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. + {H-:})_,ﬂ—@—cao 4
X o™ Na3C0+y, Toluene, THF

2] 7o uebd uisl o] A7) Al 6ol A FE5E SEE 62 AlotwobAle Abn} wkgAlA 38}
2} 29] 2-Aob-3-[5'-(1,1,6,6-H| E&] v d-10-%4-2,3,5,6-F| Ee}slo] = 211, 4H, 10H-11-5A}-3a-0} A}
W[ =] hERA-9-9)-F o3| d-5-3 d-4-2]-ola D2 2K EFE 1S F5dk= B

&4 7
| o CEO
3
) NCCH,CO0H
N 0 0 -
AN
6 7
2 ool gk 39 Friyl fREAE d7] 9AE Tehs el wek Axd $ ik
(1) 87] 924 8ol Uehd wpe} o] 3 4-oldrltto] A e e AS ERde FRtoluel wgAA 2-E7]-

FE A -3 - g RGo]| SAE (5t E 8)s TS |,

Ll

(2) 371 wbgA 9o uyERd wpeh o] Y] dAl 1e4 F5E SEE & 9-(-HERELH-2-U)-
1,1,6,6-8lEgtWE-2,3,5,6-El Eg}alo] = 2-1H 41, 11-SA-3a-obA-sl 2 [ =]t E e A-10-Y (3HH S 5)3 W&
A 2-(1,1,6,6-H EetH9-9-E] o M-2-21-2,3,5,6- 8 Ee}ato] = 2-1H, 4H-11-%Ah-3a-o} -l 2 [ =] HE k4l
-10-9)-8, 4~ DTt A E| A (48 9)& F58h= @,
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[0088]

[0089]

[0090]

[0091]

[0092]

[0093]

[0094]

ZIHSd 10-2011-0066386

#s4) 9

| AN Br
< o o PA{PFhy),
A ge~ L
S \/,\/ R :
8 9

(3) 37 Whe-4] 10011 Uebd wheh o] A7) @A 201M 5 sehE 98 N-HREAMem =S E9HgE N N-
tu g EEobu=el eI A 2-(1,1,6,6-El Eet|E-9-E] 9 #1-2-2-2 3,5, 6- 8 E g}ato] =210, 4H-11-9A}-3a-
obA-Hl [ = OPEEM -10-9)-5-H 2 %-3 4-o ko] A E 0 A (2= 10)S F53hs @A

284 10

(4) 371 WA 110 deERd mhe} Zo] A7) @A 3914 $£5H FFE 10, 4% Ad Ha2y i 9
Pd(PPhy), & WHEAIA 2-(1,1,6,6-E|Eetv€-9-E] Q. #-2-9-2,3,5, 6~ E&}3lo] = 211, 4H-11-EA}-3a-o} A}-1l

Z[=]QFEHA-10-91)-3 4-cl d dtte] SA E e w Il = gddeto] = (3132 11)E F53t= @Al

4] 11

HO:3 i
M —@-EH!J X3.00, “thsn: CHO

10 11
!
(5) 87] WrgA 120] VFERA uhsh o] A7) @l 4ol S5 SR 112 Aok opAlE 4 % w2 w)
HE-S-A]A §}6—,5, 39] 2-Alo}w-3-[1-(1,1,6,6-EH EZHE-9- E]S’_-%ﬂ -94-2,3,5,6-H Egslo| = 2-1H,40-11-%
Ab-3a-ob AR [ 2] QHE 2 Al-10-90)-3, 4-o] DAl tho] SA E o ) MAl-2- ol A e AHHFR 12)& FEoHE

oA :

