, 1H), 7.42 (s, 1lH),

D. #1% 2-3 5-=-RTA4-2EXE2)4-Q-4-FTHREAERERLE)TH)

oJF. a»_lki
N

#AEF B C 45 m(2043g, 644mmol). = T B (100ml. 716mmol)

fo — L F K (1.7L)

L A

% 15 24 e AT BB R (81.3g-

16
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e -n am L] "8 Ssoss
L} .S [} L] L]

710mmol), # A KEFRHRLEHEBEMRT 31C. HHERL RS,
FHRZ 15 e EAPE 23C. KRAERSHE N AL 2iRF T
FEM - RFHEOSL)HAEM. A IN #EGXIL)REANE, FH
—HRFTROILEERSFGAKE . SHAWEHM & KEROSL)
Fok B FAROSL)EE . ANERERM TR, LRAEXK. 75 254g
PE L, HaREK AFTEAKRTHERE LS TFhASTF ER
(DMSO. 0.7L), F8liZik . Ao A RMATRE 4-2 55 TR0z
734mmol). 4 T 8 4¥(79.98¢. 0.713mmol)f» = F L #(1.2L), F H Ha
B 45°C, BHBEER —REFMATHRLECSG Y T RS
. RERAMAE 60-65C M 15 8. heAFH I OSL ZF A . R
BAEREHE TOCHRE 2 I M. REARRRGM PN -2 LK
T 85 (3.92¢)fo f T 85 47(3.59g) - & 70°C7 DB B K a2 R A& A E
8. ERLRAM P ART AT E&G3L)-A IN SLAMAAMEX2L)
ERER. OHACKEARTAPEMOXILRERSG AR . 4/ 8
EALE M B FKQL)E & FAR/EAKQLF EAKQLYRE - ANE F R
M FRFR, ARLELRANBEEREH2673g) . ARMERT =
£ 7 45(150ml) A & 5o (100ml)#) R4 4 F # @ i 4 8L (2.5kg) £ & . A
1 BB/ RTREO6L), —&THEA2L). 6% LK LH/ = TRt
BT . SRS ML ER OB FA KL, FE 196g I E -
Wb E T 245 (200ml). B4 B F A BB R HRART . RMK
A 2,92/ 845 (100ml/25ml) Fo 9% (100ml) Ak 58 . F A #h 3t i o A 2 5 iR
P A HE(1.8L)E . Gk E R ALK 100ml Ak . REH
15 N EAHER 35C. KEXLEBS. Ak/KE, 215 Mt EE
AAWE 6C. TESW. A 10%EAF/THEEOM) A, £ EEH A
& FHE, 137 153g(56%F Ry MxE A4, Aa e EK.

mp 110-112°C.

HPLC 447 & 90 4 4 99.4% ( dfn ) B F ey &

1y NMR (CDCl3, 300 MHz) & 1.45 (s, 18H), 3.10 (t, 2H, J = 6

Hz), 4.38 (t, 2H, J = 6 Hz), 5.50 (s, 1H), 7.02 (4, J 7

Hz, 2H), 7.50 (s, 1H}, 7.78 (d, J = 7 Hz, 2H), 7.82 (s, 2H),
9.85 (s, 1H).

B, #% 2-3. 5-=-RTh4-2AKE)4-Q2-4-ZAREATEARRE)
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ae re sn we an same
*

LA)yES &L F RS

AAT ﬁ@ﬁfS%ﬂi*?@*ﬁS%gUhmMﬁH&D%m
S N 7.85ml (120mmol) — Z A K . HE &I 5 245w A 6.8ml
(120mmol) 2 %, R&4 4 H A THAF 30 44 - hv A 795mg (12.6mmol)
AAMEMH, HABERE ﬁ# 3 o8 . e A F S8 500mg AUAM A AL

W, BHEIEBS 1 IE . RERALKLE, FAK, Al HK R
i F AR R KRk ;ﬂ/—\ﬂfhrﬁmé‘f“lﬁ TREREIFTR SddgH
A 300ml A ELEMN, B8P/ PHEARAO0:10: . =T

#@ﬁ%%%ﬁ%%&%ﬂ%%mﬂ?aé&&a@Kﬁ?ﬁkim
fAE, FHHRY, LEMTARBHAARET. #3 34g54%) 8
Edy, A e RK-
FDMS - MYt 450;
TE M : (C2gH38N203 -HC1-0.5H20}

T+ E AR . C, 67.79; H, 8.13; N, 5.65

M 4E: C, 67.97; H, 7.99; N, 5.74
NMR (CDC13), & 1.40 (t, 3H, J=7 Hz), 1.49 (s, 18H), 2.92 (q,

2H, J=4Hz), 3.30 (t, 2H, J=7Hz), 3.95 (t, 2H, J=7Hz), 4.31
(t, 2H, J=7Hz), 6.10 (bs, 1H), 6.85 (d, 2H, J=9%9Hz), 7.49 {d,
2H, J=9Hz), 7.87 (s, 1H), 8.21 (s, 2H), 9.5% (bs, 2H)

15| 2
243, S-—-RTHh4-2ARE)4-2-4-=FTHEALFAXLE)
LEYyEL SR
LA LIRIE L @EAB IE & F %, A 200mg(3.15mmol) R A& &,
AR %= 3.37ml(30mmol)40% = F & K K iE % > M 1.26g(3mmol) 5% 761 1D
%m%%ﬁ%ﬁﬂ%%%aﬁﬁﬁﬁﬁ1mg%mﬁﬁ?%,%éé
A S
FDMS - Mt 450;
L E o (C28H38N203 -HC1)
1t B {& : C, 69.05; H, 8.07; N, 5.75

M {h: C, 68.75; H, 7.94; H, 5.56
NMR (CDCl3), & 1.49 (s, 18H), 2.71 (d, 2H, J=3Hz), 3.38 (t,

2H, J=7Hz), 4.10 ({(d, 2H, J=7Hz), 4.44 (t, 2H, J=7Hz), 6.08
(s, 1H), 6.95 (d, 2H, J=9Hz), 7.50 (4, 2H, J=9Hz), 7.74 (s,
1H), 8.23 (s, 2H)
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.s .r LR} an *: 96
. * *

% 4 3 -
2-3, S5-=- M TAA-BERE)4-Q-G-FRALEARETE- KAL)
AL g ke

EALREEOIE®RSG IE 4 FE, M 0.5g(7.98mmol) & & 7 2.1t
tFe 6.9ml(79.8mmol) P £ Z EM K. M 3.36g(7.98mmol) % 3645 1D &4
o sl iz st AMELE R E#ITE X, AP R/TF
BARE GERL . 1B B W(2.79. T5%) HERERT oATR. ML
R AKRLE, AL, F5 2.8g93%) &4 .

1y NMR (CDC13) § 8.0 (s, 2H), 7.6 (s, 1H), 7.5 (4, J=9Hz,
2H), 6.95 (d, J=9Hz, 2H), 5.7 (s, 1H), 4.35 (t, J=7Hz, 2H),
4.1 {m, 2H), 3.2 (m, 3H), 2.9 (m, 1H), 2.6 (d, J=4Hz, 3H),
1.5 (s, 18H), 1.45 (t, J=7Hz, 3H);

FDMS 464 (M*-HCl);

LE S C29H41C1N203 -H20
1+ H & : C, 67.10; H, 8.35; N, 5.40.

9 M {E: C, 66.99; H, 7.96; N, 5.29.

F #4149 4
2-3, 5-=-BT A4-2EEE)4-Q2-3-=FEALFTE-X LK)
A&k &k 3

A #H & 2-3 5-=-BTA4-RAXE)4-2-C-FRAR L)L A)E
ol

RA TG AT oA kef(THF)F 6 4.44g(14mmol) % #£] 1C 49
& 4 e A 1.94g(l6mmol)3-# K X ¥ &8 4 4.18g(16mmol) = K &
(PPh3) . R4 H H-50C, HHETH 10 24w A 15ml @ &kl P
2.51ml(16mmol)#y =18 . = ¥ % = L 8 (DEAD)# 5 ik . A% .
B A RATHRE 4 ot o R4 A(0.89ml. 30%). F R A
15 94, AdE. EMT 4oml —RFYRAETAAAT . RABETES
LR AR AN, ARBITEEE,. H 520%FER/TIRMEE 305
k. S SEH R HAR. BB 3.2(54%) 1 ARRE T 4
NMR (CDCl3), & 1.49 (s, 18H), 3.10 {(t, 2H, J=7Hz), 4.35 (t,

2H, J=7Hz}, 5.50 (s, 1H), 7.20 (m, 1H), 7.44 (m, 3H), 7.51
{s, 1H), 7.84 (s, 2H), 9.897 (s, 1H)
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B. #1& 23, 5-=-RT A4-BEEXE)4-Q-G-=FAALTEXLE)
LAk yked 45 A8 3

AALRETLHG IE 9F &, A 5S03mg(8.0mmol)# & #A £ 1L 44
F2 9 5mi(76mmol)40% = F & K . M 3.2g(7.6mmol) ¥ & A 6545 %
B . BRERME 1828 O EEKMAY%) EE-RATR/FER
Eas A H . FE 1.25g M7 4

FDMS - M* 450;

7 E AT (C2gH3gN203 -HC1)
1+ H 14 : C, 69.05; H, 8.07; N, 5.75

T W A{E: C, 69.31; H, 8.13; N, 5.84
NMR (CDCl1l3), & 1.50 (s, 18H), 2.77 (4, 2H, J=5Hz), 3.33 (t,

2H, J=7Hz), 4.15 (d, 2H, J=4Hz), 4.48 (t, 2H, J=7Hz), 5.95
(s, 1H), 6.98 (dd, 1H, J=2Hz, 9Hz), 7.12 (d, 1H., J=9Hz).
7.32 {t, 1H, J=9Hz), 7.53 (4, 1lH, J=2Hz), 7.88 (s, 1lH), 8.16
(s, 2H)

5 1 S
23+ 5-2-BT A4-#Z2EFE)4-C-G-EREHEFA- TR
T A )&k 3h 5 4
AALREBE®G IE HF K. A 47lmg REMEA LA
5.82ml(71.3mmol)— & & M . A 3.0g(7.13mmol)FE & H 1D &1t & 4% #l
SRR E . RRERME 16Tg B4, A8 ERKMAT%)-
FDMS - M'464;
TE M (C2gH38N203 -HC1)
HEHA : C, 69.51; H, 8.25; N, 5.59

M A4E: C, 69.80; H, 8.24; N, 5.46
NMR (CDCl3), & 0.92 (t, 3H, J=7Hz), 1.49 (s, 18H), 1.86 (m,

2H, J=7Hz), 2.7%1 (m, 2H, J=7Hz), 3.28 (t, 2H, J=7Hz}, 3.94
{t, 2H, J=7Hz), 4.30 (t, 2H, J=7Hz), 6.00 (s, 1H), 6.87 (d,
2H, J=9Hz), 7.50 (d, 2H, J=9Hz), 7.74 (s, 1H), 8.17 (s, 2H),
5.70 (bs, 2H)

¥ &1 6
23, 5-2-BRTA4-AAXE)4-Q-@G-ECARATE-XRA)
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LA *
LEE D
L]

LA)yEL S &4 -

BEARAERIELHH IE WA FEHBLESY, RTHEM N-TE
. AZRBREEWER 111 ZHRLE KI0OMDLE . &34, 4
AR A fefe by B S K B R (S0ml)ik & B A S KGOmhk %k - ETR
BANAEEGER - Latfe (1042, FHOMAALTTAREAT
ARAGHR. B RATHREEEN, AR THOG*x200ml), = &
F IR 1% F 85(5 X 100ml). 94:5:1 =PI F a8 & A AL4%(10%x 100ml).
89:10:1 =R P : P . 5 A LA %x250ml). & HLCAML2 2Hhé %
o, HEZ TR, 158 2.37g m¥kd . A RAF(TSmHA R d KD 5 A
UMAKLTE. AT REFHNGER, FRERY ARA-RTR
(10mD&E B R —F R EA&(I0mD&E, FR&E, B LWL E. B
ERETARBAKRY 25 It . REEFREY. B F R A k%,
AACEZHAYTRLEA, F5 146g xBAED -

1 {FDMS) : m/z 506 (M).

1y NMR (CdCl3): & 8.23 (s, 2H), 7.80 (s, 1H), 7.49 (4,
J=8.3Hz, 2H), 6.87 (d, J=8.3Hz, 2H), 6.07 (s, 1H), 4.32 (m,
2H), 3.93 (m, 2H), 3.32 (m, 2H), 2.75 {(m, 2H), 1.85 (m, 2H),
1.50 (m, 18H), 1.24 (m, 6H), 0.82 (t, J=6.6Hz, 3H).

LR G C32H47C1IN203:
T+ HAE : c, 70.76; H, 8.72; N, 5.16.
92 ) 44 - c, 70.68; H, 8.61; N, S5.16.

5 4 7

2-(3, 5-Z-RTA4-ZEREK)4-Q-U- =T EAETEA-XAHE)
L)kt B84 =Ko

AR LHRAEFHE IE 9% %, A 0.63g(10mmol) & & # £ 1k 44 #o
Z ¥ (10.3ml, 100mmol). M 4.21g(10mmol)E 34| 1D 94 &4 H &
AL EY . REHE 21 . AMEAER E#ITEHRE, AR
Ph/FPEBARM. FRHER, FEREZBTAFTR. HEMLE
AR, #H#EKL, F5 2.68g52%) 48~ .
1§ NMR (CDCl3) & 8.05 (s, 2H), 7.6 (s, 1H), 7.55 (d, J=9Hz,

2H), 6.95 (d, J=9Hz, 2H), 5.8 {s, 1H), 4.4 (t, J=7Hz, 2H),
4.1 (d, J=5Hz, 2H}), 3.25 (t, J=7Hz, 2H), 3.0 {(m, 4H), 1.5
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(s, 18K), 1.4 (t, J=THz, 6H);

FDMS 478 (M*-HCl);

TE S C30H43C1N203 -2H20:
T+ E 14 C, 64.32; H, 8.64; N, 5.00.
oM {E: C, 63.94; H, 8.46; N, 4.80.

5 44 8
2-3: 5-=- BT X-4-Z2EEXE)4-Q2-G-N-EREN-FEERE
PE-FAREVE)EA G K%Y

EARERIEEHS IE TR S8 sd, AZMHEA N-FA-N-
ERARK. R 0-10%(FPH: 1% AALE):ROGBAITELE, BE
3094 - A REBESHME A%y, ARGZO00m)Fo sk 44 2,
Bk, BRARAALALAKEES. EERBIER. 155 3.40g68%)17 &
aHmexiy .
g {FDMS) : m/z 478 (M) .
lH NMR (DMSOdg): & 8.31 (s, 1H), 7.91 (s, 1H), 7.72 (s, 2H),

7.51 (s, 1H), 7.16 (d J=8.4Hz, 2H), 6.89 (&, J=8.4Hz, 2H),
4.22 (t, J=6.4Hz, 2H), 3.35 (s, 2H), 2.96 (t, J=6.4Hz, 2H),
2.23 (t, J=7.3Hz, 2H), 2.05 (s, 3H), 1.41 (m, 20H), 0.83 (t,
J=7.3Hz, 3H).

TE S C30H43C1N203 -H20O:
1+ E 1A : C, 67.58; H, 8.51; N, 5.25.
L MAE: C, 67.65; H, 8.34:; N, 5.33.

% 3645 9
2-(3s 5-=- R T A-4-2EXKE)4-Q-(4-N-EFREN-ZEAAE
LE S & Y ST LR Y F

A &AL B A REFN-T A-N-F A (29.5mmol2.58g)#7 .45 (10ml)
Bk . AERSHIERERN LE(Iml), =L &(29.5mmol. 2.99g). #
F & 4L IV(29.5mmol. 8.40g)fe 4R 48 L & £ &4 |D ATk # &8 2-(3, 5-
S T A 4-2 AR E)4-Q-4-FEE XA K)Z H)% 4 (14.8mmol .
6.22g)4 2 . BiFRAZRTHRSE 4 o5 O M HAMH(22.2mmol
0.84g)4k vl gt A2k . £ A 2N & A% 23ml)ak B 2 7] 4% & & 4
KA 3 K. @uRe P oA=& FROS0m)A 5 & £ (20g), R &
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dAFR RS FE, AR K FPRA00m)BE - TE&E A HKEE
><50-m1): AMELEARZTRER KRS, ARGFLE, F#iTH &0
fTedk. M 0-10%(1% 8 ALt Pa) RH AL 30 o4 . A
TTHRESARLD"HOBIRE Bk . SRR EGLEHM R
LR AKEl . B REBHEE. 55 4.782(61%) 7 ML &47 .

& i (FDMS) : m/z 492 (M-HCl).
lH NMR (DMSOdg): & 10.45 (s, 1H), 7.94 (s, 1H), 7.73 (s,

2H), 7.53 {(d, J=8.7Hz, 2H), 7.03 (d, J=8.7Hz, 2H), 4.28 (t
Jd=6.5Hz, 2H), 4.20 (t, J=5.2Hz, 2H), 2.99 (m, 4H), 2.86 (m,

2H), 1.69 (m, 2H), 1.42 (s, 18H), 1.24 (t, J=7.2Hz, 3H),
0.86 (t, J=7.3Hz, 3H).
ﬁ:%%é}*ﬁ C31H45C1IN203:

1+ B AE : C, 70.36; H, 8.57; N, 5.29.

= M {4 c, 70.08; H, 8.32; N, 5.30.

£ #4510
2-(3, 5-=- T A4 EXE)4-2-2: 4-(FPRLEAAL
PERIVAAR)D Ky — & 4

A #E 2B S-=-BRTEAAZEAXE)4-2-2 4-TFHBHREXAE)L
A )ukeg

ARAP, RAT, H#¥ET. # 4.75g(15Smmoh)FE 44| 1C 69 &
. 2.36g(15.75mmol)3-F ot % -4-2 A X P& A 3.93g(15mmol) = K &
BAERT 45ml WAk T . BERAHH-10C, FEARKET, £ 10
AP e 15ml @ & ekl P 2.36ml(15Smmol )18 B = A8 = LB AY IR IR -
REMEHIT. Mot REaRRATHMN 18 . REHR AL
AR, BMTVE_RF5RE, AETARAY. AELARB-CAE
A, Rk iTe#EE, Prep500. AAAT. A 0-20%7 8 Z &/
T RBESE 30 4. & FGESBRTHF AR, T8 33g49%)7
d, ERA i — T A
NMR (CDCl3), & 1.48 (s, 18H), 3.17 (t, 2H, J=7Hz), 4.53 (t,

2H, J=5Hz), 5.52 (s, 1H), 7.19 (4, 1H, 9Hz), 7.53 (s,

7.84 (s, 2H), 8.11 {d4dd, 1iH, J=2Hz,9Hz), 8.32 (4
9.94 (s, 1H), 10.48 (s, 1H)

lH) 1
’ lH: J=2HZ) ;
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B. #1& 2-3, S-=-®RT A4-Z2EXK)4-2-2) 4-(FTHLEAELT
BMARR) LA yEL2 K EKed
AR EREBTLHRE 96 F %, A 4.0ml (13.4mmol)F+ R E 4K [V #
1.15ml(13.4mmol) ¥ % Z % & fo 0.38g(10mmol) #A &, L 44, I 1.5g
(334mmo)F & A 9 M EH VLS HERL . At A 100ml &
REdtTe#Ex, AoRTPR/PHARAQ:IONEIM . RESEL
B HFEMT-RFTR/AAHEAR,. AARMLEARKR. REOKRADSE
FRERAF, T2 1.10g54%) B4, AGEEK-
FDMS - M* 536;
7T E (C33H49N303 - 2HC1 -H20)
T+ H{E: C, 63.45; H, 8.52; N, 6.72

g m{f: C, 63.80; H, 8.53; N, 6.49
NMR (CDC1l3), & 1.30-1.40 (m, 6H), 1.48 (s, 18H), 2.45-2.70
(m, 6H), 2.79-3.35 (m, 6H), 3.90-4.30 {m, 4H), 4.38 (t, 2H,
J=5Hz), 5.58 (s, 1H), 7.08 (4, 1K, J=9Hz), 7.57 (s, 1H),
7.84 (s, 2H), 8.03 (4, 1H, J=9Hz), 8.13 (s, 1H)

R N
2-(3> 5-=-| T A-4-2 XK K)4-2-4-2-BEALE)LE
AAFPAZRE AR 88K E

G A N-Z 2% 8K (1.95ml. 20mmol)#) Z 8 (25ml) &9 5 &
ho N F B B4 IV(5.9ml, 20mmol)& he A E &% 1D 894k 649 (4.21g:
10mmol) - 3§ & & 4 4 8 5 ho A8 &2 4 44(0.57g, 15mmol). £ &
T2 065, KREMEANTSml 2N R EFA R P M. @
G rdEReY, BaRMSKkER. AMEREKMR TR, AKX
EF o aMmLE#iTEiEE MoETR/FPEBFE RN, F2H 5K
(3.56g, 72%). B H E R EE T =R FiRB6ml). H R LA ARLE.
AR, FERIE S 4(3.92g. 100%):

1 NMR (CDCl3) 8 8.0 (s, 2H), 7.6 (s, 1H), 7.5 (d, J=9Hz,
2H), €6.95 (d, J=9Hz, 2H),

4.2 (m, 2H), 3.9 (m, Z2H),
1.5 (m, 21H);

1H), 4.35 (t, J=7Hz, 2H),

5.7 (s,
3.2 (&, J=7Hz, 2H), 3.15% (m, 4H),
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FD MS 494 (M*-HCl);
- -0.5 H20:
LE M C30H43CIN204-0.5 H2

1+ 14 - c, 66.71; H, 8.21; N, 5.19.
;;m']fﬁ C, 66.47; H, 8.10; N, 5.20.
=34 12

2-3, 5-=-BT A-4-F BEFXE)4-(2-(4-N-R[#2 4 T K]
AETE-RXAKCE) L4 E K Y
AR LREEES 1 AW EIRBLEHh, AEBRTREA-_LE
B, MO-10% (1% A%/ TH). REBERITHEE L. 5% 30
TH . EHALZRESAKRBLEYOE Y. BHBKY . AEYH
BbRME RN RMCLAKLEALTIRE, 155 817Tmg 4 ML &4
BRY -
Jfi 1% (FDMS) : m/z 510. (M-HCl).
1H NMR (CDCl3): & 7.96 (s, 2H), 7.58 (s, 1H), 7.48 (4,
J=8.6Hz, 2H), 6.97 {d,J3=8.6, 2H), 5.68 (s, 1H), 4.35 (m,
4H), 4.01 {(m, 4H), 3.33 (m, 4H), 3.17 {(m,2H), 1.48 (s,
18H) .
& o4 C30H43CINOg + 0.3 mole H20:
T+ B 18 : C, 65.21; H, 7.95; N,5.07.
FLom 44 C. 65.18; H, 7.95; N, 4.67.

5= A 13
2-(3, 5-=-f T A-4-72 K X K)-4-(2-(4-[N-F A-N-(3-% =z -3-&)
ARAEAPRIREA) LA )E2 48 H

A # & 2-3 S-=-RTA4-ZEFE)4-Q-F-N-FENAKXFTER
&) AR

ARERBEZRS | MAMNEG Iz EY,. AERTHEATE
Medh e, BRAYHITHEEELE.MN0-10% (12 88408 / F&i).
RUGBMERM 30 904 . AZRBEAMBZHE s ARATR,
HRFETRGE, 75 6.74g(62%) ML &4 -
i ik (FDMS) : m/z 436 (M).
1§ NMR (CACl3): & 7.83 (s, 2H), 7.46 (s, 1H), 7.42 (4,
J=8.3Hz, 2H), 6.92 (d, J=8.3Hz, 2H), 5.30 (bs, 1H), 4.22 (t
J=6.5Hz, 2H), 3.93 (s, 2H), 3.03 (t, J=6.5Hz, 2H), 2.46 (s,
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3H}, 1.48 (s, 18H).
E,H  C27H3gN203:
T+HEAM . C, 74.28; H, 8.31; N, 6.42.
m 4 - C, 74.39; H, 8.51; N, 6.47.

B. # & 2-(3, 5-=-d T A&-4-2 K K k)-4-[N-F E-N--(N*dx T A%
Rk 3- )R AL PR XA KT K)ked

Al 60%(wt/wt) & 1 44 (20.2mmol > 808mg) L B F % A 9L &4
(9.2mmol, 4.01g)8 = F E Po(=—F AT/, 1I8Sm)& & &E & -
A24CTHREZREFAIOTHE RN N-RTEEE3-G-REFHE)RE
(8.4mmol. 2.56g)8) — P A PR GCmDY iz R4 . #4544 B0CHAE
Fihe 4 N BEAHE 247C R 10%HAEE F 448 KIE R (25ml). K(10ml)
o 32 TRILE:THROEMDLEEZRE . B E&MHR 32 LR LE: T
R(2x50mlyERAK4E . SHGHEARA LK (2x50ml) ik, HEKMA
FiR, TRAATRE, B o66Tgm Ky BAFHAITHEEL.
MOo-10% (1% 8R4 . P8) . RGBAELRRI0 4. K2HM
BHFHARTATRE. HAEATR. SEFELZRSE, H5 419
AN EY . RHREA xR, FAXRIHSE —FHALFFTRHTT
o & 4k 1L, .

/% 1% (FDMS) : m/z 662 (M+1).

1y NMR (CdCl3): & 7.83 (s, 2H), 7.50 (s, 1H), 7.19 (d,

J=8.4Hz, 2H), 6.88 (d, J=8.4Hz, 2H)}, 5.49 (S, 1H), 4.27 (t
J=6.6Hz, 2H), 3.91 (m, 1H), 3.40 (s, 2H), 3.07 (t, J=6.6Hz,
2H), 2.72 {(m, 1H), 2.32 (¢, J=7.3Hz, 2H), 2.15 (s, 3H}), 1.80
(m, 1H), 1.37-1.69 (m, 26H), 1.22 (m, 2H).

