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<A A0 1>
[(EcIEAE)NEL]ILIEZBO H=

1-BE22-3-LIEZ28IFE (10.0 g, 49.45 mmol)t ECINE A OIMEZ (8.4 ml, 59.34 mmol)2 E&E=S
ECINEO0F2 (33 ml)2 XMelot Ao A UNMESZ2 £SolQL. OUHAN E=gg== CUE==4 E
CIHYZAZ)ERIS || (7 mg, 0.01 mmol) & 22 .5

X 85 C (2 HIM 2)0IA 4 Al2E SOF D16, 20E SEM SIS AR202 W2AID
IHE ECINEO2 (33 ml)S Al=260 ol 2ol MHBIRECH. ESHE

=A2|11, A20M o8 SOt X250 HEAIH L2 QAZ HIH MEES (11.11 g, 102%)8 %=

o 02
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StACH GC/EY =229
<& A0 2>
S[(Eciegde)oeg]otgdelel M=E

) B AJINAM EHE U2 MEE LIEZ SE20 -[(ECHEAE)dEE]ILEZ

g, 3.92 mmol)S &AZ E©IIAIILD, LR0ILF &9 5% =2 (268 mg)2 2

. S2 W=(Parr) MEI| HXIOA =2 (30 psi) E%DIOFOH 22 A2t SOt XEAIZCH.

SE2 B2 H20IE(Celite:&H) ME(AXE)SE Soll dltstl, SLH 2ol sSAHA 222

0|2 ZIZ5H0 SI2E SO HZAIH H2UM 222 OH MA=2 (692 mg, 93%)S +=SolCh.
8y (300 MHz; CDCl,) 0.24 (SH, s), 3.56 (2H, bs), 6.62 (1H, ddd, J = 1.0, 2.3 & 8.0),

6.78 (1H, t, J = 2.2), 6.87 (1H, dt, J = 7.7 & 1.2), 7.07 (1H, t, J = 7.8); dc (75.5 MHz; CDCl;)

93.4, 105.4, 115.6, 118.2, 122.4, 123.8, 129.2, 146.2; m/e 190 (M+H)'

ro
ﬁ
OFA

SIEI20l 100% =43101 m/e 219 (MH) RCHS S LIEFARACH

F

I

[

A

<A A0l 3>

6,7-HIA(2-HISAINSAN-N-[3-[(ECIHEAZ)NEIL]HE |4-A LI =Sl 02!, PLAEZEZ2H0/E9
M=
4-222-6,7-HIA(2-HEAMEA)ALIZE (942 mg, 3.01 mmol)E 2-Z=2&
(645 mg, 3.41 mmol) SHS=Z XMelotLld, 2.5 Al2t SOt Fa6t0ll JILolCH
2ZFAIZ1 D, 1 AlZ2E SOF WEBIRCH. DOXME ol 26H —”.“—uék_T’_, -TZ oz
ot0ll t2Y SO HXZAIAH M DHZE ZM MHAZ2 (1.33 g, 88%)2 +=SotUL.
Sy (400 MHz; CDCl;) 0.21 (9H, s), 3.38 (3H, s), 3.41 (3H, s), 3.72 (2H, m), 3.
m), 4.10 (2H, s), 4.53 (2H, s), 7.20 (1H, t, J = 7.8), 7.23-7.28 (2H, m), 7.75 (1H, d, J 7.
(1H, s), 8.20 (1H, s), 8.42 (1H, s); m/e 466 (M+H)‘

-

<ALAIO 4>

N-(3-OI EIL T )-6,7-HI 2 (2-HI SA I S Al -4-FA LIS R0, 26lS222201S9 HE
HIERIGISZZR (6.1 ml) = AN HEE &2 SESQ 6,7-HIA(2-HSAINISAN-N-[3-[(E2I0
S )OE L B RS0 BLs S22 20101S (1,22 o, 2.48 mol)O) SeialE HERSCE
=gk (2.6 ml, 2.55 mol) Fo| HE2-n-PLADE SZQR0IS M SAOR Helstd, 1 Al o
A20IN DY 0 BUS 2-EZEE (122 n1)2 Helsn, Swol ol SEZAZC. 2-Z2E
E (20 nl) Bol 228 Ast e (0.2 1) H2G0 HHESS YL SABES NS20UA 1 AN =
o WESAC. DHE OINOl osh $I5D, -E2EE (2T HMEGD, IBIHH A0 5|
M DM ER MEES (747 mg, 72 %)S SSoHAUCH (BF 226220 T).

