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M & HERE -
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Ty RE W E o H R H
B R S R PR B R JE 2R W GE R B

e b HEDL = EIE & W

s., 9, 27-37, 1997)

REEBERIE - HEFEE

PGE.1)

Ao MR R IR o HIEB D E BHEE L

Hs 4H7
% =

M EEAE#H (FSAD) R
TEEEARERE) RLea Ed kL’
fF 2R E#E O E

M EEEFH (FSAD) ZRHE
JEE, BT EHBERBRZIREIAESRE - LUEERE
%3 (FSAD) cBHRABHEKE

TEBHEEN, EVF TR CERLUEERE
%% (FSAD) ERZHEERUME < M ERE B
Goldstein et aal., Int. J. Impot. Res., 10, S84-S90,
& ¥ &R XK T OIB A (Park et al., Int

e ELEERBEAT (F SAD) ZKEE
B ) ¥ ER R E S M EE S
o w2 BT,
(P REMEWE, MR, BB —EBESE5H (PDESOS
) 40, Ao g T 8 ( Sildenafil) ) o,
ERBFEEEBHEER T REALES ZAITIRE (

ABWHhEW e EBEER A TRMEELEHR
B2 J5 ik — 7R Bl 0 A fE 4 & M TR

BN E PN PNr4

= &8,

O M &R

B#HERRBBRZ M

e K, MR B K

gy (1E
B®RAEMNZZE
iR K& OT B

DA Ko 7 5 B A€ I

BB X RE R

HEeE, BF Kz

AUIER B A TERBEFLZE (CNS) AdSLE (210X 2970 % )
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A~ BB (1T
B oo bR E R E MK E R B R E N,
HHEEERREE N A EMESEREESEM - - WL, XA#
e mBEHEEEEERBERERR, LG8, Gk

T TR, T A (S A B B 0 I U
B (VIP) SAMrmEmems ial b, £HEEmS
¥ 2 8 o, 2 E S A MR EE - B M B K
(VIP) RHEMMIKBA%ENEP ECS3 .4 .24
L1 1R R e B, PHAKE (NEP) M
TR BRI FRE Y M EEEBK (VIP) 2/
VMR I R 0 RCTE - B W s A P B R R AR (
F S AD) . 30048 I8 iR BE %R B B A B A
MR- 5AER, NEP EC.3.4.24.11
YOS R TR IR R R E W 2B & A — W
VR EE M (VI P — MG - B4, B
Mo pE Py RKES (N OE P ) MBI M R B4 BE A B i B
S E SR (VI P ) K AS — (F B B A -

WO W 2 BN R B B B E R
NEEME 2 f i - R R M TS B E, B
EREBERN - LE SN R EEEERCEER LB RT
B, R B K NE KSR 8 R kRO E M - B B
DR B L R R M T MR, SR
v H ik

M T RS B B A HE R ) AR T AR BE B, A A OE B
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MEE (PE) , BE@ekk (FREEZMES M) KEXK
SO AE o A0 M Rk ZOE (B MR B Z ELER )

AL EkCMAEHRBEDBEBBESE, BT RH
AR

AFEHALEYTERETY B A LM%M Dae s 2o
HEEL FRRAFESZERRECEE, FR, &0
, IR IT, ERRE L -

ARBFEHALEY T EREHRTI FRTGE 2% 6E
R A ol S v

i) mE MR KR, B0 E BB R 56 R B LR R
HEEBME, ME, BERHE, s0B, BEHFEFgENE
, R THEERBHEME ZRK 4B XE -

i) AR MR R, B A0 E BE IR G S e AR R AR IR R
BESHEEA, BRE, BERRXEMREE, BOEF#

& R, S G R B AR F T

i) MEEFHANSWERE, FOTHE/ETEE
VR B 2 oh RE BE BE ., S0 O B b e IR BE BRI Zh meE I B
FMBXARES, BUZHZ, SERRE ZELHEHM
mEEslmENE, BERAER, FRUEINEER, KR
Mere U Kk HORIR B BE A 2 -

v ) MM ER, FOERE, RAE, REE, A
wERE/ " BREE’ EREME R ANERMENE, RHA
BEE, BWARM, L@ BE, ER2MWEE, TA
IR A R S

AIEREEAPRBEEEE (CNS) A4 (210X 2970 % )
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v) A AMEZHRKMHE (S SRI s ) EHEK
HenEB@gRk (ZBERITZESFH) , &S MEKE
A RMEE, REORBEEARERSIECEYFE
P M T gE IR BE -

RAEREXTESHEDLREER (MED) <K&
EAERRABHALEYcERMEARESE D E IR
Ew R ERATE R RIE - A, RHCHREEL, BE
FEEBREEMDELEER R RN ER KKK A
PDESHARGEMBLR WE, PEKBEEEZDE
R B AMBEBEEFCH LA, HES A ER The
Journal of Urology,vol 151, 54-61(Jan 1994)F -

ABHELEYTERETIHAEAESEDERERZ
FERERE R o SRR ME, AW, MR, Bk, Y
FE M REERE (FELE) REBMRBEEER, THEZ2F
EEE R AR MhEER  SEREBFDEFRBRR
Clinical Andrology vol 23, no.4, p773- 782,k I. Eardley X
K. Sethia “Erectile Dysfunction- Current Investigation and

Management, published by Mosby- Wolfe"igd A E Z 5 3 & H

ABPELEYITUEMZ A, UMEEAAE LT AR
B FTHREBE TXH, RIFESEHR, SHHAAER,
n, XEYHUORE -—BEPTREE EEHTETPRAR
FEH B B -

mEHEFMAAES, BARUEEHF I, I, I,
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VERR - GSBEBLAZEMUAT a, T b, I ¢,
~WNa, Wb, Wc HEH -

BRI weawadESIATEY (EFProtRBHE
EREERE) B ANDsKERELSANVKEY, &1 7
DLEGR#EZ (2AKER 1) - #RBR /HEGFHAIHEERK
FER MBS S0 ®I (5 HKE ) RIELR, TR LA
, RREEMEBEIBIEET, REEBERTENRE - &

MEEACSNERLEZAESYD (1 -1 . 5EF &), T (K
He®w, 1 -1 .5%8), "1 - (3 -ZHEEZNE)

-3 - ZEBAL_EHEER®BE (WSCDI1) &N,
N —Z—mo&Em#A =K (DCC) (1 -1 .3

B) , 1 " BEFXL=mwmKk&E% (HOBT) H_HIZ

—_

Mk

HEogw (DMAP) (1 .05 -1 #&8) , N-H

@)

2
EIEW (NMM) =28 (2 .3 -3EE) ZFLET

=

, AR ERBER & F KT, R

16— 18 /K -
HEemiBEfHErKERREEsD (1 -1 . 5&F&
) Bl ., 17 —E_—K® (1 -1 .50HE) REAER

BoO(HEMEEKE, ZBRERNEXFR) PEXE, B
W (S HEEE, REOAPIEFEERRBELO = LERT
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3
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i
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yal
G

(
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2 4/ . A TLLEYATEUEREA, K=
i EZ _FEFBEZFAET, RERT
#hoib M R R &

ERETERERER

M moE - RE S EAK

% 2 H "Protective groups in Orgaic synthesis’,

TW Greene and PGM Wutz °

i, AlEZRERILEZ 5V H
1 -2 .5 xmrEt) , RE
planm A (1 0 E&E) L
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FEAAETHERE - & XHY &HQEBER, QA8 L5FED
FE SR BB BKBIER - E Prot R T 2R Z5
—~EERE S EFELAANVAGERN —@F T, RER
T@E 3 /M - MAERE, R T EFRAREREEHRH
e HW, REEEBARARERT T &

WX ER 12 AEDREERAZR LS B -

BERANVTHEERELEGY  EHit, REAZFHZS
— B, AEHIREAVELED -

F-E2X T hhEaWREKEFTEH (2A
EP274234-B1KWO0O9113054) -HE
AT hEWTLULEUAZ ARG

HFR!'ABELARAIRI LAY IR ESER ' ZHK
FEA -HEEGL EHHEHBREATEAMCALAZERE
Mo %TEAEHES, #FOPRERZE SR ERES
AT HEZHMAEERE (+) —BHE®RE (24
W09113054, Hz®EH1O0)

S, AT atkdy, FHATHEZERALGYHE

FRIBARKIMMAZC i -shizE (EFQRMEAESE —BET

EBR'E#HZC -t E LZIARE) , TREKIEHS
l af#EBEAX T, X0, ZXTkEYETHHEBREEDK
(ST

AR A P BB RARE (CNS) AdiRAE (210X 2970 % )
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K EE 1 a
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0 OH
Prot/
(0] (0]
(X1
Q
0] OH
Prot/
9 o
Q (X1
(0] e OH
Prot/
O (0]
(XH1)

A sgaREae B AX T,

E, REa BT,
H-HEZZIHE
B E@EE®EEBE (FlasE, 57,

R i

e LBl B o
(L (R) — (+) —2, 2°
1, 1°7

Chem. 1994, 59, 3064-76)
[(8)7373,34)4‘

(6, 6 — ZFHE)

_2’2’_

(Na)

X IT&EXTEEY (

FHERAEEE (PIOmE) ) DIASBEa L FHE
RNl

CHBZEARS

HERAE, sFrRYEEBEMCRE, H
W, #£) £ .

ARz

% (FEBE) -

- WEREEE (HM -MAER) )AL &E (I Org.

5) 5‘ —ﬁEF[%
—E 8 (xR ER

AR R E @ A P BB KA (CNS) AdRAE (210X 2970 % )
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A~ S (2%
) e (ZHImE) (2R
WO 01.94359)
((R)Y — (—) 4, 12-%(ZRAEHEZE)
(2 .2 ) —®WEIkHF - (1, 5 -BE_4F) ) # (
I ) [ % & (J. Org. Chem. Soc. 1997, 119, 6207-6208

)

|
)
=

(% - ( (2SS, 58) 2, b —=_H&E-1-
) (1, b -B¥x_M) 18 (1) —AMEKRE (

Tetrahedron: Asymm., 1991, 2, 569-92) &

((R) — (6, 6" —~_HEEBREE) — 2,
2 —ZH)® (ZFKEBE) % (ZHAZBKRE) (

EP398132)

HEZKERLNEZERS 1 50p s i c@BR0E
100 CHZKRERE (RIF50E£260TC) - HEZH
BB T, FUFEXRIE -

KER 1 ad, X (XW) LEDRELEZEMH -

NIEB 1 ax TERRABEZS —BE -

S, AT RNVAEEYTHEBHEERX T, XITK
XMz AR wETAHBEaLFATE ZRG

AmMafkwsd®w, FEEFxHE- (CH:2) s —ZAM
e, TREBERER282E . 5%, XA VEEGWEUA
OB, OB E M B R OAEGE A S0 DL K B B i RE A1 = £ B
4 — REBW 27 E T ETZE (Heck) KELST AV

Gy . MM ERREE]L .0 -1 . 5 EEHFEN,
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R E

0
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JNBLEIR i L R VI & Y | e E
PLERTafbds o #EZ G RSB VDL KR,
Rz PESY, #15F150ps i gBAIK25E
SOCHEETEHE . BEEERNZLZEST, R3O0

psigh25TTH-

[ FE B 2
PN @ibfEfl =~ Y
Y—Hal L Y_\\_‘CN - . —L\
NH,
v) V) (illa)

S4, Vifka o iRENIER 3 ESAILSY HEBE
=L

B HAEFAROREMMS  HAUZNERRZESS
MW 2R EFREAEER (BlEtin, @LE /7

B EK (Hunig's) 2B ) MEEER (S0 -&F
be, WEKMEKXZBE) F, REBRTEXE, #m&AW
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N
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Sk, R oa fod ¥ A MR R 4

D g, kg, EtOH

2)Hy, ez #, MeOH
o VM2l N

2
(Vi
. al
1) MeOH, H,SO4 LiAIH, 2
2) MeOH, NH, Y—\_ BH,.SMe, Y__\j
CONH, -

NH,

(ia)

Hepex (m) , (V) , (Vi) k (VI) {L&%H
HmEES RAEmMKBEREDH A 6 MLl Ed
EmzhEREEAAxhFREC GE (28 F 60 k®E
BlEs ) AEMBKBRPEN LG T RS

i Lt REL R e mi AEFFHHARMEB 2R
fif 9 BIEMHE - ft KT B A <& & BB & FE R
MU RMERNEEYFRMAZCS R DHEHAMFTEZRE L
BROET B R T R B R B Gl BT RE D e

X (T ) hEYMIRES FAE2ZESETHEB (I
) hEEBFECEERIBRIAESMESZREG - B
YA WU R P ORE R Uk M SR Bk B RDORE R A B R & M 1K
W e

AFERHALE (LHEZE (2S) —2 - { 01— CH
(3 - (4 -&FEHE) WE)EE) RE) BKE ) HE

AR R B8 o BB R AR ((CNS ) AdBLAE (210X 297N ) 2
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Ao BWEH (2

oA -HEETE (EM22) ) THE-®KEZSHTI
Sl RGP BECHEARKBEG ¢

1) ~HEZZ RAFAL KNG K ATH IR E KK B
R s o2 B AT R B R G YR b T E o (
alprostadil) , AG%IIRFE , RIFIBREFE ., 1 3, 14 —
CTEHTYIREE , BIYVIREE::, FEH @ (eprostinol
), RARAERKEPERMIBRERHETEDEEZ2 000
E£3A14HBHRARZWO-00033825 K./
US 6, 037, 346FmltxE, MEHHFARILT
Pitz%, PGEo, PGE:., PGA:.1, PGB.,
PGFia, 19 -8X-PGA., 19 —-KHE-
PGB:, PGE:, PGB:2, 19 -E-PGA-:,
19 % -PGB:, PGEsa, FHEEHREET =
2 §ff %] g 2 ( Carboprost tromethamine) , 3 &% # % (
dinoprost) , A E T =By IRE, @HEHZHMEA (
dinoprostone) , H % % #7 % ( lipo prost),#& K & 1 FF (
gemeprost) , K # % B (metenoprost) , ¥ & A & (
sulprostune ) , 2 f % 7 ¥¢ ( tiaprost) K = 5 /8 ¥ #F (
moxisylate)

2) —HESHZa B LBEEZHIESEZEENARLS
w, FEMNBEB T LREFZB N - XEK e - HE
moo ftAYHCEELGWEE 199 8%6H14H
NEZPCTHHHBFEWO 99 /73069 7 FFril
o -BLREHEEZEEER, KA B LRX

AU R R P BB RARE (CNS ) A4 (210X 29720 % )
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)
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4

3

3

2

3

2
=2
(&

2 2

R S

Uus &6,

1 8
5 1
b 2
5 0
3 8
5 9

U S

A~ AR (
WOBEZE R RNE AR
o - BLBEIBERa. -

M bR % T A

g B 4 5 : By & H7 PR ( phentolamine) , FR B MR Y 2 R EA

indoramin )

tamsulosin )

2739,
17053,

)

( yohimbine)

SNAP

( doxazosin)

28

7 @ (trazodone) , Pl K EH ¥

AR R K

( naftopidil) ,

FoUf2ELERE, &
iR 32 8 TH B OB K JE
HEZa, - BHLREZEMNE

e
(=)

(alfuzosin) , A Z&#7 BH (

% W e (

¥ g mk (dapiprazole) , XE&EEBIE, F

MERLY @,

S L 8 9

1069,

2w A& (idazoxan) , FiE A5 A& (efaraxan) , B F &

Racordati 1 b /

SNAP 50889,
. 0591, ERESLF

2R & ¥ (terazosin) , P EFE £ (

abanoquil ) K % & ¥

037,

8

’

1 b

7
3

1

9,
g - FHHALLFLUMEZF

( clonidine) , £ E @, T &A% E E W,

— [E B & oK K %=
R

39
8 3
7 6
05
00
00

( prazosin)

346 (20

( dibenarnine )

0O:4, 02
6 4, 31
13,99
9+ 4, 70
9+ 4, 25
0 1 Frilt 2 «a

( dibenarnine )

=
O0®FE3H14H) Za-:
, & #i £ & (tolazoline)

;R E R
6, 89 4:
5, 007
7T, 666 :
3, 063
2, 721k

- B LERIFHEEZE,
a - — B LR FEZEHE &
(BRI

AR RE A P BB K AZR (CNS) A4 (210X 29720 % )
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O ) 5 40 b s W B (pirxamine) Z 7 4E F o

3) —~HKELZNO - #t#E (NO-HBK) La?
c AN FTHZEENO -~ EaYEEA KM RE,
EME -, TR -MEBEAAEMEKRESRE - HRE

(AT BmEHMH) , b - Bk IAAERER, —
Mo me R LRI BERERS, MUK UBEE, MEKRMER, WEG
S (SNP) , 3 - UEUEMNEEHREKWBEER, S -
R E-N-ZHEMK (SNAP) , S—EHMBEE-N
— AR (SNO-GLU) , N— ¥ K- L - Klik®R&
. WM EE K EE, M7 % B (linsidomine) , & /K & M FE % B
(SIN-1) S -—mME-N-$KKEk, —BR_A
% ( diazenium diolates) , ( NONOEH ) , Z“MBEI1, b5
~ gk, L —fE®B, A2, HIFXRKH (zizphi fructus)

IE & ( molsidomine) , Re — 2 04 7, mEHiEEHLS
P KK (maxisylyte) iAW HENC LA S P CTHAF
FHEWO 00120756 FfMtzNMI —-6738 —
11 ENMI -9 37 -

4) ~RESZEEEMNEE RFEH . EAXHLZ
EE S EM SR R AE R RS ®M# (nicorandil)
5O 9 Ak (cromokalim) , &F 5 & Ak (leveromakalim)
FE A (lemakalim) , KB M ( pinacidil) , 5 B "7
4 ( cliazoxide), >k 3 5 78 @ ( minoxidil) , # #E ® ¥ (
charbdotoxin) , EHEHE , 4 — HEBEE, &LH -

5) —m®E %2 % EKKE R, &FE MBS LESE

AR RE A P BB K AZ% ( CNS ) AdRAE ( 210X 2970 )
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BPED:, DsdiD. /D@, #FWHLARKEEK (
pramipexole) s # b B 5 (ropirinol) (21 H
WO-0023056mEFHEMN), PNUIGOLEG6EE6
( (MEAWO 0040226 & FF)

6) ~HESZZMEBBER . EAXHEE LE K
9 B L FE B B K F ( nimodipine) , P @ ( pinacidil)

% il F (cyclandelate) , E ¥ 5w & A (isoxuprine)

, @ % % B M (chloroprumazine) , IR T &, R e c
152739, %M (trazodone)

T) —BE XL B MERE A2 BB R -

8 ) —®mHEZZCNSIEMLHAE -

9) —REZZEALEYR - BEBEZEXALEDE® L
m2000#E3 A1 4H&MUS HA
6, 037, 346 FTHEBFEIH _aLAK, EHRMK
( brazergoline) , A& & %K% (bromerguride) , P4 # F #
( cianergoline) , 2k # ( delorgotrile) , k¥ & A B %
(disulergine) , HRBAEMHG @, WOoREAKL, MKS
MR mMlE, 2AKE, KBEBS (lysergide) , KD EXAH
B ( mesulergine) , K fll F A ( metergoline) , Kl & A %
( metergotamine) , & & £ M (nicergoline) , MR KRFE (
perglide) , W 13 5 (propisergide) , HH B K HE (
proterguride) , ¥ & 2K %% (terguride)

10) —HEZZAFABAMMEET, LHEELEF
WEREF (AT HBLEAMMEKK) , BEAXKCHREFLZ
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b & ¥ 2 W e WK B & 0 R

1 1) " HEZ2HMGMERERRE -—E#HEBIAS
W) F W B % B (enapril) , RMERRE - HEmE AT
Ve 9Bk B 2 &5 A 00 B 40 BROS E L 51 % (omapatrilat)

12) " HEHLCZMNERREZTBENARFENR D &
( losartan)

13) " ZEZZHE-EALR (NO) —aHBHLZ
HE, FW0L - HERK -

14) " HESZCHEEEHERFDRZBKF (
amlodipine )

15) " RESZIAEXZZBIEARNEAAKRE - @
s R (1

1 6) —HEZZ RN E R A GEWH=ET E (statins)
(5 40 BT 2 JLHF T (atorvastatin) / Liptor— B E %) K
A B Br B (fibrtes)

1 7) —HFEZZHM /AR EAmMBER, 141t P A

uP A, FTHEEDE, KIEZRKKLESI DG A,

%, (¢8RS R 8RS (L W T 0 &R -

1 8) —&EHZHREZBEAGEWHH M (rezulin
) K [ I B BRI OGE A0ME RS ER 2 OHR -

19) L -%E#&FILELE (carbidopa)

20) " HKESZZEEHFEEINGAENZANHLL
( donazipil)

2 1) —WELZHEREXFFEEELARMA -

AR R R P BB FARE (CONS) AdHLAE (2102972 % ) 34
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2 2 ) —HE L L M EZE RS kKRB
B K RMEW R PIR, B RE® M S (raloxifene
), MM (tibolone) B ¥ % 3w 8 % ( lasofoxifene)
(—) - JExX -6 -~ F&E -5 04— (2 M- 1
~HE-ZHE %) FH) -5, 6, 7, 8 -H&EZR- 2
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EEEFFENZEHEALLRMS EEEMEMREE LM -
BB E (TLC) B, HEHSEHYE

6 0 Fesu i ETZWRBEORESMHE, R REFARE
Sy HE R Bk & Y R B Y BE ME BR DU vA B0 RS B A9 B BE o RS I
ff i1 Perkin Elmer DSC7, A 2 0 Chm#A#ERKR /708 Tl &

MAX S (PXRD) BAREREMRAE B B K&
TR, 0 — Wl AR, BEHRIFME, XKEXER
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ERAKEzEHDLEER (1T /1 0)
M S REREM, BZHEHERETRE - &R R
o B A X — ok SR T A RKE BAF 0 AT R R AR
G ESRREEmME BeMETEKLRSESEL, B
cEEBEMERFFE - A, EHAAERETZIHET
R maug FERX-nar=2d sin OMEEMSE
Mrsfy - sEEMECHREMELEZBUDEAZN ZEE

1:[

11

o
o~

AR R 8 F BB F AR (CONS ) AdRLAE (210X 2970 % )

-B60 -

( 3m i 200 ot ool ik B (- B B ok )



D Pl R O 3 ome Ju e I g oY S R

1254038

A7
B7
Ao BB (5B
HH01
4 —HHEFE -2 - ( (1 - {3~ (4 -—HAEREEHE
) A ) B ) Rk ED BRI ) - R} ] R
Me\O
e
HO R\/\/©/
o 0
SERLERBEBEBNOC THMmE 1 HTH (302
2w, 0. T22EEFE) 2 &%k (L E27) BR T
300 FRREERGYHREZTRWE, MREREESY
o @ Pk, NeHEamReEEdELEYw, (233
Z2xn, 0. 62X H, 82 %)
''H NMR (CDC s 4 00MHZz) ¢ :
l1.4-1.55 (m, 2H),
1 .6-1.75 (m, 6H),
1. 75~-1.85 (m, 2H),
2 .4—-—2 .5 (m, 1H)
2 .6 (t, 2H)Y), 3.2 (s, 3H),
3 .2-3.3 (m, 2H),
3 .4 Ct, 2H), 3.8 (s, 3H),
5.9 Ct, 1 H) 6 .8 (d, 2H),
7.1 Cd, 2H)
LRMS :m/ z 390 (M—H*") s HHRMS m
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2432) -

MK TG (AEKRL1 ) A

HEECR THREERTRS -

/ oz 392 .2430((C:22H3sNOsFHES39 2

MEMUREN 1 ZH &

1
'R H
AN N\X/Y
CH-CH,
mbc// 0
)
= 1
a8 | R XY h
2 | BB mam OMe "H NMR (CDCl; 400MHz) &: 1.1
2 75 (t, 3H), 1.5 (m, 8H), 1.9 (m, 4H),
2.0 (m, 2H), 2.5 (m, 3H), 3.2 (s,
Me

3H), 3.3 (m, 2H), 3.8 (t, 8H), 4.0
(s, TH), 5.6 (d, 1H), 6.8 (d, 2H),
7.1 (d, 2H). LRMS: m/z 404 (M-
HY).
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ZH

3 | Hfmp| MEE
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Me

o

"H NMR (CDCl, 400MHz) §: 1.4
(d, 3H), 1.6 (m, 8H), 2.0 (m, 4H),
2.1 (dd, 1H), 2.5 (m, 1H), 3.2 (d,
3H), 3.4 (m, 2H), 4.0 (q, 2H), 4.4
(bs, 1H), 6.2 (m, 1H), 6.9 d, 2H),
7.2 (t, 1H), 7.4 (d, 1H). LRMS:
m/z 410 (M-H*). HRMS m/z
412.1885 (CpHaoNOsCl BE
412.1813)

FREHE
4 o ZE

'H NMR (CDCl; 400MHz) 8: 1.5
(m, 2H), 1.6 (m, 4H), 1.8 (t, 2H),
1.9 (m, 2H), 2.0 (m, 2H), 2.4 (m,
1H), 3.2 (s, 4H), 3.3 (t, 2H), 6.0
(bs, 1H), 6.9 (t, 2H), 7.1 (t, 2H),
10.4 (bs, 1H). LRMS: m/z 379 (M-
H").