C. 1% 2-3, 5-=-®T A-4-7 % % £)4-(2-(4-[N-F £-N-G-(N' -8 T
Ak 3-R)ARAATRIZER) AL 4K S

AL EAKRLESE B 9444 (3.15mmol. 2.09g) &) = T &
Q0mh#E R K 10 o4 . KRG REFRREFEANG 2099,
B, O M- LEQOmDEE. FE 201g01%) M rANE Y
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Jh & {FDMS) : m/z 661 (M).
1y NMR (CdCl3): & 8.13 (s, 2H), 7.66 (s, 1H), 7.50 (d,

J=8.5Hz, 2H), 6.96 {d, J=8.5Hz, 2H}, 5.91 (s, 1H), 4.41 (t
J=5.9Hz, 2H), 4.10 (m, 2B), 3.84 (s, 2H), 3.30 (t, J=5.8Hz,
2H), 2.96 (m, 1H), 2.78 (m, 2H), 2.63 (m, 3H), 2.49 (44,
J=9.9, 12.9Hz, 1lH), 1.85 {(m, 2H), 1.50 (s, 27H).
7 & 4 # C40HE0C1IN30s:
1+ H (4 + C, 68.89; H, 8.53; N, 6.03.
M {f: C, 68.65; H, 8.45; N, 6.02.

D. #]& 2-3, 5-=-& T K-4-72 X % %)-4-(2-(4-[N-F &£ -N-(3-(k=E-3-
R)RR)ARTPRAIRLR) L A)E s — &%

GF®, C 9444 (3.0mmol. 2.0ig)8 £.47(20ml)8) E i o A K
BB (6.07Tmmol, 0.67g). # A G RERFRARLILAAKRKY 30 74
EAATRBEARCAKINA 24CHKHFIR. B i REETHRG = Z
Pr(l0m)E A m#Ek ) B oo @ kg(15ml). ZRHFBEALE
KXY 12m] Bkfn, FEMART. TREFR A_RFPRESLTE
B, HBERRB VB KRS Sml- o A EKRHC0mM]), EHEBERLE
K% Sml. BEGQRBRTHA=LE8Q0m]), FHRAERRKY . £F
A HE 24C, HABBKRRY. AIEEETEYS. A= L&Q20m)iT
. BHETHREMEF TR Z850mD). m#HKY 30 245 (R
GikAA 100-150ml 2 |)), HRBERES A#H=T&(100mD)ixt
A AEEHRAFTA 0CHTEZD THRAIR, F2 132g(72%)4F £ L
&4 .

Ji 1 (FDMS } : m/z 562 (M+1).
14 NMR (CdCl3): & 8.00(s, 2H), 7.62 (s, 1H), 7.50 (4,

J=8.1Hz, 2H), 6.95 (&, J=8.1Hz, 2H), 5.74 (s, 1H), 4.35 (m,
2M), 4.26 (m, 2H), 3.59 (m, 13), 3.37 (m, 1H), 3.20 (m, 2H),
3.04 (m, 1H), 2.66-2.89 (m, 4H), 2.55 (m, 1H), 1.80-2.25 (m,
7H), 1.49 (s, 18H), 1.11-1.41 (m, 3H).
TE W C35H53C12N303:
#H4 C. 66.23; H, 8.42; N, 6.62.
?rmfﬁ C, 66.47; H, 8.67; N, 6.39,.
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£ #1514 »
2-3, 5- =BT EA4-BEFE)4-Q-UN-FEN-ZEAAZLA
FR P SV ST L TN F R &

A B EN-FERAN-ZA-A-BERALERE

© & ERH(164mD)F & 1. 1'-% & = %% (326mmol. 52.81g)8)
EFRAHE 0C, 226 8 i 96%F & (326mmol. 14.99g) . & &
MAEOCTHRFIOFHE, 210 94 A& EkH66ml)F 6 N-2
A--2EAXTERKO02mmol . 16.88g)8 82 &%k . KB A F F & (10m))
REIANELEAE22CRFEITOTH . HBEWLHE, BT THRER
HESALGY DY . RERASWERT AT R, #2474 %
#ATEEE, AR 0-5% T8 . —RTFRAM 30 204 . 644 HEH
eHheny, A2 REM/E 1346g mkdy, RERBEALE. ¥4
AL LGB A LBITLEABRAZH TOHERRITE
Wik, A5 F%261gtMadn. mp (T 85

s (FDMS) : m/z 193. (M).
1y NMR (DMSOdg): 8 9.20 (s, 1H), 8.01 (s, 1/2H), 7.72
(s, 1/2H), 7.00 (d, J=8.4Hz, 1H), 6.99 (d, J=8.4Hz, 1H),
6.66 (4, J=8.4Hz, 2H), 3.34 (dt, J=7.2Hz, 2H), 3.21 {(dq,
J=7.1Hz, 2H), 2.64 (dt, J=7.2Hz, 2H), 1.04 (dt, J=7.1Hz,
2H) .
L& 45 C11H15NO2
1t H {5 : c. 68.37; H, 7.82; N, 7.25.

£ 44 - C, 68.56; H, 7.81; N, 7.49.
B. #] & 2-3, 5-=-® T &-4-2 %k K %A)4-2-(4-N- PR A N-Z XA %
AEAR)T R )ofod

ARERELLEHRD 4 S EH S80S9, R THEM N-F
BEAN-ZA-st-#Z AKX EAKAF 0.7M(mmol & /ml W & k)R K&
" A24CHHERY 2 IHE, AZREREY . AT RBRERE S
K, MK LBAEHATHFRTEREE . ] 45%L 8 T8 LA
M AERETHNEFP O R AR I ATH G EE. B
i 0-20% L8 ZE/(93%RAGF/TCHERIVBE XM 30 o4 . ASREESA
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HEF YO B TRER R ETHERTEEE . GHAMA 5-30%R &/
THRGEFEAMIOTH AT RESHABPESHO%RD. F 5 3.01g(19%)
S, ARk

- R (FDMS) © m/z 493 (M+1).

1y NMR (DMSOdg): & 8.01 (s, 1/2H), 7.91 (s, 1/2H), 7.74 (s,

1H), 7.72 (s, 2H), 7.52 (bs, 1H), 7.13 (d, J=8.4Hz, 2H),
6.88 (d, J=8.4Hz, 2H), 4.20 (t, J=6.5Hz, 2H), 3.40 (dt,
J=7.1Hz, 2H), 3.22 (dg, J=7.1Hz, 2H), 2.96 (t, J=6.5Hz, 2H),
2.71 {(dt, J=7.1Hz, 2H), 1.41 (s, 18H), 1.04 (dt, J=7.1Hz,
3H) .

LE AT C30H40N204:
LM . c, 73.14; H, 8.18; N, 5.69.
1+ HE{E : c, 73.30; H, 8.44; N, 5.90.

C. & 23, 5-2-RTA4-ZEFXH)4-(2-(4-N-FEN-ZEAXL
ERAA))T B)kog

28 24b, wA W B 4E4E(12.2mmol . 0.462g)89 @ & k4 (THF -
18mi) 4 & iF ik /) & if ho B8 (6.0mmol . 0.3597g) . WA B, HFMRAKE .
ABERY 1 ®, RRMANE O0C. REZ 1078 A AFHEBY
ooy maskehdmh¥ER . R & 24CTHRE 3 JHBRAK
(12.2mmol> 214pL)# ok . 3 & fe A R 15 (200ml), # & N SN 4 &
(50ml)y. & &4, FREFQX50mHFE R KA . &G AMAAM R
K(Ix50mhikEEMEAMMTFRALZREAE 58 48 — L EHKG
kA . HAR A LR T EQS0mNL S R e fe b 5 8 2 KT R
EAXSOml). A AHEKRM TR LEEEZRE, {5 2.77g &
i . REGLBEH A A#-ITHEEEL . %BAA 0-10% (1% &
A4 - THE): RGHBARML 30 2% . ATRESHAMEA DR
>EHKY . BEHREMTEREENAMLEA AR . AT RER
B AT R 1.35g(43%) i ML &dp, A K
i (FDMS) . m/z 478 (M+l).
1y NMR (DMSOdg): & 7.92 (s, 1H), 7.72 (s, 2H}, 7.54 (s, 1H),
7.21 (d, J=8.6Hz, 2ZH), 6.93 (d, J=8.6Hz, 2H), 4.22 (t,
J=6.6Hz, 2H), 3.19 {(m, 4H), 2.98 (m, 4H), 2.76 (4, J=4.9Hz,
3H), 1.41 (s, 18H), 1.22 {t, J=7.2Hz, 3H}.
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oE AT C30H4QN204-0.7H20
THEME . c, es.28; u, 8.48; N, 5.31.
ML C, 68.20; H, 8.41; N, 5.35.

£ 540 15
2-3, 5-=-® T Ak-4-2 XX %K)4-2-(4-N-TA-N-FTEE A
TR IXRRE)yEop 8 3

A, W E4@G-RERTEE

Fl 2t 32 = X XM (144. lmmol . 37.80g)45 = & F 52 (556ml)i% & »
HBAFELRT . REXH IS8 E, 215 34 4-@d-2A X R
T #(96.1mmol. 15.97g)fe % ¢ (192.1mmol. 13.08g)% = £ F £ (355ml)
@&nk%4JNEQ&&F%#&%&&/ﬁﬁ%ﬁnﬁA/%f
BRPmANEEK. ABREFEASEF . SREHA, L6 ME2 A 10%
LB TR EM . & 7-12 MEAPA 208K a8 TR EM . &7
FTI08D By . ARMTIR LAFETRE. 53 19.32g(88%)
ARG, AR

A 1k (FDMS) : m/z 230. (M+1).
1H NMR (CDC13): & 7.03 (d, J=8.4H=z, 2H), 6.75 (d, J=8.4Hz,

2H), 4.59 (s, 1H),3.40 (t, J=6.7Hz, 2H), 2.56 (m, 2H), 1.83-
1.90 {m, 28}, 1.70-1.77 {m, 2H).
TE A Cy gHy3Bro:
1h B . ¢,s2.42; H, 5.72.
M| 4E : C, 52.24; H, 5.61.

B. #1& 2-3, 5-=-RT A-4-BE X X%)4-2-4-4-BTE)ARETX)
ol ik

ARERIEBLHRY 4 L4 & BREGD, TR TE A G
&t BAREZREEHRY . HRDA LFQSmDLEE, /4,
KEMet 2 I42. AV ERARERITHERITEEEX. ZHRA
20-35% = Lk IR A BRAL 30 94 . S HE R 4-15 AERWE
BR#ETEEE. A 20-35%= L6 LR BARA 30 24 . &%
78-16, AT RGEE B RMITE #E T 5-20%0 % 2 885:(33% .15 :67%
CIR)VERL 30 24 . SHBEY 79 HAEATHR HRHAATRE.
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%] 10.51g(49%)4% 4 1t &4 .

i (FDMS) : ‘m/z 529. (M+1).
1H NMR (CDC13): & 7.83 (s, 2H), 7.50 (s, 1H), 7.08 (4,
J=8.SHz, 2H), 6.85 (d,J=8.SHz, 2H), 5.49% (s, 1H), 4.25 (t,
J=6.6Hz, 2H), 3.41 (t, J=6.6Hz, 2H), 3.06(t, J=6.6Hz, 2H),
2.58 (t, J=7.4Hz, 2H), 1.88 (m, 2H), 1.72 (m, 2H), 1.49
{s,18H) .
LE T C29H3gBrNO3 :
HHME : c,65.90; H, 7.25; N, 2.65.
s W44 : C,66.14; H, 7.26; N, 2.36.

C. #1& 2-3, 5- =B TH4-25FX%)4-Q2-(4-N-ZEXN-FEAET
EIE S NP JT- L8 F. &

A 8,444 (7.8mmol. 0.68g)4: . N-F & L A (7.8mmol. 0.46g)89
—PETPEREQIMDGER . BFRA ISTHE 15 4. 5, AY
& B(8.5Smmol. 4351y FAFHBKQImNMEREEZEFR . A
B N-FEZER(5.6mmol, 0.92g)Z AT & & F kA T70°C ok
K# 45 . 45 G RREAHEH 22C, ALK IE(50ml), <
17 (25ml)F 10%5 B 40 K5 AO0mD)4& 2 . 5 &4, KA 2:1 L
BB CRGX75SmD)ER . 4 # ¢ A4 A H K2 X 100ml)sk &, AR
BATIELR, HEATRSE. 1158 4l6gdRdh . B R M BAFLE,
Wit E IR L REFAAAGRLE . HAERRTH SR BAITELE
BMR R 0-10%(1% 8 B b4 T o) RAFGOMB AR 30 94 . 645
AP meam s, ASRE, ZRTAF00mD. A 1:1 afb
B B KIS & AKGOmD) &S M B AKGOmDBE - A R A T
B, TEABETRE, 45 log wikdy . bRk A K4F(SOmHLEZ
EREMLAAKRES . BEARALTREAERE . RBEAKN @R
H(THRA R A A RASLBHE, FARERmA-FAHAHM. AA LW
Aok, FAGEMAE . BRGHOEMNENBEH Lo N = F & L6k
(10ml). AABERA RS LEHE, N LEH. ZEPLT house £
TR, B5 138g ke, HBKK.

Ji (FDMS) : m/z 506. (M).
1H NMR (CDCl13): & 7.86 {s, 2H), 7.52 (s, 1H€), 7.06 (4,
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J=8.5Hz, 2H), 6.85 (d,J=8.SHz, 2H), 5.54 (s, 1H), 4.26 (t,
J=6.5Hz, 2H), 3.08 (t, J=6.5Hz, 2H), 2.88(m, 3H), 2.67 (d,
J=4.9Hz, 3H), 2.60 (t, J=7.3Hz, 2H), 1.66-1.85 (m, 3H),1.38-
1.48 (m, 24H).
wE S H C32H47C1N07:
Tt H{4: <, 70.76; H, 8.72; N, 5.16.
M4 C.70.52; H, 8.56; N, 5.41.

| LW 16
2-(35 5-=-mT X-4-EFE)4-2-B-N-ZEN-FTEEX
AE)VEARA R)yRop b8k 4

A #HE 2-3, 5-=- BT E-4-ZEXE)4-Q2-G-Q-RELE)XAAL
Aol od

AARALRIELHES 4 QWEMERALEY. B TEM 3-4-2 4
AE)VAK . BREAZREEZHE Y . SEHARFTSmHL 2,
w0 HLE . BERAE QKK R KEEQRX250mD)F 10%A 8 £ 4
(1X250m)tik - AMEREKH TR TRAEZRESHG&HRK
. R R FELEBAS#ITHEGEREE . ZHRA 10-25%2
BRUBCKROBEERL IO . 6 HSARELEYUETHEZR
g, 438 29.57g MR . AR B RATHESERBITELEE, A
15-35% = L@ LHEGOWHBE XK 30 24 . 6#4SH LS MR D
FREZRE, 58 2057g KK . G R B RRITH &R ST EE
E, M 10-30%F 8 LM A LR 30 74 . & HTARBLEY
bt E T kY. 3B 1471g BKK . GWRESAREEA, EX
it — F P AT T —F -

& i  (FDMS) : m/z 446. (M).
1H NMR (DMSOd6): & 7.92 (s, 1H), 7.73 (s, 2H), 7.52 (s, 1H),
7.19 (d, J=8.6Hz,2H), 6.91 {(d, J=8.6Hz, 2H), 4.23 (t, 2H),
2.96 {t, 2H), 2.78 (m, 4H), 1.42 (s,18H).

B. #l& 2-3, 5-=-® T E4-2EXE)4-2-4-2-FHRELZH)XAE
L A )&k

217 74, @AHNGTISCH F K A 94 44(32.9mmol- 14.68g)
FRA0SmMNE R P ANL0A S =/ T & £148(42.7mmol>42.7ml)
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» e rew
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L2 ]

Tk . REREAE 22CHFE 1 o, APHA ImHE L. BFRAy
Bl OC, AR 8 ALK EGOOMNA E HH 1.5 I HE, A 50%
AT, AR FARBER. REM LK LEQ50m) 4 B R4 #
T HEM. KA LK ZEERGX100ml). 4FAHIARA K%
(2X200ml), HEHTHE SRALZAREEGRY . dRHATHE
HREERE, FO0-10% T FPROBA LM IO T8 . & H S HAHRANL
Sy, EZER%FE 11.76g mkdy . HAA TR @ — F s Bp
TRATT—%.

ot (FDMS) ; m/z 449. (M),
1H NMR (DMS0od6}: 6 9.70 (s, 1H), 7.91 (s, 1H), 7.73 (s, 2H),
7.53 (s, 1H), 7.12{(d4, J=8_.8Hz, 2H), 6.87 (4, J=8.6Hz, 2H),
4.20 (t, J=6.5Hz, 2H}, 2.96 (t,J=6.5Hz, 2H), 2.75 (m, 4H),
1.42 (s, 18H).

C. 1% 2-3, 5-=-RTE4-BEXE)4-2-3-N-ZEAN-FEXREF
VAR RA LK) R4 &4
AARALRIEERS 1 HHLEP S BLEY RTRAFEB ®
ot N-PRZER . #HHARTHEELERN 0-5%1%58 AL
% PR RAAFGB A KA 30 24 . A 0-5%(1% A AL . F 8): 84554
HERGBy. 2FSARDYG OB, RZRE, ZRTARY
(100ml), M 42 fe 69 2 & Z4A(10mD)A K (15mD) B &G A K 25ml)ak & -
AWERBERMTIRATR. BAALLEAKRBRPFAAEAZRSE. &
Bl 1.6lg txR{L&4, A8 KAk .
i 1k (FDMS) : m/z 492. (M-HCl).
1H NMR (CDCl13): & 7.84 (s, 2H), 7.51 (s, 1H), 7.07 (d,
J=8.6Hz, 2H), 6.86 (d,J=8.6Hz, 2H), 5.51 (s, 1lH), 4.25% |(t,
J=6.6Hz, 2H), 2.84-3.09 (m, 6H), 2.67 (m,5H), 2.13-2.21 (m,
2H), 1.48 (s, 18H), 1.39 {(t, J=7.3Hz, 3H).
o s C31H45C1NpO3y + 0.2 mole Hp0:
1T B : C, 69.89; H, 8.58; N,5.26.
LM {4 . C, 69.88; H, 8.73; N, 5.32.
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% A4 17 -
2-(3, 5-=-RT E-4-F AXXE)4-(2-(4-N-Z E-N-F %
AETERARER) A S e &
A #E 2-3, 5-Z-RTA4-FREXE)4-Q-G-FHREXALKTE)
o ok
A & 1L 4 (60%wt/wt . 16.8mmol. 0.67g)&k = W &, *k 7 (40ml)F» =
T A FEBAEAm)F EA&F 1D 64 4 #(8.4mmol . 3.54g)F= 3 F Iz
(67.3mmol, 9.54g)89iE ik . 22°CH ¥ 31 85, AK(IOmEEER .
FMA OIN %83 pH M¥ £ 12.6-54. K AERG KRB DL EHD
AR G e AN LR T E(100ml), A& A 10%F 8 5,44 K5 & (50ml) -
P H &M, AMEAEKATHRATE. RRRATHSHER BB X,
Rl 20-45% L8 L8 :THROMBE R 30 28 . &HSH [ HEBLED
B RALIRE, FB 357g R . RS A % — FE AT H
TT@F I

i (FDMS) : m/z 435. (M).
1H NMR (CDCl13): & 9.88 (s, 1H), 7.90 (s, 2H), 7.82 (4,
J=8.8Hz, 2H), 7.53 {s,1H), 7.02 (d, J=8.8Hz, 2H), 4.36 (t,
J=6.5Hz, 2H), 3.70 (s, 3H), 2.11 (t,J=6.5Hz, 2H), 1.46 (s,
18H) .

B. #l & 2-3, 5-=-® T %X-4-FAE X £)4-2-4-N-TAN-F LA %
TERAAK)ZE)»E4 LR E
EXERBEHRD 1 GMEHESIEBHLEY, BRTRAFEAN
odp. REMRAITHEEEE A 0-10%(1%8 A FE):RA4H
HHERB IO . &AL AKBLEHOBRTHRZRERERK.
MEFAZEAAERARLELAthiad . AT REGER. 55 2.2
R E, AR
i (FDMS) : m/z 478. (M-HC1}.
1H NMR (DMSOD6): & 10.46 {s, 1H), 8.00 (s, 1H), 7.83 (s,
2H), 7.51 (d, J=8.6Hz,2H), 7.04 (dd, J=8.6, 2H), 4.09-4.31
(m, 4H 3.68 (s, 3H), 2.92-3.11 {m, 4H),2.57 (&4, J= 4.8Hz,

),
3H), 1.42 (s, 18H), 1.25 (t, J=7.2Hz, 3H).
E AT C30H43C1INRO3 + 0.2 mole H5O:
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TFEE . c, 69.46; H, 8.43: N.5.40.
54 . c, 69.23; H, 8.47; N, 5.53.

5 #15] 18
2-(3: 5-=-RT A4-AEAFE)4-2-4-4-—FEAALTER)
FRE)T KRk 8 &

Al #l & 2-3 5-2-RTE4-2EFE)4-2-4-4-RRTHBRA) X AR
LAk ) o

©) 4 3 69 £ A4 1C 69 1L & 45(5.68g, 17.92mmol) ¥ v & ok i (54ml)
HERPhAN 4-R-4-2 2R EXEPHB.56g: 17.92mmol)fe = X %
M(5.16g. 19.7Immol). A # $|-20CE, £ |5 >4 FhB L K% =
LB (3. 1ml> 19.71mmol)#) @ H kv (18ml)éY & . A LA M EE R
HHEH S be, A B AREARNRKPEKRKER. AHENR
HEATIR, RAAEF AdRb#ired#dE, HRCR-GABAL
B 438 R RAKBR@G.77g. 53%):
14 NMR (CDC13) 8§ 7.95 (d, J=9Hz, 2H), 7.85 (s, 2H), 7.5 (s,
1H), 6.95 (4, J=9Hz, 2H), 5.5 (s, 1lH), 4.35 (t, J=7Hz, 2H),

3.7 {t, J=6H=z, 2H}), 3.1 {m, 4H), 2.2 (m, 2H), 1.5 (s, 188);
FD MS 497 (Mt).

B. #& 2-3, 5-=-BTA4-ZEFX)4-2-4-4- = FEREATHEE)
AARVL AR LML

& 33 69 1% R (5.09g, 10.2mmol) 4 F 8 (51ml) 69 75 & Ho N &
L 4h(7.66g, Slmmol). R & 50Ch M 28 o 8f, KX ET. Ei%
BT_—&FRAF=KRy. AMEREKER, BEMATHR, ZLET,
BE bR AR, RN — SRR THRA. e XEERTFR
(30ml). A #F 0C. #A LK== FKO.79ml: 1Zmmo)& & . ¥ A&
mi B 80CRm 3 ', REAHHER. A ERE., BEAAL
LB o8 e 6 A8 B AAH AR . A ALE M 0.IN S A 4o 3 K £ e,
FEMTIR, RAET HAosgRERAIfTEHEZ. H_RPR/THE
FEBERL . 138 % & M(1.82g, 35%). BHBHRERT = KT HEGOm,
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MAACEAKRLE, H AL, F2H26 5 H(1.87g, 96%):

14 NMR (CDC13) & 8.0 (s, 2H), 7.95 (d, J=9Hz, 2H), 7.6 (s,

1H), 6.95 (d, J=9Hz, 2H), 5.8 (s, lH), 4.4 (t, J=7Hz, 2H),
3.3-3.1 (m, 6H), 2.8 (d, J=d4Hz, 6H), 2.25 (m, 2H), 1.5 (s,
18H) ;
FDMS 506 (M*¥-HC1l);

L E C31H43C1N204 :

T+ HE AR . C, 68.55; H, 7.98; N, S5.16.

M 44: C. 68.36; H, 7.90; N, 5.34.

S 19
2-(3, 5-=-RTEA4-BEXE)4-2-U-(1- = FTERAKE T X)
AREVTEYySLERE—KEY

A W& 2-3 S-=-BRTEA-BHEFE)4-2-4-LHEXRE)T )%
e

@ # 4 49 10g(31.5mmol) £ L5 74 1C 69 4L &4 69 @ & k% (95ml)
B AR P N 4-72 % 8% (4.29: 31.5mmol)fo = X X % (9.09¢g
347mmol). A#E-20CTE. £ 15 24 B B KK = T8S.5ml
34.7mmol ) ™ Rk HGIm)H Ek . FRALBBREZTRFHHE 25 b
B, WA L EEBEFARM kAR KER. AEARBHR TR,
AEET, AR E#AIFTEHRZ, EAFTER-ZHRIEREM, F5 14
# 4 &19(8.5g, 62%):
1y NMR (cDC13) & 7.95 (4, J=9Hz, 2H), 7.85 (s, 2H), 7.5 (s,
1H4), 6.95 (d, J=9Hz, 2H), 5.5 (s, 1H), 4.35 (t, J=7Hz, 2H),

3.1 (t, J=7Hz, 2H), 2.55 (s, 3H), 1.5 (s, 18H);
FDMS 435 (M*).

B. #1%& 2-3, 5-=-®RT4.4-2 %X X2)4-Q-U-(I-=FEAL KX
B3V S-S F

ARLERIE TR IE O F 4 EAaBALSY,. AFEK A 094
&4, 1.23g(19.5mmo) R AWM & L 44 F = F B (19.4ml, 293mmol): Hu
mE G0CRE 24 1B . AMEARK EH#ITEEE, AR FR/TF
BARE AR, FHOFEMEBT R PH,. HERULELAKLE, X
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% 1% B) 8.31g(80%)47 4 = 49 .