84 (300 MHz; de-DMSO) 3.36 (6H, s), 3.77-3.80 (4H, m), 4.30 (1H, s), 7.39 (1H, s),
7.41 (1H,d, J = 7.8), 7.50 (1H, t, J = 7.9), 7.79 (1H, d, J = 8.1), 7.88 (1H, s), 8.40 (1H, 5), 8.86
(1H, s), 11.48 (1H, bs); 5c (100 MHz; ds-DMSO) 58.4, 58.5, 68.7, 69.2, 69.7, 67.0, 81.3, 83.0,
100.3, 105.2, 107.2, 121.9, 125.4, 127.6, 128.9, 129.2, 135.2, 137.7, 148.3, 149.2, 155.4,
158.0; m/e 394 (M+H)"

<& A0l 5>

4-[3-[[6,7-HIA (2-BISAINIS Al )-4-FALIZ2IE]0I0I ] HE ]-2-HE-3-RE-2-28, 2LoE222201E
o M=

-2 22-6,7-HIA(2-HISAINSANFALUSE (15 g, 48 mmol), 4-(3-Ol0I=HE)-2-0E-3-2E-2-2
(9.2 g, 52.8 mmol) = M1IELIEa' (225 ml)E 5 A2t S S=ZoH0l JtZGHRULt. és == 5 WA 10
T2 A0, 1 Al2t S WetetACH. DME W0 2ok —ﬁ*—é‘o}j, OtMELIEY (15 m =
otil, o8 s¢ot 7&'-2—8%0“ XA M DHZE EM MEE (23.4 g, 100%)2 %a Ck.

&1 (400 MHZ; ds-DMSO) 1.44 (6H,s), 3.31-3.32 (6H, m), 3.69-3.75 (4H, m), 4.24-4.30

(2H, m), 4.35-4.37 (2H, m),7.25 (1H, m), 7.39 (2H, m), 7.72-7.74 (2H, m)ijio, 8.47 (1H, s), 8.79
(1H, s), 11.64 (1H, s); m/e 452 (M+H)*

<& A0 6>
4-[3-[[6,7-HIA(2-BISAINIS Al)-4-A LS L ]0t0l = |H Z |-2-H €-3-2E-2-22 M=

X

AJI0A HI=E 4—[3—[[6,7—H|£(2—[H|§A|01I§/\|)—4—$|Ll%alé']omli]lﬂl g]-2-He-3-

SIEZZ22201E (19.0 g, 39.7 mmol), 2 (95 ml) ¥ OLMIEANIE (380 ml)E A2004

StE2S 4otRACH. 50% F4SHLIES *Ro”oi E%FESI pHE 10 LHII 122 X335

= &1t =2clot, &3 20 2 190 mlZ2 sSFAIZC. o
_‘

| M0 RISS =
M dd=2 280l CAD, 0IE o A AXGIH dd2 (1 .13 g, 86%)E EB}WE}

gg
2
|

ol Ol FIOII

Ftl

M
o

H

>

'_
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8n (400 MHz; CDCl3) 1.56 (6H,s), 3.35 (3H,s), 3.37 (3H, s), 3.7-3.71 (4H, m), 4.13-
4.19 (4H, m), 7.0 (1H, m), 7.13-7.17 (2H, m), 7.3 (1H, m), 7.6 (2H, m), 8.55 (1H, s); m/e 452

(M+H)*
<& A0 7>
N-(3-OIEIZHE )-6,7-HIA(2-HSAINSAl)-4-FUSE0tE, 2L3IEZ222H01E2 M=
210 A é‘é’i‘% 2 MZE 4-[3-[[6,7-HIA(2-HSAIHSAI)-4-AUZclL]0t0l = ]HE |-2-0E-3-F
El-2-2 LIEZ22201E (32.34 g, 66 3 mmol), £ (300 ml) ¥ SE-1-2 (600 m)E A20A
S HF/\I?# S22 g4otAlt. 50% =MSUEE +=EEU2Z S =2 pHE 10 WAl 122 X=Hot
A 2J0el SHE 0| MACH KRIISS #éﬁ%ﬂf Zclotld, tolgstlll s=AMHA 22 RE-1-8 Y
ZE Rlles & $¢ e /\FéH-PEE