vre4) 12
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cun  SCCE;COOH

AN
N
12
[0095]
[0096] ool sata o] Tk fEAE 8] vAE sk Wl ot Axd ook
[0097] (1) 871 w82 130 Yed ule} o] 5-tlo]igtdE| edlo] £ F4 slo|=2Fdx Egidd 2
ol =g WA A 2-EREHd-5-Tho] S A E| LA (FE 13)S 53 @A
HH-&-A] 13
0 N n-BuLi TBIC
: . \ 0
5 3 - w/‘\-Sn—Cl S ——— '"\A g
\ / 0 __/"" THE. -8 \ﬁ’iﬂ I
13
[0098]
[0099] (2) 3b7] w22l 140] vbER wiel o] FIHE 10, A7) ©A 104 =" 8% 13 2 Pd(PPhy), S WA
A 2-(1,1,6,6-HEZHE-9-E] 2 #1-2-4-2 3 5,6-H| Eg}slo] = 2-1H, 4H-11-2AF-3a- o} AF-Hl Z [ = ] oL E 2} Al -
10-9)-3, 4~ g altte] S A E] e md Ejodde 16} | = (33 14)E S5 Al
HH-&-A] 14
.0
) %n—ir{n—j PA:TPhy.
THE B¢ N
13 ]
[0100]
[0101] ol
[0102] (3) 471 A 2014 58 SFE 14, Aol ofAdlg 4t & FHEld 0.05 ml& oFHE Yo]E-] =9 120
CTollA 6275¢k 37 2 WA A ﬂi“‘ 49] 2-Alo}w-3-[1-(1,1,6,6-EH| Eg}H & -9-E] 2 5-2-U-2,3,5,6-H
EBMO] 2-1H0,4H-11-8A}-3a-o} -l 2 [ = | St E gHl-10-9) -3, 4-o| D @lt}o] S A E| 9. 3) E] 9 #-2-U] o}=E
g AEFE 15)S F55E 9A
[0103]
[0104] B oagol gleka 19 Fuld FEAE 98 45 HUYAAR AMLEE FS, 7IEY FEE @36 HlEe] A



[0105]

[0106]

[0107]

[0108]

[0109]

[0110]

[0111]

[0112]

[0113]

[0114]
[0115]

[0116]

[0117]

ZIHSd 10-2011-0066386

5'-(1,1,6,6-El E2v€-10-524-2,3,5,6-H E&}5lo] = 2-1H,4H, 10H-11-SAF-3a-0}A}-
Ld-5-odl-4-d]-okad ™ B 2, g 7)o A4

=
B
In
”
I
i)
r>‘
m2 F
E‘ 7_1

(A 1) 3-[N, N-H] 2= (3-w e -2-F-'l-1-<) Jopn] o 3= (8H3h= 1) o] A

1L Zefx=o] 3-oln == (30.0g, 0.27 mol), 1-FZ2-3-wE-2- 4 g, 0.62 mol), &F o}AlE]o]
E(66.4 g, 0.81 mol)E 50ml F NN-tHdZFotr=o] = 5 Aige] Aolx 1243+ &<t
wRksgit,  whgo] FAHW o3 5 ojitg 23 AR, ALE A4S o £
EfslolmzFaor 73] HojE F WA Az, 552 524300,

'H NMR (300 MHz, DMSO-d;) & (TMS, ppm: & 1.50 (s, 6H, -CHi), 1.56 (s, 6H, —CH;), 4.08 (s, 4H, -NCHs-),
5.19 (t, 20, =CH-), 6.83 (d, IH, Ar-H), 7.14 (s, 2 Ar-H), 7.23 (t, 1H, Ar-H).

NH;
II . r.t. Bhra | =
OH
OH

1

(DA 2) 8-3tol =5A-1,1,7, 7-H EMEF 2D (& 2)9] 4

A7) GA 14 FEE 33E 1 (29.6 g, 0.11mol)S #EAEZYA 70mlel Fo] 95 TolA 2 A FE¢r 35
2 kst g 4 3 EEES 0 TR vﬁﬂr?& T AFSIO)EEAO|E FEHo R pl 782 FAIAA
ot Aol AAHME oy F ARFL AFAE A AXEAT. F5EES 90% T}

' NIR (300 MHz, CDCls) & (IMS, ppm): & 1.24 (6H, s, -CHy), 1.43 (6H, s, —CH;), 1.77 (4H, m, -CCHs-),
3.02-3.07 (4H, m, -NCH,~), 4.60 (1H, s, Ar-H), 6.01 (1H, d, Ar-H), 6.89 (1H, d, Ar-H).