1 NMR (cDC13) 8 11.6 (bs, 1H), 8.05 (s, 2H), 7.6 (s, 1H),
7.45 (4, J=9Hz, 2H), 6.95 (d, J=9Hz, 2H), 5.8 (s, 1H), 4.4
(t, J=7Hz, 2H), 4.15 {(m, 1H), 3.25 (t, J=7Hz, 2H), 2.7 (4,
J=4Hz, 3H), 2.55 (d, J=4Hz, 3H), 1.85 (d, J=7 Hz, 3H), 1.5
(s, 18H};
FDMS 464 (M*t-HCl);
LE SR C29H41C1N203 -H20:
1+ B AR : C, 67.10; H, B.35; N, 5.40.
= M {4 - C, 67.00; H, 8.04; N, 5.24.

¥ 645 20
2-3, 5-=-B T R-4-Z2EKX)4-2-4-N-FEAN-ZEAAEL
¥ ,_-3-?&*&&)@@%%3&@&%%

A W E3-TEEAREREX

WHT, AT, EA-FXS 10.4ml(100mmol). 10.8ml(125mmol)
AR, F0 16.56g(120mmol)s% 8 49 &£ SOml R & F @A 18 8. 4
HRuY, TREREG ALY, FRLAREBE. 55 14.0g895%)
LS, EXRARA#—FehbBpaTq A .

NMR (CDCl3), 6 2.33 (s, 3H), 4.51-4.54 (m, 2H), 5.26-5.45

{m, 2H), 6.00~6.13 {(m, 1H), 6.72-6.78 (m, 2H), 7.17 {t, 1H,
J=9Hz)

B. #l& 4% RERA2-FPAX P&

N-PTRAFPEBREK 194ml(158mmol)A 8| 13C. EAKEL. &
AT, BHFETHABE K 13.7ml(147mmol) - 25 245 . BHAE & 45T,
Rz XAEEL. wAFHE A LS4 14g(95mmol). HHR &M,
HAE TOCHBE P M. REHRE 95C. RATHEHIE 30 4.
Ehhdis, SREZE 35CH, BAAGMAEMTRG . ik, 28
BB, AMKE—R, BB Mkt mr,. LA KEE— X
FXAEKEE—R. AMWEAE 450ml aiﬁi_tl.ﬁ’Téi L R RAF %
B, 38 13.54g81%) =4, XA — F iy T{ A .
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NMR (CDC13), & 2.64 (s, 3H), 4.61 (m, 2H), 5.30-5.49 (m,

2H), 6.00~6.12 (m, 1H), 6.74-6.87 (m, 2H), 7.73 (m, 1H),
10.11 (s, 1H)

C. #&2-FEXA4-ZEXPE

£ 250ml AP R4S FR B 4144 13.54g (76.9mmol). 1.72g
(7.69mmol) Z % 42 #» 12.09g (46.2mmol) = X £ B . hv A F & 3.2ml
(84.6mmol), ®HA LM 15 A, REERBEK, B#H, HHEKR
ek, HREAMTLHBIE, NHEEINLE -~ RAREKRKEE K
AMWEE 350ml s Lt fr &k, M 20%6 M 40% L8 T8/ 1% ,st
M. &H%85, FHA=RFPR/THETE A, 75 3.61g35%)* 4.
ErMi#t— P m .
NMR (CDCl3), & 2.50 (s, 3H), 6.70 (d, 1H, J=2Hz), 6.78 (dd,
14, J=2Hz,9Hz), 7.75 (d, 1H, J=9Hz), 10.36 (s, 1H)

#E2-3, 5-=-RTEA4-BEXE)4-Q-G-THREI-FTEXRER
AT K )yfeg

AAEIRIE EHE 4A 5 %, M 3.61g(26.5mmol)¥F & C 491k
4. 6.62g(25.2mmol) = A X B = 3.97ml(25.2mmol) & R A& = L
B% A 8.0g(25.2mmol) S 51 1C ¢ o & Ardiéddy . BAME
R E#fTeEE. R REB. §H6E0KTHFAR, FE
5.05g(46%) AR = 4, E AR 4 — Fa LB AR A
NMR (CDCl3), & 1.48 (s, 18H), 2.64 (s, 3H, J=S5Hz), 3.11 (t,

2H, J=5Hz), 4.35 (t, 2HE, J=5Hz), 5.54 (s, 1H), 6.77 (4, 1H,
J=2Hz), 6.86 (dd, 1H, J=2Hz,9Hz), 7.51 (s, 1H), 7.74 {(d, 1H,
J=9Hz), 7.86 (s, 1H), 10.11 (s, 1H)

E. #1& 2-3. 5-=-M T A-4-2 A X H)4-Q2-4-N-FEAN-ZEAAT
AI3-FPEEXAKCE)EL EAK L KED

AALRIEECEHH IE 95 %, 48 89ml (104mmol)F £ L
E A% 5.59ml (104mmol) T & #= 693mg (1 Immol) & A& 9 S L4 . M 4.54¢
(10.4mmo)F T D . &4 %l & Az MAL &4 X 4 69 K & 4% £ 1.89g(35%)
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R = N Y

FDMS - M* 478;
E T (C30H42N203.HC1.0.75 H20) :
1+ E 1k : C, 68.02; H, 8.48; N, 5.35
FMAE: C., 68.16; H, 8.48; N, 5.30
NMR (CDCl3), & 1.41 (t, 3H, J=7Hz), 1.48 (s, 18H), 2.41 (s,

3H), 2.65 (d, 2H, J=5Hz), 2.96 (m, 1H), 3.24 (m, 2H), 4.07-
4.27 {(m, 3H), 5.84 (s, 1H), 6.80 (m, 2H}, 7.63 (m, 2H), 8.07
(s, 2H)

5 #45] 21
2-3: 5-=- BT E-4-2EX%)4-Q2-G3-R-4-N-FEN-Z £
AETEXARECA)EA K S FKEH

A, B & 2-3 S-=-RTHA4-REXE)4-Q2C-R4-FTHRAXAL T
AR yol o

AR EREEHEM 4A 95 %, #A 3.60g(23mmol)2-R-4-Z2 X X
V&, 6.03g(23mmol) = A XM F 3.62mi(23mmol)1B R = H & = T B8 M
6.34g(20mmol) £ #H| 1C 944 . #E MBS . B&F 4 iT
ik, M_RFPRAN. 6HeEHRTHFAR, FE 564g62%)
ARy, ERAA#—Fr LB A .
NMR {CDCl3), & 1.48 (s, 18H), 3.09 (t, 2H, J=7Hz), 4.35 (t,

2H, J=7Hz), 5.52 (s, 1H), 6.90, (dd, 1H, J=2Hz, 9Hz), 6.97
(@, 1H, J=2Hz), 7.49 (s, 1H), 7.84 (s, 2H), 7.87 (4, 1H,
J=9Hz), 10.32 (s, 1H)

B. #1& 2-(3, 5-=-®RT A-4-2 KX XK)4-(2-3-8-4-N-FPA-N-Z X &
ATELXAR)TEVELEREF KD

ARERBLELEHG IE GFE. 8 6.54ml(100mmol) F &
£ ¥, 5.75ml(100mmol) Z & #= 66 1mg(10.5mmol) & & 8 &4t 44 . M 4.58g
(10mmol) ¥ & A ¢4t &4 # Az B 640 - XM R LR 1.24g(23%)
RS, A G & IKRE
FDMS - M* 458;

TE 5! {C29H39N203C1-HC1-0.5 H20)} :
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1+ B 1A : C, 63.96; H, 7.55; N, 5.14
SR 1. c, 63.83; H, 7.83; N, 5.10
NMR (CDC1l3), & 1.47 (s, 21H), 2.65 (d, 3H, J=SHz), 2.99 (m,

1H), 3.13 (t, 2H, J=7Hz), 3.23 (m, 1H), 4.20-4.40 (m, 4H},
5.62 (s, 1H), 6.94 (d, 1H, J=9Hz), 6.98 (s, 1H), 7.53 (s,
1H), 7.91 (s, 2H), 8.05 (d, 1H, J=9Hz)

% 5] 22
2-3, S5-I T A-4-Z2 A X E)4-Q-G-FE4N-F A N-Z %
AETERRE) LA R4 AR EF KW

-

A #WE 2.3 5-=-RTEA4-REXE)4-Q-C- L5 4-PTHRAX LR
Tyl ok

AR EREELEHRG 4A 895 5. £ 6.35g46mmol)2, 4-= 2
AR T&, 12.05g(46mmol) = K X M #=  7.24ml(46mmol )18 & = % & —
L& M 12.68g(40mmol) % 36| 1C 9/t &4, # & 4Lty . A7
MAsR EdiTedE, A_RPREM. & #6EHBY> FARE
Ao AR 9.2g(53%) M AR Ay, Rt —Feh BT 4EA

NMR (CDC13), & 1.49 (s, 18H), 3.09 (t, 2H, J=5Hz), 4.33 (t,

2H, J=5Hz), S.51 (s, 1lH), 6.47 (4, 1H, J=2Hz), 6.55 (dd, 1H,
J=2Hz, 9Hz), 7.42 (d, 1H, J=8%Hz), 7.50 (s, 1H), 7.84 (s,
2H), .71 (s, 1H), 11.47 (s, 1H)

B. #1& 2-(3, 5-=-® T %-4-2 5 X 5)4-2-C-£ X 4N-FEN-TZ %
AEFTERAAR)CA)ESERLE F Ko

AARAERELELEHRS IEGSFE, M 4.76ml(72.8mmo) T £ Z
%M 4.16ml(72.8mmol) T # #= 481mg(7.64mmol) # & # £ 1L 44 . M
3.18g(7.28mmol) 5 ¥ A L& S4B Ed . R E#IT 2 K,
AR EZALH 1.23g33%) =B 24 . A a e k.
FDMS - Mt 480;

LE (C29H4QN204-HC1.0.5 H20}
T+ HME: C, 66.21; H, 8.05; N, 5.32

LM C, 66.01; H, 8.49; N, 5.09
NMR (CDC13), & 1.41 (t, 3H, J=7Hz), 1.48 (s, 18H), 2.65 (d,
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2H, J=5Hz), 2.96 (m, 1H), 3.24 (m, 2H), 4.07-4.27 (m, 3H),
6.01 (s, 1H), 6.36 (d, 1H, J=9Hz), &.94 (4, 1H, J=2H}, 7.26
(m, 1H), 7.84 (s, 1H), B8.13 (s, 2H), 10.75 {(bs, 1H)

I #48] 23

2-(3> 5-=-RTA-4-2 XK K)4-Q2-UN-FEN-Z A

BRETE3, S-ZFEEARB) R )»E2 S8 L Ke
A #l&E3 S-—FEAHAERAKXK

WHT. RAT, 3, 5-=F4£%X& 12.2g (100mmol). 10.8ml

(125mmol) -h%nﬁiw‘% #2 16.56g(120mmol)# K 4F £ SOml K& F 5 M
HEA 18 ot AR, dﬁm$@%£m% FEHARRBR,
%2l 16. 2g(100%)J WA A, A A#— FRip M.

NMR (CDCl3), & 2.29 (s, 6H), 4.50 (m, 2H), 5.25-5.44 (M,
2H}, 5.99-6.12 (m, 1H), 6.56 (s, 2H), 6.60 {s, 1H)

B. #MZ4-HAEAE2 6~ FE- A8

N-P X FEEK 20.5ml(166mmol)iA 4 2 13C. EALEAL. &
AT, BHETHAHRK 144ml(155mmol)- 25 24 E ., BAZ 45C .
BHEThALOHNES 3, 5-2FEX-HAHELREAR 16.2g(100mmol)
f T0CHS Y. REHRKE 93C. RATHEHME 30 4. &
Mriis, HBERD 35CH, BRSHERMTES. ik, 8%
B, ARKEE—K. B AMRERR, LAKEE—KFLAL
Kbidk—R . A& 500ml s L# {7 &%, HARFEM. 55
9.67g(51%) M rA =4, ETRMit - F BT A .
NMR (CDCl3), & 2.60 (s, 6H), 4.5% (m, 2H), 5.2%-5.45 (m,
2H), 6.01-6.11 (m, 1H}, 6.60 (s, 2ZK), 10.47 (s, 1H)

C. &2 6-—F A4 A XTE

ARMFBEGS-HFRERLL-2 6-= F &-KX FE 9.67¢(50.9mmol)
1.14g (5.09mmol) Z & 42 11 # 8.00g(30.5mmol) = A A &% . ho A ¥ 8
2.1lmi(56mmol). # 80CHE TR ZT RS . 15 A, RE#, H#
HITRFEE, BuRRKDEM TR LE, AR MLt — K.
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MAERE—R, FREKEE—K. AB4 350ml & L iTa L%,
F120%E M 40% L& L8/ ikl . & H %%, AWM RITRE/O5
TiEd, 55 3.90g51%) A E A, L RM i — F LB T .

‘NMR (CDCl1l3), & 2.64 (s, 6H), 6.74 (s, 2H), 7.26 (bs, 1H),
10.09 (s, 1H)

D. #1& 2-3, 5-=-RT X 4-2EXE)4-Q2-4-F L3, 5-2F 4%
AR E)T )Tk

AXEREELEHAR 4A HF %, #M 3.9g (26mmol) 2, 6-
VR -4- 2 KX T8.649g(24.8mmol) = & X B # 3.90ml(24.8mmol)
B8 =B = LA M 7.85g(24.8mmol) T #8] 1C #5146 % & 47 M 4L
M. REARATHIE 18 6. e 1.38mI30% L RLE. KA
XA 30 240, AR, EMT 40ml —RFRAFBAAEARAE T . it
B CAREBAM, AAAARRATE#E B_RTRERL. &
HEEGRTHFAR FH 6.73g60%) iz, ETXAA#—F4a
BP T4
NMR (CDC13), & 1.48(s, 18H), 2.59 (s, 6H), 3.12 (t, 2H,

J=9Hz), 4.34 (t, 2H, J=9Hz), 5.58 (s, 1H),6.61 (s, 2H), 7.52
(s, 1H), 7.89 (s, 2H), 10.47 (s, 1lH)

E. #1% 2-3 5-=-®TA4-BEXE)4Q-UN-FEANTFEARLT
A3 S FERARRLER)ELERE - KeW

EARALREEZAG IESF %, %A 502g (11.2mmol) 2-(3, 5-=-
TR -4-FEXEK)-4-Q2-4-PREA-35-2FREREAAALK)TH)
ek, 9.59ml (112mmol) P £ Z A% . 6.40ml (112mmol)Z 8 #» 741mg
(11.76mmol) R &AM B /L4 . ALK IE. REDAKELE— K. H
Ml Sk A—R, RAKEE—RPRALEKRKEELE K. BoH
TR ARAMGHBITEEE A_RKVYK. Y8 92. 8 k. &
FEG ARBAIHAEZBT AT R/AREM . GEE T8 AL
LR, REREHHFMFAEEAH . T8 447g(69%)8 &8 K%k .
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FDMS - M+ 492;

LE T C31Hg4gNp03 -HCL-H20

1 HE . C, 68.05; H, 8.66; N; 5.12

FM4{EL: C, 68.06; H, 8.84; N, 4.77

NMR (CDC13), & 1.49 (s, 18H), 1.55 (t, 3H, 5Hz),2.48 (s,
6H), 3.23 (m, 2H), 2.36 (m,t, 2H, J=5Hz), 3.98 (m, 1H),
4.30-4.40 (m,3H), 6.05 (s, 1H), 6.66 (s, 2H), 7.73 {s, 1H),
8.22 (s, 2H), 11.20 (bs, 1H)

% 3645 24
23+ S-=-RTA-4-Z X FX)4-2-(4-N-F A-N-Z £
AETFTEA2-EREAS) LAy E2 86k 4

A, #E 26 5-=-RTEABEFE)4Q-G-FPHEA2-AREXELL)
L B )% ok

AALEREELEHH 4A 8 FF . M 3.17g(10mmol) F 4] 1C
&4, 1.72g(11lmmol)3- &.-4-72 X A T &, 2.62g(10mmol) = & &
A 1.57ml(10mmol)® § = %8 — & & iz 8o . L&
eiEEk, M 4%‘?@/—%? LB . SHSEG B> H AR 5
3.51g(77%) > 4, E R A% —F BT A .

NMR (CDCl3), & 1.48 (s, 18H), 3.17 (t, 2H, J=7Hz), 4.42 (t,
2H, J=7Hz), 5.51 (s, 1H), 7.08 (d, 1H, J=9Hz), 7.61 (s, 1H},
7.75 (dd, 1¥, J=2Hz,SHz), 7.84 (s, 2H), 7.90 {d, 1H, J=2Hz),
9.84 (s, 1H)

B. #l& 2-3, 5-=- T A 4-ZEXE)4-Q-UN-FEN-ZEAAT
E2-ARKXRA) T RA)yE4 48 3
AR ERIE FHH 9 FE, EM 0.66ml(7.7mmol)F £ 7 iz,
2.28ml(7.7mmol)F F & 4k [V #= 220mg(5.74mmol) R L M f A 44, M
1.75g ¥ 3 A 8946 # &AL sd,. R AR L HEERKEHE 18 | 8.
A X 2,(6.3ml zmﬁ@lfﬁ]éﬁ% . MAZR PR L, w%é
RAFTHFLIR. BREZHEAKEE—-K, FTRAARAWY . #1T
etk AZRTR/PH/RA 90:5:0.5 £8 . &%, AR HEH,
FERBT—AFPR/ARES . AARMLE, REEMA. HAFAHL
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LR (X ] ae LE) s o080
* LN | . *

BEA B . 45 3] 1.21g(59%) @ & 8K &K .
FDMS - M* 498;
T E 7 M C29H39N203C1 -HC1
TtH{ : c, 65.04; H, 7.53; N, 5.23

M4 : C. 65.30; H, 7.72; N, 5.22
NMR (CDCl3), & 1.48 (m, 21H), 2.63 (d, 3H, J=5Hz), 2.88-2.92

(m, 1H), 3.15 (m, 3H, J=5Hz), 3.97-4.16 (m, 2H), 4.34 (t,

2H, J=5Hz), 5.53 (s, 1H), 7.03 (d, 1H, J=9Hz), 7.48 (4, 1H,
J=2Hz), 7.60 (s, 1H), 7.65 (dd, 1H, J=2Hz, $Hz), 7.85 (s, 1H)

5 #1425
2-3, 5-=-dx T X-4-2 K X £)-4-2-4-N-FE-N-ZT %
AEAFTE-I-FRERECE)ERERLE L KREYH

A, #®E& 2-3, 5-=-BTA-4-RAXE)4-Q2-4-FPBENI-FEAK)L
Aol o

AR ERIEFHEB 4A 9 F K. 12 A 4.95g(28.75mmol)4-72 K-1-%
A&, 7.53g(28.75mmol) = A & M F= 4.52ml(28.75mmol) 1% & = % #& =
ZBE A 7.925g(25mmol) £ 3&# 1C 895 & Az &4 . B2
#iT ek, Iﬂ RPRAM S HESEGETH AR, FF 4.08235%)
P, EFRMst—FepT#A .

NMR {(CDClz), & 1.48 (s, 18H), 3.26 (t, 2H, J=6Hz), 4.57 (t,

2H, J=6Hz), 5.51 (s, 1H), 6.97 (d, 1H, J=9Hz), 7.56 (m, 2H),
7.69 (t, 1H, J=9Hz), 7.85 (s, 1H), 7.91 (d, 1H, J=9Hz), 8.33
(d, 1H, J=9Hz), ©.30 (4, 1H, J=9Hz), 10.20 (s, 1H)

B. #1& 2-3, 5-=-WT X-4-2 KX HE)4-Q2-4-N-FPEN-ZEAAT
A -2ARKTEAyE4EK L FKEe

AAERE L FERH IE FE. A 4.74ml(72.4mmol) T & Z
A M . 4.14ml(12.4mmol) Z & #= 480mg(7.6mmol) # X # & /L 44 . M
3.41g(7.24mmo ) F & A YL 4P 4 S Mot . HAHA T EEZE
R PR/ FPE/1%KA 100:0:00 £ 90:10:1 94 A LA 10 24 . *ﬂ
FERT_RAPR/ AR AR, ARLCALAAKRLE. FEHGHRDA
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LX Y
.
sans
[N N
LR R
L] L
»
*
s e
*

R AREA S, 13 1.84g(46%) G &8 K&K .

FDMS - Mt 514;

LB C33H42N203-HC1-0.5 H0
1 H A : C, 70.76; H, 7.92; N, 5.00

L om4f - C., 70.52; H, 8.22; N, 4.72
NMR (CDCl3), & 1.13 (t, 3H, J=6Hz), 1.49 (s, 18H), 2.65 (d,
2H, J=5Hz), 2.96 (m, 1H), 3.24 (m, 1H), 3.58 (m, 2H), 4.07-
4.27 (m, 3H), 6.01 (s, 1H), 6.97 (4, 1H, J=9Hz), 7.56 (t,
1H, J=9H), 7.69 (t, 1H, J=9Hz), 7.82 (m, 2H), 8.14 (4, 1H,
J=9Hz}, 8.24 (m, 3H)

% #1426
2-(3> 5-=- BT E-4-ZE X EK)4-2-(4-(GH-4-%-F X)
FRA)T )R L LK Y

AKX EREERG IE 5%, &M% (8.72ml. 100mmol) #
AW £ 144 (0.63g, 10mmol) - K 5 54| 1D 946445 (4.21g. 10mmol)
BERBLEY . AATH, REMEBT LR LB BFOEKE T
M. AHERMBAKER, M T®R. AXET, Ak L#iTée i
%, Mok - #A8HELRMLEEH#ER (3.68g, 75%) . % ERIE
TR TFH. AEAMLERKRLE, £4£. FHNLH 4 (3.68g.

93%) -

1y NMrR (CDC13) & 10.95 (bs, 1H), 7.9 (s, 2H), 7.6 (s, 1H),

7.5 (4, J=9Hz, 2H), 6.95 (d, J=9Hz, 2H), 5.5 (s, 1lH), 4.25
(m, 4H), 4.1 (4, J=5Hz, 2H), 3.9 (d4d, J=10, 3Hz, 2H), 3.25
(d, J=10Hz, 2H), 3.0% (t, J=7Hz, 2H), 2.9 (m, 2H), 1.5 (s,
18H) ;

FDMS 492 (M*-HCl);

L& oA C30H41C1N204 ;

T+HEME : C, 68.10; H, 7.81; N, 5.29.
M fE: C, 67.93; H, 7.73; N, 5.17.

% 347 27
2-(3, 5-=-m T A-4-72 K R HK)-4-(2-(4-(4-F R Gk-1-%-
LE SES - YA JT LY.
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AALREELFHAS IE 97 %, &8 N-F A%%E(13.3ml,
120mmol)#= R & # & 1L 44(0.75g, 12mmol). K £ & ID &1L &4
(5.05g, I2mmol)# &1z 4. XA T8, KA ER T L8R LB
Folado i B M. AMERMEKER, BMTER AXKXET. 4
B Ediredik. MR TPHR/PTSHE LS R HE K453
75%). ZHEREBT _RFPH%. MRALBAKLE. AKX, F3H
28y 7 4(4.53g, 87%) -

"1 NMR (CDC1l3) & 7.95 (s, 2H), 7.55 (d, J=9Hz, 2H), 7.5 (s,
1H), 6.95 (d, J=9Hz, 2H), 5.5 (s, 1H), 4.3 (t, J=7Hz, 2H),
4.15 (s, 2H), 3.9 (m, 2H), 3.75 {m, 2H), 3.45 (m, 4H), 3.0S

{t, J=7Hz, 28H), 2.9 (s, 3H), 1.5 (s, 18H);
FDMS 505 (M*-HCl);

TE S C31H45C12N303:
+HME . ¢, 64.35; H, 7.84; N, 7.26.

SEM{E . c, 64.07; H, 7.67; N, 7.32.

% 28
2-(3, 5-Z-dx T A-4-72 % K B)-4-(2-(4-(4- T B KoKk -1- 4 -
PR E) L E)yEL 8

EARIARBE®E IE HFFE, £A N-Z8EK%(12.82ml,
100mmol)#= F & # £, 1L 44(0.63g. 10mmol). K E#H 1D &1 &4
(4.21g, 10mmol)#| &ir ML &dh. AL V&, AKMWEMRT LHLH
Fethho bt BB A M. AMBERMAKER, HEATR. A4LET. 4
B r#iredE, BB TR/PSHE LSS FE 3968
74%). HHABEREM T _ATK, MRLLAGLE., AL, FEH
269~ 4 (3.94g. 93%) -
1H NMR (CDC13) & 10.8 (bs, 1H), 7.95 (s, 2H), 7.55 (d,

J=9Hz, 2H), 7.5 (s, 1H), 6.95 (d, J=9Hz, 2H), 5.& (s, 1lH),
4.7 (8, J=13Hz, 1H), 4.3% {(t, J=7Hz, 2H), 4.15 (m, 2H), 3.85
(d, J=13Hz, 1H), 3.45 (m, 4H), 3.15 (t, J=7Ez, 2H), 2.65 (m,
2H), 2.1 (s, 3H), 1.5 (s, 18H);
FDMS 533 {M*-HCl);

ﬂ;i? \*ﬁ C32H44C1N304-1.2 H20:
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ttE{A . ¢, 64.95; H, 7.90; N, 7.10.
M 4. ¢, 64.67; H, 7.51; N, 6.97.

5 #,15] 29
2-(3+ 5-=-R T E-4-72 K X K)-4-Q2-(4-FHARGHEF £
AR A )k

AR EAREERE 1L 895 &, MEHRS 1D L4 &ir 4L
. REAESTRITEDARA 0-3%(1% R A& PH):RGHEAE
A 30 o4 R AL AP YN RBRTETRERBRRY . KD AR
GREFRARLEAKREI . A REGEE 1FF] 364g iz BiLsd.
¥ 15 W RAERTOAkHQOm)RE®R, K RER$PEELEX
4 10ml, A BSEmEERH20ml), FTEEELER. £&EE 60CE
=FRAE. FE8 127g B &4 .

I (FDMS) : m/z 508 (M-HCLl).
1H NMR (CDCl3): & 8.24 (s, 2H), 7.71 (s, 1H), 7.53 (d.

