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BXAMNESCWEAE - TFH 2 B MERHELYHZ - B
IR TABEAIEGYWEL FH2rEIHERY & % 4%
Feg El & (Amg/kgst ) HRBALES Y » LB BFE 2

=2 &
2

HELERLE)EATERLR LM 5 iR R

feehly B - LEMIZBERLZREEA2NBZIHER
HEEXMTOR ELIE L8 mg/kg BEH LR W= H
= 4 13 mg/kg -

AMBRBEKRXR) BANZTHRAILAYIE Y B ILL

MABEE AL ERAE XK T A g RS BF
Ml e AT O R2F LM B KB 8 IERS R LEGBRES
(A8 )s MR 1ER -
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B2 MR M 2 g E RS K 8 BB (R 2 48 3)

20548 % 3N EHR SRR
7 I8 By 30.0x£2.9 47.8+5.3 59.0=1.4
bl 1.4x0.1 1.7%0.1 26x1.0
&R 1.60.2 1.4%0.1

B 2B T A KK FH TR KWK LIEH & IKEF
(M rdgst) R L&8MERSELZFMGELS(ER2M
T) AABMERHFEEBEZITEKREGEREE -

w Pl A XK ARERZI DB LS e 2
RZABERAGLEY LR E P H 2 R
EHIARABRABRELAREREYLERE LR 22 EEH
(ShEF)M k% - o ZEBRLERIFHELHY A% B
ZRANLESC D MR LB ER SR EBNESE 20
WoR M k4 &R

ABEHZIKREBALLSY U IZEIN T XBBE At
oA E -

AmB
A fn AR KRR

MRXERARLERGW 2B AMCEFHNRZ)KE LS
AMERNRALEREE Y BRAEAEA A LA KE R
RER - KRR EBFBRBEIIH BFREAHEGLS:LESE
ik EREAKEZBBER o
KA AE A A Al

MR EH > L FRAEARAERAZREILASY » F e
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300 uLx 2 fetk AP A2 5100 uMZ & B E - ) B e
N_BEBBRIAAHNILELEZRS 2 HFLEG TN
BMTR - BHLLEENME - REAZTL2HEH300 uliz
B F o MOLUB 2R E3TC R E304 56045 45 -
e TR L R T By BF R BE B 0 5600 pl= ok A8y T B e N R
T RAKILE R ENER - R HELK LB BOTKEAS
EHZEFAREALRATHERLE - B LAt EH4
RAISO pLey B R F KRB s o 0 — 5 % (50 pL)= L &
& = ANHPLC-UV & % # -
HPLC % %

EFAHKRA—MECig> 5 pm> 2 x 150 mm I.D (LUNA,

Phenomenex)% i# 48 HPLC% 4 3 H £ WA 10% Z BE % B 554
48 X 1% K 10%EF] 68% 2 T A5 B AR B 1540 4% o 3% A 8 48 2%

q

o & A 0.1% TFA © 3% o 4F & 5 £ 214 nmx UV4E 8 & B8 o
B H o A

EREMDFTFILEORERANARNBREY 72U L% E
MILERAE > m o BE >R AN L R0 e kA
% o
Z X

ZEBEAN(DZ 2 ALE D AR H R LH R B (S
A (DA FRI=H)e £ A BAT 8 MRS ERE R
EME - ZERIADSWE LB MERHy Rl

O RABLBEBERAVERBHERLZEET > KFE V&
THEHABEFINADC S Y I BB A THEANYKE 24
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Bl e
BT I ERZTEG KRB RARER -
T
ETHARERY  THIHERZAEMINZEL - £ %
E%z%%%ﬁ*%%%%z%§°%#%%ﬁ%’%ﬁ

MR EZEAEE KK T o

DMSO = g -

EtOAc = z B T B

DCM = g

PPTS = ¥ - % Xsulphonatewt =%
DMF = =¥ & F Bk

ﬁ%3%#5ﬂiﬁ’ﬁﬁﬁﬁ‘i%ﬁﬂgﬁmbi
& & B gL & B B /% > # 4o Sigma-Aldrich (St. Louis, MO)

& Trans World Chemicals, Inc.(TCI) (Rockville, MD) » i &
BR-FHAORER RBEXELARY TEF S RBER
CNRAER ER SR BTLC) 2 # X St ta & B
o # #&(anal. HPLC) » X H #H A LA R B R4 LB 2
ABBEBREBMEREECR »H KX AT %85 X 41 NMR
kAR E £ F 8B F F(CD;0D -~ CDCI; + % DMSO0-d6) »
X 3% # I & VA — {8 Varian Gemini 20003 4 (300 MHz)#] A
ol EeERAREEY  BREASNIB T T HEHEER
& ] Perkin Elmer# # (PE SCIEX API 150 EX)IX & F 8 & i
F 1t F i% (ESMS) & it 47

FHl. el [4-[(NNN-— £ 7 BA)F A]-3-2 &

85549 -26 -
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KETT B R ES

it

e —ES0mLEc A s MW HGE BER T H3-2 & -4-

ar

F X LB R B (800 mg > 3.4 mmol » 1.0 equiv.)x 5 £ K & EA
(20 mL) - £ K;CO;3 (705 mg > 5.1 mmol » 1.5 equiv.)fe A 3% &
R HEFMAN2-R-NN-—C £ Z 8 B (0.55 mL > 4.0
mmol > 1.2 equiv.’ B & Aldrich) - £ B 2\ 8 3 F » 4 2 B %
Mok E @R ERFALKRETISNS - HFAHETEHE
HMEZRBRREY BB R ERRBERARBYERRLA
BRTEEER MZmKEDAE R ER »H % (SI0,° 50%
EtOAc/ T de )& 1L vX & & 630 mg (¥ 3% L 53%)8y £ & i 4
4 > R & HPLCiE 4 F 99.6% o

TLC(# , 50% EtOAc/@ %) Rf 0.25 ; '"H NMR (CDCl;, 300
MHz) d 0.90 (3H, t, & & CHs), 1.13&1.20 (43H,t, N-¢ £
CH,), 1.43 (3H, t, ¢ & CH;), 1.60-1.67 (2H, m, & & CH,),
3.35-3.46 (4H, m, N-z % CH,), 3.53 (2H, s, OCH,CO), 4.01-
4.11 (4H, m, 2xOCH;), 4.70 (2H, s, ArCH,CO), 6.75-6.91 (3H,
m, AtH) « CigH;oNOs= m/z: [M + H']3+ & 14 352.22 ; & @ {4
352 -
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(L) gHKXa)z Frpes B> R=z LA BR=%F%3-¢
F.-4-72 X LB A BS)

