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A 2.0 WA 2.5 9ol BHA0R AAAS ) ShIR(sHetd Qo] ) kgl AreLh
QasAE vhslE S E gu) EgER AAsidE S gov, wEAsle od¥d + A
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==

Olﬂ

[0070] Bomge] B padd] Qlojd, $47 A
%, WA e 20 WA 80 FEw, =
npdosn FAd WA,

[0071] (F9A) &4 A4 destel v B 2o 54 A A, ek (W9 sEEs Ax
wrgel whE el wkgekA @an A ] (3tet4] Qo] 3gt=)& AAHEShe

10-1782961

[0072] %, T ged A-AA okdel sieta (19 AdE FYEL £ drE Aeete Ao
debgth olE Frhe] Abg obu(FE: WEA 2 % 3 C = 4hd okl 7], o Efedel) e Hitd %
F Mewt wheat wjmste] B oof wavh. obdde Wuis] shet (4)°] AdEe] AMds Fejsteta, et
A gt (3)9 FREAEE FIAZTE HIE =3 AAZ & dvtolx Hgomw ojojd 4 9],
271 S= vhz olqt off wiiel, whgo] ojs} o] fW f vk AL v =HT FA, L F
ol whE WelA Frke] At oble AFgEA & A FFe obdd B Ab ofile] 459 Bie Ry

b A s diel frelsi.

[0073] 2 oo it slsky (4)9 3FES AXs] 9% Aesd 2 ddgd nE Wyos Axd e (4)9 I
2S5 3k (4)9 FgHE BEglol, doZ A Zuje] EASH WFSAIA FEA] (7)9 QE EE 3}Ehy
(8)9] HAlES AFstes AL s, 35k (7) 2 (8)9 FFFE9 AZYHS AF3t):

SR1 SR1
R2
(R4), N—re (R4), o
N N
\ \
R5 R5
1) (8)
[0074]
RS\N/H S/R1
R2
R3
(R4),

[0075] ()

[0076] 7] Aol A,

[0077] R1& C1-C6 &7, X3k8 47, o} L= X3y o, nfdadAE C1-C4 &ZolaL;

[0078] R2+:= H, C1-06 &7 == Xgky dzlojn;

[0079] R4= F, Cl, Br, I, CFs, CN, NO,, COXe]al; of7]o]A], X&= OR1, SR1, NR2R2'e]®], oJ7]A], R2'E= A7) R29} &

AA Ao =™ R29} FAFAY Aol 4= i, wiEAEAE F e Cl, 53] 2-FolH;

[0080] ne 1 WA 4, v A= 1 WA 2, 53] 10]a1;

[0081] R5+ H, C1-06 &2 = Xty dzlojn;

[0082] R62 C1-C6 &4 T& X$d &, vpghg Al C1-C4 ¢ == OHelx;

[0083] R3S HA-FQl ®: 43} 1E, oA -C0-R1; -C0-X[eI7]o|A], X&= OR1, SR1, NR2R2'o]il, R2'E R29} &
A3HA AHolE ] R2e} TABAL Aboldt 4= Qla; R2 E R2'E S AT 4 du; SO(n )-R1[& 7]l A,
n'e=0, 1 55 29 4 Al -ON; -NO,, o} T+ e ZolHolt},

[0084] R37} CO-R1Q1 Aol 3842 (7)9] eEo] Hojx]i1, R3o] (0X AL-ol= 3434 (8)¢] &A1& &= R6o| OH
o1 3}k (7)9] ¢lZo] dojxith, uwpghd, B o 1 ME olE 54 9E w3 "SAE" gojd ¥IHT

[0085] Eowgo] w2 el A v P w704, dAd HX [o7]eA, X F, Cl, Br, I, HSO,

_12_



[0086]

[0087]

[0088]
[0089]
[0090]
[0091]

[0092]

[0093]
[0094]

[0095]

[0096]

[0097]
[0098]

[0099]
[0100]
[0101]
[0102]