J=8.6Hz, 2H), 6.96 (d, J=8.6Hz, 2H), 6.07 (s, 1H), 4.46 (t

J=5.7Hz, 2H), 4.08 {t, J=5.7Hz, 2ZH}, 3.66 (m, 4H), 3.39 (t,

J=5.7Hz, 2H}, 2.87 {(m, 2H), 2.58 !m, 2H), 1.50 (s, 18H).
LE C30H41C1N03S:

+4 4 : C, 66.09; H, 7.58; N, 5.14.
SEM{g: C, 66.36; H, 7.82; N, 4.85.

i 3 18] 30
2-(3, 5-=-] T %-4-2 K E B)4-Q2-(4-(%%E-1-K-F &)
FRA)LEyE L HR L KED

HAR4E L L F A 28 ATHERH &6 2-3, 5-=-BT A4-2 KX XK
4-2-(4-(4- TR Eokoh-1-A- T ER)RAR) LA )»EL S BEBZMT AN &
Bt ROCHAE 15 it . RERILMIMHBHARE H Ao thag &
fbtbA . AWEMSBAKER, KM TR, RALET, ARk Lt
ek, MoRTHE/T8E/ B RS ERM, F58HE#0.67g
75%) - % %% & #&(1.29g, 2.62mmo)E B T & F k. HA AL I LKL
B, KA, FEHMEH~H(1.35g 91%)-
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lg NMR (CDCl3) & 10.15 (bs, 1H), 9.95 {(bs, 1H), 7.85 (s,

2H), 7.55 (m, 3H), 6.95 (m, ZH), 5.7 (s, 1H), 4.4 (bs, Z2H),
4.25 (bs, 2H), 4.0-3.8 (m, 8H), 3.1 (bs, 2H), 1.5 (s, 1BH);
FD MS 491 (M*-HC1);

TE SN C30H43C12N303-1.4 H20:
L HE{E : C, 61.09; H, 7.83; N, 7.12.

T4 €, 60.71; H, 7.43; N, 7.02.

5 #4 31
2-3, 5-=-\ T A-4-72 & X K)-4-(2-(4-(K=k-1-%-F %)
FRAE) LAy & dh—KEH

A, Bl & N-2-F AKF Rokod

6 8 4F 69 oK ¢ (25.53g: 375mmol) & T Ak (625ml) 89 i M e A 3F - F
fA¥ A £(1695ml. 125mmol). RA®K 16 18t, XX EF, Fk
AT -_RPrbHEfOBRAH. AMERKERAR. FAGK/
WG, 5P N-x-F RAF Ak4(163g, 69%), EFA#—F&
MBPeT 4 M
1y NMR (CDCl3) & 7.5 (bs, 1H), 7.1 (m, 3H), 6.9 (m, 3H), 5.0
(s, 2H), 3.8 (s, 3H).

B. #l& N-z-724&F &K%

G AWE STHRMEGFTE A 9L44(163g. 86.1lmmol)é) = &
T 42 (860mD) 6T iE i E 15 24P id e =8 LM (32.6ml, 344.4mmol). 5T
T2 MG, AmPHBALRE, $£EF, ALBREMTYS,
KA R TR . MEAMLME pH HE 84. HILE R AKMTRIFA
A ETF, 8 N-st-2 K E%k-4 (136g, 91%), HFA#—F4ii
BP T 4£ A -

14 NMR (DMSO-dg) & 9.5 (bs, 1H), 7.7 (bs, 1H), 7.1 (m, 3H),

6.9 (bs, 1H), 6.75 (4, J=9Hz, 2H), 5.05 (s, 2H);
FD MS 174 (M*).

C. #1&2-3, 5-=-RT EA4-2 XK E)4-Q2-(4-(k4-1- £ F )X A %)
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LE)yS4 E &% —Kod :

AR LARIE THS 4A 895 % M 24.75g(78.1mmol) F#H 1C #)
&4, R 13.6g(78. lmmol) ¥ % B ¢4t &4 . # 22.5g(85.9mmol) = %
AMu &t etd. BAaRMAFLKER, AILE A AkMTFIE,
AEET, AR LE#iTe#Ek, A-RFR-FAHEHELK. H# A
Moy = LEeHH, 3R BRQRSIg %) AHERIBT_RTHR
(65ml), ARALERGLE, XL, BHBMBE~H02.63g 97%).

i NMR (CDC13) 3 9.5 (s, 1H), 8.0 (s, 2H), 7.6 (s, 1H), 7.3

(m, 3H), 7.1 (s, 1H), 6.95 (d, J=9Hz, 2H), 5.8 (s, 1H), 5.4
(s, 2H), 4.35 (t, J=7Hz, 2H), 3.2 (4, J=7Hz, 2H), 1.5 (s,
18H) ;

FDMS 473 (M*-HC1);

-ﬁiiﬁi}*ﬁ “$or C29H3gC1IN303-H20:
1+ B 14 : C, 65.96; H, 7.25; N, 7.96.

3 M 44: C, 65.75; H, 7.07; N, B.09.

5 At 32
2-3: 5-=- BT E4-2EXE)4-(2-(4, 5-= B-1H-"k=k-2-
EPRXAE) T A2 48

A #E 2-B 5-=-BTEAZEFXE)4-Q2-G-REATFEAXRLA)Z %)
ol wt

@ E&F 1C et -2 A FERAY. =X EB I 0.7M(mmol
B/ml QEREE R AROESF R P A BR AR - 8. 24CTF
WK 24 P AERER AR . %A A 45 GomDL 2,
Ha, LATEDARAEFQOm)EE . BT REEZERHE, AT
ALHE, AEH#THEEE HAEM 0-10%FE/F XA A LA 30 94 .
AXRESHEIMBISGES . 5 12.18g(88%) iz ML &4 .

R (FDMS) . m/z 432 (M) .
1y NMR (DMSOdg): d 7.9%1 (s, 1H), 7.72 (s, 2H), 7.52 (bs,

1H), 7.25 (d, J=8.6Hz, 2H), 6.98 (d, J=8.6Hz, 2H), 4.24 (t,
J=6.5Hz, 2H), 3.93 (s, 2H), 2.97 (t, J=6.SHz, 2H), 1.41 (s,
18H) .

T E W C27H32N203
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11+ K4 : C, 74.97; H, 7.46; N, 6.48.
& M {4 c, 75.17; H, 7.41; N, 6.21.

B. #l& 2-3, 5-=-RT X-4-Z2EFHK)4-(2-(4, 5-= &-1H-s%ke-2-%-
FPR)RERM LA E2 S8 Y

-I0CT . 3% A 6444 (24mmol. 10.39g)8 28 2m)F = T
AB(SOmMDEY B RANRLEAKRI0O . REFRBEAE0C. 4 X5,
AN LIRRE N £ KT8 (S0m)A = 2 A8 (50ml) . REAHE 0C
E@EgtANRMLAEARKY 4 6. AOCTHIE4 B, A%
R R I BEAK . BEBREAREZRTEKLHEGOMNE A =%
(48mmol, 2.88g)4 X . FRGAEFAGAKRY 32 ot, kB HFAA
BQOmHRE TG . EZRB R A SR . kS0 &5 (100ml)
& 12 5 R e fe 69 8K 8 R 4 (2 X S0mDA» 2 K (1 X 50ml)ik % . A A A A
MMTHR, TRARATRE, 55 838g8K%. BuDWALET LY
F#ATEEgE. ZMAMN 10%1%E &%/ TE):REHERR 30 2
o BROHAA 10%(1%A R/ PEH):RGAER. A5 RESAY
2PAMORTRERE . GHRERT - KT RA00mhHA 2 H# B Hf
6 o 8 4A(2 X SOmhyFe 3 K (1 x 50m) & - B BT, it
EHEGERPBAANRMEAR. REATRBEER, 1358 5K.
— 36 98 KR (1.269) 1 = R T 55 (20ml)fe & & A& (10ml) % % E K 4
20ml BRAR . WREGEZRANOCAHRY 1 I EENW . BT
KB = R%, 35 1.08g BiKMKk .

i 1 {FDMS) : m/z 476 (M+1).
1H NMR (Ccdcl3): & 7.85 (s, 2H), 7.55 (s, 1H), 7.47 (d,

J=8.5Hz, 2H), 6.78 (4, J=8.5Hz, 2H), 5.59 (s, 1H), 4.19 (t,

J=6.4Hz, 2H), 3.96 (s, 2H), 3.80 (s, 4H), 3.04 (., J=6.dHz,
2H), 1.46 (s, 18H).
A E 5 C29H38C1IN303CgH140:

THH AR : C, 74.97; H, 7.46; N, 6.48.

F WA c, 75.17; H, 7.41; N, 6.21.
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% 14 33 -
0-[2-[(3.5-=- M T &-4-2 A X K )-4--%o% %17 A %)-
1,2,3,4-79 8 &8 4 & 4

A Bl & N-d-T & K-6-72%-1,23,4-0 5 F54

M= # &AL EK0.38mol, 48.50g)% & M @ £ ok ok (10ml) ¥ = #
B =42 T 85 (0.13mol, 27.30g)89 5k 432 6-%2%-1, 2. 3, 4-m 4§ £
# F & 3 (0.17mol. 40.04g)89 T 8 (150ml) 4= @ &, =k *4 (420ml) ¥ 45 & ;%
. ERMHFRY 4 KB, HBA A= R FHES00m), 3 K250ml)
o 0% B AKERQSOMDEE . »H &40, AAAEA 0% 8 4K
B #(3x250ml),  HAK(IX250mhA A S HEM TR, TRALTR
4, HEER. ZMAMN R PRAEHBITEEE. A 0-35% &%
CE/TR)VB A 30 40 . BAAMBB DB ATk, 155
27.63g(66%) ]~ 17 # (L & 4% .

Jh it (FDMS) . m/z 249 (M), 148 (M-101).
1y NMR (DMSOdg): & 9.21 (s, 1H), 6.93 (d, 1H), 6.58 (d&d,

J=2.4, 8.1Hz, 1H), 6.53 (d, J=2.4Hz, 1H), 4.36 (s, 2H),
3.48 {t, J=5.9Hz, 2H)., 2.66 (t, J=5.9Hz, 2H), 1.41 (s, 9H),
P o i C14H19NO3:

1+ H A : C, 67.45; H, 7.68; N, 5.62.
=M - C, 67.74; H, 7.53; N, 5.59.

B. # & 6-[2-[(3> 5-=-R T A4-BAXR)4-Z2 A | A A28 T &
BRAE-1. 2. 3, 4-m 7 Fokh

AALRIBEAG] 44 QMEH ST SY, B THAFE A
e & fe 0.TM REER - A KM 338 M, ATRERE E WM
B R = R T R(0mDE Lk 4y . i B R FREWH A = & FHE(10m)
Pk RRKGER R T REQSMHLEZ, B 0N ARG X S0mhfe
[0%& 8 4 K Z Q2 X 50ml)ikik - AT RBAMDAE KK, A&
CBEALIE . AR #ATH &G EE . B 10-40%( L8 T 88/ T 84 & 35 %
W ER 30 24 . SRS A BRSO R Y. ETRE. #AiTe ik
e AR 10-25% M-I A ER 30 29 ATREAABE
FAE . 5 R 5.60e(56%) iR WAL S . ARk .
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Ji 1 (FDMS) : m/z S48 (M) .

1H NMR (DMSOdg): & 7.89 (s, 1H), 7.70 (s, 2H), 7.50 (s, 1H),

7.04 (4, 2H), 6.77 (m, 3H), 4.39 (s, 2H), 4.21(t, 2H)., 3.48
(m, 2H), 2.93 (t, 2H), 2.70 (t, 2H), 1.39 (s, 27H).

C. #1%& 6-[2-[(3> S-=-RTA4-BEXE) 454 XK)ZAEL)-1. 2. 3,
4-m 3 7ok oh 4 8 3

Rl K #.8 (98. 1mmol- 10.81g)4 & 4 % B 49 1L & 47(9.8mmol 5.60g)
89 - AP RG3ImDiE & - FRAAFE-10CE M = E % (98 1mmol »
82o) ¥ . K& 150G, REEKRE 24°C . £ 24CH I 5.5 it
B, BRERERE, MAGLEHAITE#E. ZHA A 0-10%1%E.
At/ TE)RAGHARMR 15 o8 . AV SERLEAHR e,
RKGSOmh)skik, HeMTHR, dRAALZTRE, B8k, w44
Eﬂ%iw,%éﬂ%ki%%@#,ﬁ?k%&%ﬁ,ﬁﬂzmgﬁ
BAEY . BRI 3 R hka: —RFRELS, £5 760mg 4+
A &4
ik (B F %) m/z 449 (M+1)
lH NMR (DMSOdg): § 7.91 (s, 1H), 7.72 (s, 2H), 7.55 (s, 1H),

7.12 (d, J=8.6Hz, 28), 6.85 (m, 3H), 4.23 (t, J=6.5Hz, 2H),
4.15 {(m, 2H), 3.32 (m, 2H), 2.96 (m, 4H), 1.41 (s, 18H).

5% 3615 34
6-[2-[(3,5-=-# T Ak-4-3 KX K)4-L¢ K| 8 X]-
Fokok 8k & — Ko

A-10COK/RES). 211 24, GNERE 1C il &
1B S H(6.07g. 19.1mmol), =X E M (5.52g, 21.lmmol)#= 6-7 £
F o8 (3.07g- 21.1mmol)8) @ & ok h (43mh)iE ik o A 1B R = K8 = 7 8%
(3.67g> 21.lmmol)- A B ERHMHFEZLL . KA I I HEB AL A
TREEHRKY . R EHE TR EHITEEE. EHWAMA 70-85%
LB LB/ TR AEEKL 30 94 & ASANE 2By, A ) thig
F#iTeiik . AN 0-15%F 8/ F KB 30 248 . 44 45H
M2rmisnys. ELRE/REE . HEERRGF00mHLE, @ik
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T RNRARAR, ERAGATRERFEEERK. LAk =&
ﬁﬁ&(IOOml)Eﬁ #HELE. FEHAFTRXA00mDLALE, foit £,
Rk, M ¥ ZF-(SOml)Ji',JT o

RERZHAN R PRI L& . da Al .45 (60ml) 4k 2 5 @ A &
LR FEZREAEKRK . BWAE T RO00m) T 47 3] 4 it &,
HREMEREY . 55 1.38g 4.

i ) m/z 444 (M-HC1).
lH NMR (DMSOdg): & 9.71 (s, 1H), 8.56 (d, 1H), 8.44 (4, 1H),

8.28 (d, 1H), 7.99 (s, 1H), 7.84 (d, 1H), 7.73 (s, 2H}, 7.64

(dd, 1H), 7.56 (bs, 1H)., 4.56 (t, 2H}, 3.13 (t, 2H), 1.41
(s, 18H).

TE T C28H33C1N203.1.0 H20:
1+ E A : C, 67.38; H, 7.07; N, 5.61.

5 M| {4: C. 67.60; H, 6.87; N, 5.35.

5 #.18] 35
2-(3.5-=- | T Hh-4- 2 XX E)4-2-(5-N-ZEAN-F LA L
Thoter 2-%-R AV R)%ek — 8 Y

A W EF2-B5-2-RTA4-ZEF5)4-2-G-FHEnrz-2-4-84)2
AR )l o

AAERE GG 4 93 EirM0Sd, % TRM 2-aber sl
5-Fa . R2CHHERHY 155 1B, REMKQ.1 38, 870 51)& 2,
B 10 2B BAEZTREFHERE . RREBITEEE, A 50-65%
LB CIRBBERM 0 8. &HSs AR LEME Yy, BTk
AR EEER. ZEAGRA 8L E. RH. HEXY 4 e
B AT RBEBRFBHEEERE ., ZEAKBFE&EE, A 20-35%
) 8RR AR 30 o4 . A%%ﬁhimA%%% » B E RN

3] 2.28g ‘i A4S, ABKIK. A TR ?%ﬂ:EPTIﬂ?T
o 69 4 %
o (FDMS) : m/z 422. (M).

lH NMR (CDC13): § 9.43 (s, 1H), 7.82 (s, 2H), 7.78 (m, 2H),
7.34 (s, 1H), E§.59(d, J=10.3Hz, 1H), 5.54 (s, 1H)}, 4.39 (tl,
J=6.4Hz, 2H), 3.07 (t, J=6.4Hz, 2H),1.49 {s, 18H).
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B. # & 2-(3, 5-Z-f T A -4-2 A X E)4-Q-(5-N-ZAN-FLAEAT
Aovbng 2- AR )T )k = A 4

AAERBEARG (1 OFENFH A GRS SIS .
AR AT EEE. A 0-5%(1%8 B P E): R AT A AL 30 24 .
FIROBIRM S%1% A A% PH RAFHEAN. 621810
SR ARLTREF Y. wh A AGLEER LN
ARAKk, FHALLER . SRKGEIAMBLERE 144g. %M
MM T8 wa kb Eddh. 38 1.25gmBLEHY.

mp (C) : 237-239

g (FDMS) : m/z 465. (M-2HC1).

1H NMR (DMSOd6): & 10.73 (bs, 1HM), 7.88 (s, 1H), 7.78 (4,
J=2.3Hz, 1H), 7.64(dd, J=2.3, 9.4Hz, 1H), 6.45 (d, J=9.4Hz,
1H), 4.12 (t, J=6.9Hz, 2H), 3.97 (m,4H), 2.76-3.02 (m, 4H),

2.50 (s, 3H), 1.41 (s, 18H), 1.16 (t, J=7.2Hz, 3H).
TE T CagHg1C1lN303:

1+ K14 : C, 62.45; H, 7.67: N, 7.80.
M 1E: C,62.46; H, 7.71; N, 7.79.

i 315 36
2-(3,5-=- R T &-4-2AKXK)4-(2-4-N-FTEN-Z X R AL
?%&ﬁ%%)a%)%vﬂm&ﬁf*é\%

A #E 2-3) 5-Z-RTEAAZLERE)4-Q-G-THRERXRLGRA) TR
ol ok

iﬂii«'l% 3.84g(l4.6mmol) = X A B 5 T 45ml @ & 7k, A F|-9

AAThX 23ml(14.6mmol)fd A —Hi 8k — L8 £ % & s M &
%a REABKENC, HBRAHE-6C. A 4.64g(14.6mmol)F %] 1C
B4 &4 . R & ERAH 15 24 B 8t e A 2.22g(14.6mmol)4-3 &
AWE(wEERRE, 25 (17). 1753-1756, 1984). 44 & & H 4 18
. ARERREFBITEEE, A 10-50% K L8/TIRWE R 30 o
. SHFEENE S AARR, 35 348g(54%)F 4. R M@ —
fLEp =T 4% 1 .
NMR (CDCl3), 8 1.46 {(t, 3H, J=9Hz), 1.50 (s, 18H), 2.64 {4,
2H, J=5Hz), 2.88-2.97 (m, 1H), 3.17 (t, 2H, J=9Hz), 3.51 (t,
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2H, J=9Hz), 3.97-32 (m, 2H), 6.05 (s, 1H), 7.46 (d, 2H/;
J=9Hz), 7.56 {(d, 2H, J=9Hz), 7.65 (s, 1H), B.21 (s, Z2H)

B. #1 & 2-3, 5S-=-® T A-4-72 5 K £)4-Q2-4-N-FEN-ZEALYT
%i%%%)cg)vﬁ&vﬁtﬁﬁf—*%%

#HHET, AT, BPEAZEAK 1.72ml(20mmol)# 5.92mi(20mmol)
OF RN CHERT 45Sml ZHEF FHHEHF 1D mATRALS
1 (4.38g. 10mmol). B & #i4¥ 3.5 - B . Ao A8 B AL 44(570mg: 15mmol) .
B XA 18 i . Am ARA(16.3ml, 2N)4—%£Mﬁ]éﬁ%>‘%’-i&ﬁm)\ 104ml
—RA PR mAEL(13g), KRS AALTHFLLE. B A
HARRFE-RFTHR AR . #i7& %% A= &W%mwwmﬂmmﬂs
. SFEe ARBEMN. F BT oRAFTH/FAEE . @A
RALTAKR, REERANAAHEESH, F B 2.86g(55%)i7 & L&
th, A& e Rk.

FDMS - M* 480;
LE G C29H4(QN202S -HC1 - H20

T+ A . C, 64.86; H, 8.11; N, 5.21

SBMIE . ¢, 64.56; H, 8.37; N, 4.93
NMR (CDC13), & 1.46 (t, 3H, J=9Hz), 1.50 (s, 18H), 2.64 (d,
2H, J=5Hz), 2.88-2.97 (m, 1H), 3.17 (t, 2H, J=9Hz), 3.51 (t,
2H, J=9Hz), 3.97-32 (m, 2H), 6.05 (s, 1H), 7.46 (d, 24,
J=9Hz), 7.56 (d, 2H, J=9Hz), 7.65 (s, 1H), 8.21 (s, 2H)

I 15 37
2-(3, 5-=-RT A-4-2 & KX K)4-Q2-(4-N-FEAN-Z LR £
FPREAARK)CE)S-FALAERLE —KEW

A, B & 4-R-3-AKRK T8

WHET. BRAT. R K TE84TE. 34g(200mmol)( A L& A&
Coll(Organic Synthesis Coll).Vol.IV: p.417). 23.75g(250mmol) & 1% %k 4=
445ml320mmo) = Z e B F F 10L A ¥ . o X 2-B-FB R
97m|(100mmol), 5&A%& BRATHRMN 18 8. lwA SN &8 100ml.
BRERHE 2 . 2B, ARANY. B5 21.09g A7 . &
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Wit 300ml AR, M 20%2 8 T8/ RAM . FE 10372(58%)

A

NMR (CDC13), & 1.27 (t, 3H, J=4Hz), 1.62 (d, 3H, J=4Hz),
3.72 (dd, 2H, J=42Hz), 4.52 (g, 2H, J=4Hz)

B. #1%& 2-3, 5-=-RTA-4-2ERXEK)4-LBAFTAS-F ALk

AEMFEAE 1A &4 6.6g26.5mmol)F= 10.3g(57.7mmol) ¥
BAGLEGY—AE O0CARATHRSEL6S M. BREAHHA
300ml # g La#fr ek, B 20%KE M S0% LK L8/ TIREM. &
B 4.48g(45%) % 4 -

FDMS - M+ = 373
NMR (CDC13}, & 1.27 (t, 3H, J=4Hz), 1.47 (s, 18H), 2.34 (s,

3H), 3.54 (s, 2H), 4.18 (g, 2H, J=4Hz), 5.46 (s, 1H), 7.78
(s, 2H)

C. #Ml&2-3, 5-=-MTA4-2EXE)4-Q-B KT K)-5-F %okog
HHT. RAT. HAts. y% B L& 4.43g(11.88mmol)

m BT 83ml W vkl o NS He NBl IR B L4542 450mg(11.88mmol) -

FAERSRE. K ;‘&,/-\#Mﬁ*é# 30 447 LA A 225mg(5.94mmol) & 1%

%@ RELZRBATHELE . S AKEmA 0.675ml 15%5 &1

, A& 2.0ml K. ﬂ:ﬁ&ﬁm%, ARBRER BERT LR LE,

Jﬂ IN &8k —R, Bkt EAR, ARTH 361gN2% . £
— ¥ L BP T 4 H

FDMS - M+ = 331

NMR (CDC13), & 1.48 (s, 18H), 2.32 (s, 3H), 2.73 (t, 2H,
J=4Hz), 3.9%1 (t, 2H, J=4Hz), 5.51 (s, 1H), 7.81 (s, 2H)

D. #l%& 2-3, 5-=-RT 24-Z2EXE)4-0-G- TR A XA X)) 4)-5-
¥R o o

EHT AAT #B¥%H C &9 443.61g. 109mmol). 1.53g
(12.5mmol) 4 - Z KX F &4 3.20g(12.5mmol) = A &M EZ M T 30ml @
kP - BEBRAHI-SC, FARHETE 10 34 10ml @F
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“k"rﬁ‘f’ 1.97ml(12.5mmol) =B H — A % — &4k . R 2 #/ E43
C.#HERE, REERATHEYE 3 X ARR R, H}ﬁ?% E
-,%,ﬁrﬁi—‘/-\aﬁ”*? KB HE—CRABAR, BAA 400ml # K
#iTEEE, B S%hFAS/GREEM . 44 eEM By FAR A

5| 3.5zg(74%)ﬂh, R % — F B T

FDMS - M+ = 435,
NMR (CDC13), & 1.48 (s, 18H), 2.37 (s, 3H), 3.01 (t, 2H,

J=4Hz), 4.34 (t, 2H, J=4Hz), 5.48(s, 1H), 7.00 (d, 2H,
J=7Hz), 7.80 (s, 2H), 7.82 (d, 2H, J=7Hz), 9.87 (s, 1lH)

E. #1%& 23 5-=-RTAARBEEXE)4-Q-UG-FTELEAREXTERA
BV A)-5-F ReZok M KA
ARATHFTAZ AR 0.7Im! (8.32mmol)#» 2.46ml (8.32mmol)™ &
MEKERT 1Tml 28 & F8H 1004 AT EDHLEM.75g,
4.16mmol), R4 H 4 ot . AW EALMR(240mg: 6.23mmol)
RE X3 K. o AR(5.8mls 2N)4§rf*lfﬁléé%;‘f?:‘& B2 X 40ml = #
PTiREMANHELS3 HFERGHA A LR IR BRALK
k2 ORFTFR. ARA WY, 1.4‘1’@‘1’5'?%: AR TR/ FE/K A
90:10:1 AL . 4%y, AR, ERT_RPR/AAAH . &AL
ARk, BEAMEAKXETHE 1.36g63%)8 ERIKE -
FDMS - M+ 478;
LE D C30H4N203 -HC1-Hp0
THEME - C, 67.58; H, 8.51; N, 5.25
Fm{g: C, 67.21; H, 8.61; N, 5.06
NMR (CDC13), & 1.44 (t, 3H, J=4Hz), 1.49 (m, 18H), 2.51 (s,
IH), 2.60 (d, 2H, J=4Hz), 2.88-3.23 (m, 4H), 3.99-4.14 (m,

2H), 4.43 (t, 2H, J=6Hz), 5.99 (s, 1H), 6.%2 (4, 2H, J=7Hz),
7.49 (d, 2H, J=7Hz), B8.16 (s, 2H)

E A 38
1-3,5- - RTA-4-2EFE)-4-Q2Q-4-N-F 4
~“N-ZEAXPERAK A )ELLE KL KEY
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A, HEN-FE-3 5-2-RTAA4-Z )X TPd8k

WHT, RAT. 3, 5-=-8TE4-ZH2)XTF# 752(300mmol)
A2 53.46g(330mmol)# A& = k¢ & 900m| w9 F okaf P EA 2 8. A
R H A 300ml 40%F KEm. ARATAZTETHE 18 0.
ARBEWEZTHEKRF oA SOOml K. AREASH. HESGEH
88.5g(100%)~ 4. H 4 H K% 30mol%,¢ . Z AW A M#t—F i
Bper{e A .