PSR
5 Z5

"H NMR (CDCl, 400MHz) &: 1.4-
1.6 (m, 10H), 1.8-2.0 (m, 4H), 2.4
(m, TH), 2.6 (t, 2H), 3.2 (s, 4H),
3.3 (t, 2H), 3.3 (t, 2H), 5.9 (bs,
1H), 7.1 (m, 3H), 7.2 (t, 2H), 10.4
(bs, 1H). LRMS: m/z 374 (M-H").

6 | e

'H NMR (CDCl; 400MHz) &: 1.5-
1.6 (m, 10H), 1.8 (m, 3H), 1.9 (m,
1H), 2.0 (g, 1H), 2.5 (m, 1H), 2.6
(t, 2H), 3.2 (m, 4H), 3.4 (q, 2H),
5.9 (bs, 1H), 7.1 (d, 3H), 7.3 (m,
2H). LRMS: m/z 362 (M+H").

AR
7 ZH

'H NMR (CDCl; 400MHz) &: 1.6
(m, 8H), 1.8 (m, 2H), 2.0 (m, 2H),
2.5 (m, 6H), 3.2 (s, 3H), 3.25 (m,
2H), 3.4 (m, 2H), 5.7 (bs, 1H), 6.7
(d, 2H), 7.0 (d, 2H). LRMS: m/z
376 (M-H"). HRMS m/z 378.2288
(C;HsNOs  HE  378.2275)

8 2%

HERE

'H NMR (CDCl; 400MHz) 5: 1.5-
2.1 (m, 14H), 2.5 (m, 1H), 2.7 (m,
2H), 3.2 (s, 2H), 3.3 (m, 2H), 3.4
(m, 2H), 6.8 (s, 1H), 7.25 (d, 2H),
7.5 (d, 2H). LRMS: m/z 428 (M-
H*). HRMS m/z 430.2206
(CoHuNOF; BE  430.2200)

9 | HEG | mEx
9 ZE

"H NMR (CDCl; 400MHz) 5: 1.2
(m, 3H), 1.6 (M, 8H), 1.9 (m, 4H),
2.0 (m, 2H), 2.5 (m, 1H), 2.6 (m,
4H), 3.2 (s, 3H), 3.3 (m, 2H), 3.4
(M, 2H), 5.9 (bs, 1H), 7.0 (d. 4H).
LRMS: m/z 388 (M-H"). HRMS
m/z 390.2639 (Cz3H35NO4

HE  390.2643)
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EH

E

R1

1

10

B
10

S
2

"H NMR (CDCl; 400MHz) &: 1.5-
1.85 (m, 11H), 2.0-2.2 (m, 3H),
2.3 (s, 3H), 2.5 (m, 1H), 2.6 (t,
2H), 3.25 (s, 1H), 3.3 (s, 3H),
3.35-3.5 (m, 3H), 3.8 (s, 3H), 6.7-
6.8 (m, 2H), 7.1 (d, 1H), 7.6 (s,
1H). MP 148-150°C LRMS: m/z
406 (M+H'). HRMS m/z 406.2597
(CosH3sNOs * BE  406.2588).
S EHIE C, 67.71; H, 8.74; N,
3.41. CyHauNOs0.15H,0 .
C,67.67; H, 8.72; N, 3.43%

11

BUfE 451
11

PR
-

'H NMR (CDCl, 400MHz) 8: 0.9
(t, 2H), 1.3 (m, 2H), 1.6 (m, 8H),
1.8 (M, 3H), 1.9 (m, 1H), 2.0 (dd,
1H), 2.4 (m, TH), 2.6 (t, 2H), 3.2
(t, 2H), 3.3 (m, 5H), 3.4 (m, 1H),
4.5 (t, 2H), 5.9 (bs, 1H), 6.7 (d,
1H), 6.9 (d, 1H), 7.0 (bs, 1H).
LRMS: m/z 404 (M+H"). HRMS
m/z 404.2434 (Cz3H34N05

BE  404.2431)

12

bl
12

e

5k

'H NMR (CDCl; 400MHz) §: 1.5-
1.6 (m, 3H), 1.6-1.7 (m, 6H), 1.7-
1.85 (m, 3H), 1.9-2.05 (m, 4H),
2.5-2.6 (m, 1H), 2.7 (t, 2H), 3.1-
3.2 (m, 1H), 3.2-3.3 (t, 1H), 3.3
(s, 3H), 3.4-3.5 (m, 2H), 6.6 (bs,
1H), 6.7 (d, 1H), 6.8 (t, 1H), 7.0-
7.1 (m, 2H). LRMS: m/z 376
(M+H").

13

B
13

SiE=E-1
ZF

"H NMR (CDCl; 400MHz) &: 1.5-
1.75 (m, 9H), 1.8-2.0 (m, 5H), 2.1
(dd, 1H), 2.5-2.6 (m, 1H), 2.6 (t,
2H), 3.25 (s, 3H), 3.25-3.3 (m,
2H), 3.35-3.4 (m, 2H), 5.9 (bs,
1H), 7.1 (d, 1H), 7.15-7.25 (m,
3H). LRMS: m/z 396 (M+H").
HRMS m/z 396.1949
(Cy1HazsNO,Cl BE  396.1936)

14

LGl
14

FEHE
23

'H NMR (CDCl; 400MHz) §: 1.5-
1.75 (m, 9H), 1.75-2.0 (m, 5H),
2.1 (dd, 1H), 2.45-2.55 (m, 1H),
2.75 (t, 2H), 3.25 (s, 3H), 3.20-3.3
(m, 2H), 3.35-3.4 (m, 2H), 6.1

(bs, 1H), 7.1-7.25 (m, 4H). LRMS:
m/z 396 (M+H"). HRMS m/z
396.1946 (C,HyNO,Cl mm
396.1936)

> )
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AR RE R BB FA2% (CONS) A4 ( 210X 2970 % )

-64 -



F“";

TEEE T

¢

23
b

AT R TR O 3 omo o e 2

1254038

A7
B7

A~ BB (L)

B

FH

“rl

15

il
15

"H NMR (CDCl; 400MHz) &: 1.5-
1.75 (m, 9H), 1.8-1.95 (m, 5H),
2.05 (dd, 1H), 2.4-2.5 (m, 1H),
2.6 (t, 2H), 3.25 (s, 3H), 3.20-3.3
(m, 2H), 3.35-3.4 (m, 2H), 6.1
(bs, 1H), 7.1 (d, 2H), 7.2 (d, 2H).
LRMS: m/z 396 (M+H"). HRMS
m/z 396.1943 (C21H31NO4C|
 BE  396.1936)

16

i)
16

\/\/©/OM8

"H NMR (CDCl; 400MHz) &: 0.8
(t, 3H), 1.2-1.95 (m, 16H), 2.3 (m,
1H), 2.55 (m, 2H), 3.25 (m, 2H),
3.7 (s, 3H), 5.7 (s, 1H), 6.8 (d,
2H), 7.1 (d, 2H). LRMS: m/z 374
(M-H"). HRMS r/z 376.2485
(CoHasNO, HE  376.2482)

17

Bfiad

(R)-Me

"H NMR (CDCl; 400MHz) &: 1.18
(d, 3H), 1.45-1.96 (m, 11H), 2.08
(m, 1H), 2.41 (m, 1H), 2.59 (t,
2H), 3.3 (t, 2H), 3.8 (s, 3H), 5.67
(m, 1H), 6.82 (d, 2H), 7.08 (d,
2H). LRMS: m/z 348 (M+H").

18

2
18

"H NMR (CDCl; 400MHz) &: 1.47
(m, 2H), 1.73 (m, 4H), 1.77-2.00
(m, 6H), 2.31 (m, 2H), 2.60 (t,
2H), 3.29 (m, 2H), 3.8 (s, 3H),
5.57 (m, 1H), 6.82 (d, 2H), 7.11
(d, 2H). LRMS: m/z 334 (M+H").

19

|
19

T
YS!

'H NMR (CDCl; 400MHz) &: 1.47
(m, 2H), 1.73 (m, 4H), 1.77-2.00
(m, 6H), 2.31 (m, 2H), 2.60 (t,
2H), 3.29 (m, 2H), 3.8 (s, 3H),
5.57 (m, 1H), 6.82 (d, 2H), 7.11
(d, 2H). LRMS: m/z 338 (M+H").

20

it
20

'"H NMR (CDCl; 400MHz) &: 1.40-
1.98 (m, 12H), 2.37 (t, 2H), 2.58
(t, 2H), 3.23 (q, 2H), 5.57 (m,
1H), 7.07 (d, 2H), 7.20 (d, 2H).
LRMS: m/z 338 (M+H").

21

Bt
21

"H NMR (CDCl; 400MHz) 5: 1.46
(m, 2H), 1.66 (M, 4H), 1.73-1.98
(m, BH), 2.29 (t, 2H), 2.58 (t, 2H),
3.17 (t, 2H), 3.26 (q, 2H), 4.53 (t,
2H), 6.59 (m, 1H), 6.70 (d, 1H),
6.90 (d, 1H), 7.01 (s, 1H). MP
94.5-97.0°C. LRMS: m/z 346

(M+H"). 5MfEHfE  C, 68.50; H,

778, N, 4.01. C20H27NO4'0.25H20
wHE  C,68.65 H,7.92; N,
4.00%

AMGRRE B AT EBEEAZE (CONS) AL (210X 2972 % )
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R1

L

22

L
22

(S)-
PR
Z5

"H NMR (CDCl; 400MHz) &: 1.5-
1.7 (m, 9H), 1.75-1.95 (m, 5H),
2.05 (dd, 1H), 2.4-2.5 (m, 1H),
2.6 (t, 2H), 3.25 (s, 3H), 3.20-3.3
(m, 2H), 3.35-3.4 (m, 2H), 6.1
(bs, 1H), 7.1 (d, 2H), 7.2 (d, 2H).
MP 75-77°C. LRMS: m/z 394 (M-
H)

23

R{m
23

'H NMR (CDCl; 400MHz) &: 1.4-
2.1 (m, 14H), 2.45 (m, 1H), 2.55
(m, 2H), 3.2 (s, 3H), 3.25 (m, 2H),
3.35 (m, 2H), 5.9 (bs, 1H), 6.9 (m,
2H), 7.1 (m, 2H), 10.4 (bs, 1H).
LRMS: m/z 378 (M-H"). [a]p +0.4
(EtOH, ¢ 1). HRMS m/z 380.2232
(CooHasNOs HE  380.2225).
Anal. Found C, 63.73; H, 7.92; N,
4.11. C3H3oNO4F0.67H,0

=mm  C,63.62; H,8.04; N,
3.82%

24

b

(S)-
PRSI
ZH

OMe

:

"H NMR (CDCl; 400MHz) 5: 1.4-
1.70 (m, 8H), 1.80-2.05 (m, 6H),
2.4-2.5 (m, 1H), 2.6 (t, 2H), 3.2
(s, 3H), 3.2-3.3 (m, 2H), 3.4 (1,
2H), 3.8 (s, 3H), 5.8 (bs, 1H), 6.8
(d, 2H), 7.1 (d, 2H). LRMS: m/z
390 (M-H). [a]p -0.01 (EtOH, ¢
1.87). HRMS.m/z 392.2425
(CoH3NOs HE  392.2432)

25

b
25

'H NMR (CDCl; 400MHz) &: 1.41-
2.06 (m, 14H), 2.43-2.60 (m, 2H),
32.57 (t, 2H), 3.18 (t, 2H), 3.33
(s, 3H), 3.24-3.4 (m, 4H), 4.53 (t,
2H), 5.80 (bs, 1H), 6.66 (d, 1H),
6.88 (d, 1H), 7.0 (s, 1H). LRMS:
m/z 402 (M-H). [a]o 0.00 (EtOH,
c0.93).  srmmE C, 66.85; H,
8.24; N, 3.35. C3H3sNOs0.5H,0
FE  C,666.97;H, 8.31; N,

3.40%

26

Rt
26

'HNMR (CDCls, 400MHz) &:1.13-
1.98 (m, 10H), 2.16-2.28 (m, 4H),
2.70-3.03 (m, 4H), 5.60 (brs, 1H),
6.88 (d, 1H), 7.40 (d, 1H), 7.57
(d, 1H), 8.08 (d, 1H), 8.17 (d, 1H),
8.86 (d, 1H). LRMS: ES m/z 353
(M-H).

AR R E A R FA2% (CNS ) AL (210X 29704 )
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R

27

b
27

"HNMR (CDCl;, 400MHz) 5: 1.20
(m, 2H), 1.60 (m, 8H), 1.80 (t,
2H), 1.90 (m, 3H), 2.50 (m, 1H),
2.0 (t, 2H), 3.20 (m, 5H), 3.40 (m,
2H), 3.80 (s, 3H), 6.00 (brs, 1H),
6.90 (m, 2H), 7.10 (d, 2H), 7.20
(d, 2H). LRMS: ES+ m/z 392
(M+H). HRMS: m/z 392.2431
(CpoHssNOs : BE | 392.2422)

28

BY {55
28

P
7%

Me

d

'HNMR (CDCls, 400MHz) &: 1.30
(m, 2H), 1.40-1.70 (m, 6H), 1.80
(m, 2H), 1.90-2.10 (m, 3H), 2.30
(s, 3H), 2.42 (m, 2H), 2.60 (t,2H),
3.20( s, 3H), 3.30 (m,2H), 3.40
(m, 2H), 5.85 (brs, 1H), 7.15 (brs,
4H). LRMS: ES+ m/z 376 (M+H).
HRMS m/z 376.2484 (C,H33sNO,
FE  376.2483).

29

BB
29

HEHE
23

-

OBn

"HNMR (CDCl,, 400 MHz) 5:1.60
(m, 8H), 1.90(m,4H), 2.00 (m,
2H), 2.50 (m,1H), 2.60 (t, 2H),
3.20 (m, 5H), 3.30 (g, 2H), 5.00
(s, 2H), 5.80 (brs, 1H), 6.90 (m,
3H), 7.20 (t, 2H), 7.40 (m, 5H).
LRMS: ES+ 468 (M+H).

30

L]
30

GEE
ZE

:

OMe

"HNMR (CDCls, 400MHz) 5:1.43-
1.76 (m, 10H), 1.80- 2.15 (m,
4H), 2.50 (m,1H), 2.60 (t,2H),
3.25 (s, 3H), 3.30 (m, 2H), 3.35
(m, 2H), 3.78 (d, 2H), 4.01 (t, 1H),
5.75- 5.95 (brm, 1H), 6.10- 6.45
(brm, 1H), 6.70 (m, 1H), 6.90 (m,
1H), 7.18 (m, 1H). LRMS: ES+
392.2 (M+H).

31

Bfra
31

REE

ZE

MeO OMe

!

THNMR (CDCl3, 400MHz) 1.50-
1.70 (m, 8H), 2.00 (m, 3H), 2.10
(dd, TH), 2.30 (m, 1H), 2.60 (i,
2H), 3.20 (m, 2H), 3.30(s, 3H),
3.40 (q, 2H), 3.8 (d, 6H), 6.10 (
brs, 1H), 6.30 ( brd. 2H). 7.00 ( d,
1H). LRMS: ES+ 422.3 (M+H),

AT EHE C65.16; H 8.46; N
3.17 %. (Cz3H35N06 FE.C
65.53; H 8.36; N 3.32 %)

32

B
32

:

OMe

"HNMR (CDCls, 300MHz)
1.50-1.78 (m, 12H), 1.91-2.13 (m,
4H), 1.48-1.62 (m, 3H), 3.20-3.47
(m.7H), 3.80 (s, 3H), 5.82 (t, 1H),
6.83 (d, 2H), 7.10 (d, 2H). LRMS:
TS' m/z 406 (M+H).

AR LA T BB FEE (CNS) A4 (210X297T20% )
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H

E

R1

ZH

33

S
33

H

"HNMR (CDCl,, 400MHz) 5:1.40
(m, 2H), 1.55 (m, 4H), 1.80 (m,
4H), 1.90 (m, 2H), 2.2 (m, 2H),
3.1 (t, 2H), 3.3 (q, 2H), 5.60 (brs,
1H), 7.25 (m, 1H), 7.35 (m, 1H),
7.45 (m, 2H), 7.70 (d, 1H), 7.80
(d, 1H), 7.95 (d, 1H). LRMS: ES"
m/z 352 (M-H), 705 (2M-H).

34

4
34

'HNMR (CDCls, 400MHz) 5:1.40
(m, 2H), 1.50 (m, 4H), 1.70-1.90
(m, 6H), 2.20 (m, 2H), 2.80 (t,
2H), 3.30 (g, 2H), 5.60 (brs, 1H),
7.25(d, 1H), 7.40 (m, 2H), 7.55 (s,
1H), 7.70 (m, 3H). LRMS: ES m/z
352 (M-H), 705 (2M-H).

35

Hfiapn
35

"HNMR (CD30OD, 300MHz)
8:1.45-1.88 (m, 8H), 2.0-2.12 (m,
3H), 2.45 (c, 1H), 2.65 (t, 2H),
3.20 (t, 2H), 3.25 (s, 3H), 3.35 (t,
2H), 7.10-7.20 (m, 2H), 7.35 (d,
1H). LRMS: ES" m/z 412 (M-H).
CHN: 0.15 CH,ClI,

36

it

"HNMR (CDCls, 400MHz) 5:1.45-
1.70 (m, 10H), 1.75-1.83 (m, 1H),
1.85-1.96 (m, 3H), 2.05-2.15 (m,
2H), 2.43-2.52 (m, 1H), 2.57 (t,
2H), 3.21 (s, 3H), 3.35 (bs, 2H),
5.80 (bs, 1H), 6.89 (d, 1H), 6.95
(d, 1H), 7.23-7.30 (m, 1H).
LRMS: ES" m/z 436 (M+Na).
Found: C, 59.36, 59.17; H, 7.30,
7.27; N, 2.68, 2.69. TFE:C,
58.96; H, 7.46; N, 3.03 (M + 0.29
KHE +0.11 TFA +0.80 &) -

37

2wl
37

"HNMR (CD30D, 400MHz) 5:1.25
(m, 1H), 1.40-1.82 (m, 11H), 2.0
(m, 3H), 2.38 (c, 1H), 2.60 (t, 2H),
3.08-3.18 (m, 7H), 5.46 (brs, 1H),
6.80 (d, 2H), 7.25 (s, 1H). LRMS:
ES m/z 396 (M-H). CHN: 0.36
CH,Cl, 0.6 H,0

38

fe
38

'HNMR (CD30D, 400MHz) s:
1.23 (d, 2H), 1.32-1.45 (m, 4H),
1.72 (t, 2H), 1.81 (t, 2H), 1.93 (m,
2H), 2.16 (t, 2H), 2.60 (t, 2H),
3.15 (t, 2H), 6.77 (m, 2H), 7.08 (t,
1H). LRMS: ES  m/z 338 (M-H).
CHN: 0.51 CH,Cl,

AUGER SR P R B FAEAE (CNS) A4 (210X 29720 )
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39

Rt
39

H

"HNMR (CD30D, 400MHz) &:1.45
(m, 2H), 1.51-1.65 (m, 4H), 1.75
(t, 2H), 1.80 (t, 2H), 1.95 (m, 2H),
2.15 (t, 2H), 2.61 (t, 2H), 3.18 (t,
2H), 6.85-7.95 (m, 3H). LRMS:
ES m/z 338 (M-H). CHN: 0.08
H,0

40

L
40

"HNMR (CD30D, 400MHz) §:
1.47 (m, 2H), 1.52-1.69 (m, 4H),
1.75 (t, 2H), 1.88 (t, 2H), 2.0 (m,
2H), 2.17 (t, 2H), 2.60 (t, 2H),
3.18 (t, 2H), 7.1 (d, 2H), 7.23 (d,
2H), 7.68 (brs, 1H). LRMS: ES
m/z 386 (M-H). CHN: 0.1 H,O

41

it

"HNMR (CDCls, 300MHz) §:1.40-
2.80 (m, 12H), 2.16-2.43 (m, 2H),
2.90-3.08 (m, 2H), 3.18-3.50 (m,
7H), 6.18 (s, 1H), 7.20-7.31 (m,
2H), 7.77 (t, 1H), 8.50 (d, 1H).