M — 18 A B A FEH B 230 mLak 35 R A 4 B ol ok bk 4
Ak R N3-T R -4-58 K T E(2.5g> 12.7 mmol > 1.0 equiv. >

4 B Trans World Chemicals) o # 1-

~20 equiv) i AN L EHZ R AW E

M) - KZEEZRAFRETEHRZFEAEBE P o

O0CHHM IS M - X HEMZE A4 E

HE -—EBEERBRLELTAGELEEYERE -
W T B B (50 mL)¥ £ B A 8 de 2 5 B
oo BB E T A

A F T 2.6 g (85%F %) B AL 4 84 3%
Q) #A X)) T M peg#4# > R'=

& B (20 mL » 270 mmol »
VR BR e dm NOR MR X B BR (2
%R A

Tl KL ARNEY B

!j_’zl-’\ﬂéfj

B &, R R
MARKEBRER  HREHEARTH]RA
® & WKy

Z A AR=®" & (3-¢

B -4-72 % T W5 7 8 )

GREATMHTFRETFTHAFLZABD L A&

7% #2 X B
oH
o)
oH OH o\/
H
ov
NaOH ©
—_—
OH
H,0 Ho
B1 ©

o
\/
H, o~
° Pd(OH),
_—
)j\ oH MeOH
o

OH
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OH

I

(a) L& Bl & 4%

A 2-T A B (56.6° 0.401 mol > leq.) T = B B (50%7k &
%) (41.0 mL> 0.396 mol> 0.99 eq.)~ & % 43 & (110 mL)ig & o
HHZReMERBFTAS  TEHRMB LR mAL10%
#) NaOHix % (32.2 g NaOH#» 300 mL % 43 5k & > 0.805 mol » 2
eq.)  RELRBERDBEETH > £ A~I8) B > RTE
L BE sk %Rk (4x 250 mL) > %K 4% A 6 N HCIE b B 3|
pPH~3 > m ANaClE K%M L E W X R 2 8 ¢ 8 ¥ (4x 200
mL)- RBAFTRZARE BREETDR K LA A%
TAEE K% FRSIS Bl K i b E B o

'H NMR (DMSO-ds, 300 MHz): & 1.24 (t, 3H), 3.90 (q, 2H),
4.79 (s, 1H), 5.59 (bs, 1H), 6.67 (q, 2H), 6.86 (s, 1H), 8.81 (s,
1H), 12.35 (bs, 1H) -

(b) &4 B2z & 44

# AL 4 4 B1 (45.0 g 0.212 mol » 1 eq.)iE # DCM (225

mL) o Aw A wb =2 (80 mL > 0.989 mol > 6 eq.)it H & & & F 4
TR e M A A kB P o &l R e B F IR A B B BT
(100 mL > 1.06 mol > 4 eq.) ##H IR &4 (=3 H)E 5| &
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e %R I B F A = ¢ K T (500 mL)# # &2 241 N HCL# %
(4x 250 mL) - M %R & 4 3 I £ 8%4% BL £, 4% /A & F (4x 80
mL) > M6 NHCI# Wt 2 ~pH4 ¥ ZLAEAMERE LT
B F o A& R 4l.l gz B2ev e & B B LS o

'H NMR (DMSO-ds, 300 MHz): & 1.12 (t, 3H), 2.05 (s, 3H),
2.17 (s, 3H), 3.95 (q, 2H), 5.72 (s, 1H), 6.96 (d, 1H), 7.04 (d,
1H), 7.12 (s, 1H) »
(c) L& B3x & #

# At & 4 B2 (30.9 g 0.104 mol)ix % ¥ & (500 mL) » v A

VA 7 48 R 2 & 9 PA(OH), (5.0 g) » 34 28 & 4 E %30 psi
B R R TFIERE 48 BF 4 B E £ RPIOH),E B A L F T
MEH ERmIF22 g2 B3 x &k o

'"H NMR (DMSO-dg > 300 MHz): 8 1.19 (t, 3H), 2.16 (s, 3H),
3.47 (s, 2H), 3.92 (q, 2H), 6.74 (d, 1H), 6.91 (m, 2H) -
(d)4-# K LB REsZ 84

# AL & B3 (1.40 g 5.87 mmol)iE # # & & 1- & 8 (50

mL) > fw N R &8 89 HySO4 (37 ) > 3t B 45 3% R 4 45 & 90°C Am 3
~I8NEF c AAFETHI-BEMEARY  REA-_CT AT
B A EZ R ASY 0 Mttt g B R Mk (2x) - A MK
(Ix)~BARAX)F %> BRBRET DR AEBLEAH A LT T
MERE  ERI-ERXLBEAEY T EHKY -

'H NMR (DMSO-ds, 300 MHz): & 0.78 (t, 3H), 1.25 (t, 3H),
1.48 (q, 2H), 3.44 (s, 2H), 3.92 (m, 4H), 6.58 (d, 1H), 6.64 (d,
1H), 6.74 (s, 1H), 8.73 (s, 1H) -

85549 -30-
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TH2. b Hm2: 4-[(NN-ZZ LB Faast)? #.1-3-¢ &

RNE T 8 T B

Oj— N(Et),

0
O-Et

O~CH,CH,

N

MRABMALEEBIFRAEGFTE BRTELSR T &
A1-REBERRKECTEHES A E AR =ZA IR =5 L0 s
mA ()b Mt THHFSI%A R Z R ALY E & b
#k 4 > A & HPLCiE 4 £ 96% o

TLC(#, 50% EtOAc/& % ) Rf 0.25; '"H NMR (CDCls, 300
MHz) d 1.13-1.22 (6H, m, N-Z % CH3), 1.25 (3H, t, z &
CH;), 1.43 (3H, t, Z % CH;), 3.38-3.45 (4H, m, N-2 % CH,),
3.52 (2H, s, OCH,CO), 4.05-4.17 (4H, m, 2xOCH,), 4.71 (2H,
s, ArCH,CO), 6.78-6.91 (3H, m, ArH) - C;3H,;NOs> m/z: [M +
H']3 & 14 338.20 ; £ i) 45 338 o
EH3. e3[4 [(NN-ZZABP@EEA)? &]-3-2 &