NMR (CDCl3), & 1.44 (s, 18H), 2.98 (d, 3H, J=4Hz), 6.2 {bs,
1H), 7.58 (s, 2H)

B. & N-FE-G3, 5S-=-RTA4-2X)R KX Fo K&

A 100CTHF %, A 69444h 88.5g (K# 300mmol) F 60.6¢
(150mmol) Lawesson $H X #| i& M T 300g 7~ F % 4 8t b 5+ £ L 2 T 4 100
CHRHFE 1 IH. AHREY AKX, REHB_I&ERFL. &
FeyAMA A KEEZ R ARANE, BE913ga 4, £ 5 250ml
ZRPIEAHH, 38 43.7g At HRFETEHEEF oA 350ml Tk
FEF T 267 KAHEZE 400ml. FEE S 728 &
&7 77.68(93%) -

NMR (CDCl3), & 1.44 (s, 18H), 3.33 (4, 3H, J=4Hz), 5.52 (bs,
1H), 7.60 (s, 2H)

C. #l& 3, 5-Z-RTEA4-BEABEREXFTR, G-TAEBL2-8K-I-
7 Bt AL ) B8

AAT. FH B 4944 42.0g(150mmol), 27mi(200mmol)3-& Z
Bt .8 8 fo 24 9g(150mmol)8 4L 47 £ 1.0L @ & ks P &% 4.5 0 .
HHE AN T5ml K, FRSGHEE 18 . ARANY, B/
iz T A ARE—R, KAk —k HKe#irei#dx A
ZRATPREZRFTIR/PE/ORA . 90:10:1 9H & LA 10 24 . KRG 40
T ALE) i 600ml A L AT &k, B 10% LM LB/ TR AL
# 5] 289(44%) = 4 -
FDMS - M+ = 394
NMR {(CDC1l3), & 1.25 {t, 3H, J=4Hz), 1.45 (s, 18H), 3.66 (s,
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2H), 3.98 (s, 2H), 4.18 (g, 2H, J=4Hz), 5.80 (s, 1H), -7.83
(s, 2H)

D. #%&2-3. 5-=- BT £ 4-2EFXE)4-Z &AL F Lokt

WHTARAT, ¥4 C Y414 25.1g63.7mmol)F= 19.6g(255mmol)
R A 320ml AKEEM P @R 325 K. AWERE, MALKLER
K. »EEE. SKERMLELEEE— K. SHGHWE A KEE
—RAfeMfefe b AMB R AL SR, BEpH ZEhEW. ARA
WE. B~ A 600ml s LT EEE, M 10%L & L8/ R,
% 14.96g(57%) 7 49 -

FDMS - M+ = 375,

NMR (CDC13), & 1.29 {(t, 3H, J=4Hz), 1.48 (s, 18H), 3.87 (s,
2H)}, 4.21 {q. 2H, J=4Hz), >5.45 (s, 1H), 7.09 (s, 1H}, 7.72
(s, 2H)

E. #1&2-3 5-=-RTA4-ZEXE)4-Q-2EXTLE)EA

BRETEAT. % D 9444 5.0g(13.33mmol)is T 95ml @
ookl . U he NE KRR 4542 760mg(20mmol). S AR B R E R
S RATHME | ot [ Oh K 0.76ml H20., 4 £ pe A 0.76m]
15% 8 B AL4, A A 23ml K. FREEAY ., ARRER. 28T
LE T8, M INGZ&EE—REAREEAR, AR, F 8 442g99%)
FAy. BAMT MR - F AL T 4R A

FDMS - M+ = 333
NMR (CDCl3), & 1.48 (s, 18H), 3.02 (t, 2H, J=4Hz), 3.98 lt,

2H, J=4Hz)., 5.50 (s, 1H), 6.87 (s, 1H), 7.73 {s, 2H)

Foo#l& 2-3, 5-=-RTA4-ZAEXE)4-Q-G-FTRRARXAL)Z A%
o

WHTHRAT. ¥ %E 91L& 4 420g(12.6mmol). 1.76g
(14.44mmol) 4-Z2 A X P& F 3.79g(14.44mmol) = X XM Z 8 T 37ml
Ak . BERAHE-I0C, HHETL 10 4o 12.5ml @ F okod
F 227ml(14.44mmo)B R — A — LM ER . REAKEIC
EREE, REARATHRHIR . ARRE, BB T-_RF7HRH#AZE
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TAhEAT. KedAds —Z &L EM, REA 400ml 2 L&t
Bk, M O15%ABH 20% L8 8/ O . & HSEGE S HA
B, 55 3.98g(72%) 4. E T At —FaiLBpT4E ] .

NMR {CDC13}, & 1.48 (s, 18H), 3.31 (t, 2H, J=4Hz), 4.45 (¢,
2H, J=4Hz), 5.47 (s, 1H), 6.96 (s, 1H), 7.03 (4, 2H, J=7Hz),
7.73 (s, 2H), 7.83 {d, 2H, J=7Hz}, 9.88 (s, 1H)

G. #%& 2-3 5-=-BRTA4-Z2EXK)4-Q2-G-N-FE-N-ZEAKE
ARXEA)VLAyEL L8 % K&

RATHHET, % N-FAN-ZEK 096ml(11.26mmol)F= 3.33ml
(11.26mmol)™@ # HE K EZ M T 20ml 28 ¥ F44F 10 24 . AT &
F 694 &49(2.46g, 5.63mmol). R&MMH 2.5 [ 6 . e A 5 14
(320mg, 8.44mmol), R /a L4 3.5 X . e ANR(7.85ml. 2N)4F 2|
B9 & FR . KEWRAS5ml —RFHR. wA#BE L 728 HHERSDH
Lu&%i‘- e BRERAEKEE 2 RATE. ARANY. #iTe

k. MR TPHR/FPHE/RA 90:10:]1 M. &# %2, AR, 58T
-EL“P-,?./%-&ES&U ANRACBAKR, KA HEREFE RFRESTH,
5] 1.54g(54%)8 &8 KK .

FDMS - M"480;
fb‘%’ﬁ‘*ﬁ C29H40N2025-HC1-1.75 H5O
1t EE C, 63.48; H, 8.17; N, 5.11;

F M4 : €, 63.55; H, 7.89; N, 4.86
NMR (CDC13), & 1.46 {(t, 3H, J=4Hz), 1.49 (m, 18H), 2.62 (4,
2H, J=4Hz), 2.89 (m, 1H, J=4Hz), 3.15 (m, 1H), 3.50 (bs,
2H), 4.10 (m, 2H), 4.41 (t, 2H, J=4Hz), 5.75 (s, 1H), 6.96
(a4, 2H, J=7Hz), 7.12 (s, 1H), 7.50 (4, 2H, J=7Hz), 7.90 (s,
2H)

% 3| 39
E-2-(3 5-=-RTA-4-3245kFX%)-4-3-
(4-N-FE-N-ZEAREPEXEK)-2- A% %)
Fok 3 & & K &4
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A # & 4-2-BLE)2-C S-Z- T AA-BERE )L

AT A 6 = K KB (31.0g, llsmmoi)é’u;«%Lff'm394m|)é’a;‘§;‘fwa
ANZ(6.09ml,  118mmol) - EEF MG ER T A L FZLEK. &
TH@BERTONERT ZRPRGISm) P EHHF 1C éﬁﬂ:é—.\%
(25.0g> 78.9mmolyF=*K=%(10.7g. 158mmol). H R A& B FTH#HE 1 -
AR, FRBRET, 5-RTPR/PEFH, 2B, RAELHR
tadfregik, MOk - LR TEH¥E LN, T8 A7 F (254
85%):

IH NMR (CDC13) & 7.85 (s, 2H), 7.5 {(s, 1H), 5.5 (s, 1lH),
3.65 (t, J=6Hz, 2H}), 3.15 (t, J=6Hz, 2H), 1.5 (s, 18H);
FDMS 381 (M+).

WME2-3 5-Z-RTEA4-BEER)4-Q-ZRA LB )R 21

QN 4-2-BLEK)-2-3. S-=Z-RTA-4-2EEHE)
et (25.4g, 66.8mmol)#) = F X (135ml)iE & w X = A A M (17.5g
66.8mmol) . R ik E @R R 22 B, MREHEA M FMHmmE =
TR P _Cmmbl. SRBEELHLEHHHiTE, 55 PR
Rt 2-3, 5- = - RTEA-4-2EFXE)-4-0- X482 1)
ok 8 1L (30.7g, 72%):

1H NMR (CDC13) & 8.2 (bs, 1H), 7.8 (m, 17H), 5.5 (bs, 1H),
4.2 (bs, 2H), 3.1 (bs., 2H}, 1.5 (s, 18H);
FDMS 562 (M-Br+}.

C. #1& E-2-3, 5-=- T X-4- 2B X H)4-C-4-THRHEXE)2-H%
B )elkok = 7, K 4 &

agHG 2-3. 5 = -RTA-4-2EFAK)-4-02-Z%4
A& R (28.1g. 43.8mmol)#) v & ok (220mD) 8 iE R F e A
R P8 — - =L A%88.68ml,  43.8mmol). R&WAHE - 10
C, BFBFANTACHEE TR S H A~ PEA -_FaEilMssms
"% (87.5ml. 87.5mmol)é) IM Bk . R EAL OCHIE 3 Juot, Ak
by AR LB FoRMAEE. A IN S8 EE pHR.S. HAME M &K E
B, HEMTH®, XLE2F ALosrb#iTedz:, Ao/ &8
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BB, BEKERFEAK E-2-3. 5-=-&RTX-4-4%%)-
4-CB-A4-FH8EARXRK) -2-AH 2B L ARG R FHHK
(2.6g: 12%):

1H NMR {CDCl3) 7.85 (s, 2H), 7.4 (m, SH), 6.55 (d, J=16Hz,
1H), 6.4 (dt, J=16Hz, 7Hz, 1H), S.5 (s, 1H), 5.45 (s, 1H),
3.5-3.6 (m, 6H), 1.5 (s, 18H}, 1.25 (t, J=6Hz, 6H);

FDMS 491 (M+). '

D. #l& Z-2-3, 5-=-RTE-4-ZEAXE)4-C-4-FTHREXX)2-A%
RyGek = LA
Brabt@me g rag otk brRAiTEEE, AT K-
~OAEBME RN, FE I RBASH(1.6g T%):
1H NMR (CDC13) 7.85 (s, 2H), 7.45 (4, J=8Hz, 2H). 7.4 (s,
1H), 7.3 (&, J=8Hz, 2H), 6.35 (d, J=11Hz, 1H), 5.95 (dt,

J=11Hz, 7 Hz, 1H), 5.5 (s, 2H), 3.5-3.7 (m, 6H), 1.5 (s,
18H), 1.25 (t, J=6Hz, 6H).

E. #1& E-2-3, 5-=-RTA4-REXE)4-C-4-FH8EKXK)-2-R%
B yoilh ok

B HEAF 6 E-2-(3, S5-=- T R-4-52 KR E)-4-3-(4-F B XK K K)-2-
o AR )k ek = 7 K 45 85(2.53g, 5.14mmol)é) = Z & (S1ml) 8 A ik F e
AIN £8GSIml), REmERERG. ImDBEHRZ 18 B R fEfé)
Wb gL . AR RER, BRMMTR, ALE2T. £HR
tafreidik, AOR/CRTEBHEALR, FH 26> H(01.19g.
55%):

14 NMR {(CDCl3) 9.9%5 (s, 1H), 7.9 (s, 2H), 7.85 (4, J=8Hz,
2H), 7.5 (4, J=8BHz, 2H), 7.45 (s, 1H), 6.6 {(m, 2H), 5.5 (s,
1H), 3.6 (4, J=SHz, 2H}), 1.5 (s, 18H);

FDMS 417 (M+).

F. #1%& E-2-3, 5-=-® T X4-2 AKX K)4.G-UN-FTEN-ZEARK
TAXE)2-AMH Ay S &k
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IO AT AR A& %0.54g. 5. 7mmol)8) 7 8 (5.8ml) 4y ix ik

e N Z LI(0.79ml.  5.7mmol). ™ & & & 4k (1.68ml - 5.7mmol). &
B NCB(TIm)F 6 E-2-(3. -2k T A-4-72 AR K)-4-3-(4- T &%
ERE)2-F% E)yE4(1.19g. 2.85mmol) - K& HidE 4.5 1ot B o A
A A44(0.16g- 4.28mmol). TR T K & 20 B &, 4% K 5 # A 20ml 2N
AANEAN—LPRE#SE. Ao B i Ldn, Ramaiks
B, EMERNBEMRMTHR. RREF, ARk LEL#iTeEE. N =42
T k- F B8 A6 L R AL 43 Bl o & #(0.79g. 60%) - # & #(0.79g. 1.71mmol)
ERT-RTR(0Tm), MALRAAKLE, ££, k20
(0.83g, 98%):

1H NMR (CDC13} & 7.9 (s, 2H), 7.55 (4, J=9Hz, 2H), 7.5 (4,
J=9Hz, 2H), 7.45 (s, 1H), 6.6 {(d, J=16Hz, 1H), 6.45 (dt,
J=16Hz, 7Hz, 1H), 5.6 (s, 1H}, 4.15 {(m, 2H), 3.6 {(d, J=7Hz,
2H), 3.2 (m, 1H), 2.9 (m, 1H}, 2.65 (d, J=5Hz, 2H), 1.5 (m,

21H) ;

FDMS 46Q_(M+-HC1);
7[;'?: }7}’7}:}? C30Hg1C1IN30p - 1.5H20:

1 HE : 68.75; H, 8.46; N, 5.34.
M4 : C, 69.06; H, 8.30; N, 5.49.

% 5% 18] 40
Z2-2-(3, 5-=-B T %-4-2 X X K)-4-3-(4-N-F A-N-Z %
AAFTEREER)2-AB EyEL 885 —KeW

A. #E& Z-2-3 5-=-RTE4-2 5% 5)4-G-U4-FaAEXL)2-H%

@ 454 69 F A H] 39D 694K 449 (1.59g. 3.23mmol) 8 = Z & (32ml)
B R PN IN 8G2ml), REwRELGC2m) . HELEZ 30 %
wEMiekm Kk amat . AMERSEKER, &M TH. %%
EF Aukb#ire sk, MOKR/CHMIEBMHA R, 388284
P ARRE A (1.15g, 85%):
lH NMR (CDC13} 10.0 (s, "), 7.9 (d, J=8Hz, 2H), 7.85 (s,
2H), 7.5 (d, J=8Hz, 2H), 7.45 (s, 1H), 6.65 (d, J=11Hz, 1H),
6.1 (dt, J=11Hz, 7Hz, 1H}, 5.5 (s, 1H), 3.65 (4, J=7Hz, 2H),.
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1.5 (s, 18H);
FDMS 417 (M+).

B. #& Z-2-3, 5-=-® T A-4-2 XK K)4-3-U-N-FTAN-ZEA X
FRERA) - E)Eop a2

@AEAF 89 T AT A A 3% 4£(0.782. 8.18mmol)# Z & (4.1ml)8 i
e A= L (1.14ml.  8.18mmol). ™ F A& 4(2.42ml. 8.18mmol).
REMWMALENOMDTE 2-2-3, 5-=-f T A-4-52 5% %)-4-(3-4-F
Bt Ak R AR)-2-F M R )yEed(1.71g. 4.09mmol). R AR 3.5 i B he A
M 2 #H(0.23g, 6.14mmol). ER T R & 18 66, 4§ & 5 # A 30ml
N AL EARN PR SF. Aomwi@dzadE LR, BAaARAEK
EH . AMERNBERMTHR, RELET, AR EL#FeEE, A=
BT 4E-F &4 K AL 43 Bl & #(1.63g-86%) -4 & #(1.3g,2.82mmol)
FRT-RAFRQ28ml). MALEAAFLE, XL, LN 287D
(1.40g. 100%):

1H NMR (CDC13) & B8.05 (s, 2H), 7.6 (d, J=9Hz, 2H), 7.5 (s,
1H), 7.35 (4, J=9Hz, 2H), 6.65 (d, J=11Hz, 1H), 6.05 (4&t,

~ J=11Hz, 7Hz, 1H), S.8 (s, 1lH), 4.15 (m, 2H), 3.75 {d, J=7Hz,

2H), 3.2 (m, 1H), 2.95 (m, 1H), 2.7 (d, J=5Hz, 3H), 1.5% (m,
21H) ;
FDMS 460 (M+-HCl};

B g
TLE S H C309Hg1C1INy0Oy Hy0:
1+ K14 : 69.95; H, 8.41; N, 5.44.

§§mdﬂ§: C, 70.08; H, 8.10; N, 5.61.

% 75| 41
2-(3: 5-=-f T K-4-72 2 K %)-4-(3-(4-N-F A-N-
LEREXFERR)R A EL LKL KED
Gty 2-2-3, 5-=-RT 42X K K)4-G-4-N-FEN-Z 4
A AT AERK)2-]% )4 (1.2g, 2.6mmol)&) T K (26ml)4) 5 ik Am A
5% 4E(0.12g) . @ ZEAFRPEANKRAEGEA 5 I HHFTE. KR
BRAEETHAHRLBITEWE, WL PR-YSWHA LK, £
fe Fo 8 35 & #(0.99g . 82%) . 4 E#(1.05g. 227Tmmo)ER T A PR
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(23ml), ARMCAAGLIE, AL, S5-FRE8MAH, S oe >
4 (1.00g. 88%):

1H NMR (CDCl3) & 7.9 (s, 2H}, 7.5 (d, J=9Hz, 2H), 7.4 (s,

1H), 7.3 (d, J=9Hz, 2H), 6.65 (d, J=11Hz, 1H), 5.6 (s, 1H),
4.1 (m, 2H), 3.1 {m, 1H), 2.9 (m, 1H), 2.7 (t, J=7Hz, 2H)},
2.65 (m, 5H), 2.05 {(m, 2H), 1.5 {(m, 21H};

FDMS 46’2 (M+-HC1} ;
m?’ﬁ’*ﬁ' Ca3pHg3C1IN309-1.5H20:

1+ H {5 : 68.48; H, B8.81; N, 5.32.
LM {E . C, 68.40; H, 8.63; N, 5.22.

F 345 42
2-3, 5-=-F T %-4-72 & % %)-4-((4-N-F &A-N-
LEARTPERRALATA)»EL 44
A.N-3, 5-=-RTEA4-Z2E2)XFaE-DL-#4 8.8 7 &
B0 GAFTHEOO A keh(165SmD)O BFRT ML, 1'-
A ke FRMYLEFRA DCHIE 2024 EFH B T OHIEG
- A

% DL-Z 88 PR &k (11Sml) H9BEFRA I A_FFE
LARENMAZTEFTRK (70ml) . FRGELEFRA 22CTHIFF 1 )
G ANTEG R P EITAEY (LX), REAE 2DR2CHEFESREAEEZR
ok bk A M8 (250ml) &, A 1:1 653K 101N
S®EEZR MK E—K. A AMBLARTHR, ARALL
podh, iR, BERATRERGEY . KERM 11Tk : &L
BRab iy, AERASLARPEMERY 250ml, REFRE. &
RAMAEH20CKY 2 I, FHEAUKREE - TEREELE S, A 70%
CR: LM B E. 35 49.3g kB EH . EEZREE R D KY .
110k LRUEAEHRY. Re#iTH e . A 50-70%
i . LB LB 30 . SHSARBALEHOMEL S . &
e AE = CIRPELR. TR 1132g B Ed . 7 F
Bl 60.45g(56%) 4% AL &4 .
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mp (°C)y : 108-109

Jh 1t {FDMS) : m/z 351 (M).
1H NMR (CdCL3) : & 7.65 (s, 2H), 6.99 (d, J=6.2Hz, 1H),
5.60 (s, 1H}, 4.85 (dt, J=3.6Hz, 1H), 4.06 (bs, 2H), 3.83
(s, 3H), 1.45 (s, 18H).

LE AT C19H2gNOsg :

HME . c, 64.94; H, 8.32: N, 3.99.
EM{E: C, 65.20; H, 8.42; N, 4.22.

B.4-(RS)W &% %)-2-(3, 5-Z-d T % -4-72 X X 3))-2--% o ofk

@ 22CH N-(3, 5-=2-RTE-4-22)XPH%A -DL- 44
B P & (0.17mol, 58.81g)fe % (0.18mol. 12.53g)4 Z # (890ml)#s & if
A PN %(018mol, 48.28g) X 5 m A ™ ;& 4L 4% (0.18mol
61.05g)- #L4 25 18G5, RERBREMRERE. LEFLEHMA
REMALBRLE - TR(100mDLEE A E -207C . i;;ﬁqﬁc%ﬂz‘;
MHAFR. RERATHESEE, F 25-40%T 8 LB CHROHAE
BL 30 24 . SH B S i — A5k E 6 %E'iiéﬁ,&’ﬁﬁau‘ﬁﬁ'léé
. M 15-35%C 8K 8 - IR EEL 30 4. S H S H ML DS
ME R, ETk%, 35 55.75g(99%)inkdh, H4BEH.

mp (°C): 102-104

FRES (FDMS) :m/z 333 (M)
ln NMR (CDCl3): & 7.80 (s, 2H), 5.59 (s, 1H), 4.91 (dd,
J=7.6, 10.4 Hz, 1H), 4.73 (dd, J=7.6, B.6 Hz, 1H), 4.53 (dd,
J=8.6, 10.4 Hz, 1H), 3.80 (s, 3H), 1.45 (s, 18H)

LETW C19H27NOY :
1t EME - C, 68.44; H, 8.16; N, 4.20
£ A . C., 68.33; H, 8.10; N, 4.34

C.4-(Pagk)2-3, 5-=-® T A-4-72 2 KL)%t

M &AL &) 2 AL4£(6.60mol, 574.0g)4 Z((RS)-4-F & &)-2-(3, 5-=-
#2 T Fh-4-72 & K JK))-2--% ¢ (0.66mol - 220.15g)89 & & (1.6L)49 % i -
EEFMA 2CHRE 1TSS I HEA ASTh#H 1 46t . & Ul’fmmiﬁ
£ (250ml) & A & F & i@ i 5 B (2.5cm X 14.5cm)#= 5§ (2509) B it
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Ko MAMKRATEAMAN B BELHAAARRY AL . £
EREGIE R, FE 303.5g LREMK. RMAM = LEGS0mHLE G E
TAABGLANNBAKREM. A5 mATEQ50ml) . $5m&H L HYH
MiEdh . BRASWMAPE 202C, TREELEEHM 21 BB = LEtE
o BB SA LR 8 1gt st . fuMA LA RITE R E
dn. 5B 9246g W8 ed . AR ARANERXELETE Bk
A&ty . 3% 36.94g .
ATRBRAGRORARER,. REw bR AEE S, 35
43.46g LS. AT RBEARPER. 2EAAA A PHR&H
BEAARAY . —RpdiTHEEE. A 5-25% LKL CRGHE
HM 30 4. e HSAKBLES Y LRGBS AT RETHLE
Bk . HEAR4w LAAEEL S, 38 2074g &/RBKR. REZBEKA
HHEE) 1.4 LM B TIREOOMD)F A4, AR, FHM 1.4 T8 8.
TR EE, 35 1799 Mo . MBEREFLRBIFH F oM tr AL
&4 0.65g - 4 & 148.04g(68%) 1z M 1L &4 .
mp {(°C) : 163

i (FDMS) : m/z 331 (M).
lH NMR (CDCl3) : & 8.23 (s, 1H), 7.91 (s, 2H), 5.59 (s, 1H},

3.%4 (s, 3H), 1.48 (s, 18H).

LETMH C19H26NO4 :
+ F 4 C, 68.86; H, 7.60; N, 4.23.
9 44 : Cc, 69.11; H, 7.72; N, 4.21.
D. (4-(R AT #£)-2-3, 5-=-BT L-4-ZE K E))-2--%%

£ 33 120 S A 7 85(0.58mol. 23.4ml)ak 3 4-( F & K)-2-(3,
S5-= - T A -4-52 X K K)-2--%£(0.39mol . 127.71g)v & *&H(2.6L)8 &
BEEik. HE5% 60 94 O AW E4L42(0.58mol, 12.59g). & v
AR, KB ARREREREE 195 24CZ R . MEAH —oT,
FHRERZERWBEDR(KY S0 94). GiR 45 ['HE, K&&
REA#HE 22C . RAEH SN £ %(620m) &R R E 30 54 . Ao
A%k 40ml HBABAAFERFAKR. WALRIB(IL)HBERZ Y
ARG . F—H2rAARKGOOMDLEH 2 & &40 . &4 KaHA L&
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LBERAR. HAMMARATERBE LGRS . GaKH $ o =
L& (500ml). £ & A6 LA R AR BB K 29 500ml. 3R )6 4 #p 878 °C (4%
MAak/dma) od. BAB 22CKE, SRWEFHGERHH =T
ik, FHE 56.55g Ar M. A EHRRRE, 35 55 52.76g.
£ 25 109.31g(94%) 47 2 L &4 .

mp (°C) : 150
& (FDMS) : m/z 303 (M) .
1H NMR (CdCL3): & 8.33 (s, 2H), 7.68 (s, 1H), 6.12 (s, 1H),
4.80 (s, 2H), 1.51 (s, 18H).
LESM C1gH25NO3 :
tHH 4l ed: C, 71.26; H, 8.31; N, 4.62.
FMME: ¢, 71.52; H, 8.26; N, 4.79.