CZEH ZHl HMHORUCH. RE-1-2 SHY o

(0.13 g, 3.3 mmol)E =2Hl AXE RE-1-2 AU Jtct, 2od s

StOl 24 Al2h S©F JHEGIACH. RE-1-2 (

WXl 25 T2 H2tAIRACH. &S & (6.1 m =

£ oty =2 20 WX 25 TOAM EPEEB}O# Z283otAt.  HH dd= Z2ds ool 2ok
Stoll 45 LHXI 50 COlA 2E0HH 2 0

6.5 %.

(]

-OIEILHE)-6,7-HI A (2-HIS A S Al)-4-F LI ZS 20t &,

IM HzZE 4-[3-[[6,7-HIA(2-HSAHSAl-4-AUS2ILZ] 00 = | HE |-2-H E-3-F El-2-
2=2e201E (32.34 g, 66 3 mmol), £ (300 ml) ¥ SE-1-2 (600 m)E A20AM &
St LCEH. 50%

=
m
1
rH
>
0e
10
é
Iy

OJ

S
ﬂHl]I-ﬂJQ

o |n
ﬂJIO

§|-L|-EE AROHOE éarg
| —

ol ©

55502
AR
Q
IIO
A=

LS S0 N2 ook Qo> T

" oy
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m
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w
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(e»)

=4

R4

L_‘-

40

1

kJ

o

[
Ko

-
)
—~ O
o
=2
x
o
- H
p 0
il
e
el S
o

3totod ’é’éﬁﬂﬁ%i‘iﬂ. EHI dH=
=
e

O 1+l o|6H celotl, 2
&l Bot0ll 45 WXl 50 COIIA 2 A0HN 9
9

=

g, 90%). HPLCOIl 2I&t

<& A0 9>

N-(3-OIEIZHE )-6,7-HIA(2-HSAINSAl)-4-FILUSEI0te, 2L3E2222H01E2 M=
L

AIINHA HEE 4-[3-[[6,7-HIA(2-UHISAOUHSA)-4-ALS2IL 00 = ]HEY ]-2-HE-3-2E-2-2 (20.0
g, 44.3 mmol), == NE FAMSILIES (0.09 g, 2.2 mmol) & SE-2-2
é%l—

= 400 m)E M wBAIIID,
100 LHXI 102 COIAl EFot0l 36 A2t St JtEotALH. EtS

(
15 WXl 25 T2 H2otn, &

r

g A (4.1 ml)E DI, YOX EE2S 20 WX 25 COHA ot2e =0t ntglstole Z2A 3ot
Ch. EH *c‘i/\*‘:' 282 047f01| Olof Selotl, BEE-2-2 (25 ml)2 HI=EotD, 45 WXl 50 COHAM &Z2
otofl A =35t B-2-22 HMHoIEOH. =8 (17.7 g, 93%) HPLCOIl 2/8t =% 99.1%.
<ALALO 10>
N-(3-OIEIZHIE )-6,7-HI A (2-HISAOUSAl)-4-FALIZS2I0t8, 2L5=E222210/=9] HX

AIINA HEE 4-[3-[[6,7-HIA(2-UHISAOUSA)-4-ALIES2IL 00 = ]HEY ]-2-HE-3-2E-2-2 (20.0
g, 44.3 mmol), == D8 FAMIILUESE (260 mg, 6.5 mmol) & Z2E-2-= (200 ml)S &M wEtoltd,
A=II0AM 135 LHXI 140 COIA 23 Al2t SOt JtESHALCEH. F‘J% SEE2 60 WXl 65 CTZ H=26tD, &
St AA (4.8 ml)E JIoHYLCH. LOX E&=2 20 WXl 25 ¢ 01|‘| ot =0 WEsictd 23S 6k
Ct. =g22 2 (10 m)2 HMelotd, 58 WXl 60 CUHIA 21 A2t SQF WBHAIZ|DD, 15 WHXl 20 T2 A
2tot, 2 Ala* oF WIESISIRUCH. HEH MAHAE 22 ool O|oH Selortyd, T2o-2-2 (2x30m
e M=3ta, LHII 50 COlM XZoH0 HZEGHH Z2E-2-2S MHGHIGO. =8 (17.6 g, 92 %)
<ALALO 11>