ESE S RO 3 SN
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MABAMAEERIFPRH A T F B TAEAASR TS+
AL-HERRLEHEALE AR =CEA AR =25 L ¢ &
X (Ma)F M4 THHEFB%E R HZALE WL &N
k4 0 A2 HPLCi 46 & 99% o

TLC(#, 50% EtOAc/& %) Rf 0.25 ; "H NMR (CDCl;, 300
MHz) d 1.06-1.19 (6H, m, N-Z % CH3), 1.14%& 1.16 (2x3H, 2s,
£ /& 8 CH;), 1.36 (3H, t, ¢ & CH;), 3.30-3.36 (4H, m, N-Z
% CH,), 3.42 (2H, s, OCH,CO), 3.98-4.03 (2H, m, OCH,),
4.64 (2H, s, ArCH,CO), 4.90-4.98 (1H, m, CH), 6.71-6.84 (3H,
m, ArH)  C9H,oNOsz m/z: [M + H']3 & {4352.22; £ 8 &
352 o
HHIA4A. b Hma: [4-[(NN-ZZ A B T@®mAL)T? A]-3-5
X K]T B B/ B

CEMAZERE TR F42KXCh 2B
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Z #2 K C

oH OH
P o H
OH 0.
NaH NN waom ©
— —_—
DMF H,0
C1
oH OH K
N
' © OH A I cl ~
/\/
P !
————
—_—
PPTS o CsCO;
OH N
HO Ho 7 R
o)
a2 ° c3

g )
O. Br . H, 0.
! N wpbwE SN NN owrac N
s —_—
F u 7
DCM AN F n-%) &%
o |
HO NN )\0 N I
° ° ° 4

(D) &b Cl(EHEXAVIR =5 £ )% 4 4

H AR K — Br (81.0 g» 0.74 mol) £ DMF (1.5 mL) ¥ #4 1% ik &

e — 1B B A EF 03 LBEMRTELKE T ALY - M8
NaH(60%#& & #)(29 g> 0.73 mol) 4 1B ¢4 poe A ik 3% » — &
A EE2RBHRKREDmBELNE)E A L-2F K (72
mL> 074 mol) s HZRBREAHEHBEBRLEELER T3

PRI |
x F2 m °
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HAZRBREDEN—BEH _C LT RE-T
FoooAKIFHROG)KREZLERZE] N NaOH (3x) 0 # £ Kk E %
3 4y A 6 N HC18 1t £ pH~13 B #% &£ & # ¥ T £ DCM(3x) °
ZDCM&E B RFTHR(Ix) REBEBETLARK  RELTT £
REERBFE —wehk HFamukpiEe—6"8 B
BRI RI0%NCBLE/CHR Tk RAATTERLE
IR IF R 268 gz Cley & &kt o
(2) & C2EH/X(VIR'=F A )X #

# — 10% NaOH (128 mL » 0.320 mol) & i& #u A A 47 £ %k &
F a5 C1(26.8 g 0.176 mol)f & = & B (50% % & # 2 & %)
(17.6 mL > 0.160 mol)®y R & ¥ - HZ R E RO WHEHBERE
ERAEEREEE TR ~150F % m A 150 mLeg % 48 K& 1
BRACZREDEILRZARAEATETEELER R -

M ZR KGR A A TR T Bk (4x) 98 2 KR R
KREEEBALE B pH3E B ML AW ERZE LB B (3x) -
WACBRIEBEABLRFLE RELEZTLE2RK RAALZET
TRAEEZFRI2g2C200 8 & B 5 -

(3) ‘L& HC3 (& #%;{(IIb)R‘;ﬁ%R4=ﬁ§ Az #
#F PPTS (0.47 g» 1.87 mmol)An A — {8 C2(3.27 g 1.44 mmol)

BAEAREZ]-REO0 mL)IER T o # 3 E& A£S50C te 2
fa & o

ERERETHI-AEGRHERY  ACLEBELEHABEELARLIN
HCI(Bx)~ e fo g2 B & 0 5 & (3x) > R B k(1) ik » R A B
ST REMRAK - £ A2

M

THZEH R mAREHAERG
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B M ikt L1213 8] 1.7 g2 C309 & & i 4k 4 o
(4) o pCa# XAINR'HR=% X - RPuiR’=z )z @

il
# B B 48 (10 g> 30.7 mmol)A A — {8 C3(1.70 g» 6.36 mmol)
A BE(100 mL)#g ix ik F - #H 105 4844 > v A 2-% -N,N-

—Z R TEE0.95mL > 6.91 mmol)it H #% 3% 8 4 4 £ 60C

THRRBRZR  NEZRBERBLELALTTER LS
o BZREMAEREER > iE %13 50.82g2Casy &
AR/

B) eHhCs5x & #
# T B % (0.21 mL > 2.84 mmol)jm A A % £ k5 + 2 C4

(0.512 g> 1.40 mmol)x £ DCM (50 mL) & vt »¢ (0.35 mL > 4.33
mmo)#yix k¥ -MURBERA DY EHBRALEELALED B
EZER -

WIZRAME AN AT BT E ] NHCI (3x) - 4540 52
BOR A E R (3x) >~ AMA(IX) Y BB A(IX)F R » KRERR
BAEZRDMRKARELE THZEHN LB HZ0.517 g2 C5
0k A & R A o
6) L& hidzx & R

# — {8 C5(0.167 g» 0.394 mmol) Az 7 1- & B (25 mL) &9 & &
¥ hm AR 1-% BEZ R 2 10% PA/C(20 mg) - i H A28 psi
ARTHER - 1) BB ZPUCHEBRER S — k-5 82
%2 10% Pd/C(20 mg)# 3% » it H 428 psif & F & & 4 A 3
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i o HPAUCEBRBRALEAZEZ TR L EH > REK S
e MAETAREER SN EHEALRIFI0 mgZ 4y £ & H K
My o

KAH A WAT A T T o R &84 o
TH4B. a4 [4-[((NNN-Z A BFTHmA)T A]-3-5
AREKIT B & ES
(D) AL&HCl(EHKXAVIR'=F k)% #

A — # X = 8y (100.1 g» 0.91 mol)iE # /& & (1 L) &y 75 &
BRI AEHEEEE m AR ES(125.1 g> 0.91 mol); 4 1-58
A% (90.0 mL > 0.92 mol)fue A\ R BF Aw 2 H 1% 2% 8 A 4 @ &

