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Uoolge] wha 447 SEzaAE AR Beande dqust, @ JAEA gt @, "Hednd ol
@ goli HAH Houd, A HodNd, AF HoaNd P R NI e T3,

welo] AEE Toldroleh gofi (Foldt WHF ek ¥E /] oAy WP wi LA ]9 AF
%) A% §AAY ARdon dduAY Bx HHoR ddd: v 9RE g Et oF 19
19E FREE /18 g, Bhel JAE ofd s B Eol 5 A o 507 ®h A, EiE 5 A
oF 407) wha €A, EE 5 WA ok 307 B 9, EE o 2] B4 948 #6485 AY. ok Ak
% 59 WY, Uy, G, ABED, voldd, told e, tolddeln 2 wzd =S EiHE
" gE ofdrole & g ougth, el golx sh

B s olge] A ¥l ofY
Eookag ouath, "selzold olg foli= it o4kl v A} )
ojulgc}, =el JAEA @e @, roldold gole wAFE oY

SRR L A% ok 2 )
zold e ¥y

Bl AEE "olAS A" gofi 5 UIA ok 507 Ba AA, EE 5 UK ok 407) BA 9%, EE 5 UA
oF 307) ¥R 9, Ei 1 Ev] BA AR 2, 999 wu oE () AA/E B E 0E 5 7
zsh A% ol 712 ougth Belo] AgE "SR Foli ofgo] 3del ofg S Alolr}

Boo| Algw "E]QolH "ol foli= 5 WA oF 5070 A Yz}, e 5 WA 9F 407] BA (AAF, EE 5 WA
oF 3071 A YA, e I 7] g4 AXE Zie, 9d wd  He(3) dEVE FE ® uE gE Fx
o} A3e ofd 71E gustty. EHo AMgH "Eledd olg o] ofHe] Hdl gl oo},

Ao

07

g2 7IAHA e g, 5] AyeAe EHAEL d=glX AnZ Iy (Aldrich Chemical Company)(H]+2]
F AQE Fol~), Z3A AwvZ :EH | A (Fluke Chemical Corporation)(AFAF WL 7)), odup AwZ
FFxH o] A (Alfa Chemical Corporation)(F&F A~ FAE), 4 ¢o] H 73+ (Sheng Wei Te Company)(ZF3F
wol), o & T3 (Ou He Company)(F= Ho]A), E #o]d AwZd HHE I (Beijing Chemical

Reagents Company) (5= Wo]Z) o2 FH Fujativt.  F-(part) E HANE(D) = 2 7IAHA &= & S

o] gttt

2N d 1

Z2od XV(30 g, 0.18 mol) % CHCIs(250 mL)o] &lo], oli HE(72 g,
71) sl Al Astaslch. B £3E

T AAsATE. & ki

() 3L
24 AL FREF

o
=
S
=
=
1o
°
2
|

i
I
e
dlo
é N
[-4 U
i
i)

R
2
ox
=
=
oft.
o
il

o H
=
s}
)
oo
o

tlo 12
)
ol ¢
prL
=2
of\
i)
>
S
Suiyid

TR Ak F

N

AR oz AAste] WA 1A XIS FE51A0H55.4, 95%). H NWR (300 MHz, CDCls, ppm): 67.43-7.61 (m,

6H), 3.76 (s, 2H). C NMR (75 MHz, CDCls, ppm): &144.9, 139.8, 130.3, 128.4, 121.3, 121.1, 36.7. NS
m/z: 324 (Mt).

A 2

2, 7-Hlo]| U2 R -9 9-H| A (6'-HERIAX)ZZ 0 A(XVI]): 2,7-To]|HERZF 04 XVI(4.86 g, 15 mmol), 1,6-
ol B2 RAA(30 mL), HEHFEAEE BH27(0.1 g¢) ¥ 4 UYEF slo]=SALe]=(30 ml, 50% w/w) &
o] E}ES AL Bt 70TCAA WAl wRkskith. RBES ERES 2