N-(3-OIEIZHIY )-6,7-HI A (2-HISAUHSAl)-4-FALIZS2I0I8, 2L5|=E222210/=9] HX

a010A M= 4—[3 [[6 7-HIA(2-DISAUHSAN)-4-UESeIL ] 00l = ] H Y |-2-HE-3-2&-2-2 (5.0
g, 11 mmol), B4 D8 FASFJUEE (44 mg, 11 mmol) L 2-HISAINES (50 ml)E &M WeEtetD, 47
A2 SOt & 26H0 3}%‘8}91[} gte S§2S 20 WX 25 ¢c2 W2oln, &gk AA (1.1 ml)E Dot
AL, oA =22 20 LHXI 25 COHAM 1 AlIZ2F SO & 3§ ot j”‘*ﬂo}i’iﬂ. OH MH2 23S

I o o
Ol tol <ot Shelot, 2-HISAIMES (10 ml)2 MEotD, 45 WX 50 CHAM X350l 2E6H0 2-0f
SANMESS MAHGIACH. =2 (3.73 g, 78 %)

<& A0 12>
N-(3-OIEIZHE)-6,7-HI A (2-HIS AN S Al -4-FLS2I0t2!, HEt=EASE H=E
0

AJI0A HZE 4-[3-[[6,7-HIA(2-HISAMUHSAl)-4-F LIE2I L] 0t
g, 44. 3 mmol), P2 DY SMFUEE (0.09 g, 2.2 mmol) ¥ SE-2-2
5

AlZt S0t 100 LHXI 102 COIA &=ot0l JHEstt. B8 =22 15 WAl 25 T2 d=2fctl), HiEs=
Z ot (5 1 g, 53.2 mmol)E JIotRUCH. L& EESS 20 WX 25 CHAN ot SOt ntistorol 23
SIGHRICH. HM M2 Z2ES Aol 2ol Selstn, fE-2-2 (25 ml)2 MHIHGtD, 45 WX 50 COl
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N TZotl AXGHH RE-2-22 MHGHACH. =2 (19.45 g, 90 %). HPLCOI 28 =% 98.5%

<A A0 13>

N-(3-OIEHE)-6,7-HIA(2-HIS AN SAl)-4-FILISEI0t21 2] M=

4-SE2E-6.7-HIA(2- IfHIE/\IOHE/\I)?ILP gl (50 g, 160 mmol), 3-OfIEOtel (21.34 g, 176 mmol) & =
2E-2-2 (500 ml)E 16 Al2t S¢+ 78 LHXI 82 COUHIA Dfeofi’il} ES=S 5 WX 10 T= Aot
1T AlZE St WBtotALEH. J_JHIE o1t ofof +~&ot, = (200 ml) X OLHIEAOIE (500 ml)2t S8
StACH.  50% =&tStLIEE +=EUES AMECIH EE=2 pHE 10 WA 122 XZFotA 5—5’5‘@ &0l
S0, R[IISS =elotd, = (200 ml), S (200 ml)=2 M=o, —‘?—4‘— M0 AUISAM AR5,
Ot ¥ =s=6I0 22€sS +=Solt. 2YES DESEAN S, M36H0l 20 WX 25 CTHAM A=X6HN
A D2 EM MHE (57.2 g, 90%)E =SotULt.

8 72-714 C

84 (300 MHz; CDCly) 1.16 (3H, t, J = 7.6), 2.58 (2H, q, J = 7.6), 3.32 (3H, s), 3.34 (3H,
s), 2.01-2.47 (2H, m), 2.08-2.54 (2H, m), 4.07-4.12 (4H, m), 6.91 (1H, d, J = 7.6), 7.1 (1H, s),
7.21 (1H,t, J = 7.8), 7.35 (1H, s), 7.42 (1H, s), 7.48 (1H, d, J = 8.0), 8.13 (1H, bs), 8.58 (1H,
s); 8¢ (75.5 MHz; CDCly) 15.4, 28.8, 59.1, 68.2, 68.9, 70.4, 70.8, 103.0, 108.3, 109.3, 119.7,
121.7, 123.9, 128.8, 138.6, 145.1, 147.0, 148.6, 153.6, 154.4, 156.9; vpmax (KBr) cm™' 3136 (s),
1624 (s), 1575 (s), 1535 (s), 1487 (s); miz 398 (M+H)' (21 =X]:C, 65.64; H, 6.96; N, 10.32.
C2H27N304°0.25H,0 == C, 65.73; H, 6.90; N, 10.45% S 4 8= ).