42

B
42

'HNMR (CDCl3, 400MHz) §:1.35-
1.43 (m, 2H), 1.55-1.65 (m, 4H),
1.66-1.90 (m, 6H), 1.97-2.05 (m,
2H), 2.20-2.29 (m, 2H), 2.58 (t,
2H), 2.80-2.90 (m, 4H), 3.24-3.30
(m, 2H), 5.49 (bs, 1H), 6.90 (d,
1H), 6.92 (s, 1H), 7.10 (d, 1H).
LRMS: ES” m/z 342 (M-H).
Found: C, 73.71, 73.77' H, 9.08,
9.18; N, 3.36,3.36. == :C,
73.81; H, 9.06; N, 3.75 (M + 0.06
EtOAc + 0.34 IX50)

43

L
43

(S)
FEE
ZH

:

"HNMR (CDCls, 300MHz) 5:1.50-
2.12 (m,14H), 2.48-2.62 (m,3H),
3.23-3.47 (m, 7H), 4.25 (s, 3H),
5.77 (t, 1H), 6.65-6.75 (m, 2H),
6.81 (d, 2H). LRMS: TS" m/z 420
(M+H).

44

Hfimd
44

R

'HNMR (CDCls, 300MHz) &:1.37-
2.02 (m, 14 H), 2.40-2.51 (m,
1H), 2.68-2.83 (q, 2H), 3.23-3.50
(m, 7H), 5.61 (s, 1H), 7.22-7.38
(m, 3H), 7.67-7.90 (m, 3H), 8.72
(d, 1H). LRMS: TS" m/z 439
(M+H).

AUIR R A T BB RARE (CNS ) A4 (210X 2970 % )
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A B (6)

Bl

]

R1

45

B
45

H

"HNMR (CD;0D, 400MHz) &
1.42-1.51 (m, 2H), 1.55-1.68 (m,
4H), 1.72-1.79 (m, 2H), 1.83-1.90
(m, 2H), 1.98-2.05 (m, 2H), 2.17
(t, 2H), 2.55 (t, 2H), 3.17 (t, 2H),
7.06 (d, 2H), 7.35 (d, 2H) "RMS:
ES m/z 380 (M-H). #i#ilfE: C,
57.52, 57.59: H 6.65, 6.66: N,
337,335 ®Z :C,5719;H,
6.58; N, 3.58 (M + 0.13 I&k¥e) -

B
46

"HNMR (CDCls, 400MHz) &: 1.41-
1.55 (m, 2H), 1.57-1.73 (m, 4H),
1.82-2.00 (m, 6H), 2.33 (t, 2H),
2.78 (t, 2H), 3.33 (q, 2H), 4.07 (s,
3H), 5.59 (t, 1H), 7.22-7.36 (m,
2H), 7.51 (s, 1H), 7.91 (s, 1H).

47

Bfts
67

'HNMR (CDCls, 400MHz) &: 1.45-
1.52 (m, 2H), 1.58-1.65 (m, 4H),
1.75-1.90 (m, 4H), 1.93-1.95 (m,
2H), 2.25-2.29 (m, 2H), 2.66 (t,
2H), 3.22-3.30 (m, 2H), 5.67 (bs,
1H), 7.27 (d, 2H), 7.51 (d, 2H).
ES m/z 327 (M-H). EiiifE: C,
58.78, 58.89; H 6.96, 6.96; N,
6.40,6.41. ®HE :C,58.57; H,
6.58; N, 6.80 (M + 1.17 7+

0.55 TFA). '

48

B
47

"HNMR (CDCl,, 400MHz) 5:1.49
(m, 2H), 1.65 (m, 4H), 1.90 (m,
6H), 2.30 (t, 2H), 2.77 (t, 2H),
3.35 (q, 2H), 4.27 (s, 3H), 5.63
(brs, 1H), 7.23 (d, 2H), 7.45 (s,
1H), 7.70 (d, 2H), 7.87 (s, 1H).
LRMS: m/z 358 (M+H), TS.

49

]
48

'HNMR (CDCls, 400MHz) &: 1.40-
1.53 (m, 2H), 1.74-2.03 (m, 12H),
2.28 (t, 2H), 2.56 (t, 2H), 2.77 (t,
2H), 3.27 (t, 2H), 4.14 (t, 2H),
5.56 (brs, 1H), 6.71 (d, 1H), 6.82
(s, 1H), 6.88 (d, 1H) .l RMS; m/z
358 (M-H), ES". M BHlE C,
69.81; H, 8.09; N, 3.88%.
C21H29NO4 wHE C, 7017, H,
8.13; N, 3.90%.

AR EEATEBERAZE (CNS) AdHAE (210X 2970 % )
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50

ety
49

H

]

SMe

"HNMR (CDCls, 400MHz) 5: 1.37-
1.45 (m, 2H), 1.56-1.59 (m, 4H),
1.73-1.90 (m, 6H), 2.23 (t, 2H),
2.40 (s, 3H), 2.55 (t, 2H), 3.24 (dt,
2H), 5.60 (brs, 1H), 7.05 (d, 2H),
7.14 (d, 2H). ). LRMS: m/z 348
(M-H), ES". 57 &#ifi " C, 63.68;
H, 7.66; N, 3.67%.
CigHz/NO3sS.0.09 TFA 'mE C,
64.04; H, 7.59: N, 3.89%.

51

Bfi
50

'"HNMR (CDCls, 400MHz) 5: 1.20
(d, 3H), 1.40 (m, 2H), 1.50-1.90
(m, 10H), 2.20 (m, 2H), 2.60 (m,
1H), 3.05 (m, 1H), 3.15 (t, 2H),
3.25 (m, 1H), 4.50 (t, 2H), 5.50
(brs, 1H), 6.70 (d, 1H), 6.90 (d,
1H), 7.0 (s, 1H). LRMS: m/z 358
(M-H), ES".

52

Bw
51

Me

E:

'HNMR (CDCls, 400MHz) 5: 1.10
(d, 3H), 1.40 (m, 2H), 1.60 (m,
6H), 1.90 (m, 4H), 2.30 (m, 2H),
2.50 (t, 2H), 3.10 (t, 2H), 4.00 (m,
1H), 4.50 (t, 2H), 5.40 (d, 1H),
6.65 (d, 1H), 6.85 (d, 1H), 6.95 (s,
1H). LRMS: m/z 358 (M-H), ES".

53

Rt
52

:

SMe

"HNMR (CDCl,, 400MHz) : 1.45-
1.64 (m, 8H), 1.78-1.94 (m, 6H),
2.41 (s, 3H), 2.45-2.50 (m, 1H),
2.58 (t, 2H), 3.22-3.27 (m, 5H),
3.32-3.37 (m, 2H), 5.72 (brs, 1H),
7.07 (d, 2H), 7.15 (d, 2H). LRMS:
m/z 406 (M-H), ES". 5T 2
C, 65.02; H, 8.54; N, 2.87%.
szH33NO48026 EtOAC %%
C,64.84; H, 8.46; N, 3.16%.

54

Efrata
53

28

'HNMR (CDCls, 400MHz) 5: 1.43-
1.53 (m, 3H), 1.58-1.69 (m, 8H),
1.70-1.82 (m, 1H), 1.83-2.01 (m,
4H), 2.28 (t, 2H), 3.33 (t, 2H),
3.42 (m, 1H), 4.23 (t, 1H), 4.60 (,
1H), 5.70 (brs, 1H), 6.78 (dd, 1H),
6.88 (t, TH), 7.11 (t, 1H), 7.18
(dd, 1H). LRMS: m/z 330 (M-H)
ES 332 MH' 354 MNa® ES".
SHTERIE C, 69.81: H, 8.09; N,

3.88%. CpHuNO, %E G

70.17; H, 8.13; N, 3.90%.
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55

£ 51
54

x
<
o

"HNMR (CDCls, 400MHz) §: 1.47-
1.70 (m, 8H), 1.73-1.79 (m, 2H),
1.94-2.06 (m, 5H), 2.45-2.51 (m,
1H), 2.55 (t, 2H), 3.15-3.18 (m,
4H), 3.23 (s, 3H), 3.33-3.36 (m,
2H), 4.53 (t, 2H), 6.26 (brs, 1H),
6.75 (dd, 1H), 6.89 (d, 1H), 7.02
(d, 1H) LRMS' m/z 402 (M-H),
ES. s aflfE C, 66.36; H,
8.20; N, 3.29%. C,3H33NOs.0.14
TFA %% C,66.66; H, 7.96:
N, 3.34%. "

56

B0
55

"HNMR (CDCls, 400MHz) &: 1.50-
1.70 (m, 6H), 1.80 (t, 2H), 1.90-
2.05 (m, 5H), 2.20 (s, 3H), 2.50
(m, 2H), 2.55 (t, 2H), 3.15 (t, 2H),
3.30 (m, 5H), 3.40 (m, 2H), 4.50
(t, 2H), 5.80 (brs, 1H), 6.70 (s,
1H), 6.85 (s, 1H). LRMS: m/z
432 (M-H), ES".

57

Rt
56

) b

"HNMR (CDCls, 400MHz) §: 1.43-
2.06 (m, 12H), 2.57 (t, 2H), 2.63
(brm, 1H), 3.18 (t, 2H), 3.27 (q,
2H), 3.34 (s, 3H), 3.44-3.53 (m,

'3H), 3.58 (t, 2H), 3.64 (brt, 1H),

4.53 (t, 2H), 5.90 (brs, 1H), 6.68
(d, 1H), 6.89 (d, 1H), 7.00 (s, 1H).
LRMS: m/z 432 (M-H), ES".

M EHIME C, 64.90; H, 8.16; N,
2.99%. Ca4H3sNOs.0.5H,0

mE C,65.14; H, 8.20; N,
3.16%.

58

e
57

Me
Me

:

"HNMR (CDCls, 400MHz) 5:1.42
(s, 6H), 1.47-1.67 (m, 7H), 1.76-
1.86 (m, 4H), 2.04 (dd, 1H), 2.55
(t, 2H), 2.59-2.65 (m, 1H), 2.94
(s, 2H), 3.23-3.28 (m, 2H), 3.32
(s, 3H), 3.46-3.50 (m, 3H), 3.55-
3.62 (m, 3H), 6.00 (brs, 1H), 6.60

(d, 1H), 6.87 (d, 1H), 6.92 (s, 1H).

LRMS: m/z 460 (M-H), ES". 4.
Hilfe C, 56.62; H, 6.93; N,
2.41%. CyH3gNOs.1.2 TFA

w® C,57.00; H,6.77; N,
2.34%.

AUTRRE# A PEHBEEEE (CNS) A4 (210X297T0 % )
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A~ BB (

79

Bl

Pt ]

X-Y

59

Hfmb
58

"HNMR (CDCls, 400MHz) §: 1.08
(s, 3H), 1.42-1.76 (m, 7H), 1.80
(t, 2H), 1.88-2.0 (m, 2H), 2.10 (m,
1H), 2.45 (m, 1H), 2.60 (t, 2H),
3.28 (m, 2H), 5.80 (brs, 1H),
6.82-6.92 (m, 2H), 6.95 (dd, 1H).
LRMS: m/z 396 (M-H) ES™398
MH® 420 MNa* ES*. 4377 BIfE
C, 55.84; H, 6.20; N, 3.01%.
CaoH2sF,NOs.1H,0.0.21CH,Cl,

~ ®E C,56.03; H, 6.38; N,
3.23%.

60

it
59

"HNMR (CDCls, 300MHz) 5: 1.20
(d, 3H), 1.40-1.85 (m, 12H), 1.95
(m, 2H), 2.45 (m, 1H), 2.65 (m,
1H), 3.05 (m, 1H), 3.15 (t, 2H),
3.25 (s, 3H), 3.30 (m, 3H), 4.50 (,
2H), 5.60 (brs, 1H), 6.70 (d, 1H),
6.90 (d, 1H), 7.00 (s, 1H). LRMS:
m/z 416 (M-H), ES".

(S v 20 o B Y Bk BB 2 )

Himb
60

"HNMR (CDCls, 300MHz) 5: 1.50-
1.70 (m, 8H), 1.75 (t, 2H), 1.90-
2.10 (m, 4H), 2.21 (s, 3H), 2.50
(m, 1H), 2.60 (t, 2H), 3.25 (s, 3H),
3.30 (m, 2H), 3.35 (m, 2H), 4.50
(m, 2H), 5.80 (brs, 1H), 6.60 (s,
1H), 6.95 (s, 1H). LRMS: m/z
416 (M-H), ES".

62

Himl
61

'HNMR (CDCl,, 300MHz) §: 1.50
(m, 2H), 1.60-2.00 (m, 10H), 2.60
(m, 3H), 3.20 (t, 2H), 3.30 (s, 3H),
3.45 (m, 3H), 3.55 (m, 2H), 3.60
(m, 1H), 6.0 (brs, 1H), 7.02 (d,
2H), 7.19 (d, 2H). LRMS: m/z
424 (M-H), ES..

63

Kl
62

"HNMR (CDCl,, 400MHz) : 1.3
(s, 6H), 1.4-1.79 (m, 10H), 1.8 (t,
2H), 1.93 (m, 2H), 2.42 (m, 1H),
3.17 (m, 4H), 3.3 (s, 3H), 3.38 (m,
2H), 4.55 (t, 2H), 5.5 (brs., 1H),
6.7 (d, 1H), 7.1 (d, 1H), 7.2 (s,
1H). LRMS: M-H, 430. (ES)

64

B
63

HO

"HNMR (CDCl,, 300MHz) &: 1.40-
2.23 (m, 15H), 2.43-2.63 (m, 1H),
2.80-2.95 (m, 1H), 3.29 (s, 3H),
3.03-3.57 (m, 3H), 3.60-3.83 (m,
2H), 5.99 (br.s, 1H), 7.19 (d, 2H),
7.30 (d, 2H). LRMS: M+H, 426.
(TS)

AR R i AP EBRZE (CNS) A4 (210X 2970 % )
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A7
B7
A~ BRABEA (7))
IR -X-Y R
65 | mfwpl | (S)- cl "HNMR (CDCl;, 300MHz) 5: 1.17-
64 FH L 217 (m, 17H), 2.40-2.58 (m, 1H),
- 2.98-3.57 (m, TH), 3.61-3.77 (m,
- Me 2H), 5.93 (br.s, 1H), 7.20-7.43
OH (M, 4H). LRMS: M+H, 440. (TS")
66 | HiwEpl] (S)- OMe [ THNMR (CDCl,, 300MHz) 5: 1.40-
65 | s \/\/@ 2.18 (m, 16H), 2.43-2.68 (m, 3H),
o ¢l 3.30 (s, 3H), 3.26-3.48 (m, 2H),
<5 3.88 (s, 3H), 5.83 (brs, 1H), 6.83
(d, 1H), 7.04 (d, 1H), 7.20 (s, 1H).
SHLESE C,60.01; H, 7.60; N,
3.00%. CyH3,CINO5.0.75H,0
72 C,60.13; H, 7.68; N,
3.19%.
67 | aupmt] (S)- o "HNMR (CDCl5, 400MHz) 5 1.42
66 | mast .\\v/\\/J:::I;)*-Me(d,BHL 1.45-1.66 (8H), 1.74-1.80
| ' (m, 2H), 1.82-1.95 (m, 3H), 1.97-
- 2.02 (1H), 2.42-2.55 (m, 3H),
2.75 (dd, 1H), 3.20-3.27 (m, 6H),
3.31-3.36 (m, 2H), 4.80-4.87 (m,
1H), 5.77 (brs, 1H), 6.61 (d, 1H),
6.85 (d, TH), 6.93 (s, 1H). LRMS:

M+Na, 440. (ES")

AUGE R # A P EBEFEARE (CNS) A4 (210X 2972 % )
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A7
B7

& B (79

A, EHI2 2 W BT
(28) 2 (1 - (L34~

#
) WA ) B ) TR ) W) 4 HEKE
M H 2% (16 . 327, 21 28EH) MEHR
BE 2 2EM (9 . 6%, 21 . 2EEHE) 2~ & T b
(5 2% F) i, BERFEBRREBT, RARE
TE®3 . TS5 NEE o T AKEBEBER (95 EFH
Y1 0%ERE /BB ER) BMBENE K E S EE K
MEy p HE2E 3 LHMBIL > WS, J§KMEE DK
MR E (2x 202721 0 %EE /ML R
) B POk EES, MAeEEMEAK (80 EH)
B2 - TH (40EHA) WA > MESE, &AKE
BEL2 TH (2x 5 087) Bl BAHEE2H K&
BERARBEFTABEEE T 0OEACEM P B, L&
BAGAER, BEEAWN2 - TH (7T0EH) %8
TiIREEMEBEERE, BR50CT, REETE
B 06 5 B LU E R S Y 2 B
5.7 6%) MBEBEHEMLNT - BWZBZE (
STEN) RZME (1 3E4) NEENEN T, BHEB
GRTEMNEBEEBR . B ZEERARET &
BAEETER (BR110EFEH) , BUZBZE (
| A5 EF) B, KRS - kTR E
vy EE R B ZE R (T UF O OKEE, B S E R
B AW MW (4. 51%, 10 . 8BHEH,

>~

e

AR A P BB FARA (CNS ) AdRLAE (210X 2970 % )
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Al
B7

A~ BEABEA (79

394 (M—-—H) (**C 1)
AL ot 2 H

il IR TN/ A

B,

o T OFE B A R UL W BN BE s B DA BR v R

51 %) : &% - (o) 214 —-216TC -
'H NMR (DMSO-ds 300MHZz) 6 :
1 .26 -1.58 (m, 8H),
1.62~-1.74 (m, 3H)

1 .74-1.86 (m, 1H),

1 .91-2 .07 (m, 3H)

2 .57 Ct, 2H) , 3 03 (Ca, 2H),
3 .10 Cs, 3H),

3 13-3 .27 (m, 2H),

7 22 (d, 2H) , 7 .29 (d, 2H),
9 .16 (t, br, 1H) s LRMS (ES#&M%)
789 (2M-H) (°°C 1)

EEEY (FREWHRER) HHESIL
UsMERBBARI &R LKENMTRS

B EEEY

" H NMR (DMS O — ds 3 00MHTZz ) ¢ :
1.22-1.80 C(Cm, 11H)
1.81-1.96 (m, 2H),
1.96-2.08 (m, 1H),
2.93-2 .27 (m, 1H),

2 .53 Ct, 2H)Y, 3 .03 Ca, 2H),
3 .11 Cs, 3H),
3.16-3.25 (m, 2H),

AR R A P BB FARE (CNS ) AdHLAE (210X 29720 % )
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Al
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A BT (79

7.20Cd, 2H), 7.30Cd, 2H),

7 .51 Ct, 1H) s LRMS (ESs&M®) 7
89 (2M-HJ) (’°C1),

394 (M-HJ) (’°C1)

HPLC (4 : ChiralPak AS(25x 0 . 46243 ) )
VEMH k1 PASZB (95 /50 .5 W#@HE
S B w1 L 0Z%F o BE ER
CEKE  20MA BB UV@2 20 nm s KR
B REHAETER]L O 0ZER /27 REEH - XHE
el 1l .49 (5.0 7%), FPEH®REL 4. 37
(94 . 3%)

B2 2 N
a ) BARGY

1= 3 . 9B KZERNEERMEEG 2 2 2
(200Zx%) . A mMERKBR\AEL 2K, HER
@AY o EW NS T ZP XRDAMA-

(S D i B e B N B el BB ok A )

AR R AP RBEFARE (CNS) AdRRAE ( 210X 2972 % ) 27
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AT
B7
A BT (79
mE O RE | AE | @mE | mE | BE | gE | BE
2-6° % 2-6° % 2-8° % 2-8° %
° % % % %
3.552 30.8 [ 17.708 | 13.5 |22.881 35 30.672 15
7.154 8 17.93 29 23.141 | 23.2 |30.952 | 17.5
9.526 3.1 18.313 12 23.478 | 15.1 | 31.437 | 15.7
10.359 | 15.7 |18.545 | 23.9 |24.088 | 13.9 |31.788 | 13.9
10.608 | 14.3 | 18.811 14 24.313 | 12.6 |32.114 | 24.6
11.03 5 19.7 34.2 |24.588 | 22.7 |32.998 | 13.3
12.369 3.7 19.978 100 25.013 | 25.8 |33.375 | 18.8
12.939 | 13.2 [20.273 | 90.6 |25.514 | 29.9 |33.815 14
13.233 | 12.3 [20.627 | 51.9 |[25.987 | 25.5 |34.266 | 14.4
13.835 | 14.2 |20.829 | 29.4 |27.107 | 18.2 |35.705 | 15.7
14.345 | 37.9 [20.926 | 28.4 [27.395 | 30.6 |35.980 | 14.1
14.887 16 21.443 | 52.7 |27.869 | 19.2 |36.514 | 16.7
15.16 16.8 [21.611 | 41.6 |28.716 21 38.151 14.6
16.372 | 24.9 |21.881 | 21.2 | 28.788 19 38.925 17
16.813 6.9 22.174 | 24.3 |28.989 | 27.2 |39.091 19
17.203 | 22.1 [22.472 | 47.1 [30.232 | 13.4 |39.961 13
17.408 | 32.7
ERimEEAELE (DS C) REHREMAB B K MLK

#a 82 2 Perkin Elmer DSC-7 # 1T - ¥ # 3 2 5 Bk &b 1§ 18 =

AR R E @A P BB KARE (CNS ) AdHLAE ( 210X 29720 % )
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A7

B7
Ao B (79
ES5 OMI B, BUSLEEEEH o WEK K WE
DRRWHEML, BU20C /28 ZENL40E300T

< G E 0 A

ok EHR50E150CHBZEHEE

SR 21 2FE2 25 CH&EE - AMBCDHN, BEA
IR vl < = WO (= < e n i e
b ) M K
FEH 2 22mE TG TP XRDAA -
HE | AmE | AE | RE | AE | BE | AE | BE
2-8° % 2-08° % 2-8° % 2-6° %
° % % % %
5.463 12.2 | 17.714 | 95.6 |22.735 30 28.926 | 23.8
6.654 100 18.083 | 31.7 23.36 56.5 [29.802 | 23.5
7.546 66 18.64 28.8 [ 24.126 | 31.9 [30.454 | 30.7
9.336 31.3 | 18.902 | 82.4 |24.388 | 45.2 |30.885 | 29.2
10.953 9.7 19.696 | 40.1 24.72 25.8 31.48 21
11.571 | 55.9 ]20.406 | 33.9 |25.298 | 26.7 32.66 16.8
12.56 10.9 |20.502 | 31.8 |25.579 | 20.4 |34.027 | 23.1
13.287 | 22.9 [20.683 | 45.4 |26.718 | 17.6 |34.494 | 17.6
15.125 | 33.6 [20.942 | 31.5 |27.151 | 24.2 |36.011 19
15.667 | 60.3 |21.559 | 92.6 27.46 22.7 |36.997 | 17.4
16.403 | 17.2 |21.898 | 66.2 |27.737 | 20.2 |38.704 | 21.2
17.024 | 62.2 |22.274 | 36.6 28.56 27.1 [39.961 | 18.7

Ak sk R R BB F AR (CONS ) Ad#RAs (210X 2972 K )

-79-

(Smf P Z0p50 o) e B N BBl R o 3 )