— B %R

\

REMANEIETBRLEZ BB CEREL » AL
THEERBR LEWRER_CEABmHEE AAY
Kbk (4x) RBEXREINNaOH - d £ Ak X ik # A6 N
HCIB A  ZpH~ 1AM A AW ERE Lo mE > RAE
BEXEMARKRERELETERLEER - KTk hi@d—6"
BHERREL S AI0% TR TE/TR TR RALT T £
P Jo i Al £ 43 2145 g (0.30 mol > 32% & £)2 Cley s & & B

% o

foge

TLC(#®, 20% EtOAc/Z # ) Rf 0.67 ; 'H NMR (DMSO-ds,
300 MHz): & 0.90 (t, 3H), 1.64 (q, 2H), 3.80 (t, 2H), 6.61-
6.81 (m, 4H), 8.70 (s, 1H) -

(2) e CoEHKX(VIR =8 %)z 4 4
B A kB FERA]L LAMK T 2 CIL(100 g 0.657
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mol)$1 & — & B (50%# &K ¥ % i& #% )(67 mL> 0.648 mol) ¢4 i&
¥ > FHEBAwE R LR A 10% NaOH# 5 & (52 ¢
NaOH#& # 500 mL % & 7 &K F > 1.30 mol) - # # R J& & & 4
RHERARAFEEIREZET R -

MZRBREMATER CE Tk (4x) K E L KERITH
i+t HAO6NHCIE /L A 2|pH~3 R#EFB L AW ERZ LE T

EOCx) - M Z LB LEBRERT L REET2R K AL
AETFT LB EEH%KFET0 g0.31 mol» 47% & % )8y C2%
o4 & B 7% o

'"H NMR (DMSO-ds, 300 MHz): & 0.90 (t, 3H), 1.64 (q, 2H),
3.79 (t, 2H), 4.79 (s, 1H), 5.58 (bs, 1H), 6.63-6.71 (m, 2H),
6.85 (s, 1H), 8.77 (s, 1H), 12.3 (bs, 1H) -
(3) A& #HC3(&# KX (IR MR*=%H K)x & 4

#F PPTS(7.5 g 29.8 mmol)/im AN — 48 C2(70 g > 0.289 mol)
A ERBEZX]I-FHEGSOmML) X Z P E B A£50C i #Fa R -

EEETHI-AEOEMBRY  REACKRIEHEL
A1 N HCI(3x) ~ #8 Fo 2 BR & 65 15 & (3x) > B B K (1x)F % -
RENXNFBEELTREMAK - EELETTHREREBRERZ
e M AE A E R 5 M kAL A HF B 55 2(0.20 mol » T1% A&
)y CI34h & & B 8 -

TLC(# , 50% EtOAc/Z ¥ ) Rf 0.56 ; '"H NMR (DMSO-ds,
300 MHz): § 0.69 (t, 3H), 0.86 (t, 3H), 1.43 (q, 2H), 1.64 (q,
2H), 3.79 (t, 2H), 3.89 (t, 2H), 4.89 (d, 1H), 5.76 (d, 1H),
6.63-6.69 (m, 2H), 6.84 (s, 1H), 8.80 (s, 1H) -
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(4) fbbapCa(s# X (IINDR'MR* =% % > R2mR3=7 £ )z %
e
A #X B 47 (95 g2 0.69 mol) 4 1% sm A — 18 C3(85 g> 0.32 mol)

A AEGSO0mL)eER T c REMZ RS W E260T -

WHLDEFEMA2-£-NN-— 2 £ 2 8 B (43.5 mL > 0.32
mol) 3t H 4% 3% R & i & 4 £ 60T fu 2k 48] BF o

THRRZIARBEH G R BRIFER LA LA T TEh xR
B> MAREHAEREER W Xk 550 g0.13
mol » 46% & £ )2 C48h # & H K 4 -

TLC(# , 50% EtOAc/& 4 ) Rf 0.18 ; '"H NMR (DMSO-ds,
300 MHz): & 0.70 (t, 3H), 0.87-0.96 (m, 6H), 1.03-1.09 (m,
3H), 1.44 (q, 2H), 1.64 (q, 2H), 3.17-3.26 (m, 4H), 3.82 (t,
2H), 3.88 (t, 2H), 4.66 (s, 2H), 4.95 (d, 1H), 5.86 (d, 1H), 6.71
(d, 1H), 6.78 (d, 1H), 6.92 (s, 1H) -

(5) & MmCS5x # 4

JE B AP kS P 2 C4(50 g 0.13 mol)ix # DCM (600 mL)
B ol wg (30 mL» 0.37 mol)#y JX & F > /w A T & & (20 mL>» 0.27
mol) s HZRBEERESCYRHEBALEIASELIEI R E T8

EREETHEIERRY  REXA A L®RAEE S £
IN HCI(5x) ~ 48 fo 58 B & 43 05 & (4x) ~ R B & (1x)i ik » &
BABRBESELTL2MAK - HALEABALETTERRE -2 6
mR A RBEELAE R ER 2 M kAL IE F 50 g(0.12
mol > 91% & £ )2 C5ay %k & b4k 4 o

TLC(# , 50% EtOAc/2 %) Rf 0.31; '"H NMR (DMSO-dg,
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300 MHz): § 0.70 (t, 3H), 0.87-0.96 (m, 6H), 1.03-1.09 (m,
3H), 1.44 (q, 2H), 1.64 (q, 2H), 2.02 (s, 3H), 3.17-3.26 (m,
4H), 3.84 (m, 2H), 3.95 (m, 2H), 4.71 (s, 2H), 5.73 (s, 1H),
6.76 (d, 1H), 6.90 (d, 1H), 6.99 (s, 1H) -

(6) fb&haz & &

£ — 18 C5(50 g 0.12 mol)fz # 1-/& & (200 mL)+ # & &
Tooom AR ]-FEEREZ10%Pd/C(5Sg) i H#H32psif &
TEZMHEAASLE - $HZPUCHBRER S — 4 A 1-5 82
B 10% Pd/C2g)%k#k » £ EA30psiB A THEEZH A
4N BE - FiB —MILERMBPIUCEBREFIREA ALY TH £
HE#l RBEBEAEADAERER > kit k338 g
(0.10 mol » 87% & )z 489 & & s K 4y o