<A A 14>
N-(3-OllE H Y (2-HIS AU SAl)-7T-HE=2Al-4-F LIEI 0219 H=E

—6- =
AJIA HZE 2 HZE N-(3-HEHY)-6,7-HIA-HISAIHSA)-4-FALIE2I0t2I (4.0 g, 10
mmol), S D& MSUEE (104 mg, 2.6 mmol) L HMIA L2 (20 ml)S 150 WX 152 CTOHIA 23 Al
St JtEotALt. SEE A22Z HAAIIL, SelU2Z OtHMELNE /A A AIAES
ALZot0d Aot 20A 28 AZ0tEDHIIN 2o ZHMoto 4 DHME +=Sotil, 012 d3ot0l 45
WXl 50 COUlM =Gt BEM MES (2.52 g, 58 %)2 =Sotdlt. & 156-157 C.

\_/

84 (300 MHz; CDCly) 1.17 (3H, t, J 7.6), 2.58 (2H, q, J 7.6), 3.33 (3H, s), 3.65-3.68
(2H, m), 4.07-4.11 (2H, m), 5.11 (2H, s), 6.93 (1H, d, J 7.7), 7.18-7.29 (5H, m), 7.35-7.42 (4H,
m), 7.50 (1H, d, J 8.0), 8.20 (1H, bs), 8.61 (1H, s); 8¢ (75.5 MHz; CDCl,) 14.2, 154, 28.8,
§9.2, 69.2, 70.7, 70.8, 103.2, 109.1, 109.4, 119.7, 121.7, 124.0, 127.3, 128.1, 128.5, 128.8,
135.8, 138.6, 145.1, 147.0, 148.9, 153.7, 154.2, 156.9; vmax (KBr) cm™ 1625, 1611, 1576: m/z
430 (M+H)"; (2 =%]:C, 71.42; H, 6.50; N, 9.48. C3Hy;N;03 == C, 72.70; H, 6.34; N,
9.78%= Haw ).
<A A0 15>

N-(3-OI 2T )-6-(2-0ISAINSAl)-7-RESA-4-ZUS 082 M=

AJI0IA HIZE N-(3-OIEHE)-6,7-HIA(2-HSANSAI)-4-FLISEI02! (4.0 g, 10 mmol), P= 1H
SAMSILES (94 mg, 2.36 mmol) ¥ 2E-1-2 (20 ml)E SF56H0l 122 S0 JtFsIULt. ets 282
£ 4222 WAADIL, SclU2Z OLMELMUE /Al R AIAEES AIESHH Aot Z0AM 2
J2O0LEHTION 2ol FHGHH A IHE +=Sotil, 01 &30t0l 456 WAl 50 CTOIA 2EotH =X

MHE (2.57 g, 65 %)S =SatALt. & 90-92 C.

8 (300 MHz; CDCls) 0.93 (3H, t, J 7.4), 1.19 (3H, t, J 7.6), 1.45 (2H, sextet, J 7.5),
1.79 (2H, pentet, J 6.9), 2.61 (2H, q, J 7.6), 3.39 (3H, s), 3.70-3.74 (2H, m), 4.00 (2H, t, J 6.6),
4.12-4.15 (2H, m), 6.94 (1H, d, J 7.7), 7.15 (1H, s), 7.24 (1H, t, J 7.8), 7.34 (1H, s), 7.4 (1H,
s), 7.51 (1H, d, J 8.0), 7.95 (1H, bs), 8.60 (1H, s); ¢ (75.5 MHz; CDCl,) 13.8, 15.4, 19.2, 28.8,
30.8, 59.3, 68.7, 69.3, 70.9, 103.2, 108.2, 108.9, 119.6, 121.6, 124.0, 128.9, 138.6, 145.2,
147.2, 148.8, 153.6, 154.9, 156.8; vmax (KBr) cm™! 1618, 1576, 1519; m/z 396 (M+H)"; (2= :
C, 70.90; H, 7.56; N, 10.66. C23H2sN;03 = C, 69.85; H, 7.39; N, 10.63%= Za = ).