1254038

A7
B7
A BB (7
B4 {5 4
1 fff 4] 1
A - MEHE -2 - [ (1 - ({3~ (4 HAEER

LE-BN S B - DI DELE SR &

Me
~o
(0]
“Me
Me H
Meﬁ/o N
Me (0] (0]

BEifEE 6 8FEYW (3252w, 1. 08=2KEH)

, BlEm T 3 EM (1 7T8=Zw, 1. 08Z2XEH),

HOBt (146%Z%, 1.082xXxFKF) , WSCDI
(207Z%, 1 .08Z2XEH) k=2 (0 . 327
, 2.1 6E2ERH) #HAR_E&FKEF (5EF) #, K
W THEALLANE BEREEREGWU _&F K (10
ZH) MEBLLIK (2x 20=2F) Bk - MERHEEERE
BRAFESE Lok, BERKNAEEPRE - 78K EDEE
H @ P, M%99 1 —@ K FF, MKI 8 -
2 “HE Wk BEESAXGE oM FLUMMAE (R

MR EW (26 T7T2%, 0. 62X

i

0 .2), Blfs

)
" H NMR (CDCIs 4 0 0MH =z ) ¢ :

\

1.4 Cs, 9H) , 1 .6 (m, 5 H),

( 3m) P e et ol e B0 (N B SRR o) )

AUIERE S A TEBEAZE (CNS) A4 (21029720 % ) 80
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A (IVa )

B (2RE£L2)

=4, 78 B H of prot B R T B 2 @ =

Ve FRBEUNEHES 1 2Hk, BEEL

A7

B7
Ao~ BEAEA (79
1 .8 (m, 4H) 2 .0 (m, 1 H)
2 .3 (m, 1 H) 2 .6 (t, 2H),
3.2 (s, 3H), 3.3 (m, 2H),
3.7 (s, 3H) , 5 .7 Ct, 1H),
6 .8 (d, 2H) 7T .0 Cd, 2 H)
LRMS :m/ z 448 (M~—H7T)

% E R

AR B AT EBEFARE (CNS) AdAE (210X29T20 % )
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A~ BIABLAA (

‘(HZ'P) L2 “(HZ 'P) ¥8°9 ‘(HI ‘w) 65°G ‘(HE
‘s) 8°¢ ‘(Hz ‘b) 62°¢ ‘(HZ V) 19°Z ‘(HZ ‘W) 6L°C

‘(Hz ‘w) 66°)L ‘(HY ‘W) €8} “(HY ‘W) 69} (HZ ‘w) \@\/\/ Ge 9B
81| ‘(H6 ‘W) ev'L 9 (ZHWOOY ©I0AD) YANH, | swo H €L 48| ‘Laveeyled3 8l
(Hz'P)zL'2 (HZ'P) €89 .
‘(HI ‘w) £2°6 ‘(He *s) 08'¢ ‘(HZ ‘W) 8Z'¢ ‘(HZ
V29 (HL ‘w)eeg ‘(HZ ‘W) €02 ‘(HLZ ‘w) 012 \O\/\/
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Ao~ B (0 9)

g4, BB 2 2 W B Mg h

BRI 6 9EM L LBMANBEKRENRGE 0TC T,
RRERRETER, BKH1 . 5/AFHMEMNEL, 17 — &
ks (73 . 9%, 0. 450XEF) 2B HUBEEL
i

ZBERE (339 2ZF) WRH - &K @R R DLEK
ZBMENE (S5 0ZH) ik BHEAMBSHEERNKEO0TT

mHS4 .5/, BMANRERSGY®HE=EILRSF
15/  B=2K (46 .1%, 0.46=H), M
"3 - (4 -8HFE) IEEEARKRE (J.Med.Chem.,

1996, 39, 4942-51) (94 . 3%, 0. 46XEF) INEF
BHwth  BWERSESWMNHEEGS 0CT /K, Hi&
HAEEE BE2EBREREHETFAKCLIOOEZA) ME
KEREGDS, MK KkEEER (1 902 ZO5ME
W) MABZEKMEBZBE®E >R p H2 E3HBLE M
BB AEBESBEL, BEREUKERRKRSE (5 0Z2F L
0 . 5 M W) Bk - #M & KMEMESHEL, &8H8%E2U
mAEAKE®K (1 00Z2F) Bk . BREKERF DB,

G EHMMEBEREZE TABPTURE, IEeEQHRZE
HEsw (200 . 3%, 443 =2XEH, 98 %EXR)

=

" H NMR (CDCs 3 00MHZ=z) & :
1 .45 Cs, 9H) ,

1 .45~-1 .56 (m, 1H),

1 .56-1.74 (m, 6H),
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"HNMR (4 00MHz,

96 %)

1 .9 (quin, 2H) , 2 .
> .9 (t, 2H) , 7.
7 .25 (d, 2 H)

ATl
B7
A~ BB (9

1 .74-2 .11 (m, 7H),
2 .32 -2 .43 (m, 1H),
2 .64 (t, 2H),
3.22-3.30 (m, 2H),
3 .27 (s, 3H)
3.30-3.38 (m, 2H),
5.75—-5.85(m, br, 1H),
7 .13 ¢d, 2H) , 7 .26 (d, 2H)
LRMS (ESEM%) :m,/z 452 (M+H)J"
(*°C 1)

B4, 3 - (4 -8FHE) REAEMBWOT -

BEME _FERESYW (30E274) MEERAL
TH b ) BEEME (11 .3%, 62F2EEF) 2HEG
ki (5 00 ZF) WY, HFHBEER L 2 /K - M
BLUEE (100Z2H) S RERGYWIREF L, RE
TR EHEENIME®ERE (20 0=Z7) PEFR 4 /NEF -
W AR EEZTERKS 027, BUEBEYWELE K
R E T, IsgapRecEZE EEY (10 . 1%,

Me OD) ¢ :
6 5 Ct,
2 H) ,

2 H ) ’
2 (d,

AR R BB R PR B FAZE (CNS) A4 (210X 2972 % )
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T7T .1 =E2EH) ZH

BB N R AE . MR
il PL 1T M & R L 8
& DB B 8% 2 B MY E
(15 . 7%, 77

3.6 (s, 3H),
7.2 (d, 2H)

3 — (4 -&8xFE) N

EREMER 2 0 /N .

2 .55 (Ct, 2H),

27 ) mMECHEHLZI - (4 -&F

bridge) (14.5%,
B (40 0EF) BHTP, BHE
A RERSDH A, &R
WYER C@EK (200 EA)
W (100EF) Bk BHER
ge o GE, B /S RR G R 2 B E
ZEH, 100%)

"' H NMR (400MHz, CDC1s) ¢ :

2 .9 Ct, 2H),
7.1 Cd, 2H),

B %

abEma) BERE
rEEE (400 =27FF)
R ARERSYT
SRR il S N A 7
GREBERYNEZ P QR
11 .32%, 61

(1 5%, 75 . T7TEZ2EH) &
o, HB®WAIZE0T - #iT5 &R R
A/, BRERERE 3 K - MK
R B W DLEN TR K o M T R
, e RcBEEEY (

. 8EZ2XEH, 82 %)

' H NMR (400MHz, CDC1s) & :

AU R B AT EEFARE (CNS) AdAE (210X 29700 K )

- 96 -

(Smf Pr-2epEn oot ikl B N B el B e sl )



1254038

A7
B7

A~ BHHA (9

2 .45 (t, 2H), 2.9 Ct, 2H),
5.3 ((bs, 1H), 5.5 (bs, 1H),
7.1 (Cd, 2H) , 7.2 (d, 2H)

BB 6 T
(1 - C{ (3~ (4 -—FXE) FNE) R} KE) I

k) ZBE T i

CN
=
H\/\/@/
Me ) N 1
Me>r Y\%/
(@] (0]

Me

“EEE A5 EYW (442%w, 0. 12EH) K
Cu(I)CNC(C13.4Z2m, 0. 15=2&XF) KA
TEMAN, N--—HEFEK (0. 52ZF) 7, BRHY
130CTF#EARLIE/NIR . EE2KSE1IIZRCu (1)
CNmA, E#HEEAFAEL45C1 6 /MK K, BE
“26=2mwCu (1) CNINMZE®WFT, BHERER
1 60C T F M2 4 /K . M&HEMAKSKES L, K
HE#MAAEDZB LB (5027 ) FI, DIEKERIL ¥
OB RERLSHAOWMRY . FHBRKTERT

Skt BZBEBEREEZHMT L C #fkiFH
Bl mEEY, 625w (16 %)
"H NMR (400MHz, CDC1ls) & :

1 .40 Cs, 9H) ,

(Smf P s 0o e B N B bl B ot 3 )

AR A AT REERE (CNS) A4 ( 210X2970 % ) 97



A T S O 3 1 I I e B e S B

1254038

A7
B7

Ao~ B (99

1 .45 -1.49 (m, 2H),

1 62 -1.64 (m, 4H),

1 .79 -1.83 (m, 4H),

1 94 -2 .00 (m, 2H),

2 .12-2 .17 (m, 2 H)

2 .65 Ct, 2H),
3.22-3.35(m, 2H),

5 .65 (brs, 1H),
7.23((d, 2H), 7 .54 Cd, 2H)
LRMS :m/z (ES") 407 (M+Na)
SR #1168

b
b
N
S

1l -~ (2 - (FHT&EEE) — 4 - FEHETH )

B2

Me
Me
Me 0] OH

Me 0] 0]

B3 - (1 -BEBEKE) WERFYTHE (1 2%,
149 .5Z28H) (2REP274234B1, BAH
35) cMmAkmEkRm™ (1 00E7) WERMERK T8
CTF, RATzERBs RN EKAL#E (1 30=27F)
O (5 2%F) LHEAKMH (20027 ) BREHW

AUIER B AP RBEFEE (CNS) AdE (2102970 % )
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A~ A (99
o 1R, BREEEN - T7T8TERKZ2 - RIEH
HEBomankm (1 0027) BRMA - BaXRERSG
M EEEBR - MEBELLAK (1O00E) FREEGAL
HESf I, BU2MEa@BMBRAELEPDHILI LML LRZE (
2x 15 0= ) XM . #iMKHEEG<HEEDURR MR
growmEREZEZPERUASEER, RO LETA
By . LMLl FREL R TR (MR
£1:50), HMBWMHKYL (7. 7%, 25 . 62Z2XH
, 52%) s Rf 0.3 HE, —@FkK1:20:;

" H NMR (CDC s 4 0 0MH =z ) ¢ °

1 .4 Cs, 9H),

1 .4-1.7 (m, 7TH),
1.75-1.95 (m, 2H),
2 .0-2 .15 (m, 3H),
2.3-2 .4 (m, 1H),

3 .3 (s, 3H),

3 .3-3 .4 (m, 2H)
LRMS 'm/ z 299 (M—-H")

A, BEE 6 8 Jy BT

B TEFIBED ) E®WM (5 . 154F, 12 . 9XE
Y mEREK (41 . 2F) RAK (30 . 97) ZEGE
e MG EEBERmAMEAEAR (2 . 6T Z5MEBER
Y MABEEAEBEZpHAKRDPH 2 E3MBE - HEIM

AR EHAPRBRELE (CNS) AR ( 210X297T0 % ) 99
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A~ BB (9

S0E, MBEKMEAIELE (20 . 67F) FR - FRKE
S EBBLIBEMEAKER (15 . 57F) Wk, mM&KS

RAREFRBTLUMGBUGREERP R (RERE
A4 . 0QF) zEELEY (3. 90487, 13

.0

BEH, 100%&EX) . gNEEKRE, F&FEHKAZE

TREMmE s T&S
" H NMR (CDC1s 3 00MHZz) ¢ :

1 .42 (s, 9H) ,
l1.45~-1.58 (m, 2H),
1.58-1.70Cm, 5H),
1.70-1.90 (m, 2H),

2.03-2.18 (m, 3H),

2 .32-2 .46 (m, 1H),

3 .27 (s, 3H), 3 .35 Ct, 2H)
LRMS (ET) ‘m/ z 244 (M—-—C4HS8] +
, 227 (M-C4H9 O] +,

] + 5 G C (EHHERA

CT/mE, BRRRE -

C
199 (M-—C4H9O0 2

RMEE . 0C, K15

C
0
230C - HMERX : ®RPHE|EE . 100TC, BX1 0T/

S, REEE - 230C, RERMELOE M,

BP-21 25 ARx 0 .25%Zk%k I1IDxO0.251#

¥ FT : WMEBFID)RT 16 .15 -

B & B Gl

Au IR RE 8 R P BB KA2%E ( ONS ) A4 ( 210X 2970 8 ) 100
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(2 - (BT &EKRE) 4 -FEIET HE )

B R % R

#1 -

fFyeo 1 0.

g —10
2
i
w2 .7

mik =2 0

=X C0 .

AdEBE (1
EKEE

B (EP274234B1-2R#/35) (2.

Zh (1 2 .
1O Z5MBHE) MAMLFHEED HE2 £33 M - FK
WM R &tk > ME o HE TR A MR DUOK R ik BR B W WROAE Y

(3 - FTHE -3 -GEERE) BRIKAZ
5

SEH)Z1, 2 - "H&EELEKE (12 .0

) BHWEREBERANREHMEMER - 10CT, BA
GRE T EESRE_ZNEKRMLHE (9 . 632872 M
R EER/ZEFEHEK, 23 . TERE) Z1
2 - " HEEZL (25F) BHFT, ARRKSRER
T o BEEMHLLL, 2 - HF&EEILKE (
5T WY, BRENERES  MEBESTRERSGY
A—10CTHEHBLL .TH/AK - BUK2 -—BZEFRE

3AfF, 14 . 4XEH)Z1, 2 - ZH&EHE

ZE (1 O0F) N1 . 7TH/REMMNMAESEBERT -
HERERBSHRILE THES 40, BN 4/DFHE
T RE TE®RS /KR, BINAKERK
% (25722 . SMB®R) U REF L, WKL E

5F) MA . MR EHEBEERKKERAR (

SM®EWw 37 .57, 12 . 57MmM%K

6 . 257 ) . E2EBERERK (15 . 67) kAKX

4 . 525 MB®) MEMEGEZKEMRFTE
Cp HE 2 E 3 2B - M&D &I &K EH

AR R AR T BB RARAE (CNS ) AddLAE (210X 29720 % )
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AT
B7

Ao~ AT (9

PLIEBERE (156 . 67F) I - HKMAG < H MDA
Bk (3 . 1 FF ) 7 VR AY R T R ME DL I PR bE W W P
H (21 .80 ZHBEKE) cHEBEELSGY (

2 .50, 8. 32%H, 81%E%)

b) 1 - (2 — (¥ TEHHE) —4 - FEHETH] BIE

MR a ) HEEYWZCERIBE®R (5 . 0148
P, 18 . 3EH, MBERE4L L . A2T) BRARRARRE
THERETUEMUBER 2 0 FFERK . 28 dDK (

1 .824AfF, 18 . 4XEH) MERKRERE A (
9 . 9F) RO . b/AEHBEMEMBBEBERF - K& EH
BMUOEREK (1 . 1F) Bk, BHEEMNEREF - &
Mg maEgEradk, AEHR22CTHEILI . 5/IK:-
BEYWEBBEEKELNERE (2x 11 . 07) Fik
HHFERNREZT, R50CTEE2 0K -5
FrEeExEaeERYy (6247, 15 . 508F) BEFER
ZEBENE (37 .27) F, ERAESBREPRMAER
SO CHEHEAIBHBBRB L - MEMFEHE®EWAR
50C, BHREFL s EELawEs (1 . 0% ) M
AL\ A S /ER - BT EM&CHWR 4 /0 HHES
AME20C, MBNEE FR MO . 5 /K - &R EY
EEmEE M E, DLEBK (2x 6 . 27) Wk, HER
BT, R45CTaikl 1/K- - M&&MEA K

=

AWIER E# AT RBEKEAZE (CNS) A4 ( 210xX2970 % ) 102
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A~ BB (100

(5 .54, 13 .8EH) BEFPNRLEEANE (
55 .07 ) F, FMAEZOCEESIAWHBERRE L
cMBBEFREERHAES O0C, FRRAMSSELZIBEEL
EwER (1 . 0% ) mALLE ERSER . W& ES
SRR ARSI E2 0T, mW&RMKLER T RK
22 .5/NE . BmEEYEBRBEEKE, MEREK (2
x 5 . b F) Wk, EBEREZET, R45TCTER

16 .5 /K, INEEHEEY (5 . 154887, 12 .9
EH, 94%EE) BFE - (BEkK) 1217T:

" H NMR (CDC s 30OO0MHZ=Zz) ¢ :

1.06-1.37 (m, 7H),

1 .42 (s, 9H),

1 .50-1.67 (m, 5H),
1.67-1.86 (m, 5H),

1 .86 -2 .18 (m, 5 H)

2 .30-2 .58 (m, 1H),

2 .80-2.93 (m, 1H),

3.29 (s, 3H), 3 .35 (Ca, 2H),
7 .29 (s, br, 3H)

SN .EBEWMMEC, 66 .20:H, 10 .26 :
N, 3.50:;C22H41NOHFHC, 66 .13
;, H, 10 .34 :N, 3.515%°-

HEEele 9

AR R E A PRB KRR (CNS) AdHA (210X 2972 % ) 103
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A B (10
1l — ((28) =2~ (FT&E#KE) — 4 - FEHET]HE

) B K B ik BR

BElfEE e SEYMK (+) —BMEmREB LT HE
SARUEBEAGESRERY  BEBRRLIBRIET LR
LO . SMEARBER, PMBE LR ENEZETIRME
, B3 1 %ERZEEAmMMKRZ (S) —B, & (+)
- B EBRL S 3 . .3ERZNMRIOHBNE> 90
% e e o

" H NMR (CDC s 4 00MHZz) ¢ :

1 .4 Cs, 9H) ,

1 .4-1 .7 Cm, 7TH),
l1.75~-1.9 (m, 2H),
2 .0-2.15 (m, 3H),
2 .35 -2 .45 (m, 1H),
3.3 (s, 3H) ,

3.3 -3 .4 (m, 2H)

(a)lbo—5 .2 (EtOH, c 1 . 2)

oA, B 6 9 W B4k

(Smf P JepR oo e B0 N Bv sk B o sl )

AUk SR R E @R o BB F A4 ( ONS ) A4S ( 210X 2970 % ) 104
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2 S
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o s v Al 2 5 8
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2S) —1
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) —2 - (RTHAKHE
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58 C 1 /hKMmM&EREG6
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RERE T, K2 0TTm=EHIEH
NP, 13 . 0EE) 2Bk (
EA44 . 008F) BRT - MKkEHR
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1/HE - M RERGYBEESMEOT, B2
SLEBER (50 .0xm, 360=Z2XEH) &Kk
100=F) WHMHO . 5/AREHEMA - &K
mmEEERIGYEBESRL QAR - o KELER
N, HBwAIEER . OKBE®M T A (S5 00=2HA)
REREGDT, BHEDWUZBIE (3x500=
I oMM ERMEES, NMKSE LR, MKEME
BTAESTFLER, NESHEEEERzEY (1 00%
- HEMENWB EHER 10 % L 8B Z KW %
% L Bk 2 BEIR R IE B U IR W E AT AE G JE o BE T T DL
fsmkeEEALaw (37 . 1%, 12028E
3% E%) s TLC (Z® BHE 37, LESE
wRxKEHMBEH) R+ 0. 205
NMR (3 00MHz, CDCI13s) & :

.4 (s, 9H) , 2 .13 (dt, 2H),
.30 (s, 3H), 3 .43 Ct, 2H),
.51 Ct, 1H), 5 .20 Cd, 2H),
.29 -7 .40 (m, 5 H)

2 — (BT EmE) — 4 -"HEETR
EHEBEBEEEMLH (6 . 7T3%, 1202%EH)

AR R B A P BB R ARA (NS ) Ad3LAE (210X 297205 )
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Al
B7

A~ AABEA ( )19

Mm=E LOREEI)) B (37 . 1%, 1202XH) L
TR (7T 402 RAKCLI1IET) BRT - W&
BRTSE RN ER TEAE L 9 /NI - 8Tk E B R R
THAEBYLURER, BREMEBRMAEWLEZETK (3002
) MR M AKEBRRULZE (3x 400=27F) 7
m, B IMEa@BMNEAEMEATEEpHRB 2R - M
BBl IBERAZIBIE (3x 400 =27) EHIL&
A EHBERMBESE L - BHEREREET X #
TUBR, NGHRcEELKEY (14 . 7%,

67 .4=2EH, 56% &%) 5 TLC (L& /KK

37, UmEREERINERABAM) R+ 0. 20

"' H NMR (300MHz, CDC13s) ¢ :

1 .48 (s, 9H) , 2 .16 (dt, 2H),

3 .16 (s, 3H),

3 .27—-3.51 (m, 3H)

f)2 - (2 -"HEEZE) HIEBRE T B

Bmwe (1 . 702, 19 . 12EH) , H&E&
fhHEE (3 .83%m, 130=2EH) MELrERKe)
EY (20 .8m, 95 .32&H) <t (170=%
) BWF o MEBFAEESWNGE 3T TmMHA3 . 50
B W RERAHAEEZREHESL O/NK - Bl
BB ENRE T AETURER . EE#ETAK (2350
Z7) A BEaR®E (200=Z27<2MEBEK) INERM

AR R A T E B FARE (CNS) A4 ( 210X 2972 % )
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A7
B7

A~ BT ()20

wpeh o MET OKEMMUL B (1 x 35027, HR 2 x
400Z27) FW - HEEEcAEHEMULa&R (400
EFC2MBR) BUHRERABELLZERE . MEREBTHR
WERREER, MGHRCEELED -
" H NMR (3 00MHz, CDC1s) & :
50 (s, 9H) , 2 .56 (t, 2H),
.35 (s, 3H),

1

3

3 .46 -3.53 (m, 2H),

5.54 (s, 1H), 6.13 (s, 1H)
L

RMS (EI1) ‘m/ z 130 (M—-—Cas+sHs) 7,

113 (M—-—Cs+sHs0O0 ) " -
g) (2E) —2 - (2 -—HEHERZE) =3 - [ (4 —
HEE) WE ) — 2 - AiEEE T B

M EoRBEEf ) BE®W (5 . 0%, 26 . 8EXEH)
CoEFRE (1L0Z2F) BRMHEBETRATHNECD R
ZOW A - R (. Chem. Soc. Perkin Trans. 1, 1988,
1029) (11 . 4%, 40 .22EH) z -~&HKE
25 . 02F) BEY - MBEBFMEBFHERAL 6 0 /MEF .
BEHEREREYWANEOC, B =2k (5 . 4%,
53 .4=Z&EH) K15 -2 0a@EHMEMA, FEEREK
WEMROT - MEBFMEHEEAGEWNHROT TEAO . 5/
, HmBE=EIGEAE S 5 /NE - BInA KB T K (
100EF) A REF L, BFald - &Wi& KEMINZ

AIER AR TEBAERE (CNS) AdAE (210X297T2 % )