2 5 ) 2Foz NN ¥, 415L 95
2 52 A, EYd 15 54 NaS0E Axstn, FREES AF st ARG, A9

B 2% sl FRAAL. A HE §don s AzelEad e 9,0-1
2(6'-HERAA)ZZO V(7.3 g, 75%)2 WA Ao F5akgrk.  H MR (300 Miz, CDCl;, ppm): &
7.43-7.56 (m, 6H), 3.28-3.33 (t, 4H, J = 6.6 Hz), 1.89-1.95 (m, 4H), 1.24-1.70 (m, 4D, 1.22-1.25 (m,
8H), 0.53-0.63 (m, 4). "C NMR (75 MHz, CDCly, ppm): 6152.3, 139.2, 130.5, 126.3, 121.7, 121.4, 55.7,

40.2, 34.1, 32.8, 29.1, 27.9, 23.6.
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A 3

2.7-Atol|H 2 W -9 9-H|A(6'-olX Ed2)ZZ o A(XVIID: 40 mLe] DMSO F¢] 2,7-Hfo]B. 2R -9 9-H]=(6'-H.
zraa)Zzod XVII(4 87 g, 7 5 mmo ) 2D UEF ofxto]=(1.2 g, 18.8 mmol)e] &NME 70TClA ¥HA| L
weklth. RES ZFES Et0 B HO0E FE3v. FEE §715S 92 AFs 75 NaSO,= 1dx3)

Atk tholol® GE]Z 7% stoll AAB T 09 (4.04 g, 94%)S FEFTE. H MR (300 MHz, CDCls,
ppm): §7.43-7.53 (m, 6H), 3.11- 3.16 (t, 4H, J = 7.2 Hz), 1.89-1.95 (t, 4H, J = 8.4 Hz), 1.38-1.42
(m, 4H), 1.09-1.16 (m, 8H), 0.58-0.60 (m, 4H). C MMR (75 MHz, CDCls, ppm): &152.3, 139.2, 130.5,

126.3, 121.7, 121.4, 55.7, 51.5, 40.2, 29.5, 28.9, 26.5, 23.7. MS m/z: 574 (M). HRMS: CusllsoBraNeol ©ha
AR 574.08782(F78A]). A=A 574.00095.

PP o 4

2. 7-¥}o| B2 W9, 9-H| ~(6'-H-F AR dopn| 1w S A) E £ 0 A (XIX): THF/H,0(62 mL/8.4 mL) 59 2,7-v}o]H 2

-9,9-H]2=(6'-o A =& A ) ZF o9 XVIII(4.04 g, 7.04 mmol)e] &N, PPhy(4.06 g, 15.5 mmol)E 7}k

29 Ao 12A17F o wukstat), s AF 3o xﬂﬂé}z, Boc-F-5(4.11 g, 18.87
o fAS AR A 44X St wRHksklYk. &WlE ZF shell AlASEAL, A CE/dE of
Ve fEldom xgste] Ayl A Ay IvlEof9R %&A}% A5kl WA 313 (4.49 g,

88%) = 453k, H NMR (300 MHz, CDCls, ppm): &§7.43-7.53 (m, 6H), 4.50 (s, 2H), 2.97-2.99 (t, 4H

£ M

J=6.3Hz), 1.87-1.93 (t, 4H, J = 8.4 Hz), 1.41 (s, 18H), 1.06-1.27 (m, 8H), 0.57 (m, 4H). C NMR (75
Mz, CDCls, ppm): 6156.1, 152.5. 139.2. 130.4, 126.3, 121.7. 121.4, 79.1. 55.8. 40.6. 40.3. 30.1,
99.7, 28.6, 26.6, 23.8. MS m/z: 722 (0). HRMS: CuHyBrN.0,01 tisl ZA2F®: 722.21169. A=X:

722.21861.

A4 5

2,7-9]22(4,4,5,5-HEZHE-1,3,2-T}o| SALH E-2-U)-9,9-0] = (6'-H-EA I} A -o}n| - Al ) ZEed
(XX): 30 mLe] =7]¥l DMSO F¢] 2,7-ufo]HE W -9 9-H]2(6'-F-FA-7HE ol A)-EF el XIX(2 g,
2.77 mmol), KOAc(1.8 g, 18.3 mmol), W]=(IFyZdo]E)t}o]H&(1.56 g, 6.1 mmol), Pd(dppf)Cl,(0.16 g,
0.22 mmol)& 80TolA 12413k FoF et EFES A2ow Yz & o] E3E
Zbeta, B8 fU715S 99 ¢ B2 A, F4 Nap,So,= Axsgitt. &wlE AF s
olE]/o e ofME|C]E(3:1)E S| dom AMEste] Ayl A Ayl FABvEIYRE JFALE AASIe] @A 31
A XX(1.8 g, 78%) = 5353}, H NMR (300 MHz, CDCls, ppm): §7.70-7.82 (m, 6H), 4.43 (s, 2H), 2.94-