L
ﬂ/ \k CH,SOH N
S
OH

1 p

(A 3) 9-ELU-8-3to]|=2x]-1,1,7, 7-FHl EFWEFZH(3TE 3)9 A

EANEF 2 SAFERIO)E (29.7g, 0.19 mol)E Aol A F4 NN-THEEFH = 36.6 mloll 0 CTollA A
As] H7p gl wnkellh. EdES 23S ekl mnkd § SkehE 2 (28.0g, 0.11 mol)E <1 N N-t]H|
SEFo= 30 mle H7FeRAth. AEolA 12413 EF wkg F-, 0 ColA & sto]=FAte| = g
2 FAIgNATL. EFES oY ofAEHESY B FEI F {7|FE winlg Hulo]lER ARA F
olalol] &ul= A AR, o2 Agyt AW FEntE Y (e ol H o E-aIA=1:8) 2 AA|Ele] kAo
ARE AT FEES 9203

' NMR (300 MHz, CDCls) & (IMS, ppm): & 1.24 (6H, s, -CHy), 1.42 (6H, s, —CHy), 1.71 (4H, m, -CCHy-),
3.20-3.07 (4H, m, -NCH,-), 7.02 (1H, s, Ar-H), 9.37 (1H, s, -CHO), 12.2 (1H, s, -OH).
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[0118]

[0119]

[0120]

[0121]

[0122]

[0123]

[0124]

[0125]

[0126]

[0127]

[0128]
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N
POCL / DMF
r.t.,12h
OH

2

(&¢A 4) 1,1,6,6-HEgHE]-9-E]2:-2-9-2,3,5,6-H|Ed}slo] =&2-1H,4H-11-2A}-3a-o} Al = [ = ] ¢t E g}
A-10-L (3= 1) 9] A4

&3E 3 (16.5 g, 0.06 mol)T} E]LF-2-U-olEUS]EHY (8 g, 0.06 mol)S N N-fHEEEolu= 10 mlo
=0l & obAElAF (11 mL, 0.18 mol)¥ FAE Y (18 mL, 0.18mol)S H7Fetith. 140 CellA 5A17F HF 3+
2 oang F deon YR, EFEC g 200 alE Hrbele] SAFE 40 AL AAT. FEES

59%A .

' NMR (300 MHz, CDCl3) & (IMS, ppm): 1.32 (6H, s, —CHy), 1.58 (6H, s, —CHs;), 1.74-1.84 (4H, m, —-CCHy-
), 3.21-3.33 (4H, m, -NCH,-), 7.08 (IH, t, Ar-H), 7.15 (IH, s, Ar-H), 7.29 (IH, d, Ar-H), 7.65 (1H,
Ar-H), 7.84 (1H, s, Ar-H).

. @/\f\ Arstic acid piperidme
DAL /140:C /3

(4A 5) 9-(5-BREXREQHA-2-9)-1,1,6,6~-HEZHME-2,3,5,6-HEg} o] =2 -1H,4H, 11-2A}-3a-o}x}-¥l %=
[E]AEA-10-9(3HE 5)9] 34

3l7] W& 5o UERA upel o] FIE 4 (12.6 g, 0.03 mol)S N N-TiWElZEolm| = 30mlol] Q1 3 N-
oF

2rXNoelm= (6.1g, 0.03mol)E N N-THEEEolu]=o] 5o HrlaRer. A2o|d 243 & e
HEhe 150 mleF & 30mlE HUiste] AAS AJv. F5ES 94%%1).

1H NMR (300 MHz, CDCls) & (TMS, ppm): 1.31 (6H, s, —-CHs), 1.57 (6H, s, —CHs), 1.74-1.83 (4H, m, —-CCHy—
), 3.21-3.33 (4H, m, -NCH,-), 7.01 (1H, d, Ar-H), 7.13 (1H, s, Ar-H), 7.32 (1H, d, Ar-H), 7.76 (1H, s,
Ar-H) .