TLC(# , 50% EtOAc/Z 4 ) Rf 0.41 ; '"H NMR (DMSO-ds,
300 MHz): & 0.78 (t, 3H), 0.86-0.96 (m, 6H), 1.06 (t, 3H),
1.49 (q, 2H), 1.64 (q, 2H), 3.17-3.26 (m, 4H), 3.48 (s, 2H),
3.82 (t, 2H), 3.90 (t, 2H), 4.64 (s, 2H), 6.65-6.79 (m, 2H),
6.80 (s, 1H) - HPLC (RP, 10-70%Z B§ /7, % 64 4%, 214 nm)
HF R 4750 48, £ HPLC& & 100% -
HEHS. AEHS [4-[(NN-—ABABKRTFTHBE)TA]3-C4A
XA # ¢ B

MR T2 F ik A2-8-NN-—®H £ 28 I K 2-4
-NN-Z—Z R Cohfe REBLASHWI(54%E £) -

'H NMR (DMSO-ds, 300 MHz): § 0.69-0.80 (m,6H), 1.09 (t,

3H), 1.24 (t 3H), 1.37-1.47 (m, 4H), 3.09-3.17 (m, 4H), 3.46
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(s, 2H), 3.90-4.02 (m, 4H), 4.66 (s, 2H), 6.65 (m, 2H), 6.78 (s,
1H) - HPLC (RP, 30-90%Z ff /K, 364 45, 214 nm) 4 3 &
M 3.209 48, & HPLC#: & 97% -
BHl6. oMo 4-[(NNN-—AAKETFT@mL)F A£]-3-2 &
XAl # &/ By

A EH LI FE > A2-8-NN-— & & 2 8 fir & 2-%
-NN-— ATl REMILEGHWOSI%E £) -

'"H NMR (DMSO-dg, 300 MHz):6 0.81-0.91 (m, 9H), 1.36 (t,
3H), 1.46-1.66 (m, 6H), 3.20-3.29 (m, 4H), 3.60 (s, 2H), 3.99-
4.07 (m, 4H), 4.78 (s, 2H), 6.77 (m, 2H), 6.91 (s, 1H) - HPLC
(RP, 30-90% T B /7k, #6548, 214 nm)4 # o M 3.57 5 4%,
& HPLC#:, & 100% -

BHl7. AeHT:[4-[(N-TA-N-F LI Pat)P &A]-3-
CAXKE]|T B A B

AR LI F k> A2-8-N-Z A£-N-F & ¢ 8 i k& 2-
A-NN-—Z R REBILESHT(88%E %) -

'"H NMR (DMSO-dg, 300 MHz):5 0.89 (t, 3H), 1.28 (dt, 3H),
1.36 (t, 3H), 1.60 (q, 2H), 2.92 (d, 3H), 3.35 (m, 2H), 3.60 (s
2H), 3.99-4.07 (m, 4H), 4.77 (s, 2H), 6.79 (m, 2H), 6.91 (s,
IH) - HPLC (RP, 30-90%Z Ak /7K, 3 64 48, 214 nm) 4 #& 05
F12.455 4%, @ HPLC# & 99% -

48 e Hm8: [4-[(N-ZA-N-mABETE®mL)F? &]-3-
A KE]T B T B

PR KB 265 F ik A2-8-N-T £ -N-& £ 2 5 fir ] 4% 2-
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A-NN-— Kk REBGLEHWE (64%E %) -

'H NMR (DMSO-ds, 300 MHz):5 0.88 (m, 3H), 1.05 (t,
I5H), 1.21 (m, 4.5H), 1.36 (t, 3H), 1.47-1.65 (m, 2H), 3.21-
3.41 (m, 4H), 3.59 (s, 2H), 4.00-4.14 (m, 4H), 4.77 (d, 2H),
6.77 (m, 2H), 6.90 (s, 1H) - HPLC (RP, 30-90% 2 A5 /&, %6
4%, 214 nm) 4 # 05 M 2.8149 4%, @& HPLC# /& 95% o
HEH9. e Hm9: [4-[(N-TA-N-BABKE TP L)F &]-3-
AR XKL HE & B

MABEHFLIG T E > A2-8-N-Z A-N-F £ ¢ # e B4 2-
K-NN-—CZ Rk REHBGLSGHI (92%E %) -

'H NMR (DMSO-dg, 300 MHz):8 0.89 (m, 6H), 1.12 (dt,
3H), 1.36 (t, 3H), 1.47-0.167 (m, 4H), 3.21-3.39 (m, 4H), 3.60
(s, 2H), 4.77 (d, 2H), 6.79 (m, 2H), 6.91 (s, 1H) - HPLC (RP,
30-90% T FE /&, #6448, 214 nm)4 3 B M 2.950 45, &
HPLC# & 100% o
HH10. L& H10: [4-[(NN-ZF A B P )7 &]-3-58
AXRK]|T B & B
(1) 2-[4-[(NN-— F A B P s X)F £ 1-3-F A X A ]-2-7 &
LB A E(10-D)x & #

MAEBABRAMS T % > AR BEHAL A #HC(R.49 g
9.28 mmol) ~ & &4 (60 mL) ~ 3 & 47 (2.55 g > 18.5 mmol) »
NN-=— ¥ X Z s B (1.42 g 11.5 mmol) » 4 # 4 46 4 45 10-D
(1.4 g) -

TLC(®, 50% EtOAc/Z %) Rf 0.11 ; '"H NMR (DMSO-ds,
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300 MHz):56 0.71 (t, 3H), 0.89 (t, 3H), 1.44 (q, 2H), 1.65 (q,
2H), 2.75 (s, 3H), 2.91 (s, 3H), 3.80-3.91 (m, 4H), 4.69 (s,
2H), 4.95 (d, 1H), 5.86 (d, 1H), 6.72 (d, 1H), 6.77 (d, 1H),
6.91 (s, 1H) »

(2) 2-[4-[(NNN-— ¥ Al P @ A )P £ 1-3-8 A X £ ]-2-2. &

A LB A E(10-E)x & %

A AT HFIABRAG)Y F x> AR AL A #10-D(1.4 g »

+ 3.96 mmol) ~ DCM(100 mL) ~ wk# (1.0 mL > 12.4 mmol) ~ &

Z B % (0.55 mL > 7.44 mmol) » A % # 1t & 4 10-E(1.4 g) -
TLC(#® , 50% EtOAc/% % ) Rf 0.20 ; '"H NMR (DMSO-dg,