[0103]

[0104]

SS50dl 10-1782961

BF, , HPO, , SO, , HPO, , PO, , R'SOy, R'HPO, , R'"POs , R""C0, i o]Se] E&=olle] AL&E 4 9T},
Fak o

e
Mz=mk ol g ®F WHAU. An. Chem. Soc., 1974, 96(17), 5508)°ll 71%3, the] A& &
2 gke 0}%%01 FdEol g, A, odF S0 7T-ZRQ oA A AR ‘
3-mgE e Al Eo] A E U (Wierenga et al., Tetrahedron Lett. 1983, 24, 2437). XEE A¥x @ E
a]oﬂ%o].\‘ﬂ% Abgste]  Jfawt "wHow  AFE 7-Z202-3-mHE|Q4-UEZL2AZ Ayt 23
[Tetrahedron Lett. 2005, 46, 4613]o4 Z¢1d 4= )},

LB Fls e mE g, wigAelE B EE 923 H1S AHget Ao
ol ALgE A Sl old e BA2 98] FAREAA el 1

>
ofy
=
-
i
U fo
fo |u

webd, ¥ oUwe w3 R Loy mE wgoz Alxd & b, 4 SeleRE, 9L ope w/mt
59 BoplMel B4 ARS BAG) A FARA AT FH (el AFES ATU

ENPLIY
R2
R3

R4
(4)
71 Aol A,
R12 C2-C6 &4, WA o]aL;
R2E HolH;
R3E COR''O]3L, 7oA, R''= C1-C6 &7, A o]~y =2 4 glom;
R4= 2-F, 2-Clo]at;
R5= H, C1-C4 &Zo|t}.
R1o] ol€o]i; R2E= HoldW; R3E CO,ME, COollEle]ir; RA= 2-F, 2-Clolm; R5:= H, wWE, ojgel &sah
(4')¢] 8gteol uhghz sttt

o =
2 oae Egl

v

ded 2 g w

il

)
e
o
fr

At geky (79 HFT AdES Al

4
il

4>
20
fr

SR1

R4 N Ré

N

\

R5

(7

371 Aol A,
R1& C2-C6 &7, Wldo]a;
R4 7-F, 7-Clo]H;
R5& H, C1-C4 &Zo)ar;
R6 = C1-C6 & o]},

R1e] ol"o]aL; R4s= 7-F, 7-Cle]™; RS H, ®”olal; R6 = C1-C6 &1 33ha] (7')9] sheh&o] nighz| st



[0105]
[0106]
[0107]
[0108]
[0109]
[0110]
[0111]

[0112]

[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

SE50d 10-1782961

SR1
R2

R4 o

R5
(8"

7] Aol A,

R1& C2-C6 &7, Wldo]ar;

R2+= Holw;

R4+= 7-F, 7-Clo]aL;

R5& H, C1-C4 &Zolt},

R1¢] dl€lo]ar; R2¥= Holw; R4 7-F, 7-Clo]a; RoE H, wWlEQl 384 (8')9 33FEo] nlaka s},

®olge =8 2§ SRlol FARAEA FAH GATES FAe o8 Faz A F7h ALY AR A=
7] 91, ¥ ouwel we FEHn gEE ¥ odwe e wpew Az A HH (D), (7)) L (8)
o sael $ET AT

Al AEE B8 §olsh BAstA L, B4R B gouA Qow, JAiEe] I i T
Qo7 AgArt. A2 94, GEA, BRUd, FRUTA, Sdoluly @ e W EG B uHo
A abgste BEs R/mEE ASE AUge 74 49 A4 EE 2AAD 5 . FALeR AFHA go
W, o5 AUZelA, A Sof Ba 444 1 A 69 AF B M, EE B 944 2 YA 69 BEs
g0l u}nzﬁm dAT A, G it gol 2@ omE Takste] U4 AUBe G =9 o
9 oY, nrEEY Ei oaZEW, -, oi-, t- i 2-RE WY, 9 oAy n-8d, oz U
T e S I