X S—Br
"5  NBS T
X o o rt.2h N o0
k] 5

(%741 6) 5'-(1,1,6,6-HEZHE-10-4-2,3,5,6-H Egtsto| =2-1H,4H, 100, 11-SAF-3a-oFA -l = [ = ] St E 2}
A-9-9)-2-E] @ # d-5-Hl = o | 5}o] = (313 = 6)2] A

517 W22 go| UERH uHlel o] F3FE 5 (2.00g, 4.36mmol), 4-3ZW Fd B 2ZYAF (0.85g, 5.67mmol),
Pd(PPhy), (0.40g, 0.08 mmol), Eol %9l AF 7FEUl°]E (1.85g, 17.4 mmol)E &vj ( ] gslol =2 F -5

E
aRkelgleh, EFELS odolAH o Eet 238 A\ FE

A CollA 81zt g7 =t =
glol= Fgdon F3 FEHI T H75L B nfadgAdclER Ax 6} ATk o3k Fo] zhetsiel &
& AAsta ERRXE-YaER Aayssl. 552 709 .
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[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

[0139]
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' NMR (300 MHz, CDCl3) & (IMS, ppm): 1.32 (6H, s, —CHy), 1.58 (6H, s, —CHs), 1.75-1.84 (4H, m, —-CCHy-
), 3.23-3.35 (4H, m, -NCH,-), 7.17 (1H, s, Ar-H), 7.45 (1H, d, Ar-H), 7.64 (1H, d, Ar-H), 7.78 (2H, d,
Ar-H), 7.87 (2H, d, Ar-H), 7.90 (1H, s, Ar-H), 9.99 (1H, s, -CHO).

L Pd(PPh)
. {EG}EB-@-CHO -
- o0 Na;C0;, Toluene, THF

(RA 7) 2-A10h2e-3-[5'~(1,1,6,6-F] = ] 9] @-10-9 2:-2,3,5,6-F = 2} 8 o] = =~ 1H, 41, 10111~ A}-3a-0} A4
2 2] E e A-9-2)-E] @ H d-5- D I-4-A -0} A=Y AR 7o) T

CHO

7o) YeRd nkel o] 34gHE 6 (920 mg, 1.70 mmol)I} Aloli-olAlE AFH(220mg, 2.60 mmol), I
6 ml% o] ol EtelE™ 15 mlE 120 ColA 6A17F 35 2 wwtelgict. XY A4S FRaxS-
Egodolrl gufjo] %l 5 ofAlg ¥ ol Ee|EL S HUtete] A|AASA. FEELS 609 .
1H NMR (300 MHz, DMSO-dg) & (IMS, ppm): 1.27 (6H, s, -CHs), 1.49 (6H, s, -CHs), 1.70-1.77 (4H, m,
-CCH,-), 3.26-3.33 (4H, m, -NCHy-), 7.41 (1H, s, Ar-H), 7.70-7.72 (2H, m, Ar-H), 7.84 (2H, d, Ar-H),
8.05 (2H, d, Ar-H), 8.27 (1H, s, Ar-H), 8.40 (IH, s, -Ar-CH=).

| CEO
NCCH.COOH

AN

AR 20 2-Alo}x-3-[1-(1,1,6,6-E| Eg}m €-9-¥] $ #-2-4-2 3,5,6-6 E&}3}o] =2 -1H, 4H-11-A}-3a-0} A}~
Wz [ =] ERFA-10-9)-3, 4-ld eltto] S A E] o #l ) wlAl-2-A ol A Y AH(3}eH2] 3, 3gHE 12)9] A%

(A 1) 2-Eg-Fexud-3 4-dd/vto] SAE el (5e= 8)2 4

3,4-o AUt SAIE] 2 #(5.36 g, 37.7 mmol)o] EFEH FF Jlol=2FHF 60 mlo] -78° CollA n—%‘—'aal%
(23.8 mL, 38.0 mmol, Ak & 1.6 )& AiAA H7lelrt. E3ES Ao Az wwts & -78 C=
Bzretgt), o] exox EgRdE F2etol= (38.0 ml, 38.0 mmol, THF = 1.0 M)E % 7}s}