300 MHz):8 0.71 (t, 3H), 0.89 (t, 3H), 1.44 (q, 2H), 1.65 (q,

2H), 2.03 (s, 3H), 2.75 (s, 3H), 2.91 (s, 3H), 3.84 (t, 2H), 3.95

(m, 2H), 4.74 (s, 2H), 4.95 (d, 1H), 5.68 (s, 1H), 6.76 (d, 1H),

6.83 (d, 1H), 6.95 (s, 1H) -

) & H10x & A&

RF T FIABRFA(6)8 Fix A 8 £ K 1L & 4 10-E > 8 4%
beH10% 4 & & B 4 (0.80 g 2.37 mmol) -

TLC(#®, 50% EtOAc/Z ¥ ) Rf 0.17 ; '"H NMR (DMSO-ds,
300 MHz):8 0.71 (t, 3H), 0.89 (t, 3H), 1.44 (q, 2H), 1.65 (q,
2H), 2.75 (s, 3H), 2.91 (s, 3H), 3.48 (s, 2H), 3.84 (t, 2H), 3.90
(t, 2H), 4.67 (s, 2H), 6.64 (d, 1H), 6.70 (d, 1H), 6.79 (s, 1H)
HPLC (RP> 10-70%Z BF /7, #8645 48, 214 nm) 4 4 85 1] 4.23
o 48, & HPLCH & 99.2% -

HHlll. eIl [4-[(N-TEA-N-BA B Far£)F &]-3-
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A KL B R ES
(1) 2-[4-[(N-TE-N- B A TP @& A)F 8]-3-B A8 L L ]-2-5

A CTEB KRB (1-D)x & #

A A E BIABRA (4)8h F ik » AR ML & C(2.43 g
9.06 mmol) ~ & & (60 mL) ~ 3 & 47 (2.50 g > 18.1 mmol) -
2-%-N-TA-N-B X Z# e (1.94g> 11.9 mmol) » % # # 1t
& #11-D (1.75 g) -

TLC (#, 50% EtOAc/& %) Rf 0.28 ; '"H NMR (DMSO-dq,
300 MHz):8 0.67-0.79 (m, 6H), 0.87-0.99 (m, 3H), 1.00-1.07
(m, 3H), 1.40-1.47 (m, 4H), 1.65 (q, 2H), 3.11-3.31 (m, 4H),
3.82 (t, 2H), 3.88 (t, 2H), 4.66 (d, 2H), 4.94 (d, 1H), 5.85 (d,
1H), 6.74 (d, 1H), 6.77 (d, 1H), 6.92 (s, 1H) -

(2) 2-[4-[N-Z X -N-A XA B P e A 1P &]-3-H A X L]-2-2

B & lﬁ@a(llE){ﬁc{%

MATHABRAG)H F ik » AR E WAL & 4 11-D(1.70
g’ 4.29 mmol) » DCM(100 mL) ~ w wg (1.0 mL » 12.4 mmol) ~
B T g% (0.60 mL v 4.77 mmol) > & % 4 1t 4 4 11-E(2.0 g) -

TLC (#, 50% EtOAc/Z %) Rf 0.49 ; '"H NMR (DMSO-dq,
300 MHz):6 0.67-0.79 (m, 6H), 0.87-0.92 (m, 3H), 1.00-1.07
(m, 3H), 1.43-1.46 (m, 4H), 1.65 (q, 2H), 2.03 (s, 3H),
3.11-3.31 (m, 4H), 3.83 (t, 2H), 3.95 (t, 2H), 4.72 (d, 2H),
5.72 (d, 1H), 6.74 (d, 1H), 6.77 (d, 1H), 6.92 (s, 1H) -

3) e Hllzx & K

R IEE B 4BR A (6)84 % i+ A & R EALAHIL-E - 124
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bt &Mm1I1E % £ & H%k4(0.95 g 2.50 mmol) -

TLC (&, 50% EtOAc/Z % ) Rf 0.49 ; '"H NMR (DMSO-dg,
300 MHz):5 0.70-0.80 (m, 6H), 0.87-0.95 (m, 4.5H), 1.05 (t,
1.5H), 1.45-1.52 (m, 4H), 1.52-1.65 (m, 2H), 3.11-3.27 (m,
4H), 3.48 (s, 2H), 3.82 (t, 2H), 3.95 (t, 2H), 4.64 (d, 2H),
6.64-6.67 (q, 2H), 6.79 (s, 1H) - HPLC (RP > 10-70% 2 A% /% ,
B,645 48, 214 nm) 4 # B B 5.269 4%, £ HPLC# & 100% o
EH12. e Hm12: [4-[(NN-—m AR T@mL)? &]-3-%
f XK ® B B
(1) 2-[4- [(NN-— A A F @A )VF & 1-3-F A X A ]-2-8 &
LB R EE(12-D)x & 44

e

A EFABRAMNY T 5 > AR BB ILLSHC (2.27 g >
8.46 mmol) ~ & &9 (60 mL) ~ 2 # 47 (2.50 g » 18.1 mmol) - &
2-% -N.N-= A & T 8 Bz (1.65 g 9.29 mmol) » & # 1t & 4
12-D(1.0 g) -

TLC (&, 50% EtOAc/Z #) Rf 0.36 ; '"H NMR (DMSO-d,,
300 MHz):3 0.67-0.79 (m, 6H), 0.87-0.92 (m, 3H), 1.43-1.46
(m, 4H), 1.65 (q, 2H), 2.03 (s, 3H), 3.11-3.31 (m, 4H), 3.81 (t,
2H), 3.89 (t, 2H), 4.67 (s, 2H), 4.94 (d, 1H), 5.86 (d, 1H), 6.71
(d, 1H), 6.78 (d, 1H), 6.91 (s, 1H) -

(2) 2-[4-[(NNN-— B A B P AP & ]-3-BA X A]-2-2 &%
A T B A E(12-E)x # #

AR EVIABRAG) F ik > AR B WAL S H12-D (1.70

g’ 4.29 mmol) » DCM (100 mL) ~ wt =2 (1.0 mL > 12.4 mmol) -
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A T & % (0.60 mL - 4.77 mmol) & % # 1L & 4 12-E (1.0 g) -
TLC (#, 50% EtOAc/Z % ) Rf 0.57 ; 'H NMR (DMSO-ds,