<& Al 16>
N-(4-BISAIH L )-6,7-HI A (2-HIS A OIS Al)-4-FI LIZ 21021 2

4-222-6,7-HIAR-HEAMEANALISE (25 g, 79.9 mmol),
T-2-= (250 ml)S 78 WXl 82 CTOHAM 16 A2t St D&

1 /\IDJ SO WUGHACH. LME o 2ol 221, =
E NE=/20A MHZ2HEGID, 012 40 WAl 45 Co &&2
LHE 2 (100 ml) OH\‘IIE&OH% (250 ml)ot EEoIUCH. EE=
ot pHE 10 WXl 12E _DF_’é*oPI} gst 50| MAULH. KIIE=2 2 ,
N2 MI=GILD, 2= St P]HIEOHH ARSI, (it & ==ot0 A x|

T
=
C
>
ra

9.8 g, 79.9 mmol) ¥ =2
5 Xl 10 T2 YW2AIZ|113,
2 MAEIACH. Sels OH
SoF HAXoISCH. MWEAE=
AL
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Xl 45 COHIM ZSotol AEX6tH MAES (20.86 g, 65%)E +=SotCt. & 186-187 T.

8 (300 MHZ; CDCly) 3.31 (3H, s), 3.35 (3H, ), 3.62-3.65 (2H, m), 3.70-3.72 (2H, m),
3.74 (3H, s), 4.04-4.11 (4H, m), 6.83 (2H, d, J 9.0), 7.09 (1H, s), 7.33 (1H, s), 7.46 (2H, d. J
9.0), 8.12 (1H, bs), 1H, s); 8¢ (75.5 MHz; CDCly) 55.4, 59.2, 68.2, 69.0, 70.4, 70.8, 103.1,
108.3, 109.1, 114.2, 124.7, 131.4, 146.8, 148.6, 153,7, 154.3, 156.7, 157.3; vmax (KBr) cm’”

1619, 1590, 1582, 1511; m/z 400 (M+H)";(21%|: C, 63.30; H, 6.37; N, 10.47. Ca;H2sNsOs
L C.63.42;H,6.31;N,10.52%2 Ho= ).

<A A0 17>
N-(4-DISAIHE )-6-(2-HISAI I S Al)-7-HIE S Al-4-F LIS 0t 2] ME

AJIHAM HZEE N-(4-0ISAHEZ)-6,7-0IA(2-HISAOMSAl)-4-FLESI0t2! (2.0 g, 4.6 mmol), 2=
D =MSHIEE (104 mg, 2.6 mmol) ¥ #HA 2= (20 ml)E 145 LHXl 150 CTOIA 18 Al2t St IOt
GIRCH., BIS E8S2 AR20=2 WH2AAI|LD, SelU2=Z OtHMEAMNE /&AM AUl AIARS AE6H]

=

230 HOIH 22 S20IE 1IN sk SHGI0l WM DHE =52, 02 NR5H0l 45 LK 50
TOHA H=ot MEZ (0.915 g, 42 %)= =SoIUCH. & 208-209 C.
8y (300 MHz; CDCl,) 3.34 (3H, s), 3.91 (2H, t, J 4.2), 3.74 (3H, s), 4.10 (2H, bs), 5.13

(2H, s), 6.83 (2H, d, J 8.9), 7.20-7.30 (5H, m), 7.36-7.38 (3H, m), 7.47 (2H, d, J 8.9), 8.10 (1H,

bs), 8.54 (1H, s); 8¢ (75.5 MHz; CDCl,) 55.5, 59.3, 69.2, 70.7, 70.9, 103.3, 109.0, 109.1,

114.2, 124.6, 127.3, 128.1, 128.5, 131.3, 135.8, 146.8, 148.8, 153.7, 154.2, 154.2, 156.8,

157.2; Vmax (KBr) cm" 1619, 1580, 1511; miz 432 (M+H)",(215 %] :C, 69.48; H, 5.85; N, 9.68.