A Rk & AolA WA= wetsigitt. wkgo] FAWW oHEE Hte § %3}
HolE Fgfow —ir%?‘i} T f715E B2 AT, o viadls AvlolER Axd F Addstel &viE
AAAE. FAdE e 82 thE AAlfle] 2" AZYuESol ARSI

a 0 N, MBILLTBIC G O
- "‘*--gf,\p n—(.l — ; f_/-\-\.
/oy _‘_/“‘—-" THE, -85 \ ™

(A 2) 2-(1,1,6,6-Hl EgtHE-9-E] 2 A-2-91-2,3,5,6-EH| Eg}slo] =& -1H, 4H-11-SA}-3a- P -l 2 [ 2] FE
2hAll-10-%1)-3, 4~ D dlvto] SA B 2. 5 (3§ 9)9] 97
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[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]
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3}3tE 5 (4.00 g, 8.73 mmol), 3}E 8 (4.90 g, 11.4 mmol)¥} Pd(PPhy), (0.80g, 0.69 mmol)ZE ¢l F
HEgslo] =2 Fe 250 mlE ZAi/delA 80 TR 20417 &7 R wrksigitt. whgo] FAEH 7Hetslel A
|l AAS FH YERIZgdd o xstE LAFURo|FIRYolE FgAo R 223 & B2 73] HoF

L utad Ao ER AxS § st §HlE AlAST. ol& Ayt A9 A=RvtE I (YE
mrue-di=2: D)2 AT, F5E2 59%3 Tt

¢

' NMR (300 MHz, CDCl3) & (IMS, ppm): 1.31 (6H, s, —CH;), 1.56 (6H, s, —CHs;), 1.76-1.83 (4H, m, —-CCHy-
), 3.22-3.33 (4H, m, -NCH,-), 4.25-4.34 (4H, m, -OCH,-), 6.22 (1H, s, Ar-H), 7.14 (1H, s, Ar-H), 7.19
(1H, d, Ar-H), 7.61 (1H, d, Ar-H), 7.81 (1H, s, Ar-H).

| RN Br
5 o O PA(PPh,),
N
S 5'“3/\/\ THEF, $0°C N
8 9

(&4 3) 2-(1,1,6,6-HExHE-9-E] 2. 31-2-U-2 3,5,6-H E}3lo]| =2 -1H, 4H-11-2-A}-3a-o}A-Hl Z[ = ] ¢ E
2}Al-10-9)-5-B 2 B -3 4-o D Ar}o| SAJE| L A (FFE 10)9] A

3H3HE
mmol ) S

9 (1.74 g, 3.35 mmol)E NN-TlHEEZFolr|= 20 mlol] <l & N-HZRAAeln|= (0.
2 ¥3Hg 1&
60 mle} =

0

ek N N-TlEEEoln = 10mlS H7lsle] ALo]A] 12417F wulalgith. wheo] AW o B
10 m1& H7hete] A4S AT F55 56530

1 NMR (300 Mz, CDCLs) & (TMS, ppm): 1.31 (6H, s, ~CHy), 1.57 (6, s, ~CHy), 1.74-1.83 (4H, m, ~CCl,-
), 3.22-3.30 (4H, m, -NCH,~), 4.25-4.34 (4H, m, -OCH<), 7.11 (1H, s, Ar-H), 7.13 (1H, d, Ar-H), 7.61

(1H, d, Ar-H), 7.81 (1H, s, Ar-H).

d o

NBE
DMF,rt

[\

(&A 4) 2-(1,1,6,6-HEgHE-9-E] o #-2-9-2 3,5, 6-F| Ed}slo] = 2-1H,4H-11-EA}-3a-o}A-H Z [ =] E
ZHAl-10-¢)-3,4-o D A tho] LA g e H Il = k| sto] = (313 E 11)9] T4

3}gHE 10 (0.57g, 0.94 mmol), 4-¥ ¥Hd ®2Y 2F (0.17g 1.13mmol), Pd(PPhs), (0.07g, 0.06 mmol), =
| =91 Na,CO; (0.40 g, 3.77 mmol)< (HEgslole2Fa-5Fd, 1:1) 40 nlE D24 80
T= 8 17P ﬂv 2 wukeith, whgo] FAEW v Rduy ¥3E L2FFRdol= Fgdo

%6}043} H}ZLﬂﬁ@‘MEi Az & 7etstelA &ulE AASIYE. A3ES N N-tHExFolr]