E.4-(B2FA)2-3, 5- =T A4-#2 5K K)E=4

A = X A (53.0mmol. 13.91g) 2 /& A @ %% (53.0mmol, 17.59g)
LB 4-(RATFX)2-3, 5-=- T A4-2 5K X)L% (44.2mmol .
13.412)89 ZH230mN 65 & F ik - 32 ERA RS 2CHE 3 1.
® R &P he N A S 65 @ AL (22.0mmol - 13.13g) F2 = R K Bk
(22.0mmol. 5.79g). X4 40 98B A KGmDHAL LR & . #HEFE 10
. EAZRE, £ SCHGXRY 16 16t . R EMRT RA5 &4
& ek, M 35-50%RG . TRGHERE 30 4. S HSHAFHN
MRy, RERMATHR, K., EAZXR%, 5% 07 xHk&4n.
HANDCTHEES

mp (°C)

g (FDMS) : m/z 367 (M+1).

1H NMR (CACL3): & 7.84 (s, 2H), 7.65 (s, 1H), 5.53 (s, 1H),
4.44 (s, 2H), 1.48 (s, 18H).

LA G C1gHp4BrNO;
++ E A : C, 59.02; H, 6.60; N, 3.82.
S M A : C, 58.83; H, 6.53; N, 3.85.

Fo4-(@-Q2-HEAAETE)-2-3, 5-=-®TEA-4-5%
KA &g

9%



30

.- . (1] ae ovep
. [ ] . - L4 L
. as @ . . .
are sEw . * . .

[} . e = . .
X Te os e .

BPETRAQISMTE 4-(2FE)-2-3: S-=~&TA-
4- F %X E)yE4(26.5mmol. 9.7g), 4 - # XX F&(29.lmmol. 3.56g)
8 47(79.4mmol > 10.97g)Fe s 4L 4F(26.5mmol . 4.39g)8) & iR @A 2
S ABRREAHBRY 22C. 2h, ATREEHHY . Hd
KR LR LBQRSOmNLE S Riafe b SRR ER L, A
BB AMKEREE—R, MEKkE—K. ANEBERAHERM TR,
QEABELZRENBKRY - GHREZRTLRIEE #ITH & &%,
M 30-50%L 8B TIREM 30 7% . RS ARBALS Y mERLY
BAaRRAATHEE L, A 25-35%AM:THRAEM 30 24 . SFH4
HAF B SME R H E = R%F 5| 8.92(82%) -
mp 160(°C) :

At (FDMS) : m/z
1H NMR (CcdcL3) : 8§ 9.90 (s, 1H),7.85 (d, 4H), 7.69% (s,1H),
7.12 (4, 2H), 5.54 (s, 1H), S5.14 (s, 2E), 1.49 (s, 18H).

LEGTH :  C25H29NO4

i EAE: 6 C, 73.69; H, 7.17; N, 3.44.

T A : C, 73.72; H, 7.16; N, 3.45.
G.2-3 5-=- BT A4-2EXE)4-(UN-FTEZEREAFTE)XEAT
3 ylkod 4 G 2

ARALBRETAG 11 HEEHSG1BLEGY,. %BRTHMA 4-4-2-
VL R)REEATE)2-3 S-—- T A4-2EFXE))F N-FEAN-TE
B MW RATH &Sk T 0-10%(F 8 2 R ALK B4 AR 30 A4 -
EHhEA AL R rH AT KRG, 3% 60g.- R ERT =
LE(100mDE R RAL B A thtif . TENKEFEG T HM = Lokt
. GWRERT-RAFREGEOMDFAMA 0.IN #A/ALEGOm)EE . A
WERABEHTIRETR. REAAFTHEEEL,. H 0-10%(F 85 &t
Wy RGBRM . 6HCARELS R AR T RS, FRERKEZ
ERAR = LE(100mh) Ao e 6 B B A MR ER(I00MNLE . 2 & %
A AR Z LE(1 xS50mDER . &H A A, FRMEMTIE, TE.
REZR A NBBAPORLE L& EEY. ETREFSHNOESTR,
5 4.74g B S Ak
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15 % (FDMS) : m/z 450 (M-HC1)
14 NMR (CDCl3): & 7.86 (s, 2H), 7.68 (s, 1H), 7.52 (4,
J=8.,6Hz, 2H) 7.06 {d, J=8.6Hz, 2H), 5.54 (s, 1H), 5.07 (s,
2H), 4.10 (M, 2H), 3.17 {(m, 1H), 2.91 (m, 1H), 2.64 (d,
J=5.0Hz, 3H), 1.48 (m, 21H)

AESM . C2gH39CIN203
1+ H A& : C, 69.05; H, 8.07; N, 5.75
5 W) 4E: C, 68.95; H, 7.98; N, 5.76

5 15 43

2-(3) 5-=- BT K-4-EXE)4-(4-N-ZE-N-F £
ALCLERRE)FPA)ELER S

A 2-(3) 5-=-BT A-4-ZEEK)4-(4-N-ZEA-N-ABREAXLEXE
)P A )E g

A N-Z &, N-®&t A8 K (2.84g, 12.83mmol)&) w9 &k
(32.1ml) 69 i85 i& Ao X 60% H, AL 44 & iF 7% (0.56g. 14.11lmmol) - # 4 10 2
WG, ALk 42(E)0 1 445(4.70g. 12.83mmol). 1 K &£ iR
THHF S L. BAZRIET. A 10%AKRMKERSE A EKER.
HMWERMHFERMTIR RLET, Ak b#iFedtEk ALKR-I&%
LEEMWELM . AR b —~FaiTedk. AP X-HEHE L,
SRR BUR: Y 3.
(2.10g, 32%):

1H NMR (CDC13) (27% & FA4K)8 7.9 (s, 2H), 7.65 (s, 1H),

7.15 {d, J=9Hz, 1H), 7.1 (d, J=9Hz, 1H), 6.95 (m, ZH}, 5.55
(s, 1H), 5.05 (s, 2H), 3.1-3.5 {(m, 4H), 2.8 (m, 2H), 2.15-
2.4 (m, 2H), 1.5 {m, 18H), 1.05-1.2 (m, 6H).

B.2-(3: 5-=-fx T A-4-Z AR E)4-(4-LEARARATERAK) T &)
oo 3 A% b

@A L@ Hl & a0 P A kR A& (1.87g, 3.69mmol) ) @ FH ko
(55my 69 E ik e N 2M F ) fr - = P HLEK 69 W &, ok ol E #R (5.9gml
[1.81mmol). Rt Z@WARLL 3 0, HAKETFT. BRXERT
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e d
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soen
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anse
Yy L]
L X I
o

‘f’xﬁ? » AN 0.99M Mg T EIZRG5.0ml). KB E| 60C KA 18
fJ SHEEERE, M IN LARAHMIE pH BY £ 85, #R%A4%

&Mb/&ﬁi% LW LB fo s B 40 . HALE M Rikik, B4
*Hs?"a, AREFT, AAomBRbL#iTEd#%E, MR PR/ FEME L.
5 5] 5% B #(1.20g. 66%) . # & #(1.31g, 2.66mmo)iEM T =& 7 &
(40mly, M EBHLFHRRFEN L 241432, 100%):

1H NMR (CDCl3) & 7.85 (s, 2H), 7.6 (s, 1H), 7.15 (4, J=9Hz,

2H), €.85 (d, J=9Hz, 2H), 5.55 (s, 1lH), 5.05 (s, 2H), 3.1
(m, 6H), 2.95 (m, 2H), 1.85 {(m, 2H), 1.5 (m, 18H), 1.4 (t,
J=7Hz, 3H), 1.0 (t, J=7Hz, 3H);

FD MS 492 (M*T-HCl);

AEGH C31H45C1N203 -0. 6H20:
1+ B4 : C, 68.96; H, 8.62; N, 5.19.
5 M 44 C, 68.76; H, 7.40;. N, 5.25.
i 3145 44

2-(3, 5-Z=-d T A-4-2 K £ %)-4-3-4-N-FEAN-Z %
RATEFRERE)R &)L
A 2-3) 5-=-B T K-4-BEFE)4-G-2 K7 & )%

G 2-3, 5-=-RTE4-BAEXE)-4-Q2-FRA T KK (%
5.4 43C)(9.01g. 27.3mmol)6) = Z & (270ml) &1 /5 i Ao A K (90ml) F 49
¥ 2 AL M(1.03g, 27.3mmol). #H 3 R B REZAREHE N T,
Bl INB&BEREHNEARER . AMERNFEKMTIE RALETFT. 53

+ 8] 1K 16 83(9.2g. 100%) -
14 NMR (CDCla) 87.8 (s, 2H), 7.4 (s, 1H), 5.5 (s, 1H), 3.8
{m, 2H), 23.25 {(m, 1H), 2.7 l{t, J=7Hz, 2H), 1.9 (m, 2H), 1.5

(m, 18H); FD MS 331 (M*).

B.2-(3, 5-=-®TA-4-£5K%)-4-C-d-FPREXEAL)
SE LI

& L@ # & 69188 (9.1g, 27.45mmol) 4 @ R ok = (82ml) &9 & ¥ 49
FR P MmN 4-52 K& X P 8 (3.68g. 30.20mmol) e = X K B (791g.
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30.20mmol) - A # #|-20C /G, 2 30 T4 B miB R =A% = L88(4.75ml
30.20mmol) 89 @ F ek h(2QTmD) E R - R 2B K E TR AHE 18
B, SLB ] — LB EAMAK, IN LA F L KER . A 4E M
BEMTR, RLAEF. Admrb#iTeidx,. AORE-BMEE LK,
HE TR HREE(7.7g 64%):

1 MR (CDCl3) & 9.9 (s, 1H), 7.85 (d, J=9Hz, 2H), 7.85 (s,

24}, 7.4 (s, 1H), 7.0 {4, J=9Hz, 1H), 5.55 (s, 1H), 4.15 (t,
J=7Hz, 2H), 2.8 (t, J=7Hz, 2H), 2.2 (m, 2H), 1.5 (s, 18H) ;

FD MS 435 (M%),

C.2-(3, 5-Z-BRTEA-4-EF5)-4-C-4d-FPHELEEL
TE-FXEERA)RE»EL L8 S

G A AF6h L@ #) & 69 1A R AR (2.8g. 6.43mmol) & = & T 42 (22ml)
PEYE R T AN N-ZA-N-F L (0.55ml, 6.43mmol)fe = T & & & 9
24 (3.81g, 18.0mmol)- 20 MG, Mgty K LML LR L HF
MLBLB#HE. EHERNEKER, M TR, RKXEF, 48
R E#ire k. AR FPR-Fobd A LM, 1555 & 5%(2.38g. 77%) -
HEREBTRFTR(0m), AERLEHEL, FHNAZG 4
(2.4g, 94%):
Iy NMR (CDCl3) & 7.9 (s, 2H), 7.5 (d, J=9Hz, 2H}, 7.4 (s,

1H), 6.95 (d, J=9Hz, 2H), 5.6 (s, 1H), 4.1 (m, 2H)., 4.05 (t,
J=7Hz, 2H), 3.2 (m, 1H), 2.9 (m, 1H), 2.8 (t, J=7Hz, 2H},
2.6 {d, J=4Hz, 3H), 2.2 (m, 2H), 1.5 (s, 18H):

FD MS 478 (M*-HCl);

LA C30H43CL1N203 - 0.5H20:
1t HE1E : C, 68.75; H, 8.46; N, 5.34.
= M A C, 68.93; H, 8.34; N, 5.17.
5 36,18 45
2-(3: 5-=-FPRE-4-2AXE)-4-2-@4-

P
TELERLAT A iﬁtﬂﬁm%)"ﬂﬂﬂé
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WA 4-FHEAK3, 5-ZF AL KT R (234, 81.2mmol)&)
WA K9 (325ml) 89 IE e A & = ok ok (14.46g. 89.3mmol). ®E 2
HE, RAEAHHERA MALANEGBIm) . EEAETERTHIE LS
S, HLBRIEBHBSN IN &KL . AE Aibfotgmak i
BRERMBKER . ANENHEENTRAXLET, BHTHKLTP
B (22.8g5 98%):
1y NMR (CDCl3) & 7.45 (d, J=9Hz, 2H), 7.35 (m, 3H), 7.0 (s,
2H), 6.0 {(bs, 2H), 5.05 (s, 2H), 3.85 (s, 6H);

FD MS 287 (M*).
B.2-(4-FARE3, S FPREXE)A(THK T8k

P 45469 F B K X F 8L A (22.8g. 79.35mmol)iE 4- R T & A T & &
(47.6ml> 352mmol) ¥ &9 & F ik o E| 130 C R 2 ot =ik,
REBRRRBIALK 8. #HmAnBiTm. BaMK i
BEEAM, IN BBRSMEKER. ANERAEEM TR ALETF,
FERMER 4-RLBA KR . AMEL R THR#H, Tk, BR
AR L#iTedEk, MOUR-THRIEHARK. 52 P HIK T8
(11.7g, 37%):
1y NMR (CDCl3) & 7.7 (s, 1H), 7.5 (d, J=9Hz, 2H), 7.35 (m,
3H), 7.25 (s, 2H), 5.1 (s, 2H), 4.2 (g, Jd=7Hz, 2H), 3.85 (s,
6H), 3.65 (s, 2H), 1.3 (t, J=7Hz, 3H); MS 398 (M*+l).

C.2-(4-FHAAE3 S-ZFPREAEXK)4-2-2 KT E)Ek4

@) 4 AF 6 F R R L 88 (11.7g. 29.44mmol) 89 @ 2, 7k *H (200ml) 89 5 &
M IM B AL4E 48 69 19 B ok (26.5ml> 26.5mmol)iE ik . Ehw 10 24P .
A 9b 30 4P 5 B Ao K (1.0ml) . 15% 8 R AL 44(1.0ml). X 5 L& K(3.0ml)
B RE . SETEDHAM IR CEEE. BAR IN 2K EREA S
KER . AAEMAEMTIR, RLEF. AuBL#iFaiEgk R
Cobe- R ER M R L AL . 13 B P R k16 85(7.9g. 76%) -
1y NMR (CDCl3) & 7.5 (s, 1H), 7.45 (d, J=9Hz, 2H), 7.35 (m,

JH), 7.25 {s, 2H), 5.1 (s, 2H), 3.95 (m, 2H), 3.% (s, 6H},
3.85 (m, 2H);

MS 355 (M*).
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D.2-(4-FEARAA-3, S-ZFREAXE) -4-Q2-4- FoAEL
P YA ST X1

® P 1) 4 18 8% (7.9g. 22.22mmol) %) ™ £, %k % (67ml) 69 # 4 69 5 ik
T AN 4-# A X F & (298g . 24.44mmol) Fo = K A B (6.41g .
24.44mmol) - A H B -20C )G, 2 26 4 @B R —H R = T8 (3.85ml
24 44mmol)ty @ R eked(22mDEiE & MR AR M EER AR 18 )
B, BB R — ZEEAAEF AR, IN LA EKER. AWE AHK
BT, RAEF, AR bE#FEaEE A_RATR-LRLE&EK
ELBL, 35 P ER8E(7.9g. 77%):
14 NMR (CDC13) 8§ 9.9 (s, 1H), 7.85 (d, J=9Hz, 2H), 7.55 (s,

1H), 7.45 (4, J=9Hz, 2H), 7.3 (m, 3H), 7.25 {s, 2H), 7.0 (4,
J=9Hz, 2H}), 5.1 (s, 1H), 4.4 (t, J=7Hz, 2H), 3.9 (s, 6H),
3.1 (t, J=7Hz, 2H}:

MS 460 (M*+1).
E. 2-4-FHEARX3, -2 FREARR)4-Q-U-TELERETEA-RX A
AR H)ked

@ 4 AF 69 & [ k8 (5.3g. 11.53mmol) £ = & Z 4 (40ml) ¥ 89 5 ik

Fhe N A T AR (0.99ml. 11.53mmol)Fe = T8 A A & 1L 44 (6.84g.

32.28mmol)- 20 MG, AfedB K AL L HA L% LEH
. AMERSKER, BMTHR, RXEF. Ak L#iTe i
F, M—RAPR-FTHBA AN, S8 FEKFERKRMAG9g 84%):
14 NMR (CDCl3) & 7.65 (s, 1H), 7.5 (d, J=S%Hz, 2H), 7.35 (m,

3H), 7.25 (s, 2H), 7.2 (d, J=9Hz, 2H), 6.85 (d, J=9Hz, 2H),
5.05 (s, 2H), 4.25 (t, J=7Hz, 2H), 3.9 (s, 6H), 3,4 (s, ZH),
3.1 (t, J=7Hz, 2H), 2.45 (g, J=7Hz, 2H), 2.2 (s, 3H), 1.1
(c, J=T7Hz, 3H};

MS 502 (M*).

F.2-3 5-=2FRAAE4-AEARXX)4-Q-W-FELEALATE-RAEAA)
2 Ay ok 3 o 3 |
B L@ A &85 P AR F A MK (4.4g. 8.75mmol)8) F & (175ml)
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ERFHNRER(TIm) . Raik® 70CRE | i 445 %
B, ABEKEMTR ARNLHKIBER. ANERLRKER, #&
MTHR, RREF, A ba#ivédkx AR TFR-F84$E AL
B R H(28g 70%) HERBERT A FHRSml). ML 2
FAL, FEBRLY&H(3.08g, 100%) -

lH NMR (CDCl3) & 7.6 (s, 1H), 7.55 (d, J=9Hz, 2H), 7.4 (s,

2H), 6.95 (d, J=9Hz, 2H), 4.35 {(t, J=7Hz, 2H)., 4.1 (m, 2H).
3.95 (s, 6H), 3.15 (m, 3H), 2.9 (m, 1H), 2.65 (d, J=4Hz,
3H), 1.5 (t, J=7Hz, 2H);

MS 413 (M*-HCl+1l};

LE S C23H29C1N205 1 .5H20:
T+ E A : C, 57.98; H, 6.94; N, 5.62.
5 W) A C, 58.04; H, 6.78; N, 5.89.
% #15] 46
2-(3, 5-=2-RTA-4-ZEXEK)-4-2-(4-(@2-

PEAEZATARAPEARERA) A Eb 8 &

G At e 2-3, S-=- W T A 4-ZEFXK)42-G-FHE)RAFT AR
AR A)T E)% % (8.06g, 18.48mmol)é = F & F &t K (46ml) bty 5 ik F
ho X 60% F AL 4R 2 $iE(1.77g, 44.35mmol) - 4 20 29 E . A 2-
BT AHM(1.84ml.  18.48mmol). & K & Ao # % 80C R 2 7.5
B, & 2.5 Joatde 5 afEthe NE SR AT AAMAS(.84m]
18.48mmol). B E A K&, HRA Lakfolofot) B AAHH . 5K
ERMLMIBMER, 2HOAMMMEKER . HNE RSB MmTIE,
AEEF, aHRE#fTe L, AOh-RAEERN, FHHES
(4.6g, 46%) - # & ¥ (1.00g. 1.96mmol)iz B F = & ¥ £ (20ml). A i
MAIEF AL, FEHL~4(1.09g, 100%)-
ly NMR (CDC1l3) & 8.0 (s, 2H), 7.6 (s, 1H), 7.5 (4, J=9Hz,

2H), 7.0 {4, J=8Hz, 2H), 5.7 (s, 1H), 4.35 (v, J=T7Hz, 2H},
4.15 (m, 2H), 2.9-3.3 (m, 6H), 2.65 (s, 3H) ,2.15 (s, 3H)},
1.5 (s, 18H);

FD MS 511 (M*-HCl+l};
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TLE G C30H43C1N03S-0.7H20:
i+ B A4 C, 64.37; H, 7.99; N, 5.00.
S {4: c, 64.25; H, 7.83; N, 4.74.

F ) 47
235 5-=-B T A-4-B R X K)-4-(2-(4-(2-F A& A T &)
FEAREFPEARXEAREL T K)E S- A ihak 4

£ OCT, 210 44, @A 7T 2-3. 5-=-RTHE4-Z2EEH)4q.
(-4-Q-FTEAAE AT REELTARX LR R A )R M H & 69 &
#(1.8g> 3.52mmol)8) = A F R(IIm) ey 655 % F e A 55% 18- 4K
RFEA11g, 3.52mmo)# =R P HE(ImNEiEE . £ 0C T4 LS
I E, REAZAFPRHEBANBPORRIMNER . ANER &
KER, BBMTHR, ALETF. AdmE#iFedE. AEG-2.8
MR GRBL, 43 B0 B 8(0.79g. 43%) - #F & #(0.78g. 1.46mmol)iE fE T
A FIK(15ml), AEKLEH KL, FE M2 *4(0.80g 96%)-.

1 NMR (CDC13) & 7.9 (s, 2H), 7.5 (m, 3H), 7.0 (d, J=9Hz,
2H), 5.6 (s, 1H), 4.3 (t, J=7Hz, 2H), 4.2 (m, 2H), 3.2-3.8
(m, 4H), 3.15 {(t, J=7Hz, 2H), 2.7 (m, 6H), 1.5 (s, 18H); FD

MS 526 (MT-HCl);

7@?5‘%’ C30H43C1IN204S-1.1H20:
‘L‘]‘ﬁ-{ﬁ_ C, 61.80; H, 7.81; N, 4.80.
Sm| 44 : C, 61.55; H, 7.50; N, 4.55.
5 4. 16) 48
2-3 S-=-RTA-4-2EEXK)-4-02-4-

LEARERQATZERXRE)T &)k
A N-Z A, N-AbtARRK
2 30 e m ATy SCTTa# A = k-£(14.13g> 87.12mmol)8 @
ok (109ml) G 5 & 7 o % 88 (6.5m].  87.12mmol) %) v £, =k *& (73ml)
B sk . WA 20 245 . 4220 48 e A N-Z A BB (12.0g, 72.6mmol)
649 9 vk *H (73ml)i5 7 - fi}iﬁ-‘*’ BEERARE 4 8. AT H
(73mD)HF BERMF 30 240 . B RA TR EHHEFA IN L8R ER,
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et BB AMERENEAXERXBITRENELE . ANE AR
M%%k,ﬁii$a%ﬂ&&kikﬁé%%,&m*iWhﬁﬁ
WRERM, FEN-ZA N-FEESK6.95g. 43%):

1y NMR (CDCl3) (2 rotamers) & 7.65 (bs, 0.5H), 7.25 (bs,

0.58), 7.05 (d, J =9Hz, 1H), 7.0 (d, J=9%Hz, 1H), 6.8 (d,
J=9Hz, 2H), 3.2-3.6 (m, 4H), 2.8 (m, 2H), 2.4 (g, J=7Hz,
1H), 2.05 (g, J=7Hz, 1H), 1.0-1.2 (m, 6H);

FD MS 221 (M*).

B. 2-3, 5-=-M T A-4-ZAXE)4-2-U-N-ZEN-ABRERKE LA
L YO ST X

AN 2-G, S RTEAA4BEFE)4C-AETE)E4
(5.51g, 17.38mmol)#) w3 R *kh(47TmDE) E & o A N-Z A&, N-F &L A8
A% (3.5g> 15.8mmol)#f= = X kM (4.55g. 17.38mmol). £ # ¥ 0CrE. £
10 4 @i § =A% = TE&Q2.73ml- 17.38mmol) &) @ & =k (16ml)
Ek . RALERETRAMLHSE 22 . KK, A= R FIHK(SO0mI)
e AR BRRAHRL#ITEEEZ A_ATR-CERLEI IR
R R AL R, 3B T R R A8 (2.95g, 36%):

1y NMR (CDCl3) (2 rotamers) & 7.85 (s, 2H), 7.5 (s, 1lH),

7.15 (d, J =9Hz, 1H), 7.05 (4, J=9Hz, 1H), 6.9 (m, 2H), 5.5
(s, 1H), 4.25 (t, J=7Hz, 2H), 3.2-3.4 (m, 4H), 3.05 (t,
J=7Hz, 2H), 2.8 (m, 2H), 2.35 (g, J=7Hz, 1H), 2.15 (q,
J=7Hz, 1H), 1.5 (s, 18H), 1.,05-1.2 {(m, 6H);

FD MS 520 (M*).