AelFEA e MEASAE Ba 4245 3 WA 89 waBA Xah @ MY, dE 59 AelZexzd, A

oJEENY, AolFEAY Ei Alo|Fze o],

&, CF; CHF,, CHs,F, CFiCF., CHFCHCI, CCls, CHCl,, CHCH,Clolal; S2LFAlE=
OCH,F, CFsCF:0, OCH.CF; 2 OCHCH.Clo]™; =202 X3d v grjdox &5t

obge mi—, M- mi EelAlolZY WHE A28, dF Eof dd, vug, gEdsolszimy, <,
dvhd, Addd, Trodd ¥, vhgraiA: sdelt

Azl AUz E FEHZAIT S 5, BE} i AU2PFHY F gor]; wwass
slElzAbel 2 @l HEAsAE 1F N, 0 1;1 Csevel A6 oZAAE S ol 5901, 2 3
ek 3 v gl Ex 5 EE 69 # ARE e
AREGES Aol AT, Aol TE AT AT E, ARG e me @ (el

(
o] s} olAte] FHHEAAE Tt B, H- e Zgilo]FE wEkE
od, goxd, JFAd, EgelAd, E] old, Elo}£d, Elolt]o}E
E L3

H}
A 7o B AAE THAE AN Fe Rl 2
] ol &
= 3]
i gl
B 9d F2sd gy

s, osaEe, U, A8, A@Ed 2 elugEUel Ay, wE wp ,
AR A, AR, ARG, IALAY, DG, SAEAY, AT, SAEA, o

SAEAUY, ReEed, dEdselszrdd

T=2a
S &3t X]iél—zﬂ o, w3 2olt}, ik IF
9 So] A9 thekek Abs AEE EAE 5 .

G oglth. A@E sEEAlel 2 el HEe A=
o w3l e R Al BATE £ den, oF Bo] N

A8 Yy, oA A" 47, o, dd, WA, sEEAolgE B SR duEd, odE 5o,
HIA &k V| EA T fied AdE dugdely, oju X&A=, dE 50, &R, EA, FREFA, &
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s=<4

fol=Z A, obrn, UER, 7HEA, Aok, obA

S

dE L,

Ao}
%

378} e Zolt}; 8o

18h8l opw]iz, oA opojm i,

geizel

=
=¢

=1, 2 &=

SHA|

b o, whes

=25E dug s

o

il

&
I

I
—_—

B|A)
K

il

o

| €A =4

)

Ad, #xA Fol

s
or)

3

X

BE

o]
=

)
e

I

N
= H
~_~
o o
x <
n}
=
-
N
o T
W
o <
I Omr
O
Lo
S
w3
T L
&)
o~
B -
)A
wowr
E T
s
B
o i
xx
Hp e
= '
=)
o=
W
3
U
o=
4
B W
ol
w3
(&)
SO
m 2
B~
up B
=
m
T o
. IR
= Hp
IR
W)

3] kg e,

E
=

He B BTt

)

speka (4, (7') #H (8

A=A

[0119]

9]

sht ol

oro.
e

o Zd eldEl e, HopxH e YAl A<

gl
,%_.E
o

&

9|
N
ol

o

alil

OB

[0121]

=
=

%1-

Bl Lol ] 2(3Fsk4] Wel 3}

Nlo
Ho
=

Al71aL, skskA (4)9] s}ghEol arAold

e, &

=]
g=i

=
=

o] wa} W& (antisolvent)

[e]
3%

(8)9] 3}

=i
=

a5k (7)

[0122]

O BH F

1

H

toll g-vol =<

= R3S JfA 9 Yzs

Gl

)8, vy

sl

kg

=1}
=

of wket skskA (7)) 3eE

A

i
o

]
el

olo], &ul 90%s FFel Al

d(shska] (7) E=E (3)9 33E)

i

F544 (8)9 33

As

3

of 3t

=
=

.