2

o

' NMR (300 MHz, CDCls) & (IMS, ppm): 1.32 (6H, s, —CH;), 1.58 (6H, s, —CHs;), 1.77-1.82 (4H, m, —-CCHy-
), 3.24-3.31 (4H, m, -NCH,-), 4.43 (4H, s, -OCH,-), 7.15 (1H, s, Ar-H), 7.26 (1H, d, Ar-H), 7.61 (1H,
d, Ar-H), 7.84-7.90 (5H, m, Ar-H), 9.96 (1H, s, -CHO).
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[0150]

[0151]

[0152]

[0153]

[0154]

[0155]

[0156]

[0157]

[0158]

[0159]

[0160]
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o b

-CHO

—_— PiFrh;.
A0 C e ——
: _@ - X200y Toluzm:

10 11

-2,3,5,6-E| Eg}slo] =& -11,4H-11-&A}-3a-} A}
Jolzdd 4 (3FE 12)9 34

3}etE 11 (0.51 g, 0.82 mmol), Alo}x= oFAE®l AF (0.11 g, 1.29 mmo ) lﬂJ— g4 0.07 mlS oFHME
o]E¥ 15 mLol o] 120 COM 6A17HEQE B Boaitelgith e A AAE A4S FREXE-EL
Yol Zufjol] 5l & ofAlg AT olM|EvelEY S HIlste] AAA 5?91‘3}. FEES 699 T}

FU

(A 5) 2-Alebe-3-[1-(1,1,6,6-E| E&tvlE agd -2
W[ =]QPE e Al-10-91)-3, 4-ol D Al tho] S A E] @ ) wll Al -2-2

A=

FU

' NR (300 MHz, DMSO-ds) & (TIMS, ppm): 1.27 (6H, s, -CHy;), 1.5849 (6H, s, -CH;), 1.70-1.78 (4H, m,
-CCHy-), 3.26-3.33 (4H, m, -NCH,-), 4.43 (4H, s, -OCH,-), 7.33 (1H, d, Ar-H), 7.42 (1H, s, Ar-H), 7.64
(1H, d, Ar-H), 7.83 (2H, d, Ar-H), 8.03 (2H, d, Ar-H), 8.22 (1H, s, Ar-H), 8.32 (1H, s, -Ar—CH=).

cuo  NCCH;COOH
AN

AA 3t 2-Alo}x-3-[1-(1,1,6,6-E| E&}H E-9-E]

o #-2-9-2,3,5,6-6| E&}ato] = Z-1H, 4H-11-SA}-3a- 0k A}-
Wz [ =] EZA-10-¢9)-3, 4~ d eitto] SAJE| ) E] Q #l-2-

I ota=d™ AkEkety 3, shte 15)9] Az
(A 1) 2-EgifddzdHd-5-tho| S AaetdE (3= 13)Y 34

FUQN

5-tol & agtdE] el (10.0 g, 64.0 mmol)o] X3H F4 slo]=2ZFH 150 mloll -78 TolA n-HEE
(43.9 mL, 70.2 mmol, &t F 1.6 )& AgolA 271890, U8 2ZolA A2 witek & Eg gy
FZge]= (70.2 mL, 70.2 mmol, THF & 1.0 )D& H7lslal 2417 255 FA8H wikek § Ao v =
Z akslolth, wkgol FANW JdEEE MUk & x3E AFuleltHYolE FEdorom FEI T F
7N5S B8 Ao|FYTh. F5 ntau AdolER Axd I zstated &S AlASTH. W FE 13
S 02 gAgle] 29 AZHul AMEE AT

; 0-3 N aBuliIBIC 0

| . ] » T\ 8

LJ 0 e’ i THE. .76 ?Snw

3

(A 2) 2-(1,1,6,6-ElEZHE-9-8] 2 #-2-U-2 3,5, 6-H E&}eto] = 2-1H, 4H-11-SA-3a-o} A -Hl £ [ =] ¢t E

2 41-10-9)-3, 4-ol e tho] S A E o Y ] @ Atelatol = (32 14)9] A

33L& 10 (0.54g, 0.91 mmol), 3}3HE 13 (0.60g 1.35 mmol), Pd(PPhy), (0.08g, 0.07 mmol), =<1 E|Ed}s}

JEEFE 100 nlE A2 80 TZ 24 A7 BF 2 wwsgirh. wgol FANW LUl §u1E A7
@ F Ui £3E AFIRdels FEdoE 53 FEdn. T4 el =R A%d §
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[0163]