-123 -
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A7
B7

B BERBE ()2
ST (1 00=FA) FW, RAREWNEME S I AR
(5 0= 21 ME®) HEk - BKAEKE D KRR
i (1 00Z2AA L %ER/BEIER) MK X
Tk (1 00=ZF) HHk - HHFHENHBEKRSELTGRK
BETI R E TERUEGHEAHMRCHEEY (7T . 5%

22 .0E2XEH, 82%&FEXR) - BIEREBMHMAZ

R EEEMR, BREGCHEEY (T4 . 6%)
MR L RAER  Z8BZE (4 1) FRERRBRENT
aEE@oBmm TUMA, MG aESaERCEELKS
(48 .0%x%)  BE - (B Z2BRILE) 84 -
86°C: TLC (ZBol ki 1:4, MUV@2
54 nmmi#) R« 0. 20 :
'H NMR (3 00MHz, CDC1l3s3) dppm
1 .4 (s, 9H) , .48 (s, 3H),

.30 (s, 3H),

5 2
.14 Ct, 2H) , 3

.51 Ct, 2H) , 7 .10 Cs, 1H),
7

~N W W

.35 (d, 2H) , .83 (d, 2 H)

h)1-(CC1E) -2 (FTEHBE) -4 - FEHR

— 1 - TR BEIKKARR

BEwmkiism®k (7. 027, 58 . TEEH) K
AMEskE (1 00=ZAA) BHRMHA TN 1 05 8 5 E
ECEBINROCTEZ _ERNEKRLE (64 . 627
2MZ Gk S L EEEE) Z K ERE (

AUIER B A T ERBEEAEE (CNS) A4 (210X 29T K ) 124
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A7
B7

A BB ()22
200Z2F) BT  HHeXEMEE=R, FERS
2 D/ MWK ARKHAEOT, BHELE (
38 .22 ZLIMIZLIBE®R) R 1o@EBMMA -
BB ERABERLOSH, BELAIERg) ED (
20 .0%, 58 . 7T2EH) zEAkMaGmkm (160
ZI) BBEMROAEBEMMNERSER T - B MWK KER
e 2K, ARARFEEROESCH . Ao RIE
mEE=EEERL L 9K  MREMAZRNE (120
2T pRES L, BREAUERL IR, BRERS
EmE, EHEEREELER®%E (1 0=2F) B -
s AT K (400=27) , KtEagELm (200
E 2 IMBW) RZBZE (600=27) MEEREF
B EHETFAK (6 00=T) MA, W ARG ER
MEBRERER  EToE, BEE® (1 MBE®R) IE
AEMHMPFEZEpHBE2 BIE . HEHEAMEMHEUNZBKRZE (2
x TOOZF) EW, WERELS, NWMBEE LR,
MEBEHEERERKEBE FABPURER, ISR AHRZH
WMEY (16 . 7w) EREVERYRB ELEMN - &F
ke, BHEE (9 1) FRERKRETSRAE M T L
M, HEEamReEELEYw (15 . 2%,
50 .9=2%FH, 87%&E=) : TLC (Z&RX/H
fe9 1, LUV@254nmu@#l) R« 0 . 70
"' H NMR (300MHz, CDC1s) édppm

1 .48 (s, 9H),

AWIER BB AT RABRREE (CNS) AdRA (210X 2970 % ) 125
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AT
B7
A ARAHA ()28
1 .67-1.90 (m, 6H),
2 .37-2 .48 (m, 2H),
2 .58 (Ct, 2H), 3 .32 (s, 3H),
3 .48 Ct, 2H), 6 .83 (s, 1H)
LRMS (ES&M%) ‘m/ 2z 253
(M- CO:z2H]J = -

) 1 - ((1E) =2 —

—

(Fr T & L) — 4 - HEE

— 1 — T W& ) B KGR BRI

EEMN (3. 0%,

Z
Z W&
=

WEIWLLZBRENERL,
B2 1 9 /INEF
, 31 . 28X H,

) 195 —-19 8T

ExRMBEERL) E® (15 .
#

55 . 62EH) mMECER

0%, 50 . 32XH) L

il

AEEH® (300=7) T - M&HRERFRERR
BT HEBL L9/ - - FRERYENREZETETBER
HBENRAEZHET,
MEpaERcEEd&ERLas?w (10 .
6 2 % &EX)

5 0TCTT
0%

B (ZBREWE

" H NMR (300MHz, CDC1ls) édpopm
1 .48 (s, 9H),
l1.51~-1.72 (m, 6H),

2 .21 -2 .37 (m, 2H),

2 .61 Ct, 2H), 3 .34 (s, 3H),
3 .51 Ct, 2H) , 6 .86 (s, 1H)
LRMS (ES&M%) ‘m/ z 2953

AR R B AT EAEEAZLE (CNS) A4 (210X29720 % )
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A7
B7

Ao S ()24

(M- CO:2NaJ -

e T 0
1l ~ ([ (2R) -3 - HTHE-2 -HHE-3  §H

Bt

pll

A ) BRI b & B

Me
Meﬁ/o

Me (0] (0]

EELAEYRBBEUNEMGO 6 8 X6 9 & 7%k,
HPEBMNRNAR2 —REHERMHS . BHE (+) -
BREHEOC KT EESE SR - B EEAmRZ 28
YERZEELEY, B (+) —BHEABBEZS 1 . 4
s NMRAOHFBHME> 9 5 %e e

'H NMR (CDC1ls 400MHz) §:

1 .13 Cd, 3H),

1.40-1.60C(m, 11H),
1.60~-1.78 (m, 5H),

2 .14 (m, 3H), 2 .38 (m, 1H)
(a)lo—24 .2 CEtOH, ¢c1.2)

el T 1
1l - ((2R) —2 - (BT&EHE) -4 - kHE] — &

& ke £ B

AU RE A P BB KR (CONS ) A4 (210X 297 % ) 127

(S} i 2o 3 i\ dik e B OV B ol B ok )

——————————— &g



D P T e 3¢ o e B e S 3

1254038

A7
B7

&~ BBABLEA ()25

B (R) —1 - (2 (BRTEHE) — 4 - KEE
] —BAKEA®B (WO 9113054, #H/10) (
10, 35 . 4Z2%H) K10%#E /"% (600=2x
) wEAKZE (25 Z2H7) RAKMN 1L atm - KRER
TaEWL1l 8/H - HFHXRERSGYWEE Arbocel® i & ,
MEBERERBENRRE TR, ISR EELSY,
9 . 6%, 95 % :
''H NMR (CDC1s, 0.86 (t, 3H),
l1.22-1.58 (m, 15H),
l1.64(m, 4H) , 1 .78 (dd, 1H),
2.00-2 .18 (m, 3H),
2 .24 (m, 1 H)
(a)p»p=-3.3" (c=0.09, Z8)

gl 7 2
3 — (4 - HEEXRE) -2 - HNEE

O
\Me
\
NC

AMIERE B AT BABRFEEE (CNS) AdHLE (210X2970 % )

-128 -
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A7
B7
A EME ()2
BG4 - M EEER (1%, 4. 22E8EH) , WAE
(0 . 327, 4. T7T2EH) = - BB - B R B (C
2432w, 0. 422EH), 2&# (01) (9 0=2x
0 . 4=2%H) k=248 (1 . 7827, 12=2%XH

) 2 B (202 ) BERNEME
EREWLL BB (5 0%

(100=

Wl 4/ - HRK
2T ) WEB KL 2 Mk B E
O W, MBKEEHENKRKRSE DRt T
R T ER R EERABRFAEER K, M®I O

5Kk BB, MBI 0 0 10K : 28, ZHEE
THAGES BN FUMA, ISECAFEHERZBERA KK
AEBBEREeYPACEELE (41 42%, 2 .5

25 B) ,

"' H NMR (CDC 13 4 00MHZz) ¢ :

3.8 (s, 3H) , 5.7 (Cd, 1H),

6.9 Cd, 1H), 7.2 (Cd, 1H),

7T .4 Cd, 2H)

LRMS :m/ z 176 (M+NH4«") 4 .
gWMEC, 74 .44:H, 5 .66 N, 8.36.
CioH3¢NO 0 .1H20F&EC, 74 .42

H, 5.65:N, 8.41% -

B BT 3

(3o 20 S84 0 Atk B (v B obak B o3k )

DY TR O 0 Mo Ju e R et S BE

3 — (4 -FEHEHER

) -2 - A%

AR R A PR B EARAE (CNS ) AdHLAE (210X 2970 % )

-129 -
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A7
B7

A R ()27

OMe

BEmE 7T 2EYW (41 42%, 2. 62EH) L
GEME (1 02Z2F) R2BE (1 O0ZHA) BRHEQT,
40p . s . i . FTHEEKSHE (100=Z2x) HF#H1 2
INEE o T S K FER A ¥ B arbocel N DL Z B (
20Z7) B, BHERNMEZFTASE, IEHRCHNRK
ciEELtEw (1 832xw, 1 . 12EFH)

'H NMR (CDCls 400MHZz) §:

1. 7Cbs, 2H), 2 .0 (bs, 2H),

2 5 (t, 2H), 2 .7 (bs, 2H),

3 .7Cs, 3H), 6 .7 Cd, 2H),

7.0 (d, 2H)
L

RMS :m/ z 376 (M+H")

THX (Ma) bEw, FEHEGXE - (CH:z) s
—xBAMALEY, REBEOLONEMBHO T 2 K7 3 il &
S, HEEECKRERHRS -

HN -~
(llla)
# 3
BB | = Y TR
74 |aE 4. 7 B Et 'H NMR (CD50D, 400MHz) §: 1.1
(Aldrich {220 5)) (bs, 3H), 1.7 (bs, 2H), 2.6 (bs,
5H), 3.4 (bs, 1H), 7.1 (bs, 4H).
LRMS: m/z 164 (M+H").

AR R A PR BEFARE (CNS) A4 (210X2972 % ) 130
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Ao~ BB (1Y)

TR

..<
a;@
]
5

'H NMR (CDCls, 400MHz) &: 1.7
(m, 2H), 2.25 (s, 3H), 2.58 (m,
2H), 2.7 (m, 2H), 3.72 (d, 3H),
6.65 (m, 2H), 7.01 (m, 1H).
LRMS: m/z 180 (M+H").

8

"H NMR (CDCl,, 400MHz) &: 1.8
(m, 2H), 2.6 (t, 2H), 2.7 (t, 2H)
3.1 (m, 2H), 3.3 (t, 2H), 4.5 (t,
1H), 6.6 (d, 1H), 6.9 (d, 1H), 7.1
(s, 1H).

&

'H NMR (CDCl,, 400MHz) &: 1.64
(m, 2H), 2.6 (t, 2H), 2.7 (t, 2H),
6.7 (m, 2H), 7.1 (m, 1H). LRMS:
m/z 172.1 (M+H).

'H NMR (MeOD, 400MHz) §: 2.0
(m, 2H), 2.9 (m, 4H), 7.4 (m, 3H),
7.6 (m, 1H), 7.7 (m, 3H). LRMS:
m/z (ES*) 186 (M+H).

Wil | B
75 4V EE - E
i (Lancaster)
76 S-HEE-2 3- &Sk
AR (Maybridge
Chemicals)
7 2,4- A AL
(Aldrich {522 )
78 2-1RFEZE (Aldrich 1L
BNE])
79 1-EZE (Aldrich 1k
R

'H NMR (CDCl,, 400MHz) &: 2.1
(m, 2H), 3.0 (m, 2H), 3.1 (m, 2H),
7.3 (m, 2H), 7.5 (m, 2H), 7.7 (m,
1H), 7.8 (m, 1H). LRMS: m/z
(ES*) 186 (M+H).

80 HiEpi114

Asls

z

"H NMR (CDCls, 400MHz) &:
1.78-1.88 (m, 2H), 2.68-2.83 (m,
4H), 7.19-7.36 (m, 3H), 7.70-7.77
(m, 2H), 7.92 (d, 2H), 8.69 (d,
1H).

Z(Lancaster
Synthesis)

o] o]

MBEY T AT AL,
ZARIEZ R B R A

LUt o

"HNMR (300MHz, CDCly) 8: 4.25-
4.39 (m, 4H), 5.30 and 5.70 (d,
1H), 6.83-7.00 (m, 3H), 7.21-7.40
(m, 1H).

82 2-REE AR

oy

(Lancaster Synthesis)

<
®
6

'H NMR (MeOD 400MHz) &: 1.9
(m, 2H), 2.6 (t, 2H), 2.8 (q, 2H),
3.8 (s, 3H), 6.8 (t, 1H), 6.9 (d,
1H), 7.1 (d, 1H), 7.2 (t, 1H).
LRMS: m/z (TS*) 166 (M+H).

OBn

83 4-JEEEFFE(Aldrich Me "H NMR (MeOD, 400MHz) &: 1.9
(B /@ (m, 2H), 2.2 (s, 3H), 2.6 (t, 2H),
2.8 (t, 2H), 7.0 (s, 4H). LRMS:
m/z (TS") 150 (M+H).
84 3R "H NMR (MeOD, 400MHz) §: 1.8
(Aldrich /L2 2) /@\ (bs, 2H), 2.6 (bm, 4H), 5.0 (bs,

2H), 6.9 (d, 3H), 7.1 (m, 2H), 7.3
(m, 3H). LRMS: m/z (TS") 242
(M+H).

DD ROl 5 me I e IR o o S

AMIER AR P BB FHRE (CNS) AdiAE (210X 29720 5% )
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e
=

D P S O 5 10 2 e 5 o 25 3

A7
B7

A W (/7

85

W6 | | Y SRR

85 3R AR "H NMR (CDCls, 400MHz) &: 1.7
(Lancaster Synthesis) : //©\ (m, 2H), 2.6 (t, 2H), 2.7 (t, 2H),

OMe 3.8 (d, 3H), 6.3-6.4 (dd, 1H), 6.7
(dd, 1H), 6.9 (d, 1H), 7.1 (m, 1H).

86 2,4-— G ELEESE MeO OMe | | RMS: m/z (TS") 196 (M+H).
(Aldrich L2222 E]) D/

87 SEEL D0 — L O el HNMR (400MHz, CDCly) &: 1.40
03— D) /©i>< (s, 6H), 1.70 (tt, 2H), 2.54 (t, 2H),
e Me| 2.70 (t, 2H), 2.95 (s, 2H), 6.68 (d,
AL 120 1H), 6.86 (d, 1H), 6.91 (s, 1H)

LRMS: M+H, 206. (TS").

88 6- YL EL PG ‘ 8 "HNMR (400MHz, CDCl,) &: 1.62-
WEELEE] 125) /@[j 1.78 (m, 2H), 1.84-2.03 (m, 2H),
. o 2.44-2.58 (m, 2H), 2.61-2.78 (m,

4H), 4.03-4.18 (m, 2H), 6.67 (d,
1H), 6.79-6.93 (m, 2H). LRMS:
m/z (M+H) 192, ES”.

89 S-REED2-TRE- o_ . | HNMR (400MHz, CDCl;) &: 1.75
HEA I >< (quintet, 2H), 2.60 (t, 2H), 2.67 (t,
(Fluorchem) o F|2H), 6.80-6.95 (m, 3H). LRMS:

M+H, 216. (ES").

90 S-yg -1 [1H)- _— PR A AT

3B 111) N—Me| IR
Y 1t

90a S.JELEL 7 FIEL D3 'HNMR (400MHz, CDCly) &: 1.9
— G L A b HEIC (m, 2H), 2.1 (s, 3H), 2.55 (t, 2H),
BB 136) ; o 2.85 (t, 2H), 3.10 (t, 2H), 4.45 (i,
TR 2H), 6.70 (s, 1H), 6.80 (s, 1H).

Me LRMS: M+H, 192 (ESY).

91 5-REE-6-FREE-,3- 'HNMR (400MHz, CDCl5) 5: 1.8
— G [b)IRE( o} (m, 2H), 2.2 (m, 3H), 2.6 (m, 2H),
BIGHER 138) : 2.9 (m, 2H), 3.1 (m, 2H), 4.4 (m,

o : 2H), 6.5 (m, 1H), 6.6 (m, 1H).
LRMS: M+H, 192 (ESY).
Me

92 S FED 3 Me "HNMR (400MHz, CDCls) 1.45 (d,
- bk 3H), 1.90-2.10 (m, 2H), 2.50-2.63
IR (B 127) o (m, 2H), 2.88 (dd, 1H), 3.27 (dd,

1H), 4.90 (m, 1H), 6.66 (d, 1H),
6.90 (d, 1H), 6.95 (s, 1H). LRMS:
M+H, 192. (ESY).

Ak RE B AP BB FERRE (CNS) AdHA (210X2972% )
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A7
B7

A~ BB (130

BP9 3

3 — (4 -~ &®mHE -3 - HEH) — 2 - HNERE

)

\,4-/\/©io|
NC N F

G HE - EEFE (3 . 227, 18 . 92KEEF

BERROCT, RATZEAKMEkM (2 0ZF) F

, BRI O mEMELE 0% S tih (756 2%,

18 .

9ZEF) ZHAoBBERXSXBH - MERFE

KEBEWRHOCTERL K, EREKFLI -&EE - 3 -

A

)
6 0

N= VAN
B &

# BH B ( Lancaster Synthesis) (3%, 1 8 . 9 82X
CHOEFUEAKRMARBEMMA - MBETREXER
NEHREmMEBEE=ZER - ®JFHEAK (S E7) WA, I
MLLZBZE (3x 5 0EFA) BN . #HMEELH

M (B BFABLUERAMARY, BEMLHH
5% BBk REFBERBETEAORE T MM T
Dlghife, IR RMERBBRESYWIPACEEEY (2 .4

5,

"' H

5
7
T .
L

70 %)
NMR (400MHz, CDC1s) & :

.82 (d, 1H)Y, 7.19 (d, 1H),
.23 (d, 1H)Y, 7.30Cd, 1H),

42 Capp . t, 1H)

RMS TS"199 .1 (M+NH.")

AR R A PR BEFARE (CNS) A4 ( 210X 2972 % )
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A7
B7

A~ BABLEA ()8

a9 4

3 — (4 -~ @FHF -3 - ®mHEE) -1 -KHNE

Cl
HW\J/\V/[::I:F
BEEHBEHEE 9 3 omER (500 2%,

2 .75 EEH) ERhcE (3627) k0 . 838
NH:%® (1 8ZF) F, mEH1502%x3 0%EE/
EREIMAKBEMN 1 S5ps | 8B THEBBER - LRSS
B 2 Arbocel T E, HREBRNEEF AR, MRERAE
HHI90:10:1 (Z&HEK, FEE, &) FRERK
g oEN PUMMAL, MEEEELEY (3 20
Zw, 62 %)

'"H NMR (400MHz, CDCTIs3s)

1.65-1.78 (m, 2H)

2 .53 -2 .70 (m, 4H),

6 .85 (Cd, 1H), 6.90 Cd, 1H),
7T .22 (s, 1H)

LRMS ‘m/ z (TS") 188 (M+ H)

T X (Ma) ke, FEEFXE - (CH:2) 3
~—zEATLEY, REBBHEUNEMHH O 3 X9 4 F Ak
S, HEEZKEE T RR

AUIER AT EBAFAZEL (CNS) A4 (210X 2972 % )

134 -
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A7
B7
Ao BEWABY ()32
HN o~
(Ilta)
g | REE Y ekt
95 R e F "HNMR (400MHz, CDCl3) 8: 1.62-
f#(Lancaster )/@i 1.77 (m, 2H), 2.55 (t, 2H), 2.64 (t,
Synthesis) ol 2H), 6.97-6.99 (m, 2H), 7.14 (d,
1H). LRMS: m/z TS* 188.1 ( MH").
96 2,3- THRE 3 "HNMR (400MHz, CDCl,) &: 1.66-
(Lancaster Synthesis) | F XN 1.78 (m, 2H), 2.58-2.75 (m, 4H),
| 6.83-6.98 (m, 3H). LRMS: m/z TS*
_ 343.1 (2MH").
97 2.6 HEETRE | F "HNMR (400MHz, CDCl,) &: 1.68-
(Lancaster Synthesis) 1.83 (m, 2H), 2.57-2.83 (m, 4H),
' 6.70-6.92 (m, 2H), 7.01-7.22 (m,
1H). LRMS: m/z TS* 172.1 (MH").
98 4- = JF AR "HNMR (400MHz, CDCl3) 8: 1.70-
ﬁgmmmwk NE 1.82 (m, 2H), 2.60 (t, 2H), 2.73 (t,
) 2H), 7.07 (d, 2H), 7.18 (d, 2H).
LRMS: m/z ES* 220 (MH").
99 B 102 N "HNMR (400MHz, CDCl,) &:1.66
(m, 2H), 1.89 (m, 2H), 2.42 (m
P 2H), 7.36 (m, 1H), 7.50-7.62 (m
2H), 8.02 (m, 2H), 8.93 (d, 1H).
100 | 4-(FFRfED)- KRS SMe | 'THNMR (400MHz, CDCl,) §: 1.68-
(Aldrich fLE2AH)) 1.75 (m, 2H), 1.42 (s, 3H), 2.59 (t,
2H), 2.70 (t, 2H), 7.07 (d, 2H), 7.16
(d, 2H). LRMS: M+H, 182. (TS").
101 | 23- &K [b] = 'HNMR (300MHz, CDCl,) §: 1.78
IR - 7- PR e (L 151 | (tt, 2H), 2.64 (1, 2H), 2.73 (t, 2H),
128) P 3.22 (t, 2H), 4.55 (t, 2H), 6.78 (dd,
1H), 6.95 (d, 1H), 7.05 (d, 1H).
° LRMS: M+H, 178. (TS").
e 102
NEmk — 6 — & §E
HC
X
O
N
e — FEEW (Aldrichfhk 24L& ) (1%, 7.0

AR E AT BEFAEE (CNS ) A4 (210X297T2 % )
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A7
B7

Ao BB (133
EEE) R AW (2 .32%, 21 .0Z2HEH) R
WE B E TES, BR100CT, RARE T MA
1 6 /K  -TMESRERGYHANERR, BN B
HERKEWE L . BWEMS 1L KK 2"
SWETEEOE, NEEELAY (23 6%7x, 21
9% )

"H NMR (400MHz, CDC13s) ¢ :

T .46 -7 52 (m, 2H),

7 .98 (d, 1H)

8 . 33— 8 37 (m, 2H),
9.03(Cd, 1H), 10.18 (s, 1H)

m / z (ES") 315 (2MH")

el 1l 03
4 — (4 -—BEEFHE) | &

A4 — (4 —HERERE) - T8 (Aldrich £t 2 & #

) (2%, 10 . 42XEHE) AR5 027 —& B ked,
HEErsEETERESR (1 . 85%, 15 .502XEH)
ZEIMA - Z2NMAR, DEGWER 4 /K - &7 &

REZTBER, MAES, MERASL, LHEM/ BERE

AR R A REFAEL (CNS) AL (210X 2970 % ) 136
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A7
B7