C.2-3, 5-=-®RT A4 EFXX)4-Q-@-ZEREALTZERXREL
A5 )l o

B 0°C 69 H 4 69 2142 42(0.42g- 10.98mmol) &) ©@ & "k % (22ml) &)
B 8 Ao BLA(0.30ml. 5.49mmol). FAFBAEMT 10C. ABRAEY
BlOCXA, ARRAEERARAFRH 1 I RHFEEMRKT 5C, A&
Ho w9 B ok eH(5.5ml) ¥ 6 F & 4k K P 8% (2.86g. 5.49mmol). R & 0CTF
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4 25 PEHBRAKIUNHELE . RER R FRf SN $8#HE. 4
KEMZRATREBRAR . &HAGHD AL KERE R tbfo gt 8
AMRKRERER, BEMTHR. AKRE#TELE, H_RFPE-¥
B MR EML, 3B B R(1.12g. 40%). # & (1.12¢. 2.21mmol)i% 2
ToRAP5%GOml), ARACELAKLEHEZL, FEHNL6 > M2,
100%) -

1y NMR (CcDCl3) & 8.15 (s, 2H), 7.65 (s, 1H), 7.15 (d, J=9Hz,

2H), 6.9 (d, J=9Hz, 2H), 5.9 (s, 1H), 4.35 (t, J=7Hz, 2H),
3.3 (t, J=7Hz, 2H), 3.2 (m, 6H), 2.95 (m, 2H), 1.9 (m, 2H),
1.5 (m, 18H), 1.45 (t, J=7Hz, 3H), 1.0 (t, J=7Hz, 3H);

FD MS 507 (MY-HCl+1l);

TE ST C32H47C1N203 -2 .8H30:
1+ B 1A : C, 64.75; H, 8.93; N, 4.72.
W] 14 C, 64.86; H, 8.55: N, 4.70.
5 36 1] 49
2-(3: 5-=-RaTh-4-2EAXK)-4-2-14-

TEALEARRTERERA)L K)%k

it e 2-3, 5-—- T A4-BEXE)4-Q2-U-FRREFXEAL)
LA )%= (5.0g. 11.88mmol)# F & (59mD) ¥ 65 £ F & F v A N-Z A&-N-
TAK(6.2ml: 119mmol)- 30 246 . A& E pH AY R 7. L 30
ARG e AN R B L 44(0.75g.  11.88mmol). H E R ZE& i pH A Y
Bl 6. RSB SS I ARLTE. FEGKRFYERTLRL
Bifelofodi M A . AMENAKER, &M THR, RXET,
Fa#k L#iredEz MRV R-FTHEBEEM. F3HF 5%
(2.82g, 47%). HEMER T A FHR(T5Sml), MEBRLEZHERL. #F
B2 6 F (2.88g, 95%) -
H NMR (CDC13) & 7.9 (s, 2H), 7.55 (s, 1H), 7.55 (d, J=9Hz,

2H), 6.9%5 (d, J=9Hz, 2H), 5.6 (s, 1H), 4.3 (t, J=7Hz, 2H),
4.1 (d, J=5Hz, 2H), 3.15 (m, 3H), 2.8-3.0 {(m, 3H), 1.8 {m,
2H), 1.5 (s, 18H), 1.4 (v, J=7Hz, 3H), 1.3 (m, 2H), 0.9 (t,
J=7Hz, 3H);
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FD MS 506 (M*t-HCl);

TE G C32H47C1IN203 -H20
1+ HA : c,”68.49; H, 8.80; N, 4.99.
5| 4E C, 68.59; H, 8.77; N, 4.99.
% #4950
2-3. S-=2-RTA-4-2EAXE)-4-2-@4-

LA, AREAREFTEALEEL)T )B4

MY N-Z A, N-FAEREG3Iml, 11.88mmol)# 7 5 (24m!)
0% R m AR & 4K(7.0lml. 23.8mmol) /5 fu A T8 (24ml) ¥ 89 2-(3
5-2- BT A4-ZEXE)4Q-U-FHREXERL)T X)-E4(5.0g
11.88mmol) . ¥ R 2 5 -1 id G e AW 2 AL4(0.67g. 17.8mmol )-
TR TFTRAE I8 PG, HREEA 100ml 2N S & L& F A 8L F 5
HE. R AdHELRRE, BEAALKER. AMEAHEKHT
B, RKEEF, et edx AR R-FEHE LM,
5 5] 95 & #(2.30g, 39%). HEREMT A FRO5ml). AEHKLH
FERK. FRMBY”H(2.282 92%) -

1y NMR (CDCl3) & 7.9 (s, 2H), 7.7 (d, J=9Hz, 2H), 7.6 (s,

1H), 7.0 (d, J=9Hz, 2H), 5.6 (s, 1H), 4.35 (t, J=7Hz, 2H},
4.2 (m,VZH), 3.6 {m, 1H), 3.2 (t, J=7Hz, 2H), 3.0 (m, 2H),
1.2-1.6 (m, 27H):

FD MS 492 (M*-HCl);

LE M C31H45C1IN203-0.5H20:
T+ 5144 : C, 69.19%; H, 8.62; N, 5.21.
=M {h: C, 69.05; H, 8.82; N, 5.24.
F | 51

2-3, 5-=-BT E-4-2EFX)4-2-4-Q2-FERAE
LE)PEAETPEARAEAE)T )T
G 2-PEAZEAFTAKA.07ml: 10mmol)éy T & (Sml)éy %
A Ao N R R E4K(2.95ml. 10mmol)E e X L8 (7.5mh ¥ &4 2-(3. 5-=
R T A4-RERE)4-QC-G-FHRERXAERE)L X)L (2.11g,
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Smmol) . & & xBF 4 BB e AW A AL4(0.282, 7.5mmol ). ¥k
TRE21DHE, BREEAN3SM 2N R LEH A =R P EH 2.
RemBRIARFLEIR, BaME kiR, AMBERAHA&KMTE, %
LEF, AR ERITE#EE, AR FH-TEHWBE R, 585
rwz(z 21g, 89%). HEBER T AP HUASml), AEBRLEHKL,
FEM 26~ H(2.28g. 96%) -

lg NMR (CDC13) & 8.0 (s, 2H), 7.6 (s, 1H), 7.55 (d, J=9Hz,

2H), 6.95 (4, J=9Hz, 2H), 5.75 (s, 1H), 4.35 (t, J=7Hz, 2H),
4.2 (m, 2H), 3.85-3.95 (m, 2H), 3.4 (s, 3H), 3.0-3.3 (m,
4H), 2.7 (d, J=4Hz, 3H), 1.5 (m, 1BH);

FD MS 484 (M*-HCl);

TE M C30H43C1N204 -H30+

1+ E 1R : C, 62.62; H, 8.26; N, 5.10.

% B {4 C, 65.63; H, 8.01; N, 7.03.

5= 564 52
2-(3, 5-Z-f T A-4-7 & R &)-4-(4-N-F A-N-Z &
ARTE)RRETA)E 24X

A 2-3 5-=-RTEA-ZELE)4-(AN-FTHREN-ZAREL KX
AE T H)ked

£ TFTé N-PBEEAN-ZE-z-2 K&K EAK(189mmol. 3.65g)4)
9 Z ok (4Tml) 8 i F e A 60% AL 54 (20.8mmol . 0.83g) . 45 B 8]
RERATRETHYE 10 245 LA RG] 42E)H LS
(189mmol. 6.92g). R EREYAERTHHE 5 I EEHALKRTE
(500mDF= 10%5. 8 S 44 KEE(500mD)ed 1:1 R EHT . 2 & L4,
A4 HARGOOMDE A . AERERAENWE ZdRY . Sk i7H
FEa, A 15-25%R8: CEEMR 30 2 5 R 25-35% A8 IRt
BL20 5% . &HESHAHYEY EZREFE 32g BKAK. HiBK
REMt— G THFFT—4.

B. 2-3: 5-Z-RTA4-ZEXE)4-(AN-TEN-ZEAELLH)X A
K A )k b & 2
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-IOCTF(k/mERA ), G &4 42(13.4mmol . 0.507g)t) w &,
°K 7 (20ml) 89 & iF ik 7 Ao R HLEE (6. 7Tmmol . 0.66g) . R A A TiE T4
H 50 +9E4HE 0C. AELHS A LS4 (6.7mmol. 3.200)8
WEKRBGSOmDERLE 0 M. BEAFRATRETHRERY 4
Bt /& M ZK(0.48ml)#ak - 5 Bl 6948 F 69 &% 4 A £45(100ml). SN 4 &%
(SOmhF & AKQOmDHLE . 7 & &4, 2KABABEFGX50mHER . &
AAMEHBMEf B & A MAERQXSOMD) R EE R & K ¥
200mhsb % - AR M ERM TR, TRAALTERSE . 57 428 ik
M. RERGHRAFTHEEE, B 0-5%FTEH:1%AAE): Lk
BL 30 247/ M 5-10%(F 81 1% 8 R AL ) RAF AR 20 204F . & # 45 F
RGO B HATRERT 1. 76g k. bRk m @iy 2
BeGERTANRMLAAKR . RTRBERER. 357 1.76g B KK,
HAGCATHMAY FHRER.

i (FDMS) : m/z

'H NMR (CDC1,) : d8.01 (s,2H),7.72 (s, 1H), 7.16 (d, 2H),
6.99 (4, 2H), 5.77 (s, 1H), 3.16 (m, 7H), 2.78 (3H), 2.41
(m, 3H), 1.50 (21H).

E T C,H,Cl N,0,+0.3mole H,0:
1t B A : C, 68.77: H, 8.23: N, 5.53.
= 4h - C, 68.60; H, 8.15; N, 5.43.
% #4553
2-(3 5-=-F T A-4-72 KX X %)-4-(RS)-(4-N-Z A-N-F %
BEFTE)VRRAT &)L
A 2-(3: 5-Z-WT A4-ZEXEK)4-(RS)-Z AT E)Lopoh

-I0CTF . wmEaf 42(B)e9 1L &4 (24.0mmol. 8.01g)4 @ & vk =h
(15ml) &) iz & F % he R A 42 42 (48mmol . 1.82g)87 1@ & =k 4h (121ml) ¢ &
FR . GRAMAETETHRERY 35 PHEMKGBASMDE L . G A
B Ao A Bh i G AR R G . R AT, LR
BEZ R4, BB T741ga Y. MR ATHEEE, A 80-100% 2%
LET IR 30 . S ASA RS HO RS, AT KRG, 35
3.47g .
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i (FDMS) : m/z 305 (M) .

L& T C,H,,NO, :
1t A1k : C, 70.79: H, 8.91: N, 4.59.
%= M 14 C,70.65; H, 9.05; N, 4.56.

B. 2-3, 5-=-8 T A-4-2 A X %)-4-(RS)-(4- T K ) KX & F 5 )eoi
“Hk
BAHH 0CHDARHUSm)FH LBH > A ks
(10.0mmol > 3.06g), #t-72 & X F 8 (1.35g. 11.0mmol)f= = X K (2.63g
I.Ommol) S Z R A B F —AKR = T 8(1.74g, 11.0mmol). & &
ﬁgmﬂf W 45 JHEATRERBRY . RS A LFUmHL Z
HEKELER . QAR P AKOmD), A 0.IN A LMKIAYT
pH8.65a ForEE&EM. AR KEx10mhF LKA x10m)ikiE . &
iR ATHR. SRAELZRE . RPRABITHEEE. A 40-60%
LB LB . CRABRIOTH . 6 H AU EHOB LT HAETRER
B| 238g & & E k.

JE (FDMS) : m/z 409(M).
'H NMR (C4Cl3) : & 9.88 (s, 1lH), 7.83 (d, J=8.7Hz, 2H), 7.79

(s,2H), 7.03 (d, J=8.7Hz, 2H), 5.58 (s,1H), 4.70 {(m, 1lH),
4.55 {(m, 1H), 4.41 (m, 1H), 4.33 (m, 1H), 4.01 {(m, 1H), 1.46

(s, 18H.

C. 2-(3> 5-=-BT %-4-72 K X X)-4-(RS)-UN-Z X -N-FE AKX T %)
ARAT E)S4oH

FRTFT. & N-F X2 A%(4.9mmol. 2.00g)89 L & (Iml) &g iz ik
he N R B 4K(9.8mmol. 2.78g). BRAEHAFETHIF 5 o5 L4
e X L@ 5 A 891t 4 1(4.9mmol - 2.00g) - iﬁ%:‘%ﬁf&fiii&?fﬁim
Mat B B A A R AL H(7.3mmol, 0.28g)Em A L& (16ml) . R
SMAETRTHREXRY 9 'J‘Hff)éiﬂ’iéfaéﬁ:*.L?Lﬂ’tirﬂizaz&kﬂ % 4%
BB EY B4R 10 2 4. A AR A A K(QSmI)G @ i B A it
. AR Y hfeh KA ETED. 2EAREAM, 71(#5#]—-%‘?-,1(2
XS50m)E B . &4 Abu, FBMTFIR, TERFALTRE. 57 3.15¢
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MR GHRM LGS HAAE 9 SR L P . HEREET
Z . BB BITHEEHE, R 0-10%‘17&%:%5;;%&& 30 M4 . A A
AR S MG B2 # A& TR .45 2| 889mg - 1% 40 /8 15 M T £.45 (25m))
3 Mt fe é’wﬁ&aiﬂ* B (2 X 10mhFe 4 K(1 x 10ml)%k % - A 4uta A
REMTR, SRALTRE, #5 720mg.

G RN= Lhkd 4G, 15 640mg =R & . B R & 45
CHREZBBYTFHR.
e ({FDMS) : m/z 453 (M+1).
'H NMR (CdCl3) : d7.79 (s,2H),7.26 (d, J=8.5Hz, 2H), 6.90
(d, J=8.5Hz, 2H), 5.57(s,1H), 4.64 (m, 1H), 4.53 (m, 1H),

4.38 (m, 1H), 4.27 {(m, 1H), 3.90 (m, 1H), 3.60 (2H), 2.60
(2H), 2.30 (2H), 1.46 (s, 18H), 1.29 (3H).

TE T CH,Cl NO,
T H 4 : C, 74.30: H, 8.91: N, 6.19.
i [ C,74.45; H, 9.10; N, 6.22.
S #4554

2-(35 5-=- BT A-4-ZEKXK)S(4-N-FEA-N-T %
AETR)XRETFTE)R HoBog
A.2-(3, 5-=- BT R-4-72 5K HE)S5-FRE X H-Bed
% M Dien Stark ™ 2 = ¥ X (550ml) ¥ 2-#8 % -5-F & %
analine(36.9mmol- 5.13g). # % (36.9mmol. 2.28g)# 3, 5-—'—-7?11‘%-4-
RERXTHGB6Immol. 923g)MEdm#BAKY 2 R REBK R LIRS
M B =R R E . %K H L&Céﬁ(zoﬂml)kﬁi, HEREFe
6B B R AR K IE & % (3 X 200ml) - A ALAR Al B ERAN TR, R, AT
KU E 1596g L ikt . wAAITHEEE, A 15-30%28% 0
BE:LH L 30 94 S A S AR BLE YO B HFETREIFE 5.18¢
B4 .

a1 (FDMS) : m/z 353 (M) .
1
H NMR (CACl,) : d8.07 (s, 2H), 7.44 (d, J=8.8Hz, 1H), 7.25

(d, J=2.5Hz,1H), 6.90 (dd. J=8.8,2.5Hz, 1H), 5.64 {s, 1H)
3.86 (s, 3H), 1.52 (s, 18H).
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Jt‘ _‘% 6} *)T C22H21NOJ
THEAE . C, 74.76: H, 7.70: N, 3.96.
| C,74.62; H, 7.57; N, 4.01.

B. 2-(3 5.2 T R-4-Z XX E)-5-2 KR fKod

ZRAFHILEE TIBCH EO T I A 4414 7mmol, 5.18¢)%
r-%L‘f' R(26mD)8 AR 5 G4 . REA-T8SCHRME 45 o9 B A£-10CH
H1IHBEAEAHE-78C. iy, AREAGMHLALREE, BHRE 0C
HFim Afade 6B F A KIEEQSml) - Ao A B MG Ao 6 5% B R K
RQ25SmD)Em AN L 8H T8 (250ml) - o & &40, K4n M 2% Z 8 (100ml)
ER . AFGAMARHRRTE, R R ERGEAE 2.2g Bk
Mo sgsn FHRe = A BARSE . o M B R . /35 3.23g
i R A A4

R (FDMS) : m/z 340 (M+1).
'H NMR (DMSOd6} : d7.94 (s, 2H), 7.75 (s,1H), 7.52 (d,
J=8.7Hz, 1H), 7.05 (d, J=2.4Hz,1H), 6.78 (dd. J=8.7,2.4Hz,
1H), 1.44 (s, 18H).

L& C21H25NO3 0.3mole H20 :
THEME . C, 73.14: H, 7.48: N, 4.06.
5 M A . C,73.04; H, 7.35; N, 4.00.

C.2-3> 5-=- BT A-4-2EXE)-5-4-FTBERXE L)X H-Log
Febw(25m)¥ L@ a5 B 491 &45(14.6mmol. 4.97g). & K&
3 B 47 (29.3mmol . 4.05g). 4-7% & P 8(29.3mmol. 5.42g)#e & (L 48 (1)
(0.7mmol. 0.139g)89 B F R F LB R Y 4 I HEBEAETKRE, FALA 140
CThHARHIT I . RAERREAHB TR, A T8 T E(100ml)
B R KB X 100mh A= 10%58& 844 K E & (2 X 100ml) % - H Au4a A
REBMTHR, FRAETRE. 39 7.64g k. EHFATHE &
. A 10-25% R E-TIR AR 30 504 . A H S ARSI %5
TREHAET Q. SHAKBLE Y M ERGRS ﬁmkﬁﬂ%@
%,mzs%a&L%EJauh#ufwﬁﬂaﬁﬂﬁkﬁzmmv%]
10% R & LREBRFM R - &H S HAARBLES M B Fo LaTA L
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i i (FDMS) : m/z 443 (M).

'H NMR (DMSOA6) : & 9.93 (s, 1H), 7.99 (s, 2H), 7.93 (d,

J=8.7Hz, 2H), 7.85 (d, J=7.8Hz,2H), 7.60{d, J=2.4Hz, 6 1H},

7.17 (dd, J=8.7,2.4Hz, 1H), 7.13 (4, J=8.7Hz, 2H), 1.46 (s,
18H}) .

D. 2-(3; 5-=- BT 42 EAFXE)5-(U-N-FENZERAT A XL
AP R)RH B

@ ZEQ7.6m)¥ L@ 5 C 944 (4.6mmol. 2.06g) &5 F
PN N-CTE-N-9FEK (93mmol. 0.549g) & m A+ FBF 4K
(IVy. €2 TH¥#E 4 1t 6, o AMAMLH (7.0mmol. 0.263g) - % &
FRATERTHMEKRY 155 8 EMH 2N S &% Blml) £k . 1%
EFRBF ST ABENARIBRME LR . A KA (100ml)
Ao 3 RK(00mDZE & T Bt . & &4, KM KFGEX50mhE R . &
AOAEMMAET TREF Gk . KA #ITHEE L, RO
-~ 10%(F 8 : 1% 8 A& RBAM 30 28 . 6 F A RALEHE
G, BREMTRAZTE. ARAARALLAKER. ABH ZERA
TREREAER. aAAARAATHATAE 60CTFRERA, 75
0.766g 1% A . &4 .

}ﬁ'lrg' (FDMS) : m/z 486 (M-HCl).

'"H NMR (Cdcl3) : & 8.07 (s, 2H), 7.55 (d4d, J=8.75,2.4Hz, 3H),
7.38 (4, J=2.5Hz,1H), 7.03 (m, 3H), 5.69(s,1H), 4.12 (m,
2H), 3.20 (m, 1H), 2.94 (m, 1H), 2.67 (d, J=5.0Hz,3H), 1.52
(s, 21H).

%1 55
2-(3,5-=-®RTA-4-2EXE) -4-(4-N-Z4%
“SN-FRAAATR)RAELCEA)-1,3,5- %=
A 2-(G, 5= -RTE-4-2EXE5)-4-(FRAELE)-1, 3.5

— ok = otk
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ERT, @=F % (33ml) #63,5-=-RTE-4-REXYT
& (13.6mmol. 3.41lg) “EFR T ALRABR . EFRAE 45CThik
140 4 i 23 W AR . it MBEBEITAHEBRFEZRI P
AR E S b A B F AR Z AR A (15.0mmol> 1.78g) a4k 7€ (6.7ml)
BEmt . MRS, BRAEA 100CH#®R | I & EFEKREREK
WEL 130CHk# 15 . REAFHESR, WAZRFRAKFHD
A4, KAMZRTRER. 6494 LR 0t 68 8 MK E
A (2 x50mhAe & K(1 x Somhyik ik - Ate AAREMTHR, SRARL
K. 3B 44g bRy . AR BITHEEE. A 15%RMA: I
SHEHE KBS EY, ETREFH 2128 WAL AR —F
ALBPTT A F T —%.

'H NMR (C4C13) : & 7.94 (s, 2H), 5.71(s,1H)., 3.83 (t,
J=6.8Hz, 2H), 3.39 (s, 3H), 3.06 (¢, J=6.8Hz, 2H), 1.49 (s,
18H) .

B.2-(3,5-2-RTA-4-2EF55)-4-(FEXLH)-1,3,5-%
o

GAHE 0CH LEHRY A 94L& H(6.4mmol. 2.12g)8 = R TR
(1.3mD)8g &k m A =8 #(19.1mmol. 4.79g) - R E & 0CHHF 2.7
oG e 8 BB B 4H KIS R (10mD A Ak - dw A K (10mD)Fe = 8 F %
(10ml). 2 & &4, KM R FHEA x25ml) F8. &H4OF AR
FEAATIE, TRAAT KRG, BB 227gdkd . A RITHEE
A 20-35% 2% B R 30 4. SRS ARBLEMER
o AT AR%IFE 1.63g HRELSY .
Fig (&FR4 MS): miz 318(M)-

'H NMR (CAC13) : d7.94 (s, 2H), 5.74(s,1H), 4.05 (t,

J=5.8Hz, 2H), 3.04 (t, J=5.8Hz, 2H), 2.73 (t, J=6.4Hz, 1H),
1.48 (s, 18H).

ﬁ'—»? - *ﬁ C18H26N203 :
Tt HE . C., 67.90: H, 8.23: N, 8.80.
& 4. C,68.03; H, 8.27; N, 8.67.
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C.2-(3 5-=-RRTEA-4-BEFX)-4-(4-THRERLKC
HEy-1, 3, 5% ok

G 0CHm & ekeh(Boml)F ey L@ 4 B &1 &4 (4.8mmol,
1.49g), *-7 % % F8:(0.629g, 5.1mmol)fe = X &M (1.35g. S5.1mmol)
BEmPmABR AR = Z80895g. S.lmmol). R4 E&E T
a4 XBATRERGKY . AR T4l & ek A 20-35%L#&
LB CREEBIOTH . S ASHAFHE G -RERTEG RS
FAATREFHN AR . ZERHA K ZEGSOmHLEE R 10%%
B AT AR RGXSOmD)EE B M 10%%5 8% 2 4MAKE &R X50ml)%k . &
AR ERATE, SEFETREFE 520mg BERK. WA LA
#—F o ALBPIT R T T —% -
'y NMR (CdC13) : & 9.88 (s,1H),7.94 (s, 2H), 7.83 (d,

J=8.7Hz, 2H), 7.07 (4, J=8.7Hz, zH). 5.74(s,1H}, 4.51 (t,
2K), 3.31 (t, 2H), 1.48 (s, 1BH}.

D.2-(3,5-=-&Th-4-2A%%)-4-(4-N-ZE&-N-7%

AEATEVRALACEK)-1,3,5-&=-%
MEZBB A TMEHM(. Immol. 0.063g)G# &M N- FEA-N-

Z AR (1.1mmol, 0.063g)% & 1, 2- ZRZHKGm)F L@ HF 5 B 1L

&4 (1. lmmol. 0.450g)th 5k . REAERTHFRY 24 [ HE MK

BAAAERQSMDE L . ALK LS, BHE 15 oWETASA .

A M EaAKERGX2Sm)k %k . ARG A A& RY -

KE G R #AITH & e, A 0-10%(F & 1%H AfLs): 47 LAl 30

ﬁ#o%%%ﬁﬁﬁm%%%ﬁ%,M%ﬁ%%ﬁ#ﬁﬁaﬁﬁMi

E Akt . REBBZRATREABAEK . ZERKAEALZHEA

A GOCFHRTE, FHIBLEY .

I & (FDMS) : m/z
'H NMR (CdCl3) : & 7.94 (s,2H),7.49 (4, 2H), 7.00 (4,
2H),5.73 (s, 1H), 4.44 (t, 2H), 4.1C (m, 2H), 3.28 (t, ZH},

3.18 {(m, 1H), 2.86 !m, 1H), 2.63 (m, 3H), 1.58 (3H), 1.45
(s, 18H).

LA C28H40C1IN303 :

17



5

10

15

20

30

* 8o
L

T HAA : C, 66.98: H, 8.03: N, 8.37.

52 M {4 C,66.86; H, 7.91; N, 8.27.
£ #&H 56
2-3,5-=-|TE-4-BEAFXH)-4-(4-N-TF % -
LABRETFTR)-1,2,34- 0 R FEA-6-REZA)yE-2 % %
A 2-(3, 5-2-\TEA-4-2AXK)-4-(4-FTHETFTEH)XE
B )lho

ER T, @@ I khSom) ¥ LXF#aH 1, 5 C ¢his iy
(31.2mmol, 10.14g), Z % 4- A X8 (35.lmmol. 5.85g)# = X i i}
(35.lmmols 9.23g)8 5 & P v A R =K & = Z&(35.lmmol. 6.13g) -
AEZRERBKGINBREETEITRHEIR. dRBA=RT
B AIR, BRRAZRERGRY . GHABITHEE L, M
20-35% R B -TIR B 30 o4 . SAARMALS YOG B RRITE L
s B O15-30% L8 LB TR AL 30 24 S H S AAREAS MR
7. BERETE 12.07g KR .

i 1t (FDMS) : m/z 465 (M} .

'‘H NMR (DMSOd6) : d47.92 (s,1H),7.73 (s, 2H), 7.52(s, 1H),
7.16 (4, J=8.7Hz, 2H), 6.90 (d, J=8.7Hz, 2H), 4.22 (t,
J=6.6Hz, 2H), 3.59 (s, SH), 2.96 (t, J=6.6Hz, 2H), 1.41 (s,
18H} .

7‘[..—%5}*& C28H35NOS :
tHMA : c, 72.23: H, 7.58: N, 3.01.
3 M A C.72.47; H, 7.65; N, 3.10.

2-(35 S5-Z- R T A4-ZAFE)4-((4- LK 8 E R A )Ed
4@£%%@hm#*Q%M¢L@%%A6MUWM%mml
12.07g)fe &, A AL 42 (78mmol: 1.86g)49 & F & A 65Chik 4.5 8. &
BEHRREZAHNHERALAEKQRm)F L8 Z 8 25mh)f T 1%
(25ml). 2~ & &40, HAAB A 10%5 8K 54 KIE R X 50ml)Fe 4 K (1
X50ml). A REAMABERITH EEE, A 0-10%F8H. 7Rk
10 74 . S A BALESHOB T H Rt E%, A 0-3% 78 =
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i (FDMS) : m/z 452 (M+1).