%Y FERES
o AATEL, A%

2.96 (t. 4H, J = 6 Hz), 1.96-2.01 (t, 4H, J = 8.4 Hz), 1.36-1.38(m, 421), 1.17- 1.26 (m, 4H), 1.02 (m,

8H), 0.54 (m, 4H). C MMR (75 MHz, CDCls, ppm): 6156.2, 150.5, 144.1, 133.9, 129.0, 119.7, 83.9,

79.1, 55.3, 40.7, 40.2, 30.1, 29.7. 28.6, 26.5. 25.2, 23.7. CillBrN.Osol i) A2F€: C. 69.12; H,

9.13; N, 3.43. 22x]: C, 69.11; H, 9.36; N, 3.29.

EREN

2.7-Tho]| B2 ®-9 9-tho] MA-gH-Z Z o A(XXD): 300 mLe] DMSO ¢ 2,7-tlo]B&
o 7
4

0.05 mol) 2 TBAB(1 g)¢] &3+&o|, 54 NaOH(10 mL, 50% w/w)ZS o}o]x-n} &f
U5, 1-HEREM(18.2 g, 0.11 mol)S 7Fetlth.  Whg ZFES HALoA 2443 52
SYPES FREFOR ING F, {715 S A 2 EE AT, £y fU15S
= 2t A dEE gEldor Agete] ARntEIYI R IALE Ak
WA A XXI(21.6 g, 88%)2 S5ak%th.  H NMR (300 MHz, CDCls, ppm): 67.43-7.53 (m, 6l), 1.88-1.94

F}Oﬁ

K

2RES AT s FUx

?

(m, 4H), 1.03-1.13 (m, 12H), 0.75-0.80 (t, 6H, J = 6.9 Hz), 0.58-0.61 (m, 4H).
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AA 7

2-(9,9-t}o] N A-2-(4,4,5,5-HEZHHE-1,3,2-T}o| SALH EH-2-U)-O-FF 2 A-7-U)-4,4,5 5-H EtH &
1.3.2-Go] AR ZS(XXID): 150 mLe] E7]E 1,4-tpo]SAt F9 2,7-tfo]HE2 R -9 9-t}o] A -OH-ZF 2 ¥
XXI(15 g, 30.5 mmol), KOAc(18 g 183 mmol), W|=(I}Z#o|E)ttolR e (16.4 g, 64 mmol) H
Pd(dppf)Cl,(1.8 g, 183 mmol)9] E3ES 80TelA 12A17F Fet ey, E3FES Aoz Y7 §, o

ol B 9 FR2FS Jte

ot

B, RYE A715S 95 % BE ARSE, B4 NaS0E Axsg.  §0)
AF sl AARE, AfE geNoE Agsel ezt 4 AW AzvhEadYE A Al w4
A XXI1(13.4 g, 75%)E 53} 1H NMR (300 MHz, CDCls, ppm): &7.70-7.81 (m, 6H), 1.39 (s, 24H),

i

1.01-1.11 (m, 12H), 0.72-0.76 ((t, 6H, J = 6.9 Hz).

7] AAAE(EAA A 8 WA 12)2 AEsE FA XX AZRE Ve, oju @A @9 & F=E
m:n® ®7F Z-ZF 1:39, 1:19, 1:9, 3:17 @ 1:45 AAIES A3,

[3}8}2] XXIII]