025H25N304 = C, 6959, H, 584, N, 9.74% = Sé]_&i ?:!') .
<& Al 18>

N-HIE-N-0IE-6,7-8BI A (2-BI S AU S Al )-4-A LIZSEl0tel o H =

4-2Z22-6,7-HIA(-HIEAMNEA)RALIES2 (10 g, 31.97 mmol), N-OIE0otL2 (3.5 ml, 31.97 mmol) &
OFMIELIEZ (100 ml)S 78 WXl 82 COHA 24 A2t SOt JIZoI¥CH. EE22 5 WA 10 TZ WW2HA|
|10, 0.5 Al2ZH S0+ WEGIHCH. DHME ool 2ol 22, 2 220 A 50 WXl 55 CTOHA 5 A2t
SOt AXGISCH Sel= DHE 2 (50 ml) L OLMEANE (200 ml)t S&H6tSCH. =82S 50% %=
AMIILIEE =SHZ2 AIE6HH pHE 10 LAl 122 Z&HoIA EYE 50| MACH. KRIIS2 2c2lot, %
(50 ml), &%= (50 ml)Z MIEGILD, 22 SA0IDUISHA HAEX6HD, 6 L =610 A DHE £+
Sol¥l, O0lZ 50 WXl 55 COlA El=ot0l AZold MAES2 (8.55 g, 70%) S #=SotUCt. & 109-

8n (300 MHz; CDCly) 3.33 (3H, s), 3.39 (3H, s), 3.42-3.45 (2H, m), 3.48-3.51 (2H. m),
3.58 (3H, s), 3.74-3.78 (2H, m), 4.16-4.20 (2H, m), 6.33 (1H, s), 7.11-7.20 (4H, m), 7.83 (2H,
t, J 7.8), 8.68 (1H, s); 5¢c (75.5 MHz; CDCly) 42.0, 59.2, 59.3, 67.6, 68.2, 70.3, 70.4, 106.5,
107.9, 110.9, 125.8, 126.0, 129.9, 147.0, 148.4, 148.7, 153.0, 153.4, 160.4: vmax (KBr) cm’’

1615, 1571, 1497; m/z 384 (M+H)" (2 5X]:C, 65.85; H, 6.52; N, 11.01. CyHzsN:0, =
C.65.78, H,6.57; N, 10.96%5 H 9= §).

<A A0 19>

N-H E-N-0Il E-6-(2-BI S A S Al)-7T-RE S Al-4-FLIS&I0t2l2] H=E

AJINMA RMZEE N-HE-N-HE-6,7-HIA(2-HSAIHSA)-4-ALIE&0tel (1.0 g, 2.61 mmol), = 1
8 SUSHLEE (97.5 mg, 2.43 mmol) ¥ RE-1-2 (10 ml)% EHFGH0I 24 Al2F St JbEStRUCH. Bt
S S22 A22=2 HAAIL, E2lHez MﬂE“OﬂE'/ Aol 2 AIAEIS ARSI A9t 2O
A ZE Jd20tE0HT 2o HMot A OHE +==otd, 01 &3ot0l 45 LKA 50 CTOHIAM 20X
otol MAES (517 mg, 52 %)S +=SotALCt. BH 62-63 °C

8y (300 MHz; CDCl3) 0.93 (3H, t, J 7.4), 1.45 (2H, sextet, J 7.4), 1.80 (2H, pentet, J
6.7), 3.35 (3H, s), 3.44-3.52 (4H, m), 3.59 (3H, s), 4.05 (2H, t, J 6.7), 6.34 (1H, s), 7.12-7.21
(4H, m), 7.34 (2H, t, J 7.7), 8.69 (1H, s); &¢c (75.5 MHz; CDCl,) 13.8, 19.2, 30.7, 42.0, 59.2,
67.8, 68.6, 70.4, 106.5, 107.7, 110.6, 125.8, 125.9, 129.9, 147.0, 148.6, 153.0, 153.8, 160.4;
Vmax (KBr) cm™ 1616, 1572, 1543; mJ/z 382 (M+H)"; (A=X:C, 69.39; H, 7.38; N, 10.86.
C2oHziN30:+= C, 69.27; H, 7.14; N, 11.02%5 29 = ).
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2t2to| 2 SEXNOZ 1 LYK 69 H4011, n2 0 WX 39 20/1;
R R 2 p"2 22 sgMo2 |, 00,22, 22, A0k, LE2, EREZ292He, (222K S
A, E2lZ=2Q=2H=Al, OIS, -0R ., -C(OR, -C(0)0R" , -NR"C(0)0R" , -0c(0)R" , -NR"SOR"