300 MHz):8 0.67-0.79 (m, 6H), 0.90 (t, 3H), 1.43-1.48 (m,

4H), 1.65 (q, 2H), 2.03 (s, 3H), 3.11-3.31 (m, 4H), 3.83 (t,

2H), 4.73 (s, 2H), 5.72 (d, 1H), 6.74 (d, 1H), 6.85 (d, 1H),

6.96 (s, 1H) -

(3) L& Hmi12x & &

REFTHABRA(6)M F =M 8 A K 2 A H12-E» &4
fee 128 & & & b % % (0.80 g» 2.03 mmol) -

TLC (#, 50% EtOAc/Z 4 ) Rf 0.63 ; '"H NMR (DMSO-ds,
300 MHz):8 0.69-0.80 (m, 9H), 0.89 (t, 3H), 1.36-1.51 (m,
2H), 1.64 (q, 2H), 3.08-3.17 (m, 4H), 3.48 (s, 2H), 3.81 (4,
2H), 3.89 (t, 2H), 4.65 (s, 2H), 6.64-6.69 (m, 2H), 6.79 (s,
IH) - HPLC (RP > 10-70%Z Fh /&K, 364 45,214 nm) % 3 5
F15.459 4%, % HPLC#: & 100% -

K413, & H13:[4-[(N-T £ -N-F & i ¥ & A)F £ ]-3-
A XKX]T B FH B

(1) 2-[4-[( N-Z & -N-F £ i P & £)F 81-3-5 & % £ ]-2-
XK LB R E(13-D)x & #

A AT I ABRE (4)80 F ik 0 R R K& M4t & 4 C(2.26 g -
8.42 mmol) ~ & & (60 mL) - 2 & 47 (2.50 g » 18.1 mmol) »
2-%-N-ZT X -N-F A @l (1.26 g 9.29 mmol) » & # 4 4t
& 13-D(1.6 g) -

TLC (®, 50% EtOAc/& #£) Rf 0.16 ; 'H NMR (DMSO-dq,
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300 MHz):8 0.71 (t, 3H), 0.91 (q, 4.5H), 1.06 (t, 1.5H), 1.45
(q, 2H), 1.65 (q, 2H), 2.80 (d, 3H), 3.20-3.28 (m, 2H), 3.84 (t,
2H), 3.96 (m, 2H), 4.73 (s, 2H), 4.95 (d, 1H), 5.73 (d, 1H),
6.79 (d, 1H), 6.85 (d, 1H), 6.96 (s, 1H) -

(2) 2-[4-IN-Z A -N-F AP AT RI]I-3-FAXEL]-2-C

B 8, L B8 A B5 (13-E)x % #
A A KB ABRIEA(5)0 F ik 0 vA R JE 4 4L & 4 13-D(1.60
g’ 4.35 mmol) ~ DCM(100 mL) ~ wt »& (1.0 mL » 12.4 mmol) -

B T B % (0.60 mL- 4.77 mmol) > % # # 1t & 4 13-E (1.9 g) -

TLC (#, 50% EtOAc/& %) Rf 0.25; '"H NMR (DMSO-dg,
300 MHz):56 0.71 (t, 3H), 0.91 (q, 4.5H), 1.06 (t, 1.5H), 1.45
(q, 2H), 1.65 (q, 2H), 2.04 (s, 3H), 2.80 (d, 3H), 3.20-3.28 (m,
2H), 3.84 (t, 2H), 3.96 (m, 2H), 4.73 (s, 2H), 5.73 (s, 1H),
6.79 (d, 1H), 6.85 (d, 1H), 6.96 (s, 1H) -
B) a3z & &

R/ EHIIBRAO)M F i A 8 A K E LA H13-E- 4%
o138 & & &&mk4(1.5g 4.27 mmol) -

TLC (&, 50% EtOAc/Z # ) Rf 0.28 ; '"H NMR (DMSO-ds,

300 MHz):8 0.78 (t, 3H), 0.90 (m, 4.5H), 1.05 (¢, 1.5H), 1.48
(4, 2H), 1.64 (q, 2H), 2.80 (d, 3H), 3.20-3.28 (m, 4H), 3.48 (s,
2H), 3.82 (t, 2H), 3.89 (t, 2H), 4.65 (s, 2H), 6.65-6.69 (m, 2H),
6.79 (s, 1H) » HPLC (RP > 10-70% T Bk /7K, % 64 4%, 214 nm)
AR R 4.47 5 48, & HPLCH & 99% -

K H14. & W14 [4-[(N-TA-N-B A B 7 L)? & ]-3-
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AEAKXK]|T B, T 8

# At 4 # 11(0.201 g 0.510 mmol)ix 3 (1:1)= MeOH : *
BT AR(OmL)¥F 4 L it - B ZRABLEALBSTF
A 0.1 N NaOH (5.1 mL > 0.51 mmol)it [ /& 3 # 3% % &
0 AL BEFAHEERADCMF &k - A KRB FE>AL N
HClM L B b > EH Z A M EREDCMY » R A A B4 % 42
oK > EEETFTHEE XK -

MIZBEAEYD EHAEAACTEQROmML) mw AFEQE)E R
HZBREMBEWBAZEIIOC - AAETHEREFB®HRE
WZEMATRER > &L AR E£EHEZ IS
# 14 (170 mg > 0.465 mmol) o

TLC (%, 50% EtOAc/& %) Rf 0.59 ; 'H NMR (CDCl;, 300
MHz):8 0.82 (q, 3H), 0.94-1.20 (m, 9H), 1.52 (m, 2H), 1.74
(m, 2H), 3.22 (d, 2H), 3.34 (q, 2H), 3 45 (s, 2H), 3.89 (t, 2H),
4.07 (q, 2H), 4.63 (s, 2H), 6.68 (d, 1H), 6.76 (s, 12H), 6.81 (d,
IH) - HPLC (RP » 10-70%C B /7K, %64 4%, 214 nm) 4 # B
M14.8845 4%, & HPLC#H: & 95% o

FEH1S. HBASGHEERK® [4-[(NNN-— A B PmE)

FTRI]3-FTARAXE]T B A &
(D) 3-F R -4-7 KKK 8 & B (15-A)% & 44
M4-72 K -3-F R K T A B (Sigma-Aldrich)ix # & & /& B

CP Eﬁb/&ﬂfi*ﬁﬂ)\“’s

¥

MREREB LM ZARERAN Y
FOAL00C e #3-5. 0 - TR B E2HE > £ AR THREI
A T B

I-RE KA ok A CER CEHEL LR HRY

85549 -47 -



200425896

BREMER ~ ABAK - RERABRIRE - BZERERK
STEMARKEBRELEILEBRTHLER B F84F
TEXEF ) &k 15-A-

'H NMR (DMSO, 300 MHz):5 0.77 (3H, t, CH;), 1.47 (2H, q,
CH,), 3.44 (2H, s, ArCH,CO), 3.65 (3H, s, OCH;), 3.89 (2H, t,
OCH,), 6.60 (2H, m, ArH), 6.73 (1H, s, ArH), 8.79 (1H, s,
ArOH) -

(2) [4-[(NNN-— Z Al P X)F A 1-3-B & X AL 1T % & &
Z B
MI3-FR-4-ZEAXEA LB AE(S-A)EAREAT - £

BIRF O mAN2% E 2K CO53 0 BERI2% ¥ 22-%-N,N-

LA TERE - ARABET BB EER
(606) 15~ B:? ° ﬁ: r‘_'/mfi;{'j‘vx}iﬁ- % A#@ﬁfi]ﬁﬂ.