0.0 O‘O 39:1 PFH-NHBOCF-39-1
n/v

19:1 PFH-NHBOCF-19-1
nm= < 911 PFH-NHBOCF-9-1

17:3 PFH-NHBOCF-17-3

BocHN NHBoc 4:1  PFH-NHBOCF-4-1

A X o 8

XXITI PFH-NHBOCF-39-1: XIX(36.1 mg, 0.05 mmol), XXII(586 mg, 1 mmol), XXI(467 mg, 0.95 mmol),
Pd(PPhy),(24 mg, 0.02 mmol), 2 h#] 3 W-&o] ALIQUAT 336(5=d%) 2 1.66 g9l KC0,0 EFEL 2-52 =
gazel sbska A4g 7RG, 1 F, g@vE ERQ01 al) 2 2ol&5(6 nl)E FAIE FYskln
HES ERES 95TelA 48417 &t A HA shel]l wteiglyy. Aeeom W74 5, = 2 FEREIES
Zvetal, 2dlE frlse d 2 22 AFHsa, T NaSo2 dxsgiv. FREF dFEs A sl

2

u*

=
TTAZG. A wnbE wEkse] Zhste]l AAES AT, Ades FEEFA ST #e A
el7b A A3 Azvieady 2 JAste] PdE AL e 25E A L

39-1(540 mg, 80%)& T=3F3ITt. I NIR (300 MHz, CDCls, ppm): §&7.47-7.86 (m, 8H), 3.37-3.40 (m,

13
0.27H), 3.31 (m, 0.12H), 2.12 (m, 4H), 1.82 (m, 0.88H), 1.41 (m, IH), 0.59-1.25 (m, 40H). C NMR (50
MHz, CDCl;, ppm): 6152.1, 140.8, 140.3, 126.5, 121.8, 120.3, 55.5, 40.6, 31.6, 29.9, 24.0, 22.75,

92.7, 14.2, 14.1. IR (cm ): 2956, 2926, 2850, 1717, 1458, 1437, 1260, 1095, 1022, 812. #|2tA]: C
89.38; H, 10.22; N, 0.12. A3 C, 87.29; H, 10.26; N, 0.32.

2] 9

XXIII _PFH-NHBOCF-19-1: XIX(72.2 mg, 0.1 mmol), XXII(586 mg, 1 mmol), XXI(443 mg, 0.9 mmol),
Pd(PPhs),(24 mg, 0.02 mmol), 2 WX 3 ¥-&2] ALIQUAT 336(5=4%) 2 1.66 g9 KL0;9 EFES 2-8 =
ghage] Jheta daw @rlsit. 2 5, @l ERA(l ml) B 2ol25(6 nl)E FAIE FYUsSIT.
RS EFES 95TolA 48A17F BF HA HA st wwkeqlth. Ao WA § o5 3 ZEREIS
7vstar, EEH §715S A 2 B2 AFHsa, F NaSo,E Azl FREFO RS 1F 3§l
SUAAT. FAARE ke WEgel] hste] AMES FAAATG. HAES FREF LA FHE A
217} A A9 ARvtE a2 FAste] PAE AASt WES2RE A AAIA WA 31 XXITT PFH-NHBOCF-
19-1(566 mg, 82%)< +5Sakdth.  H NMR (300 MHz, CDCly, ppm): §7.30-7.86 (m, 8I), 3.39-3.44 (m,

0.37H), 3.31 (m, 0.15H), 2.99 (m, 0.1 IH), 2.12 (m, 4H), 1.82 (m, 0.88H), 1.41 (m, 2H), 0.59-1.35 (m,

_42_



[0336]

[0337]

[0338]

[0339]

[0340]

[0341]

ZIHSd 10-2011-0131194

32i). “C MMR (50 MHz, CDCls. ppm): 6152.1, 140.8, 140.3. 126.5. 121.8. 120.3. 55.5. 40.5, 31.8. 31.6.

29.8, 29.5. 29.4, 29.3. 28.6, 26.5. 24.0. 22.7. 14.2. 14.1. IR (cm ): 2957, 2928, 2850, 1723, 1458,
1260, 1093, 1068, 910, 813, 802. AAkx]: C, 88.99; H, 10.19; N, 0.25. AZ=X]: C, 86.74; H, 10.14; N,
0.51.