'H NMR {CdC13) : d7.82 (s,2H),7.49 (s, 1H)., 7.17{(d, 2H),
6.85 (d, 2H), 5.50 (s,1H), 4.16 (t, 2H), 31.56 (s, 2H), 3.06
(t, 2H), 1.48 (s, 18H).

LE TN for C27H3I3INOS :
+HA : C, 71.82: H, 7.37: N, 3.10.
5= W) 14 : ' C,71.82; H, 7.46; N, 3.03. :
C.o6-[2-[3,5-=-BTA-4-2EFXE)-4--%4X]-TARX]-
™ 3, & &

AEETYH -_RFPHECm)F—F - FEAPRETO LEFS B &)

. &4 (3.5mmol . 1.59g) 495 #& ho A T # 8 & (4.2mmol > 0.50g) - % &
B ASThik 2 I HEANHNFEAELZRAEREEXEK. G-10CH =
2P R (24m) ¥ 69 4L 45(10.6mmol. 1.41g)8 B F R F £ 3 8o A=

FPROMDTPHOHBOER . BE, ORFRPAANTHAKRKRY 105
. RERBETHREH A K/ KSOMDT - & 24, H44AMA IN
h 8 (2 X Soml)#= 2k K (1 X 100ml)sb & . AiuAn A ek 4h T4, QiR H
AE ke, 158 146g wkk. A #ITHEEE. A 20-35%L %K
LB TIRERL 30 o4 . AL AKRBLESHOR Y, K EIREFE
680mg & K4 .
ik (HFR48 MS): miz 462(M+1).

'H NMR (CdCl13) : d7.83 (s,2H),7.50 (s, 1H)., 7.04 (4, 1H),

6.82 (2H), 5.49(s,1H), 4.28 (2H), 2.51 (2H), 3.03 (m, 4H),
2.55 (2H), 1.48 (s, 18H).

ﬁ——»?/ﬂ\*ﬁ Ca9H3gNOy4 -
T+ E 1A : C, 75.46: H, 7.64: N, 3.03.
5 M| {A: C,75.41; H, 7.39; N, 3.02.

D. 2-(3, 5-=-®RT A-4-2ERXK)4-(4-N-FPEN-ZEAXT EK), 2
3, 4-m R ER6-AKLE)pEr L&KL
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AAELREBEBLHRB 55, $2DAEME GRS, -
Bk (B F-R4 MS): miz 505(M+1).
'H NMR (CdCl3) : & 8.25 (s,2H),7.71 (s, 1H), 7.00 (1H), 6.71

(1H), 6.64 (1H), 5.306 {(s,1H), 4.39 (2H), 3.57 {(m, 1H), 3.39
(2H), 3.11 (m, 6H), 2.79 (3H), 1.53 (s, 18H).

F 561 57
2-3 5-—=-fTHA-4-2EX1)-4-3-8-3-
A-FRAZERETERE)R L)L g
A2-C3 5-Z-RTEA-4-2EEZR)-4-2-8T %)%

A#(R 4 30.17g)4 2 = X B M (118.8mmol . 31.12g)¢5 = & F &
(460ml)8r iz, BBRFERELT. REHE IS 29462 10 o4
AN BT REGOOmDNF 2-3, 5-=-BTA-4-2 A X EK)4-Q-£ KT %)
&% (79.2mmols 25.10g)#= %k =#(158.3g. 10.77g)89 5% . 3.0 &t 5 3%
REAZRERBEMRT R TR, HAirhdarRTR. HEH~
A 1] TRIS THEER. % S00ml &y . HAMBY RS, H
1 X250ml IN BT | x250ml AR, ABKETIRE, SiRH4
EZ R, 55 32.53g(96%) 1 M 1k &4 .

I & (FDMS ) ; m/z 427 (M) .
1y NMR (CdCl3): d 7.90 (s, 2H), 7.52 (s, 1H), 5.60 (s, 1H),

3.50 (¢, J=7.1Hz,2H), 3.18 (t, J=7.1Hz, 2H), 1.49 (s, 18H).

TESM C19H26INOZ :
ff}iﬁﬁ : C,53.40; H, 6.13; N, 3.28.
g2 0 {4 C, 53.64; H, 6.06; N, 3.30.

B.2-(3, 5-=-RTX-4-2 AKX K)-4-Q-FE T &)Lk
BEH R wHBLE 85 27 & 92T 6 RAL4#A(84.5mmol. 5.5g)49
— P ER(120mD A & AN 2-(3, 5-=-WT A-4-2 5K E)-4-2-8 K
Z )% 4(70.4mmol. 30.08g)- K& 1.5 WG . ¥R LA H TR HF
M1 18R TE . THREQ50m)F 10%8 % 47 K E & (250ml) & 2 .
FEZHLARGME. 7RARTEOGAFER. 2E#MEH LM, K
AR 18RS TIREX200m)E R . &34 69 Wu4s B #8&4m T
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ﬁsﬁﬁ,m?%ﬂ#ﬁﬁﬂ%é%oﬁ%&mIWM%Cﬁaﬁﬂﬁ
B EHESARE I HOB Y, HKETER, SR HELTRE,
# Bl 18.25g(79%) -

J§i (FDMS) : m/z 326 (M).

i NMR (CDC13): d 7.84 (s, 2H), 7.53 (s, 1H), 5.54 (s, 1H),
2.94 (t, J=7.1Hz,2H), 2.78 (t, J=7.1Hz, 2H), 1.49 (s, 18H).

fﬁ'?ﬁ“’m , C20H26N202:
T HA : C, 73.59; H, 8.03; N, 8.58.
5= W {E C, 73.37; H, 8.05; N, 8.53.

C.2-3, 5-=-RTA4-BEXE)4-Q- T8k T K)&
MI10BRR=FTHE R4 T RXE&67.7mmol. 67.7ml)4k #2-60
CTE P EXA6TmDFH 2-3, 5-=-T %-4-BEFK)4-Q-R A AL
“#(52mmol. 16.99g)69i5 ik 8 44 - A-T8CTHIM 15 %55, HE Tk
/REE, REAERTHE 175 ot . 4K P&E6.5ml)E A fofe )
A OSOMNLEREZ - TR THIE 1S FHEA S0%FRR(VVILE
RE,. B8 72 mMER. dREARERTFLOESE. 784
#8, KABF L8 L8 FE A2 X 250ml) . & F 69 & udh A thfe 64 5% 8 54K
Koz (1 x250mi)E R & K(1 x500ml)ski% - Aty 2 K4 50ml
SRR, FHITHEEE. AHAA 0-10%F 8 FEXBHE LM . &#
SAMB2E OBy HBRETR REFELTRE,. FE
15.13g(88%) -
fi# (FDMS): m/z 329 (M)

lH NMR (DMSOdg): & 9.74 (s, 1H), 7.82 (s, 1H}, 7.71 (s, 2H),
7.52 (s, 1H), 2.78 (s, 4H), 1.41 (s, 18H}.

LE S C20H27NO3 :
X1 : C, 72.92; H, 8.26; N, 4.28.
s | PR C, 71.40; H, 8.27; N, 4.23.
D.2-(3: 5-=-8TA-4-2&X%)-4-0-2%-3-4- (1,

3-ZRRIE-2- AV RE)AK)E¢
¥1-70C 2- (4- %% %) -1,3- ZR/R3F (21.67g> 94.6mmol)
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#)va gkl (142ml) 6957 42 25 240 iAo 1.6M E T 242 (59.1ml,
94.6mmol) ) Loz - FHOBFHRAE -TOCHME 2 o, s
30 4P idihe 2-3, S-Z-RTEA-4-2EFXRA)-4-Q2-F&AT
A y&e4(10.39g. 31.53mmol)8) @ & sk (43ml)iE ik . 1.75 I HE, &
MRARE . -35CEH, Aafd) R A LR EH LR L8 28R 10%
BB AR . AL A S KER, FREKN), RLETF, A8k
L@z, MDA TR CRLEHARN. 38 KRS8
(7.84g, 51%):

14 NMR (CDCl3) & 7.85 (s, 2H), 7.4 (m, 4H), 7.35 (s,
1H), 5.8 (s, 1H). 5.5 (s, 1#H), 4.85 ( m, 1H), 4.1 (m, 4H),
3.7 (4, J=4Hz, 1H), 2.65 (t, J=7Hz, 2H), 2.1 (m, 2H), 1.45
(s, 18H); FD MS 479 (M*).

E.2-(3. S-=-RRTE-4-2E%X%5)-4-C-#5-3-@4-T&
YR KA K )Keg
@ H 4 69 H R (82mD) A= KQ25mDF 85 2-(3, 5- = -® Tk -4~

REXX)-4-C3-2EX-3-4-(1, 3-=2RAF-2-K)x K"
o o (7.84g . 16.34mmol) 87 & & Ao A W P R B B ok o 45 (0.21g

0.82mmol). R A AKX ERAIA A 1.5 ef . F 8K T8 FRA
RO SREFR. ARG KRER, FTRERRA, RLETF. 52
B /8% 4 8 HR(6.82g, 96%):

& (FDMS) : m/z 435 (M).

ly NMR (CdACl3): d 9.98 (s, 1H), 7.87 (d, J=8.0Hz, 2H), 7.82

(s, 1H), 7.70 (s, 2H), 7.59 (d, J=8.0Hz, 2H), 7.50 (s, 1H),
5.53 (d, J=4.6Hz, 1H), 4.72 (m, 1H), 2.53 (m, 2H), 1.92 (m,
2H), 1.41 (s, 18H).

TE T C27H33NO4 :
1+ ¥ 1A : C, 74.46; H, 7.64; N, 3.22.
=N {4 C, 74.22; H, 7.64: N, 2.96.

F.2-3, 5-=-RTh4-2EAXE)4-G-ZEAI-UY-FEAZARELTA-X
)@ ) d
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@14 4 5-10°C &) F 8 (50ml) + 4§ 2-(3. 5-=-M T A&-4-72 5 X 4)-
4-3-# A-3-(4- T B X) R K) & & )-L-4(11.9mmol . 5.182)69 & + e A
N-7 & Z A5 (118.9mmol. 7.03g) /& # % Aw A Z & (118.9mmol 7.14g),
Flef g e N RERAMKT 4C. #A& R AW EH(12.5mmol
0.78g) G A ER THH 2 K. REATREBAL, M 111 HLHKLE:C
R(SOm)REE, 7 & &48. A tudp A A0 69 % B8R B 44K 5 i (25ml)dE &
AlO10%AE EMKER. REALEKROM)EE. ATREH LY.
ARGERABITHEEE . GHRA 0-10%(F8:1%8 8 Ls) T £
WERM 20 24 . AT RBEANL ALy, MERGLEERL
o &, 5, R 4 2 o A E IR YRR B KK BRI AREBR T & F &
(20ml), BEFELR, FM R FRAOmMDAE . BEMN =5 & e
(I0m)&E 2 . ZRHBME KLY 10ml, FHED R ERAILK . 47
ER, RTRGERRKBRE, FRAEAEY. HBEKRE(.78g 29%).
B (B R : m/z 479 (M-HCl+1) .
1H NMR (CdCl3): 4 8.12 (s, 2H), 7.62 (s, 1H), 7.53 (4,

J=8.1Hz, 2H), 7.46 (d, J=8.1Hz, 2H), 5.93 (s, 1H), 4.88 {m,
1H), 4.14(m, 2H), 3.18 (m, 1H), 2.85 (m,2H), 2.88 (m, 1H},

2.63 (d, J=4.8Hz, 2H), 2.20 (m, 2H), 1.41 (m, 21H).
LE G C30H43CIN203.1.5H50:
T+ H 3 : C, 66.46: H, 8.55; N, 5.17.
92 ] 44 : C, 66.38; H, 8.57; N, 5.22.

23, 5- - R T A-4-AEXK)4-3-88-3-4-FTELEARA T A-X L)
.ﬁ}{)uﬂkm
© 60 °C 69 4 4¥ 69 £ 8 £.(0.23ml. 2.68mmol)# = & F % (6.1ml)i%
AP e = F EAO0.38ml. 5.37mmo)8 R F K (1.2mD)E R . B#HE
-20C G, e A L@ F 694 &49(1.17g, 2.44mmol) 89 = £ F 1% (2.4ml)
s RSB EREL20F25CZH . AEBE 30 245, E
ZLE(.ml, 122mmol). B R EBH®REFTR, MAKHEHE. 4KEA
—ATFTRER. SHAGANER S KER, RBEATIR. RLEF.
AERERITEEE A-RP&E-TEBARM, 85% 88037
85%) - ¥ & #(0.67g. 14Immol)iZ BT =R ¥ (20ml). A& #a 2,
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AR, BEBMBGEMO.T1g. 99%): -

1 NMR (CDC13)} & 8.1 (m, 4H), 7.8 (a, J=9Hz, 2H), 7.6 (s,

1H), 5.8 (s, 1H), 4.2 (m, 2H), 3.65 (t, J=7Hz, 2H), 3.2 (m,
3H), 2.95 {m, 1H), 2.65 (s, 3H), 1.5 (m, 21H) ;

FD MS 476 (M*-HCl+1);

LE A C30H41C1N203-1.3H20:
1+ 5 & : C, 67.16; H, 8.19; N, 5.22.
iy R C, 66.90; H, 7.75; N, 5.24.
X 5

BAEEREETFGORY 2%, 22 HERFRBGAALGRY
20% . REFBAGLEGHRARALNE R AL, ZaRGEERLS
AR AL E Y B et B &5 B E & (Cohen #» Werner. 1994) . T
EXTRAHBRAGKRE. BHEHER. 128 0GR R & F QL ILKEH
HEEBMEHTREALOEALRAURACH N EES . 2L 44
FAEBRBGEHNBEO LT T REGEANTIERNZLAENLTEE . 15
Plot, LR a2 EAYA(ROS)EFH DNA Rp. BEAA T &Lk
) Fo fb 42 72,89 1

B AT AFBALIAMKAAREL OB &G BRERE & WA
NARGAMKBRBEAAZEE 2 LAINNERENIERE. A
fo JG Ao F- 3R B M 2 B 6] 69 5% & BE RS R 69 & 69 38 e 4 A% R i R AL A Ao
ARAEOKERBRGBHERLL > Moy £ A2 T EH(Clemens ¥, F R
(Stroke), 22 %, No.8. 8 A. 1991).

ATEHBAARBANBAPHERACBARESERLEL
#&(Braugher #= Hall. 1989 ; Hall ## BraugheR'989 ; Koutos. 1989, Floyd
1990 ; Nelson, % . 1992 ; Panetta # Clemens. 1993)-

BRABRENEERTAGATRANSGARY A AT H A
(Graham 1984 ; Ogawa % . 1993. Ben - Shackar ¥, 1992 Carillo
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Fo1993) RELRTHADRSAMA X EKAF Down HE A%
8 K mALE (Zelman % . 1989.Ceballos - Pecot % . 1992 . Andor %,
1990 ; Subbarao ¥ . 1990, Mclntosh % . 1991). B s, ZifesdRiE42
T B @ &R ALS 69 £ % #L2 (Rosen ¥ 1993 .McNamara #= Fridovich
1993) .

AEANEH T MRS HRE R EWAG LA, AR T
MiERGE SO A A LRl mRfoks, FloiHi Ll
ke, MERAH MEAEBEAE. DownfHE 4% # ALS.

RETHGRBLRLAAMEN, X | GRS HO RN LB K&
o 5] AL 09 4% 2 A bm B &Y 4R 15 .

KBtk e) K EHEA

RETEG %, BB GRBE RGO EFHKIAN SIS KL K
Rtk . AT ARKEMRBRBENE Wistar K&, #XELRTla®L .
56y R W&ﬁﬁ% AMRAZEHROE B . RE L HLHEHK,
AMEELBLE . AEHKRABALTEALERKILAS. £
LG, BREMNIARZTEN TR EA RS TFAG O . AHGHED
mANEEme . AR EREEAAS AR HELERARGIEIG
HUP % . BEAAHRABEATRHEIIGHFIR, FHRLEHEHE
RARREHE B E RSB AE. AFRKEMABEATE
PO HEETRNTHPER . R mA%*ﬁuoﬁﬁfﬁﬁ%%%%,
1245 & Ak il kh&waﬁmﬁJ&ﬁh&ﬁ?am oAk . 31T A
# Bk 61 K As 69 16 IR 18 %ﬁﬂ%ﬁ&ﬁ%%ﬂﬁﬁﬁa%ﬁé,&k
Fok B 24 ut

TRAHKBABOFIRN AR BHEHa . ZIHE, LE2ADKR
REAHBOORKAXK IR B AU AR P HEARE . B
fn 690 8] & 20 94, B sk 20 4G 2B, Bp A Ee, L 10mg/kg
%%mkﬂi%z HAEBZHKAEE 5.0mgkg &0, #ii 20

B AR EE S RARKE, BiiAR, BTABR DS H#i
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TR F AR, }

REPARE AR A3 RRGHORBY - R E2E D4 CAl
Hiihmpz . st 20 2 HBHRB L RBILTARLEGHMP CAl Mitkm
FOEXEWHET . EMARENELIHNEH UL F A G RWmABE .
R A& T @69 R A M KBEAR 5

0=RAHMG TLA¥mpi

=8 #H1%H, CAl B¥HZpZ2—RT

2=F BB, CAlEHZa Rt

3= F 15 . 90% A Légtmpe & =

ATRALAGHRGETATIARESKBOFLFMEG 4 My
ARt HEMLBAFEFHRGFr. BRALBHGFS 5
XA MBAGFPBITRTEINF, HBEARSTHARETRLS
ey BA R (& FEK). 2 Mann Whitney - U - KB R & 2 %
K F .

ALFREFMATARLALSHHALEAALZARNGY.

TEHZHRAERNTHETLSs aaX4L g h, 2
BAERT BB B hm, b AR, MRAEBERE, Down's 44
Fo ALS & 7% -

A& A 3 B4 B iK%
& | Aruoma ¥ . 1990, Free Rad. Res. Comm, 10 : 143 # e 5
&, N1 Qs AREpH AL FMALTARLDGO LR, &L
AL FAE . ERA LB B RBIMNASOKLALSHESR
EiEe

BEAY O, - 7R
%G9l Lorico ¥ . (1986). 4 4L # 49 (Biochem. Pharmacol.)35 :
2443 B9 F HZ MK X 1 G &hir s8R O, LRGBS, &
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LKA FAE . £NA LERHNG AR P MR A LA S -
RS

H,0, 4~ b 4F A X 3
w5 . &R Root ¥, (1975). 16 &% %(J.Clin. Invet.). 55 : 945 &)
mER X TSR R, KRGS DI H0, 5 ER 2 Ak,
R L SR RIRE T |

B4 48 A dp
o BRI, NI R E 5Me A%, MAEEKAE. Down's
edE, MBHEMEMERAAAN XS E TG H ATl kB bk 2
ALO LA RO ARG MM L AN LB ERGANEG LT F k. B H
EFORNTREAMERAE,. MAZEHA, NEGHMNEFALEE
Wk 6L E T LY ET ARG ARKES — RS
X 1iLa4 .

—REAT, RMEBU-TRAEGEARALAE Y, kA i
RUEALGERATRETAFORAFG AN, FATUUE
—*iﬁ-?d%*“zﬁ AAWRER, MNETUFHEARELE, A —X
SR RO g

AERFEFHRRNG G TERMEAR, AL ABERRK,
MS%%%ﬁmﬂﬁ%%%ﬁﬁﬁﬁM§a@H%ﬁﬁ%ol%,%
X EATAE A 8 ﬁ%“%ﬁﬁﬁ%”ﬁ@kk%&Sik%lmmﬂg
REGHETEE. BFAAN, RiEXKY 1.0 2K 50mgkg thE 48
5&‘5! 1’1{,/‘\%%3&&}(?3 0.1 £ 100mg/kg REHKAREL HZE

AlETHKAHEIRA 0.1 £ SO0mgkg F- 8. Mk 20 0. 225
BEM, FRIABOMENHBERBEL KT, ELAER LG
o BENREHOL S LS, RBOLHRE, B4 B FGE
e hEPRE, BEARGOFERA, A LN ESLBETLEA
BT R % RZ AL HE .
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BEMRARHABKASEYA, RELHEEH LN 45 £
K4 9.50 i st dn — #b 3L 418 69 25 M 46 4 3] SR 71 .

HETHER, Wi AR, FIREBIREB, WEBEM &AL
Down 54 E 2B MAK . £i5 <Bp HERA R MAELEY L
RN Ak, SHHTARHELABNASETHERADA
gm it AL b A4

Bk XA —FFINE, Ly fek bk fdn )89 K49
i HTREALSMABEERRL L. KiF <4 MH- KgE@E2
WA B AR K . Bt Byt sk i 5] AL 6y b B AR 45 69 06 T 6L 48 A M
PR X ALEBERLT, AR KL Lo %QA%ﬁ&E&%%
BfApa . do LATR, BHUERKARALRGELAKES

el TARL LM EHGRELS, Slal. B, B4,
BT #BA, MARSANEE . S5O BRARE IR EY . 18
‘&%A?EP RA—F BHOLHRAANGHASMFALY, &
HHBEWBINENF N R R4 & .

EHEHMBLHE . BE—HKSHERA>EHERS, &
EREARE, SEHALRAT. LTUARKRE, I &#. HKAX
LCEEWX . SBREMAHENN . ETAREASR A SO BK.
CER RS ﬁﬁiﬁﬂ%@%»%@%i&%ﬁﬂolﬁ,ﬁ%%T
MARR G AR B ERM. A LRF . &AL BiEA, LA, 2
ﬁ,%%:m$NME¢&&%%ﬁ Aﬁw%&§(m§%%ﬁ%
M TR, KA E. A FAEIMERAE AL G

CENHRE, MU BB — L6 FoiEtE, 55, 5
B LAES, HEMEE. EH, MUK, B4, Be%. BE
BR W, BES. MAA%E, RIEwSkM. 45,
mos, RBE, PHRUAG K, REARYS Pasfo R, B5, @58
AT Wil . A TAB S HEHBHN. ZEM, L7 Fo £ E A,
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LA ‘e wa
.

B A Sk A R Ak A . T LA AL A ﬁHLLFH$

Bt Tk B RS HERE SR ARG, ey R R
i

T o6 B A E A T L B AR A B MR, o EGAE AT X, 1 694 & 4% .
B AR LR TR TARE AT BB AL A LE .

# A1
1 ] F 0 69 i, o #) % 58 98 AR Ak -
F(mg/fik &)
2-3, 5-=- BT A4 A KE) 42
(4-ZAEAEFTE- KAL) T H)Eayg 500
T4 = 200
33 10

ReLdpa, AR TIOmg HEEABAKKE T .

#l #] 2
AT @ w55 &R H:

2-(3: 5-=-dx T & -4-72 X R X)-4-02
(4= P RAA PR RAL)T L )eBok 100

BB HhE 400
HE ) 69 — A 4k &% 10
5 RS & 5

e riamy, HEHKAR. A 515mg-

Hl#3
W H FER S H SOmg FEHE A DB F:
T (mg/A)
243, S-Z-mT A4-72 & X K)4-2
(4-FTRCEARA P A FHA)RA)-5-Z Akl 50mg
"E Ay 50mg
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oan 4T 4 & 40mg .
B Tt ok o 5 o ’
(A 10%7K 5 ) 4mg
U o R 4.5mg
NG B 4 0.5mg
B Img
2ot 150mg

EWARD, EHfd i EBid No. 458 U. S. BftAsRE. B
LS IR tAe) 5 5158 69 RiRe, £%K5@2 No. 14 B U. S.
o KB G AL 50-60CFIR, HiL No.18 B US.% . F4il
#F No60 B US. BB TRz, BREHEFBLEAREMANNTLE
T, REG, BEEANEH. FEEHAH 150mg 49 - 7.

# A 4
wTHEHERESH 25mg HHh ey & #:
F(mg/ikE)

2-(3, 5-= L A4 KX E) 42
BT RAAFTE-XAA)T &)kl 25mg
:an\ 60mg

boam T4 & 60mg
i 5 8 4 Smg
21t 150mg

AaE R, R, R Ao Ag 4k @i Nod5 B US. .
VA 200mg 89 F K A IR &

EIIE U
Yo T & & & A S A 250mg &M AR 9694 #
2 (mg/#e #)
2-3, S-=-RT E-4-F RAKK)4-(2
-(4- irﬁﬁwwg ARA)T K )k 250mg
s e 6 N By BR H b B 2 2000mg
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&R

@34 No.60 B U.S. 7 &% T F 58 & s ok I ho 4 11

69 4o fo 69 BG 05 B H i 8BS P . KB 4R A M Bk ] 84 2g BAE K

P 3 A4 B

# 6
T HEHE ml FFSA 100mg B89 &% 7
% (mg/5ml)

2-(3» S5-=-R T Ak-4-52 K ¥ ¥)-4-2
-(4-E TR AR T AR AP )k 100mg
BT KT 4 4 50mg
13 3% 1.25ml
AT 5k 0.10ml
P ok a3
&7 % g
%K & Sml

GBIt Nod5S B USHHLGATAF S M BERS, Bk
%F%Mmo MLk bHERXPREZE, ARANFEEHAHRET o

N RERANRSBGK, BHEEG5KR.

% an 4T 4 #
B A5 B8 4%

# # 7
o TR EHEMNEH Smg Han ey & A

F(mg/h #)

AT % %)C%)"%"ﬂi S5mg

164mg

164mg

22mg

355mg

5
lu1+

s EERS . Ak AR FRMEEE. B2 Nods B US. -
A 355mg 09 # R AR AR R E .
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# 7 8 -
do T A & 4Rk A H A
% (8)
2-(35 5-=-l T A-4-# A X )42
5 -(AETATAARATA RRR)T &)Ll S5g
FH &K lg
B 1t 6g

AfEas Iml @A EREAOEZHRALH LE RIS
HR o
10
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