1_12 12 1

~S0MNR'R”, -NR“C(0)R", —C(O)NR'R™, —NR"R", =S(0),(CHz) 4(Cs=C100 g) -5(0);(C-Ce22) (GIIIM, |
2l)

= 0 WX 29 H4), —(CHp)q(CeC1o0tZ ), -0(CHy) 4(CeCipOtH), —NR (CHg)q(Ce C1o0tZ) & —(CHy)q(4
LHXI 102 SIEIZAIZ2E) (0IIAM, g= 0 WXl 49 L) SOA AT, A L2AI= L0 Tet
A 0, -S(0);- (M4DJIAl, j= 0 WXl 29 &) & -N(R R)- Z=0IA MeiE 1 E£= 249 SlEHZ &)=

SROotE, 2JHS 0 |, 2002 S |XN, = 02 S Xt M2 AE ZBEGHAE EJIJ_, aJl otg &l
HIE/\I:‘E' Jle 20 TetMd G=Cyi0 Pa'jl Cs—Ce 2t AIZ2E] EC‘— 4 WXl 102 GlHIZAIZ=I00 &

BED, 40 2. O 2 HERAB0IE B2, A=, LER, §a|ETEEED+|'=é', rzzozns
N, ERIZ2Q2HSEAl, OIS, -NR SOzR . =s0NR''R”, —C(0)R", -C(0)OR", -0C(0)R", -NR"C(0)OR""

1

-NR“C(O)R", -C(ONR'R”, -NR'R”, =R, C1=C 1022, —(CHy)q(Cs=CioOFZ) 2 —(CHy) o(4 LHXI 109 3l
BIZAI22) (HIIA, g= 0 WXl 42 FH22) S0IA MS 1 X 50HS XISA o6 xse & 9

=

2P R'2 H, G022, ~(CH)o(CoC 1p0H) WX 102 SIEIZAIZ2) (HIIM, g= 0 WX

o) ZOIN SYXOoZ MEED, A 22I= FR0l W@etA 0, -S(0)- (GIIM, j= 0 WX
2 NR")- SOIM Meis | £ 20 el 2049l 0 R, 24 § @
X, T= 09 S BRI ME HE Z = o slezA22 R 7|; 2201 [metA
CsCioOt RN, CsCeE3H AI22D| E= 4 LA 10 6|IEII§AI§E'7|01I S8 D, ATl R XBHE HE A
gStRE EE, AOH=, UER, E2BS9HE, UBZQRHSA., SLE2SEHSA, OXE,
-C(0)R”, -C(0)OR", -0C(0)R”, NR"C(O)R", —C(O)NR'R", -NR"R", B=SAL —CG%*EE' U C-CLBAI =
A SmMoZ Mois 1 4K 5Hel KB oo KB - 9
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%240 R YR SEMO2 H £ -C22L0ID;
R'= RSl FOlol MBE XEH S0A S XS He 0t D

R = H CCp2Z E= —(CH)o(CC 100tE) (HIIM, a= 0 WX 42 H==2)O0ICt.

P8 15
HA4BH0l QUOA, AD| 22p| 22 E U2p| E2L AMSS0| 2ASUES, 2451215, 205HAl
S, AMBZE, 2ASOIOUS L SAS2US SHA LS 2
=78 16
— _ _ = 7
M58 o °'ow AJ| 2P| 2E Fe VP EZE LMES20| 2ASUES0 D, AD| 548HAl R-0H
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SIC=Al U C-CURAl SN SENOZ Meis 20 0/5t9 XEBA olof XNBE £ YUD;
3 4
G= -C(OH)RR' 2 -SiRRR’ Z0IAl Met® =222(0/2;
4 5

R,.R X R= 22 SEH2=Z (-(G220l1;
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