AA e 10

XXIII PFH-NHBOCF-9-1: XIX(144 mg, 0.2 mmol), XXII(586 mg, 1 mmol), XXI(394 mg, 0.8 mmol), Pd(PPhs),(24
mg, 0.02 mmol), 2 WA 3 ¥-&9] ALIQUAT 336(534%) % 1.66 g9 KC0:2 EES 2-%2 Zgtxdol 713}

A AxR ey, a5, 2r)d A1 al) B 2ol25(6 mb)E FAIR FHselt. whe EE
& 95CollA 48413t Ft A EW ﬂoﬂ _"*ﬂ‘ﬁﬁr dzow W7 ¥, & 9 FEEES Jheka, 2dE
eE A9 2 B2 AFSA, 5 NaSoE Axstal, S2EFY giEs A stdd SEARu. IAE
wwbE wgEe] vhete] HHdES 2 FEEF &AL g2 Hegt 2 A AzvtE

CERE L
oo Aol PAE Aea HEew

=319k, 'H MR (300 MHz, CDCls, ppm): 67.34-7.86 (m, 10H). 3.38 (m, 0.06H), 2.99 (m, 0.3H), 2.12

%
B AAAAA A 33 XXITT PFH-NHBOCF-9-1(556 mg, 78%)< 4

(m, 4H), 1.41 (m, 3H), 0.59-1.26 (m, 40H). C NMR (75 MHz, CDCls, ppm): §156.1, 152.5, 152.0, 151.8,

140.8, 140.2, 132.4, 132.3, 132.1, 128.9, 128.7, 128.6, 127.4, 126.4, 121.8, 121.0, 120.2, 79.2, 61.7,
55.6, 40.5, 32.1, 32.0, 31.8, 31.7, 30.2, 29.9, 29.6, 29.5, 29.4, 29.3, 29.2, 28.6, 26.8, 26.5, 24.1,
22.8, 14.3, 14.2. IR (cmil)I 2954, 2918, 2849, 1723, 1458, 1438, 1402, 1260, 1093, 1069, 1020, 951,
813. AlAkA]: C, 88.23; H, 10.14; N, 0.50. A5X] C, 86.56; H, 10.01; N, 0.63.

AAle 11

XXIII PFH-NHBOCF-17-3: XIX(217 mg, 0.3 mmol), XXII(586 mg, 1 mmol), XXI(344 mg, 0.7 mmol), Pd(PPhs),(24
mg, 0.02 mmol), 2 WX 3 W< ALIQUAT 336(557d3) % 1.66 g9 KC0:9 EFES 2-5 Zep==ol 718t
A AAR @Y% 5, 27]E E5A01 al) B golR4(6 nl)E FAIE FHelth. wkg 3

&
A 4A8AIZE E_F AA # A St ﬂﬂ&fﬂcﬁv} Aeow W7t & = 4 F22EE veta, EEd
S 2 B2 AF¥eta, F¢ NaSo,E A
Bgo] 71sle] HAES FAANAY. AAES FREF LAV Fe Agt A AY aEviEayz
GAste] PdE AlASI w25 AWAAA A a4 XXITT PFH-NHBOCF-17-3(v=3, olu] A 1 -8
A m=1, n=5; Al 2 F-E=]A m=1, n=6; A 3 T-EFIAM m=1, n=6)(475 mg, 65%)S F53Act. H NR
(300 MHz, CDCls, ppm) §7.47-7.86 (m, 14H), 4.39 (m, 0.40H), 2.99-3.01 (m, 1.28H), 2.05- 2.12 (m,

8H), 1.41 (m, 7H), 0.59-1.26 (m, 47H). C NMR (75 MHz, CDCls, ppm): §156.1, 152.0, 151.8, 140.8,
140.3, 132.4, 132.3, 129.0, 128.7. 127.4, 126.4, 121.8, 120.2, 79.2, 55.6, 40.6, 31.7, 30.2, 29.9,

28.6, 26.8, 24.1, 22.8, 14.3, 14.2. IR (cm_l)Z 2926, 2849, 1709, 1458, 1260, 1172, 1099, 1069, 1014,
813. AIAFA]: C, 87.46; H, 10.09; N, 0.74. A= C, 86.29; H, 9.79; N, 0.85.