A~ HPABLEA ()34

BAOBBETEEMACERBRYEHERRESD BB R
Bk - DELEAMER20Z —&E&FLEdh, BERHMNE

ROCTFTreE®ERLZO . 88 NHsHE®SF - F2MARK,

GmmBER AR, BEBF BT, TR (KRR K
xH, NEHGBEREEEYEE (1 . 5x) , W5
TR N EE DA -

el 1 04
4 — (4 —REE) T

HO\©\/\/\
NH,

BEifEE 1 03 EW (38x, 0. 20XEFH) X
MmMEE#EBZEMLESE (1 5%, 0. 40XE) 217
ALk R, MARBEBERL 6 /NE - FBEEZS
hEMAZEBZE (40027F) PUKRE, FHFKZ
MBI RBETER B30 Z2NEAKAKMKER
(At ) mAMERA D o @BAEM, BTG E
WLl NGERERMEL, BEREK (2x 200Z27H) #
- L2 NGB MWK AKEERE @A, LI WL B FI,
wr e (RS ) RAFUUSGS & A MK MBI - & kR
M1 6 0 ZFF KGR KT ER 4D, m&kEE
100EF KL . BHERBEBRMMAEEDD HE 9 —
l0BE - BEAWU &FHKE (3x 10027 @E

KRR R P BB EARE (CNS) A4 (210X 2970 % )
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A7
B7

A RS ()36
I, R (MBS REAZFLLHSOCERY, BN HEF
fTPFUEMSS, S EEEY (6 . 4%, 35%) @ &
- 114-116°T.

e 1 005
4 — (4 - KRAEFE) T HEEHARE | A

Mo mE B TE (1 .06%, 4. 8=Z2XEH) —
XmMERA T ZCER MO 1 04EY (400=2
w, 2 . 4BEH) 2K (10 kR (102
) CEGHERFT - HRRXERZAHT 20K, HEBKRR
(2 .0m, 14 .42EH) —X#smA, BHES
¥R PR 5 2 3 /NI DUBE FE BT R RT P B & fE A B 55 & K R
M ESCYHEBESREST, BABE S A, N
s LRI PRMEILSEAHMNARY - HHHBERYEE
H2 1Rk 2BZIZBCREGHRETORE > H, MEE
HEY (550 Zx, 86 %)

" H NMR (400MHz, CDC13s) ¢ :
1.41-1.62 (m, 13H),

.53 Ct, 2H), 3 .12 (m, 2H),
.48 C1H, brs), 4.80 s, 1H),

(@) I R A

.74 (Cd, 2H) , 7.01 Cd, 2 H)

AR RE A P BB FARSE (CNS ) A4 (210X 2972 ) 138
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1254038

Al
B7

Ao BB ()6

el 1 06

4 - (4 -~ HEFEFEE) TEMELPERE | FF

OMe
Me 0
el
Me (0] N
H

e 0%afhihecEHmosB#® (882w, 2. 2%
EE)MERERT, RATZEBBCHMHEH 105 E
» (555 &%, 2. 125F) cMa%®E (7 27F)
HWE - HBERERAEYWHEKS L oE, HEMKTEH (

0O .14=%7, 2. 222EF) —X#INMA, BAR=E®RT
BEH1I6//E BOIBERKREEGEYMULKZE (202
) mEBEEMU3 XkEaMBE®R (1 5=27) Bkt - B
ERENRRBE LR, BFEH _ AR RFERELRKET
g FUAMAL, NMEEELED (5 00Z%, 85%
)

"' H NMR (400MHz, CDC1l3s) ¢ :
1.40-1.63 (m, 13H),

57 t, 2H), 3 .13 (m, 2H),

.78 (s, 3H), 4 .46 (C1H, brs),

S W DD

.82 (d, 2H) , 7 .06 (d, 2H)

BfEel 1 07

KSR R A EEFARE (CNS ) AL ( 210X 29704 )

- 139 -
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Ao RS ()97

4 - (4 - FEBERFFE) T %

BEfmEH 106 (5002%w, 1 .82XFH) &R
SEA _@AFHE 3BT AR :, FRA THA L6
INHE e TR BEGWEEDS 02T 1 0 % ik Bk sh K&K
B ERMEULZBIE (2x 5 027 ) W - Hi&HE
GrERELRE (RKBRE) AR, ISEEED (
SO00=Ex, 94%) , A FHBMALEE— DML

Bl 1 08
3 — (2 — k) -1 - HFNL

B2 -—cmEME (105x) RZLBKAE (20 4%

) REB TG, TRAALSF (1 30%) 25027
KEWRBHEMEERBBZBERT . AMART T LK
RAMgER - TE2EMAR, PEGYWER2 2 /0K, B
FHKEBRBMABRBEBRZp HABES - MBEKEESD
PLZ®E B (600 ZT) ZFE, & & MWK MRS L

AR R A PR B FARE (CNS) A4 (210X 29720 % ) 140
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A7
B7

Ao AEABLEA ()88

B TRBUGEAHRY - SHRBRIARGEO0 . 6 EX
TR BN R A ERE - EWEMNLIO00-107CTLL#
WM s B R EBY (56 BEXE) . FEHKkZ2 - (

O - WML HE) W (200%=w, 1 . 5EHE) BR
6F BRI 2EA0 . 8 8 NHWHW A5 0% b %k
BT - FHREASWN 30D s i B TEMLL 6 N,

MmBEErES, NEBEEEY (H200E8) , B
T R EE— ML

B 1 09
2 — LB — 2 H — 15

N O
=\
N—<
S
Me

e (3 .5%, 29 . .6EBEE) KILEE (
3O EF) R60CTHRATMHIINKE - HBREZILRK
BFA®, "E TZHARBGEY D RN 3 % KMk ERAH (
20%2Ff) k2B (3 0=T) M - HE&HE KM
o, R (MMeE) AR, NGEEEEY (4 . 0%,
96 %)
" H NMR (400MHz, CDC13s) ¢ :
2 .80 (Cs, 3H), 7 .37 Ct, 1H),
7.58 Ct, 1H), 7.75Cd, 1H),
8 .46 (d, 1H)

AskIERE @A P BEFAZRE (CONS) A4 (210X 29720 % ) 141
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Al
B7

A~ AL ()39

110
5 — K - 2 H —m#W RS —RE - 1 H "8

N
N
NH + N
~ /
Br Br

BREE 1 09%EM (45025, 2. 8EEH)
MR ZB (0 .5Z7) F, BREBTRATHES . M
BEE® (0 . 5EF) RBLABEHEMA, BiHKER
Bl BN BB EZRES RS R KB SRS
30sEMBR, EeAREBEIERYRBRFES B
SEAEEMA, BEBREETES, THGTWLUR
b (5 EF) BE - BHREZERYEHERENEET %%
CHBUA B ENAELMEZERE - BHES DM
E50CI1/AE, MeSEAAEEE - BHZEES,
BHREWL RmEE (2x 1 0E7) F0, BMHEE (
) RAS, HBA00Z%3 : I FTSBEEY
Bt oo mmE ] - H o2 — HoEuk R s .

'H NMR (400MHz, CDC13s) ¢ :
7 .41 (Cd, 1H), 7.49 (d, 1H),
7.92 (s, 1H), 8.02 (s, 1H)

BmH 1 11

AUGERE# A TEBEFEAZLE (CNS) A4 (210X297T2 % ) 142
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A7
B7

Ao AR (0 N40

O — HHE -5 I - 2 H My - R

— 5 - ®E

— 1 H - m

Me
/

N N
- \N Me + \N
—Me
— V4
Br Br

REBETRATEHEREMEA 1 1 0EBEBESGY (
400Z2%, 2. 02%EF) BERNHFEE (82F) F, &
Z2EHE) —XmMA . W&
BHEEM (0 . 3227, 25 E)
SR ER FMBRANE - FREW
RiERE (H32A), HBRSPHANRZKBZE (20
B3 %okMEmBEE - BEAEEE DL,
), BEMHIY 1 —REKR FEMFRERKET
EuE#ERE (100

BEHEs (2232%, 4.0

g BT PO, BIG L - H
23%) k2 -HEEMBE (1
1 - HERBE,

! NMR (400MHz, CDC1s) &

.08 (s, 3H),
.30 -7 .50 (m, 2H)
.82 (s, 1 H),

N

s NMR (400MHz, CDC1s) & :

4 .13 Cs, 3H) , 7 . 305

.92 (s, 1H) » 2 -HESR

EZWEmA, BBIE

i #& ¥ #E

% 7t)
% (R

g—

R

122%x, 26 %)

)

T

gE

(d, 1 H)

)

a3k RUE iR P B Bl R AR (CNS ) AdRLE (210X 29720 )
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A7
B7

Ao BB ()4
7.59 (d, 1H), 7.81 (s, LH),
7.85 (s, 1H)

BB 1 1 2

3 — (1 —HfHE -1 H w5 —F) -2 -—HNEIE

NCT N

BEfEE 1 1121 -FEEHEE (100 =2%x,
0 . 47TE2EEHE) BN K (6 Z7) F, FFFKERKH
(72=Z%, 0.528&EH), A&EKE (0 .03 5=
F, 0 .52Z%H), Pd: (dba)s (43=%x,
0 .0472EFH) R=HTHEK (0 .03 8=27,
0. 16EZEH) Z&MA . . MEBXRENRZRE T ER
S/, EwaAlEEE, #iB"ERX arbocel 118 KR
EWAREERAE BN BEAYWHERI 9 ¢+ 1 Z&F K
CHEgETaE o, WESEEARKRAKEMEREEESY
A BEEEY (5 7T=2x, 66 %)
' H NMR (3 00MHz, CDC13s) 6 :
4 .11 Cs, 3H),
5 .40k5 .84 Cd, 1H),
7 .37-8 .18 (m, 5H)

AR R A T B ER KR (CONS) A4 (210X 29T % ) 144
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1254038

A7l
B7
Ao AR (0 )42
U
3 - (1 —HHE-1H-—m W5 -—FH) -2 K%
Me
/
~ N\
| N
H,N N %

GgEfEE 1 1 2Em (552%x, 0.
BRZE (4Z27) R0 . 88 NH:E® (127 ) 4,
FR30ps i KEB|T, R10EBR30XEEHE
ks TaE K2 /N - FaREAYEHEMENL Arbocel
B, MEBERBRASRE, ISEEEY, KO TEHAETA
vEE—F M-

2 9=2%H)

a1 14
2 — (4 —\mxEHE

) — H g

Br

BIETEME (1 .6 Mz ®E, 34 . 427,
5 EZEEH) BWMMENR-60TCTTERARAZLL,
THREXR (11 .82%, 502EH) 210
KU EKEAERT - FHEEGYNRIEEFTRA L
HeBaksE (0. Mzl aEkm®E, 100

-
0 % 7t 4
59 8
&7t

AR R R P EBEKAEAE (CONS) AdAE (210X 29720 % ) 145
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A7
B7

A~ BHASLAA (

200

50 ZKEH ) Z MG kM ERZE
9 0 7% WM ==&\,
2w ) mA,
5 02 FEF) ILAMA -
A EKE (10
B BBERILN3I2RRZLZEBERZ200

143

N
Motk R R (= & )
gmg 2 - wE
BE RN ER T # B A m %
27 ) LB ZE (400 =27H) W
2 T7F K kB oK (

HaiEaGYR
L (
g (4 . 8 27,

&,

i 7

SE

)

/ otk & 4 NI
=R S

20 0% BHWE T, ZMEAABRE S/ aERY
CELERMEEE L 1Ok CRTRESRRRE
RGBS BT TUML, HEREEY (8 . 3%,
71%) im/z MH 234 (TS") : BWIEC
56 .61%., H 3.37%, N 5.900%: i
i . C 56 .44%, H 3 .44%, N 5 .98
o -
W E 115
3 - (2.3 —@H-1H-# -5 3% ¥WHK
HO
(0]

%3 - (2, 3-—@#E—1H-#-5-%—K"HM
B (5005, 2.66%EKEE) (8 Aldich) BR
ZB (AO0®A) F, BR15ps i FHUA40ERLO
% 4t T 4 8 & % 38 38 5 % X Arbocel o

MEmEEEY (56 02%w, MK

AU R AR P BB FRAE (CNS) A4 (210X 29720 % )

- 146 -
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A7
B7

Ao BEEABLER ()44

EE) , AT EREmA L EE DA
" H NMR (400MHz, CDC13s) 6 :
1.98-2 .07 (m, 2H),
.75 Ct, 2H),
. 80-2 .90 (m, 6H) ,

2
2
6 .95 (d, 1TH), 7.03 (s, 1H),
7 .08 (d, 1 H)

L

RMS :m// z E S~ 189 (m~— H)

gl 1l 16
3 — (2, 3 -——®HH - 1H-H -5 - &) - A

H,N
0
REBTHRATY, "EHMHEH1I1I5EYW (19 0=2x

lZ2EH) AR _&EFHK (22Z7) 1, H#hHE1L 3 2
I (1 . Z2EH) EME, ®F1HMN, N-_HHE
PR -  FHEBER, BEGYNRE=ETRA 3 /D
B, MEBENEEZFHEE DTHRAVHFER2 27U A KE
1, B0 .6=270 .88 NHs@E®MA, &M EE
MHPAR BLUASREFLEENELRZE (2 X
lOZFA) F - Mk A RMAEE (RRE) KA
#, NMEEEEY (1 902%, 99 %)
" H NMR (4 00MHz, CDC1l3s) ¢ :

AR R AR R FARE (CNS ) AdRAE ( 210X 29704 )

- 147 -
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A7
B7

Z~ A ()45
1 .96 -2 .05 (m, 2H),
.49 (t, 2H)
.81 -2 .92 (m, 6 H),

2
2
5 .32 (brs, 2H), 6 .93 d, 1H),
7.05 (s, 1H), 7.08 (d, 1H)

L

RMS ‘m/ z (ESs ) 189 (M- H)

el 1 17
3 — (2, 3 -——4gGF - 1H-# -5 —H) - HE

HZN\/\/©E>

REBETRAT, 8B 1 168K (170
w, 0. 9Z2XHF) AR Akmamxkmg (327 ) F, i
REaLEE s ma%xmBE®R (1M, 0. 927,
0 . 9Z2EH) ZHMAZCKMABEHEESREBEER S - &
BMREMBREG 0OC, MBMRILER FTRABR - DLAk (1
27 ) YEREYMIREFR L, B1NGEMALMH (1 2FF)
MmA, FHERINZEZE (2x 1 027F) FH, 2k
(Wi BEsE) , BE RIREMERBEECQHRY . &K L HAR
WEM A 90 101 (Z&Fw, B, &) FRIE
mwmETHENGAaE oM TUMAE, NEEEEY (30
Zx, 35%)

" H NMR (400MHz, CDC1l3s) ¢ :

il

AUERE# A TEEFAZE (CNS) A4 ( 210X 2972 % ) 148
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A7
B7

BRI ()46

1 .72 -1
1 .96 —2.

(m, 2 H) ,
(m, 4 H) ,

57 (1t

o D O~

.80—2- (m, 41"1))

7

3

2 H), 2 .70 Ct, 2H),
2 5
6.90¢Cd, 1H), 7.02 (s, 1H),
7T .09 (d, 1 H)

LRMS m/ z (TS ") 176 (M+H)
BliEH 118

3 — (4 -—BEHE) -2 -"HNEE

46 0% @t mwk (2. 16%x, 54 . 1%
EEH)BEREE®X® (5 0=27) 1, FRA TwaAl £
0OC - MEBEHH®E _2E-&FE (8. 7427,

54 . 1Z2EF) ZREMALBEEREROTC FTRA 3 07
oo M4 -BMEXFEFE (10x, 54 . 12Z2XKEF)
LR20ZAMNE%kEFZEAREPAZHMMA, BSES
MIMBEEZRBE - MEUNKSRER L, Q2B ZIE (
3x 5 0=2Ff) FW, ah (MESE)  BEKARERA
Gk MR ER ¢ 1Kk ZBILEBZESR
wep, BEAEY S HEE DL D

" H NMR (4 00MHz, CDC1s) & :

AR A T RBE KR (CNS) AdLA (210X2972 % )

- 149 -
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AT
B7

Ao BT ()47
5.82 (d, 1H),
7.21-7.28 (m, 3H),
7 .50 (d, 2H)

a1 19
3 — (4 —®wERE) — 2 —-HIZ

Br
HzN\/\/©/

= & W) 1R #E Iddon H A (J. C. S. Pekin I, 1977,
2357) FRt S M A B S BRMESG - s EEGEHR (
1 . 2%, 31 .62KEHE) BENLZM (35 2Z2F) H
, REBEBRWMBAEHLS0OCH, BERATER - B RMH
Bl 118z ZmESR(C2.06xm, 9. 88FXEH) B
WU ZB (202HA) P2 BRELZHEMA, HFE
MM 9 00 - HE, "M EL, LHERERER
THEB 16 /K BAK, B 1LINGEMLH (30 ZF
) RZBZE (6 027 ) MA, BHEREBRIMAE IO
S MK ERE S BH, 28 (RKR$E) RABHA
kY - BHEHEMEHFIO 10 1 (&M K, HE

) ERdREwETRERAaE o BN FLMAL, HNEE
EEY (740=%, 35%)

" H NMR (4 00MHz, CDC13s) ¢ °

l1.65~-1.74 (m, 2H),

KRR # R T EBFARE (CNS ) AdRAE (210X 2970 5% ) 150
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Bk (4127 BE

Al
B7
A BB ()48

2 .52 (t, 2H), 2 .66 (t, 2H) ,
7.02(d, 2H), 7 .35 (d, 2H)
LRMS :m/z (TS ) 214 (M+H)
BAEG 12 0
1 = (2 " @WHKXEHE) 2  FHE

NH,

0t
Cl
BEmE 121 EY (11K, 55 . 2BHEF) &

mmMmERATZzaE&M#ER (4 .1
wm, 1082XF)ZZB (1 10EA) BE®RT - F

B R FER G YU

W4 /N,

H&i# 2 LBBEm®KRMNA -
BLANGERBL, £8, o8, HBHEMH4
B WRBER@mE - B KERELLZER (3 x
E ) B, BEACH S EDR N MRS Lk
- BB ZIBMEBMBUALERACALEBAFSIN B BEIE - F
BERE R,/ AWM (BEE60-80TC) HFLUE

B okERE
0 % & %
100

G, BNEEEEY (2 5%, 20%) , WHE 126
- 1277T:

" H NMR (CDC1s 4 00MHZz) ¢ :
1.55¢d, 3H) , 3 .80 (Ca, 1 H),

4 .20 Cd, 2H),

AR R E A T RBFERE (CNS) A4 (210X 29724 ) 151
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AT
B7

Ao~ BABLEA ()49
6.90-7.00 (m, 2H)
7.15 (t, 1H), 7.30Cd, 1H),
8 .60 (bs, 3H) 4 #f.®W@EC, 48 .9
H, 6. 0:N, 6.5 .CoeH1sNOCI1 :F%Z

c, 48 .7 :H,5.9:N, 6 .3% -

A1 2 1
1 — (2 -~ @EXEHR) — 2 -~ NEH

Bl - (2 -&BEXERE) A (106 . 6%,

0 .5 8%KF) (J. Am. Chem. Soc., 75, 1953, 1134) Jn £
FRO2NGELMBEHR (42027 ) REEZETZR
AWML (27 . 8%, 4AEEH) WRPLEHHRER .
ERERERBAYERI O #E, MENREEZTRWE, B
BB BREMU IR (3x 200=7) £ . BEG L
EHEAREBE PR EAREZE T RE  BHGHYAH

plEEEEYw (134 -136CT/1 . 352Kk
> (4 .5%, 3 .9 %)
" H NMR (CDC 1 s 4 0 0MHZz) 6 :

2 .05 (s, 3H), 5 .00 (s, 2H)

AR R R P RBFEAELE (CONS) A4 (210X 29720 % ) 152
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Al
B7

A~ BB ()50

6 .90-7.00 (m, 2H),
7.10Ct, 1H), 7.30¢Cd, 1H),
7.60 (s, 1H) ;5H, EHMEC, 54 .9 05

H, 5. 05 % -

Bl el 1 2 2
3 — (4 - HEHE -3 -"GXKE) -1 - NI

Cl

OMe

B4 - FEE - FKFEE (Aldrich) (4 2 %,
0.3 1%H) KM (0.6 =27, #HELE) RET K
Ay, BHEAER (5 1%, 0. 37TEEF) R30n
wEHEmA, TEEFRKEZANBMNRZ2 5E30TCH - L
ERICAERLE BEAYWRERTRAS 3 008,
MEMBEETOC4/IH - HEEZABENAEEZFT AR
Mk, BEGREYWENRS OZT RRWE T, K& EI
BrEsEELS0OOEACKS, EWHEE P IIERL K
ERmE L, Dok BEmeRNEE2dhak, EEEE
(40 .3%, 7T7T%) , 55 —-56TC -
" H NMR (4 00MHz, CDC1l13s) 06 :

3.99 (s, 3H), 7.05 (dd, 1H),

H, 5.05.CeH ;o NO2Cl1E®EEHEHC, 54 .15

AR R A FEBEFRE (CNS) A4 (210X29720 % ) 153
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1254038

A7
B7

B BB ()51
7.91Cd, 1H), 9 .86 (s, LH) 3,
MW E: C, 56 .13:H, 4.14%.