Tor

W Eg=E A

oF, A=

o]

[0123]

71l A o=

Aeleh(E

i3

ol 9]

o

sk7] A efel A,

oluth,

A
3 wt%

=
L
4

oM B4 oFoi7k A4

=
[s)

=4 w9, eld ey

HAl ARSI AT .

A5

7t

E

T Al

il

NS
il

o, o

AA 4

[0124]

A A 1

[0125]

A 222

=
=gl

2-ZFRRobdd (20.4 g) % vE mEHEO A EH | E (8.36 g)

72
30

[0126]

Fol =30 T& 4

S

el

)6]—

ATt

5

Ak (110 ml)o® 3|4
olo], H714E MeOH (2 ml) 59 10% A7) HC1

0.4N
& 90%E el A7

TR 7138,

Fook (4 x 110 ml).

S

-5

4 7kehgiet.

=il

I, F71°3E 0.4N GAte s AF

z}sﬂl—

—~
o

g

Far, ek (120 ml)S

S

P stk

o
il

Fal, 16 A7+

S

z

}

]

-2 2 2-3-v|

&t (2 x 50 ml).

ta, Aoz Al

S

AE o7}

ATt (9.36 g, ©]EX2] 70%). m.p.:

167-170 C.

E =
T

S
=
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[0127]

[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

S==5| 10-1782961

A AA 2:

2-FRFoldd (20.4 g) 2 HE WP EIAHCIE (8.36 )& WA ZEEMA (77 mD)ol| =Yk, BE
Zh2ssbe] 30 T2 W7ok, o] uwk folo] FEEwlAl (67 ml) T AW FEo|= (8.45 g)9 §9&
30 Eulel H7RsRdch. kg EES -5 CE sRstal, 0.4N dxtezm S4Egich (110 ml). A
Boetz, f714S 04N 94k (4 x 110 ml) 2 & (50 mDE AHI oS, SHUYEFAA AxAAY. F
e oFeta, AFFAA FHAIHT. WY (2-olv|=-3-F2 2 ) (MEE ) ol H O EE A oY
FESATE (10.9 g, °ol2X9] 71%).

A HAl 3:

1-ZF2Fodd (20.4 g) % WY wEn T ESAHOE (8.36 g)& WA n-FE olAHOE (77 ml)d] E=3&}+
3, B3 7baste] -30 T2 Wzt o] iyl gdlo] p-FE olAHolE (67 ml) F AHY F2lol=
(8.45 g)o] &M& 30 Buo] Aretgdt. ¥ EIES 10 TR 7F238ta, 0.4N 94 (110 m) o2 3489

o S ek, fU18E 04N Ao R AFEdT (2 x 110 ml). oo, F714& MeOH (2 ml) F9
10% A7) HC1zF &gtata, 16 AlZHssh awkstdch, &) 9092 H-asol AAs, A (120 m1)S H7}3

&, EFES 4 AEG wNkslgltk. 3AE oFdeta, Fete R AFEY (2 x 50 ml). 5-FE=-3-H|
YHE| O SAES FE3AUT (7.89 g, ©1EX] 59%). m.p.: 154-157 C.

@4 AAle 4

2-ZEF o 2oldd (17.8 g) H vWE vEHZEIAEOIE (8.36 g)& WA n-HE oMAEHIOIE (77 nD)dll =

sk, B 7hsste] -30 T2 Wztskglek. o wnk §lo] p-K-d oM HC|E (67 ml) F A F2ol=

(8.45 2)¢] €N& 30 Bl Hrjslict. g EFES 10 TE 7F38kar, 0.4N G4F (110 m) o2 3453

o S Edstal, f7183S 04N date® MFETE (1 x 110 ml).  ©o]of, #F717%d-& MeOH (2 ml) 59

10% Al7] HC1ZF E3Fstar, 16 Alzbeet wwkelqlek,  &n) 90%E &5l AlAst, ek (120 m)S H7het
S 4 e wRkEltk. BAE oJFeta, FEo R AFHSATE (2 x 50 ml). 7-EFQ=-3-H|
= o} (9.17 g, ©)1&XY 72%). m.p.: 156-159 C.