AAH 12

XXIII PFH-NHBOCF-4-1: XIX(289 mg, 0.4 mmol), XXII(586 mg, 1 mmol), XXI(295 mg, 0.6 mmol), Pd(PPhs),(24
mg, 0.02 mmol), 2 Ul#] 3 W9 ALIQUAT 336(5S543) 2 1.66 g9 K(0:9 EFES 2-5 Zehxade] 713t
I AiE grlegivt. o %, @719 E5901 ) 2 2ol (6 mb)E FAIE FYst. ws EFE
& 95CAA 48ATE Bk Ao A Sl Wi, Aeom W %, & U F2RES Y. wed
F7lee 97 B =2 AFHstAL, F4 NapSO,E Axsgiv. FREF0] dFEs e st SEAzT. ¢

>~
=

FREF FaA7la &2 gk A A9 A
71 A A XXIIT PFH-NHBOCF-4-1(510 mg,
6 (m, 14H), 4.39 (m, 0.40H), 3.29-3.38 (m,

£ ugkd Hghgo] vlete] AAES FAANAGT. HAAES
ZoIEIHIZ At PdE AASH WESZEE AR AA

67%)S TSI I NMR (300 MHz, CDCly, ppm): &7.34-7.8
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0.3H), 2.99-3.01 (m, 1.38H), 2.12 (m, 8H), 1.41 (m, 10H), 0.59-1.26 (m, 50H). 13(3 NMR (75 MHz, CDCls,

ppm): §156.1, 152.0, 151.8, 140.8, 140.6, 140.2, 132.4, 132.3, 128.9, 128.7, 127.4, 126.4, 121.7,
120.2, 79.1, 61.8, 55.5, 40.6, 32.9, 32.1, 31.8,31.7, 30.2, 29.9, 29.6, 29.3, 29.2, 28.6, 26.8, 26.5,

24.0, 22.9, 22.8, 14.2. IR (cm_l)I 2958, 2927, 2855, 1715, 1504, 1458, 1260, 1172, 1095, 1021, 812. A
AEX]: C, 86.69; H, 10.05; N, 0.99. &= C, 85.06; H, 9.838; N, 1.19.

317 AA G E(EAG 13 WA 17)S Zgstd S8 XXIVe] AxS Jepun, oju ek g9 & FxE
m:n®l W7} 27+ 1:39, 1:19, 1:9, 3:17 2 1:45 AAEF HIA 7T

[3}8h4] XXIV]

0.0 O‘O 39:1 PFH-NH3CIF-39-1

n/v
19:1 PFH-NH;3CIF-19-1

nm = 9:1  PFH-NH3CIF-9-1
17:3  PFH-NH3CIF-17-3
<) ()
HsN NH3 4:1  PFH-NH3CIF-4-1
Cl Cl
) )
A 13

XXIV PFH-NH,CIF-39-1: 15 mL®] THF 3¢} PFH-NHBocF-39-1(130 mg)e] &%Mell, 5 mLY 37% 44HS 7}shgic).
WS- E3HES A2oA 39 Fok watEitt. EmE AF kol LA, 50 mLe] ofAES Jbete] AAE

HAEI, o]2 oA A B Hu XXIV PRH-NH,CIF-39-1(105 mg, 82%)< =319tk 'H MR (300 Mz,

foi

o

CDCls, ppm): 67.59-7.86 (m, 1 TH), 2.12 (m, 4H), 0.77-1.25 (m, 44H). IR (cm ): 3439, 2922, 2852,
1641, 1453, 1249, 810.

A 14

XXIV_PFH-NH,CIF-19-1: 15 mL¢] THF ¢ PFH-NHBocF-19-1(130 mg)¢] &9lel, 5 mLo] 37% 4+S 7}shgitt.
FEs A2olA 39 FF wRtegl. &uiE XY st S 50 mLo] oMAES 7hste] HHE

HAetaL, oS ofHA|A FA Btk XXIV PFH-NH;C1F-19-1(103 mg, 81%)< ?%aﬁﬂ.lHWRB%Mm,

[e)
Ll

ot
>
N
H

ru{o

CDCls, ppm): 67.61- 7.86 (m, 18H), 2.12 (m, 4H), 0.77-1.25 (m, 50H). IR (cm ): 3432, 2923, 2853,
1638, 1455, 1250, 811.