CsH-Cl1O::2%C, 56 .33 :H, 4.14% -

el 1 2 3
3 - (4 - HEHK -3 -—®@EHK) — 1 - K
OMe
HzN\/\/©iC.
REBEEEO 3, HEMBH 12 2EWERKMENL
GEBCHFUYBMEEBBESY  REEBTRAT, BILE
% (300=2%w, 1 . 00EZ2XEH)EBER_&FLK (6
27 ) h, BHENETEH#ALEWM (1 . 6%, 6 . 22
EH) ROoEBBEMOSRMA - MEKEEDER 4 /NE
, BMABEEL  BREVWENRHBOEOZENTL 0 X%a&R (
At) ., MEBEERS 1K BERKRESS, DRI
B (3x 3 0= ) W, %k (MEKEE) REABHREO
Wik . BHEEBmK®WHKIS 50 .5, MBI 5.5
/1 —&EEE/HEE/ATETHEA B, ISEEE

(7T 55%, 24%)

' H NMR (400MHz, CDC1s) & :

1.60~-1.74 (m, 2H),
2 .56 (t, 2H), 2 .67 Ct, 2H),
3.82 (s, 3H), 6 .79 (d, 1H),

AUIER B AT BB FAERE (CONS) AdA (210X 297K ) 154
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A7
B7

Ao AW ()52

6 .98 (d, 1H), 7.15 (s, 1H)

BHipll 2 4
i

)

%t Wi B2 (Aldrich) (2 . 4%, 18 . 42XKEF)
BHRZEE (3 .5Z2F, 36 . 9BEHE) RIBE (
30ZF) th, HERKI /K, MESHKL 6 /NEHMNE
WA ERR - BMK 1 0OXERE /EEZERMNEBE
o, FHEBEEN40D . s 1 @EBTRLL 6 DE -

(5 EF) - "HYEBRBERRZBIE (3027 ) F,
EUAKMBERBAEMER (£ 10027 ) Wk - #imK
EHMBAMBE LB RAFRERCHMRKY - & LR
M1 0% ZMZE/KirbhETREA DB, MGEREEE
(2 . 1%, 85%)

"'H NMR (400MHz, CDC1l3s) 0 :
1.93-2.04 (Cm, 2H),

.79 (Ct, 2H)Y) , 4 .18 Ct, 2H),
.78 -6 .83 (m, 2H),

. 00~-7.10 Cm, 2H)

1 O Do

Wit A BEEE Arbocel B @I, FREBRAZXE=E

AR R A P BB FARRE (CNS ) AdiAE (210X 29724 ) 155
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Al
B7

P P S Opmle 3 M omo 3 e B e o S R

Ao BB ()58
BLGEH 1 2 5
6 — I8 K i

Br\@j
o]

alfEe 1 24FEw (1w, 7.02X5H) ERZ
@F M (1O0OZFA) F, BRHE (4038, 7. 82
EH) LR Z&FKE (3EA) F2B®RP AR E D EH
A - BEBRNE TR, PROFEEAEG - KE
EYREETEBRI NI, MELAK (2 0=27) KEK
(20=%=7#) B, AR AEHRE ML, TB (FREKSE)
RAEBREFEECHRY, BMELMD % L8, IE LK
rwmET AR aBoBED TLUMA, NEEEEY (
1 .3%, 82%%)

( Smd D Jepee S B i BV Br sk B o sl )

—————————— e g W

"H NMR (400MHz, CDC1s) 6 :

1.90-1.98 (m, 2H),

.73 (Ct, 2H), 4 .14 Ct, 2H),
H

.61 Cd, 1

N O Do

.08 -7 .15 (m, 2H)

1 26
5 —wE -2, 2 - " HE-2, 3 - "G HEKFEIW (b
Ik 1

AUk IR RE A F BB K ARAE (CNS ) A4AE (210X 2970 % ) 156
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1254038

A7
B7

Ao~ BB ()54

o Me

o, 2 - -HE-2, 3 - Z—@FEXFXI (b ] IKIHE
( #2 ¥ Baker and Shulgin, J. Org. Chem., 28, 1963, 2468
HuEfm) (5002w, 3 .38XEH) BN _&J
e (5 . ZF) B, BEREBEBTHRATE®R, WMEAEN
—EEBRMETSK (6612w, 3.T22XH) —X
MA - WK NKEER 2/, BoB (1 0Z7) MA
, T EHAMBRSBEHABEZEL  HEEREXEEG
, MBHFEHLY LB ARBEFEFRERBKETHEACRE
SEET T LML, BIBEEEY (6042%, 79 %)

''H NMR (400MHz, CDC1s) ¢ :
1 .43 (s, 6H), 2 .92 (s, 2H),
6 .54 (d, 1H), 7.16 (d, 1H),
7T.19 (s, 1H)

LRMS:M+H, 227 . (TS")

el 27

5 —WE -2 -—HFH -2, 3 - _"FHFH -1 -FI (b

Ik UE

AHIER AR T REFARE (CNS) AdAE (210X 297205 ) 157
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1254038

A7
B7

Ao~ AR ()85

Br
i: :O

EEEMKREHMAMEMGE 1 26 <FK, #H2 -
HE -2, 3-Z—&® % -1 % (b ) skm (EBHHAR
TCI1) f&E:

" H NMR (4 00MHz, CDC13s) ¢ :

1 .43 ¢d, 3H), 2 .80 (Cdd, 1H),
3.29((dd, 1H), 4.94 (m, 1H),
6 .61 (d, 1H), 7.18 (d, 1H),
7T .22 (s, 1H)

Bl 1l 2 8
2, 3 -G EEIW (b ) wkmg -7 - RE

CHO

o, 3 - —@EXW (b ) Bk (Maybridge
Chemicals) (25 %, 0 .2 1%H) &R _&F & (
500=F) F, BRATHOT FHEAE . &K MEIK
% (36 .5=Z7, 0.3%EHF) —XMALNELARAT

ul

W o MM @ R EEER (18 .82, 0. 21
EH) MALBE®RBEE 3 008, HERKOABERIL
R EMRENKRK-K (1 000E7) - FiRHE D

AR R A F BB FARE (CNS) AGAE (210X 2970 % )

-158 -
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1254038

A7
B7

Fo~ BEEABEA ()56
H, Bk (2x 100=7), 2NaG&ER (10027
) REEK (5 0ZF) Hmk, M&kBHR (3 0%) ki
mEBEW S B ERBE IRV ELTHERER T AEU
EEEmRkY, BLUT -1 0% 28I BETZ
B, NEeEEEw (1 902%w, 0.01 %)
;' H NMR (400MHz, CDC1l3s) 6 :
3 .24 (Ct, 2H), 4 .75 Ct, 2H),
6 .93 t, 1H), 7.40 Cd, 1H),
7.59(d, 1H), 10.2 (s, 1H)
LRMS: (M+H) 149, TS"
A . BEWI@E:C, 72 .98 :H, 5 .46%.
CoHsO::%2%EC, 72 .96 :H, 5 .44%-

sl 2 9
1 ~Fikm — 3 - FLF

CN

MOTT, &kl (268&Exw, 6. 7TE2XEF)
ARGk (1 0=Z7A) 84k, FRBER - ZER
FEE (1 . 127, 6. TEEHF) ZHMNAILRMKEERHR
A5 4. MkH3 - F WA (Lancaster) (9 00
2%, 6 . TEXE) ZEMALBBENR=ER T &F

AUGER A P RBAEELE (CNS) A (210X 2972 K ) 159

(> 200 St o) dik ke - (N B ol B o )
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A7
B7

Ao~ RS ()57

4 558 - HifF X

27 WmB, KAE®KE LD,

NMR (400MH z,

.77 (s, 2H),

.25 -7 .40 2 H)

(m,
(dd,
(s,

"M+ NH.", 1

LHDY . 7T .

.67

3

7

7T .52
7 1 H)
L

RMS

79

B B 1
2 — (1

3 0
— AUk - 3 — &

EULZB& LB (15
A
B BREYEERO0 - 5 % L8 IEE KR E

S, BISEEEY (9 40

58 (dd,

Z2F) kA (15
Wi B 8 ) kK& #F
17 & BR

Zmw, 91%)

CDC1ls) & :

)

]. H ) b

(T S")

) — L%

HaEfatkeErsw (1 027H) ,
30E=E %Mk (1202,

mr, A3 0p . s . i

r;

i® Arbocel ZE 1 3 JE
iz 2
%’

H ke RO 1T g o B
9 3 %)

di

BaifEE 1 2 9EYW (4002

. EBTE ML 6N
HRE-FOERBERMERO0 - 5%

NH,

W, 2 .5 582 &EH
(20=27H) &
eiE) F6,

Z B
AR =E

o fE L

BEeEEEEY (380

AR R AR PRBEERL (CNS) A4 (210X 2970 % )

-160 -

(S} D e ot B <l B (N Bk B Rk )

——————— Mg T



D TR ek B HOm e R o S
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A7
B7

A~ AEBABLEA (
'H
1 .20 (br
2 .80 Ct,
7 15 —-7.
7T .43 (dd
LRMS : M+

BaEgl 1l 31

NMR (400MH z,

158

CDC1ls) o :

s .., 2H),

2H), 3.02 Ct, 2H),
25 (m, 2H),

, 2H) , 7 .55 (dd, 1 H)
H, 162 . (ES")

) mZEE (20
, 400D .
2 0 2 5 v Al
Trafs 72

BH L HEE S

o, Bl 512 & E
' H

1 .81 (m,
2 .75 -2 .

TR e RS

NMR (400MH z,

Z2F) 202w 1 0EE XL HKESG
BB YRt 4 8K - MRS
MmAE BEEBHREOD . s . 1 . &40
INEE o B fe b BB E Arbocel ZE PR
MEeEKGFIWEEHIO 10 /1=
ARFEBHERBETAXNCRE DB M P LM
(11 2%w,

s . 1

55 %)
CDC1ls) o "
1H) , 1

.98 (m, 1 H),

83 (m, 2H),

2 — (2, 3 -——@FH -1 -—Fikmwm— 3 &) = L%
NH,
o
BEme 1 30EW (2002w, 1. 24288

=

AR LA P BB FARRE (CNS) AL (210X 2970 % )

161 -

( Smb v 20455 0 8 B (B T 3 )
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A7
B7

A B ()99

.50 (m, 1H), 4 .22 t, 1H),
.60 (t, 1H), 6 .72 (d, 1H),

3
4
6 .85 Ct, 1H), 7.10Ct, 1H),
7T .20 Cd, 1H)

L

RMS :M+H, 164 CES")

el 1 3 2

(2EM2Z) -3 - (2, 3-——gFE-1—-KFKIIKH
-5 - H) -2 -THKE
Me
NC  _~
0o

BB _ 2 EZEFE (0. 982, 6. 162X
H) Z2Z2ANE®RBERMENLOCTT, RATZER
rEfh (247TZ2%, 6. 16E2%H) EKNA
ki (1 0ZFA) BRPERKRBENLOT TEHL 1 /IE -
FHOLH -8 -2, 3 - &% (b ] FiIekm (Aldrich
) (1%, 6. 16E2XH) cHakm (227) BE
WMMAGEBERNEETERL 6K - MK (20
27) BB (2 027) MA, BEKE DL,
W KEBUZBZE (2x 2 027) 2l - #FE &L
HEHEMMNREBSE Lk, BRAAFJUSERCERY,
WHhEEAEBEK BRHEILEERDEEHAZ2 0 -30%24
W2l Rt ERBEREET AN GF S ED T LML

KRR R PR B EAZRE (CONS) A4 (210X 29720 % )

162 -

(Smi D 2 ot B ke B By sk B Rk )

e e e



P R T a3 1m0 B B

1254038

Al
B7

A~ B ()60

L B EEEY (1 12%, 55%)

'"H NMR (400MHz, CDC1l3s) d:
(s, 3H), 3.2 (t, 2H),
(t, 2H), 5.5 (s, 1LH),

4
6
.7 (d, 1H), 7.2 Cd, 1 H)
3 (s, 1H)

M

3 O &=~ DO

R S M+NH«203 (ES™)

el 3 3
3 — (2, 3 -—— G K& -1 - FWmkm -5 -—HK) - 2 —

I %

Me

H,N

SEMEE 1 3 2EMBERZE (2027) kada&i i
W (b Z2H) F, FHEBEBN3I0D . s . i . @R
T, 20023 0EFEEXhkKELafl 6/ F -
s 1002 EABEMA, BREGALS 1 6 /NE -

S REREGYEE Arbocel T E R IE, BRHEHRNEZET

mERAE BT EBREYWHERE (2x 2 0 Z27F) f i
ABLEERBEEZK, IGEEEY (78 0 2%,
96 %), ®/yFEMMALEE—F ML

"' H NMR (4 00MHz, CDC13s) ¢ :

AR RE A P BB RKAZ%E (CNS) AdHLAE (210X 29720 % )

() i 208 ot o B B (v By el B ok 3 )

% ________qn\,_________ N S,
B 2 : @
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1254038

EARN 3 ) N G [

1.2 ¢d, 3H) , 1 .7 Ca, 2H)

2 5 (m, 2H), 2 .65 (m, 1H),
3.1 Ct, 2H) , 4 .45 Ct, 2H),
6 .6 (d, 1TH), 6.9 (d, 1H),
7.0 Cs, 1H)

LRMS M+ H 192 (CES ")

Bl 3 4
T -—®BE -2, 3 -G -1 -—Fikmg-—- 3 - &

Me

BaEfsh (1 . 16x, 0. 03X%H) mMEE&#H
CEHENEREKE (3 . 7T8x%, 0. 03XH) &
B, BRBENEZER 1R - MR RE 2 - BE -
3 — F X - K HFE (Lancaster) (4%, 0 . 03 %EE)
C3I0OEFNEBMECEHTIHEMNMA, HEFERAR
BWAEE FEARSNE - BIEAK (50 ZF) AL
BEBMMAMN LB (3x 5 02FfF) N - FHEES LA
Ruz e (FgeE) , BHEEKNREZFRBREBCHMRY,
M&HEMEHLIS 25 % LBIBXRBEETHAAR
ST OPLMML, IGREEEY (2=2%x, 45 %)

"H NMR (4 00MHz, CDC1l3s) ¢ :

AR R AR PR B FARRE (CNS) A4 (210X 2972 % ) 164
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1254038

A7
B7

Ao BB ()82

.2 (s, 3 H), - 49

2
5
7T .1 Cd, 1H),
L

RMS : M+ H, 1

BEHl 1 35

4

3 (m, 1H), 6.8 Ct, 1H)
7
5

(m,

.2 (d, 1 H)
1. CES")

7T - HE -2, 3 - — K&K -1 — %I KIHE

Me

26 123, 58 %)

% ZEE (0 .6 3EF, 6
By M H 13 AEY (500E%, 3 .
2B (5EA) BWT, EHBERD
INEE L TR A E R 1 6 /N EE R A E e
EEGE W (30EF) BEMEBRT, FREET
R AO0D . s . i EETELLE NS
W Arbocel W, MEMMAEE I EEABHERY
W, ARERZBZE (20EH) &4,
B, BEEWH (2 0EF) B,
G - BRI 3 %6 2 B Z 2 R b
B R R TR S € A T LRI

2.2 (s, 3H), 3.2 Ct, 2H)

2 H ) )

K

TERE) MEEH

JEEHF) L

PR E TRA 2

Mmoo 10

o fE L B E

Lk (3 x 20
57t K

AFRER

MEREED (

" H NMR (4 00MHz, CDC1ls) ¢ :

b

Ak R A @R P BB FEARL (CNS ) AdiAE (210X 2972 % )

- 165 -

(i D e o B i B N Br sk B ok )
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1254038

A7
B7
EARY -3 E R G o
4 .55 (t, 2H), 6 .75 (t, 1H),
6.9 (d, 1H), 7.05 (d, 1H)
8145 5 1 3 6
5 — i E - 7 - FH - 2, 3 — -1 — kg
Br
(o]
Me
N - B EEHEEE (3 18=Z%, 1 .790%2%

H) mEc#E#c8Me 1 352w (200 =25x,

1 .49 2%F) 2 -&lk (2

5B BWET, H

BEBEAEDR TRATHE®R LR MEKESHWRE

ZHEBUGERS - SFAERD .,

IR E B R W ET R g D BT DAL,

mEEY (11 22%, 35%)

'H NMR (400MHz,
2 .1 Cs, 3H) , 3 15 (
4 .5 Ct, 2H), 7.0 Cs
7.1 Cs, 1 H)

Bl 37
2 — R HE - 4 - FE - XA R

HHEEMNL % ZB&LE

Bl 75

CDC1s) o6 :

t ’ 2 H ) )

) 1 H ) b

Au IR R # A P BB KRR (CNS ) AL (210X 2972 K )

- 166 -

(Smi P e ot o ke B (¢ BT R CR3Y )

—————————— e Y



R SIE P SANCEL LS DL

1254038

AT
B7
o BEH (Y4
CHO
OH
Me

BHEhs (24 12%, 0. 922EH) k=1
TR (CO .62, 2 . TTZ2EH) MERA TR
feo#EHBc3 HE-B (1x, 9. 228FH) ZH
K (HET) RSP - 2008K, KHFE (6112
w, 20 .32 EH) mMALKEREENLOOTTFTEH
1 6/hE - -MEHEXERERSGWIK (2 0=27) WE KU
SNGEBEBALELDPDPH2 - HKEEWRULNZE (25 27)
A, DK (2027 ) Wk, 28 (RBERE) , BE
MAZHEFOmMRY  BHEEMEDL % 8K IEZ KK BE
BURRERRETHACEIBM FUMAE, HSEEED (
31 92Z2%x, 25%)

" H NMR (400MHz, CDC13s) ¢ :
2.3 (s, 3H), 6 .75 (m, 2H),

7.35Cd, 1H), 9 .75 Cs, 1H),
11 .00 Cs, 1H)

s 1 38
b — R — 6 — HI & —

3 — — & KK I UK

AR R Z B AT EBERZE (CNS) A4 (210X29720 % ) 167
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1254038

A7
B7

Ao~ HAGEA ()65

Br

Me

FEEHMERMPEMEN 1 34136 MMttt 3 —F K
Pg, Ble BB me 1 37T EMHESEELGY
"H NMR (400MHz, CDC1ls) ¢ :

3 (s, 3H), 3 .55 Ct, 2H),

2
4 .5 Ct, 2H), 6 .7 Cs, 1H),
7.3 (s, 1H)

L

RMS M+H, 214 . (CES7™)

BB L 39
(3 E) —4 - (2, 3-—Z"G -1 - Kk -5 —

) —~ 3 - T K- 2 — H

Me ~

o, 3—-——"@FEXIL (Db ) BKkE-5—RE (
Aldrich Chemicals) (2%, 1 3 . 52X H) , WH (
2 . 7327, 37T .12¥H), kK (1 .350=Z7)
F1O0OX%a&Emsw (AME) (0. 34=27) HEMA,
EREERERTEAL1IE6NE sEHOERTEERG

AU R AR P EEFARE (CNS) A4S (210X 2972 K ) 168

( Smf Hr e o4 B i B N Br stk B o a )
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1254038

A7
B7

Ao~ HEABLEA ()66

1S5 A G TP E B2 NAGABRNAEE®EZ p HE
2 - MAEAK (1OES) MA, HHEREL - &GH
fe (2x 20 % AL - BT KRS B, &
Fht (2x 15 EHA) HEN - FHESGZHBHBEEZE (
BB RAEE TSR EOAERY, MBHEEHLS
-~ 30%ZEBIML RS EERETER QF D H
MFLhsif, BNAMBEEY (2. 13%, 849%)
' H NMR (4 00MHz, CDC13s) 6 :

.3 (s, 3H), 3.2 (t, 2H),

.6 (t, 2H), 6 .5 (d, 1H),

2

4

6 .75 (d, 1H), 7.3 (d, 1H),
7.4 Cs, 1H), 7.45 (d, 1H)
L

RMS:M+H, 189 . (ES")

el 40
4 - (2, 3 -——gH -1 -FKifok@E-—5-—FK) - 2 —

1 B

EmElfE e 1 3 9EY (2 .1 2%, 11 . 32EEH
) BRZE (40=2H#) H, R 15p . s . 1 . @&
T, R200Z2m1 0EF=E%HE ik LAK4/NE - MK

AU R LA o BB R ARR (CNS) Ad#RAE (210X 29704 ) 169
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1254038

A7
B7

EARE L O LY
4 & Y IE A Arbocel % 1 iE U
BOfEE kY, B REMA L5 -
WEATAE S AR o BT T LA
1 .53%, 715%)

PR B AR
2 5% LB ZE I
WEeEEEED (

" H NMR (400MHz, CDC1s) 6"

1 (s, 3H), 2.7 Ct,

2

2 .8 Ct, 2H) , 3 I Ct
4 .5 (Ct, 2H) , 6 .65 (
6 .9 (d, 1H), 7.0 Cs
L

RMS :  M+NH+, 208 .

el 41
4 - (2, 3 -G H -1 - &Kl

2 H) ,
, 2 H)
d, 1 H) ,
, 1 H)
(ES ™)

kg — 5 — %) — 2 —

J i

Me

WomeE (4 .05 %, b2
fifeéh (66 12w, 10 .5=

el 1l 40EYW (5002%w, 2 .

25 Z7) AT, BREER=E
REEREGEYMNEZ T RHE, &Mo2
) EAK (2027 M- BEFRE

L 6E2EEH) KAESR
RE) MEc##HcH
62X H) & HE (
N A o I e S
FHRLBEZE (202
MO ZE R DA K (2 x

AR EE A T EEFEZE (CNS ) A4 (210X 2972 % )

-170 -
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Al
B7

Ao~ BB (1 )es
O0ET) W, LB (MBS REZRERBERY -
MR EE RS % Pl AR RRETRERE
BT T, NEEEEY (18T7TE%, 375%
)
''H NMR (400MHz, CDC13s) ¢ :
1.3 (d, 3H), 1.8 (m, 2H),
.6 (m, 2H), 3.1 Ct, 2H),
.2 (m, 1H), 4 .45 (t, 2H),
6

.6 (d, 1 H), .9 (d, 1 H),

3 O o

.05 (s, 1H)
S

R M T M+H, 192 . (ES")

P14

(2E) —2 ~H¥FE -3 - (2, 3-—GFE-1 &I

2
2
MEig — 5 —F ) — 2 — T B H A

Me

MeO,C

CN

BEEZ®mEE (0 .6027, 6. 7T82XE)
KRB (0 . 0T7T=EFH, 0.6 1E2EH) LB (
0 .3%7, 5 .32EH) mELHfHHZL5 - L8 - 2
3 - — &% (b)) Kiiskns (Aldrich) (1%,
6 . 1 7TEEH) 2HX (6 0EF) wwdh, BRRER

AR R T A P B R ARAE (CONS ) A4S (210X 29T % ) 171
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A7
B7

Z WA (969

AT —WETEBEFRERL 6/ - ME/KXERS W

., L2NG&®B (3 0=27H) ,
oKk (3 0=Z7F) ®k,

B asm (3 027)

sl (EREE) RAFHRAGC

Gy ARLGBEWESEHELSLS - 20% 28 LEZIX

bt e HE 1T A X g o B T DUAL Al

MNeEEEY (

902=2xw, 60%)

"'H NMR (400MHz, CDC13s) ¢ :

2 .65 (s, 3H) , 3 .25 Ct, 2H),
3.9 (s, 3H) , 4.6 (t, 2H),

6 .8 (d, 1H), 7 .25 (d, 1H),

7.8 (s, 1H)

LRMS:M+NH.", 261 (ES ")
BfEH 1 43

2 —#®HFE -3 - (2, -~ g -1 KWK - 5 —

3 - —
HE) — 3 -~ HHE - THKRHE

(109 =
.4 Mz

Me_ Me
MeO,C
CN 5
B—-—25TCTTF, RAT, B (1)
w, 0 .0 7TEEH) NEL##HcRHEHR (1
ZEw, 0. 7T6%Z7, 1. 07T=2EH) 28 (22

O BRAGWFT - BB 00 ER,

BEmEE 1 42EY (

AUIER A PRBEEEE (CNS) A4 (210X2972% )

172 -
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A7
B7

A BB ()70
100Ew, 0.418%8) 228 (2E7) HEE
WA, MG EERN - 25C FEB2IE, BEAES
SNBEEMEEOT - F®WAK (1 0ES) MA, B
HHMED ZBZE (10 ZF) FH, Lk (REsE)
B KK o MR EWBEBER20 %28 KT
WA G OB TUML, MEEEEY (9 2=
W, 86 %)
' H NMR (400MHz, CDC13s) ¢ :
1.55 (d, 6H) , 3.2 (m, 2H),
3.59 (s, 3H), 3.62 (s, 1H),
4.5 (t, 2H), 6 .7 (d, 1H),
7.1 (d, 1TH), 7.2 (s, 1H)
LRMS:M+NH.+", 277 . (CES")

el 44
3 — (2, 3 -——gH&HE -1 KWk -5 -—H) - 3 —

HE - T

NC
Me Me

BEEaREKSH (87T=2%, 1 .042XEF) NE
CEprsumE 1 43EFEW (4002%, 1 .542%
H)2Z®8 (1 .5 2ZF) k- (1 . 5=2F) BH]