[0164]

[0165]

[0166]

[0167]

[0168]

[0169]

[0170]

[0171]

[0172]

ZIHSd 10-2011-0066386

7rdatoll A fulE AASF . o]F olAlE Ak 25mlol] o] 50 TollA 5A17F wwHkgk & 28 Hrukskch. A4
¥ Z24E DFelA A2ttt S AdES NN-tHd G| =oA A2, 55 52630t}

rsL‘

1H NMR (300 MHz, CDCls) & (TMS, ppm): 1.32 (6H, s, -CH;), 1.58 (6H, s, -CHs), 1.77-1.82 (4H, m, -CCHy-
), 3.24-3.32 (4H, m, -NCH,-), 4.43 (4H, s, -OCH,~), 7.15 (1H, s, Ar-H), 7.23-7.28 (2H, m, Ar-H), 7.60-
7.67 (2H, m, Ar-H), 7.84 (1H, s, Ar-H), 9.84 (1H, s, -CHO).

.0
3 - %H_U,{UB P4 PPy

CHE B

10 13

5,6~ Eg}slo] = 211, 4l-11-4 A}-3a-0} 2}

(A 3) 2-Alobx=-3-[1-(1,1,6,6-HEZME-9-E] 2. #-2-4-2 3
u Al-2-2 ] o}:z%a‘ AH(EEHE 15)9] Alx

[=]FETA-10-9)-3, 4-ol D dtfo] A E] 0.5 ¥ Q-

=

3}3E 14 (0.30 g, 0.48 mmol), Alo}x= obAlEl AF (0.07 g, 0.76 mmol) 3 I 0.05 mlS olHE 1}
o]E™ 20 mlell =] 120 Coﬂ*i 6AIZHEQE S5 H wNksiolth vbE FES AdE AAHES SEREEE-EI
golnl gufjo] =21 & oM g Al¥) ol EUO|EYS HUtsle] A Y. F5ES 76% .

Jlﬂ O_\..

' NMR (300 MHz, CDCls) & (IMS, ppm): 1.26 (6H, s, —CHy), 1.49 (6H, s, —CH;), 1.70-1.77 (4H, m, —-CCHy-
), 3.26-3.32 (4H, m, -NCH,-), 4.54 (4H, s, -OCH,-), 7.33 (1H, s, Ar-H), 7.37 (1H, d, Ar-H), 7.40 (1IH,
s, Ar-H), 7.69 (1H, d, Ar-H), 7.88 (1H, d, Ar-H), 8.31 (1H, s, Ar-H), 8.37 (1H, s,1H, -Ar-CH=).

A1A=e] IT0R o] FoAd HEA LE Ao AU 13mm YAES 2tE EHEFEAEE gy Eakads oy
Blo]= S o] &3le] 0.25crA A o] EEEAL, o]E 450TCoA 3085 A8 2AFAHE s, 10 mFA
o] gxdurs AFskelt.

& B0TAA FAS olF 47] AN 1914 F5E 85 29 RFEDE A B2
B 0.3 nM P= BAe] WATe] AB FH AE 1247 ¥ £
o]

=

olef MR A2HFL, IT0R o]Fox Al IF fo =HEE o] &3lo] PtE o|Fofx A2dx=Ad I
55 SFEsI A, Asd F=94S H8) 0.75 mm A 7A Y =S o] &3te] vAl FEE REEAT

6072l 7t A BEO 15017 AANE thadeto] GAdE A1 A2A S Alolo] FiL
B0TCAA 16% AP ZHN F AFS HFAIFHY. a28la, A2d=e A8 vAHFYE 53t AfdS
Tt AW St kA nEA AES o]gste] HA S HEste] dERS HEHAE A X3
SAtt. o] uf o]&¥ ML 1-wd-3-Z2gojutfEgFololetiel=, 0.1M9] #F ofoltte]=(lithium
iodide), 0.05M2e] 8.9 =(iodine), 0.5M ¢ 4-HE-HEHZ S -HEAZEZ QL EYH

(3-methoxypropionitrile) o &3]3} F£n]s}$ic}.
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=
5

(THF
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-« Compound 15 UV)
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