8 RT%&WMAW%%'EQ%%E$Z%%éﬁ%
M- MBZEREMEERER ST RAAEL ZZAILLY -
'H NMR (DMSO, 300 MHz):5 0.78 (3H, t, CH,), 0.94 (3H, t,
CH3), 1.05 (3H, t, CH3), 1.49 (2H » q, CH,), 3.20 (4H, m, N-
Z % CH,), 3.49 (2H, s, ArCH,CO), 3.66 (3H, s, OCH3), 3.90
(2H, t, OCH,), 4.63 (2H, s, OCH,CO0), 6.72 (2H, m, ArH), 6.80
(1H, s, ArH) o
6. TRAAEZRMARARAEIBEEHA oo A%
B 2 At & 4 "L & 4 X

W) E 4 &1 wt%
"t & X' 2.0
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o3
fat
B

m3
4
Fk
o
July
o3

o ik
ZRAC W T
£ 16 %

E 4 R K

(ii) ik 4t & 2

e X!

& g
2
NoOE
=
X
B

b
eyl
Fk
o4
puliy
S

H d

—KE T WL =4
A1 4y

E AR ok

(1i1)* 4t & 3

"t & X!

N-F 3 nb =% &R
R = B2

E 4T R K
Gv)iE 4t & 4

LA X!
N-¥ X wb w& &

Sy

10.0
1.2
2.25
0.0055
# &
100
wt%
1.0
5.0
5.0
1.2
2.25
0.0055
#E
/100
wt%
1.0% w/v
30% w/v

40% w/v

wt%
2.0% w/v
30% w/v

40% w/v
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E 4 F K
(V)i 4t du 5

oA 4 X

¥ 2 il

gp B RS

H d

& A 1L 4

E 4 Rk

(vi)iZ 4f &% 6

"t & H X'

H

& A AL 4y
E 4R K
(vii) i 4 & 7
" At X!

e ok
T o
B
o
Juliy
R

=
B

& & 1t 45
E AR K
(ViiD) iE 4t o= 8
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2.25
EE
/100
wt%

1.0% w/v
10.0% w/v
10.0% w/v
1.2% w/v
2.5% w/v

iy

wt%

1.0% w/v
10.0% w/v
1.2% w/v
2.5% w/v

8 g
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"Le X

%"

H il

5, A AL 85

E 4T A K
(x)E 4 &9

"t & M X'

S

5 i
9 5% A
# i
B

0.IN & & 1t 44

E 5T A K
(X)EH & 10

B & % X B8 BE B &

e X
F /K = B
HEEBIRE
H d

=, A 1k 45
E 4 A K

(x1)E 4 & 11

"t & X

F/R Z B H B
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1.0% w/v
30% w/v
1.2% w/v

1.67% w/v

ey

1#

wt%

4.0% w/v
20% w/v
2.4% w/v
2.5% w/v
0.03% w/v
# ¥ ZpHS

wt%

10.0% w/v
10.0% w/v
1.2% w/v
2.5% wlv

¥

wt%
5.0% w/v

15.0% w/v
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e E R E 1.2% w/v
H 2.5% w/v
& £ 1L 4y # &

E 4 A K

(X11)7E 4 d& 12 wt%
"t X! 10% w/v

5.0-10.0% w/v

0.5-1.0% w/v

DMPG 0.1% w/v
H 2.25% w/v
= A ALy # &

E 4T A K

FPHZARSTUNLRARBEER AT L E LT o) 12 5
TiERER - Pl o BB ESH SIZ A Y18 E RS T
TR R EMHE

A — L-o-B% A5 Bk B dh 60% (57 5% A5 ) (2.40 g) > H i (98%)
(2.50 g) (=# % & A& Sigma-Aldrich) + % & (99%) (0.03 g)
(Fluka-Sigma-Aldrich » Buchs, Switzerland) 1 % & F k& (71.1
R EHAOOC A EINET L2 EB R - T ERARR - &
SRR B BB S 0.1 N NaOH# # pH{4 3 % % pH
8o it el (4.0 g)f % 3 4 (Sigma-Aldrich) (20.0 g)x g
CM B EOOCHE A% REMHE —FARLY
TooMTBERENOCE YR FREREI BN LA —

Polytronsa B 3 M A KT KRR E B HSH» 4 A R A — TR
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0y IR o

M — 4R ¥ H # (Microfluidics Corp., Newton, MA, #
WIS )A M EREE > REAEHETF AR - AR D BTWAE
RERRRG AT R T - S AT R R
HERZARER  EHIERAZKREH(~12000-15000
PSI)E R 18 @ %R A 304 - MR W~10E M AY TR
RMREER  REBRBETRAAOT » R ELE BB R
&P o

PIAARE S 4 - REAMETF LR RS AF X6 A
AXF > FER A A FAMAN - ABEE I A AMEE
REBEZEBT R REBRNARA - Kd > & AR
THRITREAFSCEIABS A AP ARARBLEAERY
AP RSB R

EER R

BIBAE AW AERRAT AL T 20828 iE
RARRAER 6l & (A meg/kg3t ) b #h £ 2 /b & 4y £ 34
R &EZH & o

B2HBEABRRAZILEMINA KA T E£2004 -3 - &
S'J\H%“‘(%Ti{%z.%kfiéﬁé‘@'w‘tfiﬂér’aﬂ(yXh\ﬁje.’éf)%‘:'%ﬁ?a‘i’%i

e EHFRIE R AW RS KRB % IRE SR -

85549 -53-



200425896

2~ PXEAFE

FEABCRBLEADNEAL DY B R EH L2 F B R
BB edh meEWARFE -

M~ RXBEAHE -

The invention provides compounds compositions and methods useful for inducing
or maintaining general anesthesia or sedation in mammals.
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