KRR A PR EFARE (CNS ) AMLE (210X 297204 ) 173
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A7
B7

Ao BB (T
o, HEBEEAEE THELE DR - MEENERSDR
HEh s ARk (1 5ZF) F - FRAKEREILRR
(15 Z7) H, BMU2 NGaaKKEALXpHIL, &
BHPTCEYWUN BB (2x 2 02 7) ER - &M
EHREgES, EK (2027 Fik, Tk (RE&E)
HBEEKNEEPRELNSRAWMRY, 85T EMMA
W — AL
"'H NMR (400MHz, CDC13s) 0 :
1.6 (d, 6H), 3 .15 Ct, 2H),

.7 (s, 1H), 4.5 Ct, 2H),

.7 (d, 1H), 7.1 Cd, 1H),

.22 (s, 1 H)

3 o W

RMS :M+NH.+", 263 . (ES" )

Bk ER —FEZEKR (227 ¢, BR
150CTHBH2NE, MESHEBAEZEZRLERPLBER
- HERERAYREZEZRRFELENZIKRZIE (102
) oo M EKRMEDEAK (1 0ET) Bk, RERK
FErLwR, BEEKRAZFRELSEAOHRY - 758 K
EHEH IS BB R It ERGRBETHEAGRE
SEET PO, BNEREEEYW (1002%, 32 %)

" H NMR (400MHz, CDC1l3s) ¢ :

1 .45 Cs, 6H), 2 .55 (s, 2H) ,

KRR AE A BB FARA (CNS) AdRLAE (210X 2972 K ) 174
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A7
B7

A BRI ()72

.2 Ct, 2H) , 4 .5 Ct, 2H),
.7 (d, 1H)Y), 7.1 Cd, 1H),

RMS :M+NH.", 219 . (ES")

1 405
3 — (2, 3 -—— @K -1 - FWmkm -5 -—FK) - 3 —

R T EME MY T

Me (0] H

Me
Me o) Me Me

ROTT, R&ET, BRMEH 1 44ED (2502
w, 1 . 242XEHE) BRFEE (1 2=27) F, #H Kk
B % THE (422X, 2 . 482x%H) f1#H, #HF
Bk (1 61=2%, 1.242&H) MMl (
329%®x, 8.69=Z22XEH) TXRMA - B EAOE
WHEEEEHBER, MBENREZDRE STHEDITHAR
ZBMm (202 BEkBREaMEBE®R (2 027) M,
BEAVBRELBRMAEERY, BHEEBBRULZIRIE (
2x 2 027 ) FW . BWHESZHEMMERERKRS L2
B, BEEABUGHEEY (3662%, 96 %),
%75 T B S DA
" H NMR (400MHz, CDC13s) &:

AR R A P EBEEEE (CNS) AdA (210X 29720 % )
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A7
B7

AR ()73
1 .25 (s, 6H) , 1 .35 (s, 9H),

L .7 Ct, H ) -9 (b 2 H)

—
w

2
1 ¢t, 2H), .2 (brs ., 1 H),
2

H ) 65 (Cd, 1H),

~ & &= DN

5
.0 Cd, 1H), 1 (s, 1 H)
M

| N B NN OV

R S:M-BOC, 206 . (ES™)

HEgll 46

3 - (2, 3 -——®FE -1 Ktk -5 —F) — 3 —
HE T %
0]
H,N
Me Me

ROTT, MEME 1 A45EY (36627,

1 . 202EH)EBER _&BK (1 5=F) F, KK
AtEABEERABRRKRT IS B CR FTURERE - F&
k@ zHREBELE, BAREESYMEEZRILHZA 2 /D
o DLZ® (2 0Z7) RHEWBM, LAHEHACI KR
W2k o M L E IR ¥ UE L, DL Z BRI YR R BY H 22 T R B
, B EEEY (1 7TT7T2%, 61 %)

" H NMR (4 00MHz, Me OD) ¢

1.3 Cs, 6H), 1.9 (m, 2H),

2 .6 (m, 2H), 3.1 (m, 2H)

AR R BB A PR B EARE (CNS) A4 (210X 2972 % ) 176
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A7
B7
Ao~ AR ()74
4 .5 (m, 2H), 6 .6 (s, 1H),
7.01Cs, 1H), 7.2 Cs, 1H)
LRMS M+H, 207 . (ES7™)

O I N
2 — (4 -8\ HFxFE) -

i

3 — AN BT A

N
NS

Cl

CO,Me

# 2 . b MIET &
59 . 2Z2XEE) &
e —BAK (8 .6
meErkm (100 %7

B = 0 °C, Mm% m

WAAERE) ZBEE (9
e (5 2T WER

#30m#E -
EEH) ZEMA, B9
£ R - # A A K

, BREGWHRAEZ TR

m (1 00=27) 2H -
27 ) FW, Mk

v, HEHEEMZ

M & R &

Heokm® (23 .
MEKR-20CT, RATZER
bZFf, 61 . 8EH) ZHEK
) B BAWWMN 2 0 o #EH
MwE-T7T0C- -#mH2 - (4 -
. 5m, b1 .5Z2EE) LS
bamimEmmMmA, HHEEBER
. 03=7, 69 .5
EE W W T 2 /i BRI
i amE®R (2 0=27F) WA
A5 0=, MEBEMLLNEGER

ERESYWUZEBZE (1 20
(B Bk 88 ) R 78 % DL IS B 5k
7E /% ¥t f2 W 1T

T E7F,

ZWE (Db

1 — & H k5 Rk

AWERE B A TEBEREAZE (CNS) ALK (210X 2972 % )

177 -

(Smi D29 oo i B N Btk B ok 3k )

e e e



P P T D 3 H om I e R g o S B

1254038

A7
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A BB ()75
G aomm Tk, S EEEY (8 . 6%,
75 %)
' H NMR (400MHz, CDC13s3) ¢ °:
2 .80 (dd, 1H), 3.00 Cd, 1H),
3 .73 (s, 3H), 3.92 (dd, 1H),
7.22 (d, 2H), 7 .37 Cd, 2H)
B fispl 1 48
A — -2 - (4 -FEHE) TE
cl
H,N
HO
BElfEE 1 A 7TED (235%Z%, 1. 0502XEE

2 . 127,

) BRI EZEAMGE®E S, FHCERZGKLER (
I Mz Mgk mgEw, 2 .

125 EH) WM

M BEWNROC THRATE®MA - MERKESHR=E

BN EH® 2N,
Hg@ 3 NAkEaRAERmER (O . 0

- MBEKBEFRMHEL L 78,

FwalE 0T - #Ak CO .

BB makE (2 =27) kK (0.
AT GRS A A 1 A

08 =7)
8Z7) MA, &
2 427) W

GaERY - BHEBERZBZE (5 2Z27) TR0 .
a&a®m (0. 3=27) M DA Tk BR Sk WS W e fb Bk
pH10, U Z®ZE (5x 32 ) W - ARKES

5 N

A,

AU R R PR B FARE (CNS) A4 (210X 2972 % )
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A7
B7

B~ BB ()76

CEMMEGZ R (MEgeE) AR, ISHEEAEY (60 2
o, 29 %)
"H NMR (400MHz, CDC13s) & :

1.62-1.95 (m, 2H),

2 58 -3 .00 (m, 3H),
3 58 -3 .80 (m, 2H),
7 02 —-7.39 (m, 4H)
BB 1 4

B - REHEZE (5 . 94%, 34 . 82XEEH
) MEN, N- - HFEHFEEK-—RTEZMEE (252
F, 104 . 4A2EH) JEKFEE (9 O0ETF) BEFK
d, BEZENRE80C THMHLIAE MEBEEGHIUS
o (5027 ) mE, LAk (5027 ) ., 3 %K%
EEEWw (5 0=Z7) REK (2027 ) Hk, #
MR HEBE TR ETFABLUEGEHRY - F&HLHARYE
A 35%, M&HS 0% -—&EKEZKKE®BTLMME, H
FEEEY (602w, 29 %)
" H NMR (400MHz, CDC1l1s) & :

1 .42 (s, 9H) , 3 .44 (s, 2H),

AUIER B A TEREREE (CNS) AR (210X 2972 5% )
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A7
B7

A AR ()77
7.20¢((d, 2H), 7 .28 (d, 2H)

W1 5 0

2 — (4 - ®HEHE) HHEE | B

Me (0]
el
Me (0]

Me

Cl

W EEREEE 1 47 /FEzFS &, EHFEBRF
Bl R Ee 1 490 E FLEER - EMEM2 D
% _BEREIKGEBREBRERERRETHEACE 7 # M T U
ik, BN 90 % ERZCEEEY
"'H NMR (400MHz, CDC13s) & :

1 .39 Cs, 9H) , 1 .41 Cd, 3H),
3.59 Cg, 1H), 7.20Cd, 2H),
7 .25 (d, 2H)

gl 1l o1

Me 0 Cl

Me >l\
Me

Me

CN

R HE NS 1 37 eS8, KM

AUk REE A BB R (CNS) A (210X 29720 % ) 180
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A7
B7

Ao~ BB ()78

75 8 2 % ERZEEEY

15 0EYW FPLUKEL . BHEMH3IS %, MKTO0 % &
Al kiR EBSRRRETRENGQE DM T ML R

H,N

Me
OH

RBEME 1 48T 8K,
fheEsn R, MEREEEY (3

" H NMR (400MHz, CDC1ls) & :

1 .40 Cs, 9H) , 1 .74 Cs, 3H),

2 .80 ((d, 1H), 2.95 d, 1H),

7.24 (d, 2H), 7 .35 (d, 2H)

BAEPI 1 5 2

A4 —fE -2 - (4 - @FEFE) — 2 - FHETE
Cl

a1 5 1 EYEE
5% ) - WRIEEWHH

M, MERALEE DML -

" H NMR (400MHz, CDC1s) ¢ :
1.22 (s, 3H), 1 .71 Cddd, 1H),
2 .01 (ddd, 1H),

2 .60 (ddd, 1H),

2 .83 (ddd, 1H),
3.60¢(¢d, 1HY), 3.82d, 1H),

KRR A PRBFERE (CNS) AL (210X297T2 % )
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A7
B7

A EBMESA (79

7.27 (d, 2H) , 7 .38 (d, 2H)

G/

A#PLEWHNNEP XKACEZ T CDH 0EDME
FOCAS2HMBEFEEPIO9ITT1II AL, BE
(0368)F (0376 ) daultziiwElE - F3IIAT
EHZICH 0MERFEHRHKBEREZNE P#IE - LI,
ABHWH 5wl CE50EMERARKEBEATELZLNEP
HWE:  E&@EAEUEARNEPHFARTZIE -

ABHALEYWEERZNEPHHBAEHEACERSA
EE®

AxEH T ZEELGWERIAEAENRN4000MZ
HHPANEPZI CH5O0ME -

g# 1 -25, 27-37, 39—-41, 50—
53 K55 -6 T7THEREANNKRHERLISOnMZHIN
NEPZICH50fE, EEEEHERHACEZ3 00
Ak

TH, BEO3IBEEALAGYWRERCHANE P L
I C50/B22nM; B 4FEEMLGYAERZLEH
NEPZICH508B4nM;: B#21EEKEYFER
CHHENEPZICS50H3nM;: B 3 3HFEEKLEGY
R WP NEPZI CH50847nM: BHl 4 31F
HysMFERNCHMNEPZI C50R8R2 9 M |
BFH 5 1 EELEYWHERIHANEPZI CH 0/

AU R B A BB REARAE (CNS) A4 (210X 297204 )
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A7
B7

A~ B ()80
9nM--HH3, 4, 21, 33, 43k51EELE
o EEHEBHANRBACEZEZEEEZ300MEMLE-

o VEEE BN FE 2 B YRR

B2 2EELAEY (TXRBZRE" EZLGY
) FRBEEP 1097719 -A1, B& (0495
E (0499 )tz ERR -HHEBEEHLEGIR D
%EE KB . FTEBE LS k& A KM RE RS G
2 2%, LS5 00#MA s ELH3 - BB XAMMR
EERBRS - Wik, BEEDFRALHEK
Hepsaline) M U HEHEFREMFTEECLGDEHFT -

Frf e b & CDUER IR FH BY &1 & W0 30 ) "] B8 3% 30 18 o
AT EMR S B AMmQHMEERENn (2RE 1) - @ H
MEcHBMA2EMMALZT, FEELEGYTEAREE
MpZRERMESEES 6% (n=3) KBFMEBIR
B mEmEDS 0% (n=23)

B l1EAAERFTFEBEEAGYARB A T AEHESE MK L
WE - TBELCEYTEBCRMBR o ERBERAEN G 24
G TE 2 B A AR e (P NS ) in e 1 5 9 ##

C EEMP NS A FH LGSR (R RE
B ) o HLEF MR RF 2 B KE R (F R B R S OER R B IR A
Bz zlEm (ERERE) ML T, BKIRFEERKED
(REfEE) %, Bog/mRRRgH= (w4 Hz)
Fieh i o ba % ka8 Mo & & & . 8 50 R8O 5 R R

KGR R A T BB AR (CONS) AdHLE (210X 2972 ) 183
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AT
B7

Ao BB ()81

RERAEKRO . 5bE% /A F KAH®RBE R - B

M5 0% EEBEEMRMEMS 6% (n=3) - &HLUF

BEt s emFoax o AL LEHE N MWE -

HNE P #I & /E A B R R KR B £ JE S G
it ¥ E L WE -
MM AR (2 . bAF) HAER PRI KE

( Medetomidine,Domitor®) 0 . 5 &% & fF (JlW) K

DM H (Vetalar®) 0 . 25 ZEw /AT (JLA) Z/EGH

), AEEHAEERSFEAZRA - FH Portex" # 5% & AR

A& ID ., #ITREVN, ERENECEEE

BRARBEAGEESPE3I 0 -4 0RXTFRZBRAEAR, H
HHE18 - 202 CHWEREEKR]1O0Ocm H:0Z&E
KR E BT - T % % B R R AT A A b kR R
2/ HECHEBR  HH23GCH24GCHEHETFTUERE
, B0 . 5B ECHEBEEILIBRULIMBER R
EERAEFMPHMAFEINCERFAHARR, HRFEE2
% LA #E &7 ok BE -

BrRELAEREHEE, BREFAREEYMGS
AR -BRBERASIRERZEL, 2HEM®BALPV CSE
E(17G6) BRI EY LAY - HRIDIKEE
HEITEE, BEHERE I OAPREDHBESEC EHE
THIR - BB REEESZELHER (Gould) R L LA
S MR . {0 VR R OBE o AT 2 BR S N R B Ik BB IR AL -
OB M fE RE R BY IR R, 7 19 B R BE AU BE A & X CEF R B x

il

«

AMIE R R P AR KA (CNS) AdsAE (210X 2970 % ) 184
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Al
B7

B BERB ()82
2 4+ WHE M) - 3 EFE o L BkE YRl IRk A 2 &R &
Po-ne —mah®#HBRERERHK (Ponemah
Physiology platform, Gould Instrument Systems Inc.) ¥l & -
MEH RN EEREBEAN - JEEFERETZ LD
NS R ZE o BRI A M R AR E B DLBE B AR e R
T#EEZ TERMK SR EEZHNSERRIT RIS LE
W, DERWEMERE E2RBRILEIR - 285 KE
AWM EREEHERCEE P HACEMNRIN KR Z
oo —BRERHLBEWK - %, NS MHEEERMHEY
ME - FATAMSCRERCES  SIH L ETECRBA S
AR FE 4> RE R OHDORE BT ML LB AR o R, W OARE M BOE B2
EEREFORZEMN, RER2EH WM& E - #8532 W
AR FE B A RR R ORR R B OFF I nE fh AR R MR MR & BY T AR A
B oo MKW BENS P — %K DHEKEMEEEEK
B AE B BME R MR REREE - B &R F
Ry EEMSMEERETREABEMREZTMBIG L - &M HE
% Grass S 8 8L - BAMKHENTI Z2H
M : -0 .5 -5V, EETEO . S5ms, FHFEHR
l O ERELRHE2FE16Hz -&#815—-200#EH
AR EAT R MR, A BEAEENE  HEXEHRRE -
FHHB KA ELRBERHLUERRXRARAKEZ & HEEH
K, BHEBAH:z - FHALLERERTREMEERL S
SHMBBERZBH 2 2EER, SHKFIRRE -
PNEEREETESPIRUM, DRELIRE & -

AR RS A TRBAREZE (CNS) A4 (210X 2972 % ) 185
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A7
B7

B BEABLA ()83
BimABmERUSEBELER B, BE LB RA /DM
AR EERRHBRAEMEMAEARTREL - & — X
TS N EBEMSBAILASEREAN, RMLE — P
CHEHWETR o B oI HWSAMREEFMCENBRFELZ L
S MMBELHEMCNETFTURABEERIGEHRRE L
B YHEH4HPEREFMENARER ECNE XTL L
c MY FEHHKRAEBENME BEKBFMOREUBETE
EHEBEETFFFEHAHP O -—ne —mah#HBRERERM
( Ponemah Physiology platform, Gould Instrument Systems
Inc.) i &k, W E#EETHR (Gould) BRI &KF ZE P
F AR RMEARNEBREBIERE (0-125 =27/
>4 1 0 0 ¢ #H #& )

5P R IE B YR
R e A MR e

BER 2 2EEAEY (" BEBEALEYT ) HEM
fEEEEEHERZPDESMAEAI —Z2F5 —- (5
~ (4 - ZHER% -1 -EBEHR) -2 - THREEZRE)
-2 — (g - 2 — %) HE -~ 6 - &% - T7H -
o (4, 3 - d)MIE- 7 MG HRE NI ZE
KR - BB ELAYRE K+ S5 % 1 MGERIMKHT
A TEEAGY KRB HRMEARERSH2 2%, 2
500 /S ELHE3 - BRABM@EEERBIK
oo EER, BEE LT E A B K (Hepsaline) ¥ 2L fE

AU R B R R FARRE (CNS) AdiRAE ( 210X 297204 ) 186
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A7
B7

Ao BB ()84
W T R E AWM o P D E 5 04 B A5
K+ 5% 1IMERETER - ey Rk AHEE R
0 . 1ET /B2 & G AR B 2 i AS R W fE R 2 BT
1556 -

WEER Y TET  a) EBBEFEELEY, &
b) B1P DE 5 MBS RIEE, B NE (

[ CP) Z @M - 1 CP 2N REL T - % k%L
EHEME AL (%) +FHs . e . Fx."P<

0 . 01, M Students 3k W B B 4 t 4 & M 91 % I A 2
AR B B -

HERR A RE S s TSR AN YL
BN E B3 TET% (BEE2, KKEFE: 0 =4
)

R E LS W EEEEPDES MK (1 2%/
ARFZBIRNARE) &ERIE®, T6HERANNZS
GMNERET 0 4% (B2RE2, MKEAEHR n =3
)

HENEPHM&GFAREGFELEZNEP /PDE S5 M4
TR B R ok RS R S AR Y R B 2 B -

MM TE MG (B2 . BAF) HER TRBEKE
( Medetomidine,Domitor®) 0 . 5 &% /A F (HLA) &

@MW (Vetalar®) 0 . 2 5 Zx /AT (WA Z#EEG %

EwRE3 1ID., ETKEVUH, LAERAECEERE

v, FRK&EEERFAZLRA . HEM Portex'" # & & A K

Ask IR R R PR BE KR (CNS) A4S ( 210X 29T K ) 187
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Al
B7

& BB ()85

BRBLLARFE2PE 30 -4 0XTFRZERER, H
HHAE 18 -20ZF2HMAEMAK 1 0cm H:0Z&
K FGHEME S - T % R R B OB RO T & E Rk E R DL DL
2F L HEBER - HFH23GCH24GEETUESRE
, HLLO .0 EBA/HEIERBELRCIMBER - &
EXEBAMTFMHBERFIXCERTEAK, HREE 2
B LMK RAEYBRFREL, 2EWEBUAPVCH
(1 7G) EBLEREFBEEAEDRAKE ST -
BREZAEABEBGEIE, BREFERNREEYMNAD
AR -BREHBRELSREFHFDL, 2HHOTBRUP VCSHE
E(1T7TG) BB RMEFTBECAGYREEGY . H
BEIREREETEY, BEEBEEL 000 EELEES
EEHEXEIRK - BHBREEEREE S ER (Gould)
FAf b DLED #k o B o £ MR R OB AT A AR a8 A8 B B AR
g R AL o R L MR RE X AF R B, B E) IR B A6 A & S
(#FEEx 2 + Mo fE ) ~ 3 & - OB &R J K B Ak i =X
MEHFKEPo—-—ne—mah#HBEREKE XM (Ponemah
Physiology platform, Gould Instrument Systems Inc.) #l & -
mES PR EREERN YWEEFERLRETZ LD
NS EZR - K kUL A M E b5 DB E SR
e T IR AR o BLEL B BE 2 MU il AR AR R BT 2 L B
M, DB RAWEMERFL ExBBFIRAEBIR - L87 KE
RN ERERELEECELE - SHACTU®RAR
o — HLRE R M A AL o R, BD W 5 e E R @ AS Y

AR AT EBEFZRE (CNS) A4 (210X 2972 % )
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Al
B7

A~ BB ()86
ME- -FrEgatl8fRRScESR SFHETEZRASF
W R AR 4 AE A Mb RERR OL b AR o SR, AR R E iR
RN R EIEMRE N SN, REAE R WS R -
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N-Phenpropylcyclopentyl-Substituted Glutaramide Derivatives as NEP Inhibitors for
FSAD v

}
i

The invention relates to compounds of formula (1) for treating for example sexual

-
i

dysfunction, wherein R1is optionally substituted C4_galkyl, optionally substituted \lﬂ _

carbocyclyl, optionally substituted heterocyclyl, hydrogen, C4_galkoxy, -NR2R3 or -

NR4SO2RS; X is the linkage -(CHp )n- o -(CHg )g-O- (wherein Y is attached to the
oxygen); wherein one or more hydrogen atoms in linkage X may be replaced
independently by C1_4alkoxy; hydroxy; hydroxy(C1_zalkyl); C3.7cycloalkyl; carbocyclyl;
heterocyclyl; or by C1_4alkyl optionally substituted by one or more fluoro or phenyl
groups; nis 3,4,5,60r7;and qis 2, 3, 4, 5or 6; and Y is phenyl or pyridyl, each of

which may be substituted; or two R8 groups on adjacent carbon atoms together with the
interconnecting carbon atoms may form a fused optionally substituted 5- or 6-membered
carbocyclic or heterocyclyic ring.
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