@4 AAle s5:

2-ZEFo2oldd (17.8 g) % W "R EAEHCIE (8.36 )& WA n-FE oMAEHCIE (77 ml)dll =4
sk, B3 Zhksste] -30 T2 Wztakglek. o wnk §olo] p-Kd oM HCE (67 ml) F A F2ol=
(8.45 2)¢ &AS 30 Bujol #rbsldry. whs EFES 10 CTE 7F238ka, 0.4N G4k (110 m1) o2 34353
ok AS BYsta, #7148 04N 94 (1 0 x 110 ml) 2 OE (50 mD)E AFI 3T, A EFNA
Ax=AZTG. 771788 od3sta, AFFdA SFHRAAG. WE (2-0pn =-3-FF 0 29 d) (W HE ) opA H| ]
ES 2 o9& F53lth (12.5 g, o]&X49] 73%).

A Al 6

2-ZFeroldd (17.8 g) % WE wEwTEIAEOE (8.36 g)& WA n-Hd olAEolE (77 ml)ol X
slal, B 7kl 50 TR Wztalgict. o] mwk &Ho| pn-FE oA H o E (67 T A¥Y ZF2go)=
(8.45 )8 &NS -53 WA 48 TY %7] oA 30 Eol A7ttt whs 55 10 TE 7Festa,
0.4N @Ak (110 mD o & 3Ag & 5 &7 wwketgict. S 2sta, §714S5 0.4N gatew Al ebgict
(1 x 110 m1).  f71%& & HCl (0.2 mD)I E33Isict. wbg EFES 24 A3 ek 5, % HCL
(0.05 mDI} thAl g W ZF8far, 4 CellA 16 Al FAeedvt. gk &) 90% =& AFFol AAs L,
}_ H
o] &

ml)
;ﬂ]—

FH

=
o 4

Mo

al
z

o N o

[e]
ek (120 ml)S #7138 tg, EFES 5 AFEe wsitt,. nAE oIgsta, Fgetez A3 & (2 x
50 ml), AXAAHL. 7-ZFo2-3-vHEAES FEFYT (8.71 g, x)°] 63%). LCMS: M+H = 198
(100%). 1H-NMRS &4 AAlo] 7o) 71&d A3} AX3FA

2
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[0137]

[0138]

[0139]

[0140]

[0141]

[0142]

[0143]

[0144]

S5S0ol 10-1782961

A4 AAle 7

2-EFQ R (18.1 g) ¥ HY HWEHTESMHCIE (8.58 g)& WA n-Hd oA HCIE (80 ml)ell =
Bla, BE shaste] —20 T2 Wzbalgdrl. o] wuk golo] p-Fd oA HOE (70 ml) F A¥Y FRelol=
(8.77 g)°] &M -25 YA -18 T %7] 2% 30 el #rtetaivt. w3 Z3ES 60 2o 24 10
T2 7hata, 0.4N 92k (110 mD o= SA8gIt. 4s FEata, §71%42 0.4N dite= AlFssitt (1 x
110 m1). o]o), F7142 5 44k (0.5 ml) 2 MeOH (2 ml)9} EF38ta, 16 A3Hs< o
1%%—011 AABIL, n-Fek (120 mDS H7Fe ohg, E3FES 3 Algbset wnlelglth.  aAE o

90% AEE 7 L
Hata, Ao AHEAT. 7T-EFR-3-HYEEHSAES #% atolet (7.85 g, ©]&A19] 55%). 1H-NMR
(CDCl3): d = 2.06 (s, 3H), 4.32 (s, 1), 7.02-7.05 (m, 2H), 7.17-7.19 (m, 1), 8.3 (s, F%H, 1H).

d4 AAle 8:

2-ZF o Roldd (17.8 g) ¥ WE WEwIEolAEE (8.36 g)& WA
E (

tZz 2 (77 ml)o =gk,
BE 7hzdbel] -30 T2 W3ZEg. o] wut §elo] n-iEl opAEo|E (67

ml) & A¥Y Z2gol= (8.45
52 10 C= 7F238kaL, 0.4N

g)9] MG -33 YA -28 T %7] Lo 30 BEuo) Hrlstgdet. whe =3

A4k (110 mD o2 gAe F, 5 &5t wrksgitt. A4S B85k, §71738 0.4N dake = AlFsgltt (1 x
110 ml). elo], f71%4& & HCl (0.2 mD)Z EF3Qlrt.  w-g E3ES 16 AZFEet wwksia, ¥ HCL
(0.05 m¥ &3 3 7 Ao wukdl oS % HCL (0.05 ml) 3 thA] 3 Egtslar, 16 AJHsek wuks)
Rk thEF S 90% AEE FFol AASE, A (110 ml)S H713 vg, ETFES 5 AHEsH wilke R
o, ZAZ ogeta, Aoz AHIT F (2 x 50 ml), ARAFAT. 7T-EZFQLE-3-YEHEQLINES 537}
Ak (5.84 g, o]&X9] 42%). LCMS = 1H-NMRS g4 AAld 6 2 79 7]1&8 A3 A&,

@4 AAle 9:

2-ZFo2oldd (7.73 g) E WY mYnHEAHCOIE (8.36 g)F WA n-FE olAHIOIE (67 ml)ol] =Y
3tal, B3 7hshe] -35 TR WZsgity. o] wylk o p-RE olAHo|E (67 ml) 5 AHE ZReolt
(8.45 )9 &N& 718taL, Al n-%E ol HCE (10 ml) F9 2-ZF2=Zoldd (10.04 g)< WHE &9
25 B2 23 leduy 2wk 29 € A5adnt. -30 ColA 15 ® F, whg EFES 10 TR shest
I, 0.4N 9AF (110 m)ES A7ksiitt. A& #8staL, §7148 0.4N o= AFegdvt (1 x 110 ml).

}:1
=
(@)
L
B
off
[e]
FJ
E‘: 10

71745 MeOH (1.9 ml) &9 10% A7l HCl¥ &3} boadkskleh. Sl 9505 el
AAsEL, A (120 mD)E& A7 the, 8hg EFES 3 ARPEe wwsiltt. IAE ofIsta, Heow

2]} oF
AT (2 x 50 ml). 7-E2FQZ-3-WHE| QA ES 533} (8.87 g, o]EA9] 70.0%).

A AAl4 10:

2-EF e 2oldd (18.1 g) ¥ 1-(WEAgd)olHE (7.44 )& WA n-FE olAEo]E (80 ml)oll =I3}aL,

B3 Jpxste] -30 T2 Wd7siglvt. wnkstAA, n-FE olAHolE (70 ml) & A¥d Z=gtol= (8.77 g)
9 %%” 30 #3F Arbsta, EFES -35 WA -28 Tol 7] 2&oA 1.5 AIZbser wksglet. whg &3
S 0 TR 7testa, 4 ‘ﬂfﬂo}ait‘r. F7178< 0.5N @4k (2 x 80 ml) ¥ & (40 mD)E FF3d}aL, 2FHY
2, }E A AZRAT T, XFFAA FEAA FF330th. IAE oAlE olAlE o] ES} 33 £3eta, F
o FEAAY. T-EFLE-2- uﬂE’ -3-(MEdEd)-11-0ES 24 od=Z F530T (9.67 g, o|EA Y
59%). I1H-NMR (CDCls): d = 2.26 (s, 3H), 2.55 (s, 3H), 6.87 (dd, 1H), 7.03-7.08 (m, 1H), 7.43 (d, 1H),

8.24 (s, FZ 1H). LCMS: M+H = 196.
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