A 15

XXIV_PFH-NH,CIF-9-1: 15 mLe] THF %<] PFH-NHBocF-9-1(130 mg)e] &olol, 5 mLe) 37% HAHe 7psksich. b
S EFES A20A 3¢ Bk wwEilt. vlE WF st SAAIZIAL, 50 nle) olAES vhEte HAES

s, o]2 oAA A Rub XXIV PRH-NH,CIF-9-1(98 mg, 78%)< 25319tk IR (em ): 3441, 2923,

2852, 1642, 1454, 1248, 810.
e 16
XXIV_PFH-NH,C1-9-1: 15 mL®] THF % €] PFH-NHBocF-17-3(130 mg)e] &<Hell, 5 mLo] 37% #4h& 7hebqich. W

< EES AL 3¢ FoF wmukskith.  &ulE 2 sloll A7z, 50 mLe] ofAlES vhEte] AAE
Asla, o2 oIAA FA Bk XXIV PFH-NH;C1-17-3(v=3, o]u] A 1 F-E2d A n=1, n=5; A 2 F-&

—

[e)
=
=
il

A m=1, n=6; A 3 FT-E=NA mn=1, n=6)(85 mg, 69%)S F+=3s}%4c}t. IR (cmfl)I 3448, 2924, 2854, 1636,
1455, 1252, &11.

AAld 17
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XXIV_PFH-NH;Cl-4-1: 15 mL¢] THF %] PFH-NHBocF-4-1(130 mg)<] &, 5 mLY 37% A4S 7letgict. v
EFES ALoA 39 Fot wwtEtt. &mE AF bl FLA1aL, 50 LY olAES 1Ete] AAES

AEtiL, o]2 olAlA FA Rub XXIV PFH-NH,Cl-4-1(82 mg, 68%)< 453dth. IR (em ): 3450, 2923,

2853, 1639, 1455, 1252, 810.

s7] AAlE(AAld 18 WA 22)2 ZEshE FA XXV AlZE Ve, ol WA Tele] & FE
m:ne] ¥7} Zbz; 1:39, 1:19, 1:9, 3:17 2 1:42 WA EE ¥ 7t}

il

=

[8}8h2] XXV]

O‘O 0.0 T 39:1 PFH-NH3CIF-39-1

19:1 PFH-NH3CIF-19-1
n:m = 911 PFH-NH4CIF-9-1
17:3  PFH-NH3CIF-17-3

HoN NH o 4:1 PFH-NH3CIF-4-1
2o 18
XXV _PFH-NH,F-39-1: 30 mL¢] CHCl; ¢ PFH-NH,CIF-39-1(100 mg)¢] &oll, 20 mLe 50% KOHZ 7}slicy. wh

& EFRE 220N 147 ok muetr. Bow §7] AFeta, §olE A sl FwAAG
SE

S ER
50 mLe] olA|ES 7tate] AA)A 3 Bk XXV PFH-NH.F-39-1(75 mg, 77%)

o
o[}lt
r[l (3

FUO

& Fdsta, o] HAd=E

o 2=tk IR (em ): 3448, 2923, 2855, 1641, 1453, 1250, 811.

AAd 19
XXV_PFH-NI,F-19-1: 50 mL<] CHCl; %<] PFH-NH,CIF-19-1(100 mg)<e] &l 20 mLY 50% KOHZ 7}slgic)y.  wH-

B2 MHsa, gulE JF sl FUAH
, Ol AAES oA A A B XXV PFH-NHF-19-1(72 mg, 74%)

=
50 mLe] o}AE

o
-
i
ol
-
o
29
—
(=]
—
(@]
=]
~—
w
N
O
(]
[N}
©
\}
>
[N}
o
ol
>~
=
(@)
>~
—
—
>
()]
a1
=
N}
(SN
(]
o
—
—

2 A4 20

XXV PFH-NH,F-9-1: 100 mL®] CHCl; %] PRH-NH,CIF-9-1(100 mg)®] &<l 20 mLe] 50% KOHZ 7}a}icy. whe-
EHRS AedA 1N Bt wikEit. Rod §7158 22 Aden, £u8 A% sl FRAL.
50 mLe] olAES Tlste] HAES AL, o] HAES oA A A B XXV PRH-NH,F-9-1(68 mg, 72%) <
S350tk IR (em | ): 3445, 2924, 2854, 1690, 1455, 1249, 813.

AA 21

XXV PFH-NH,F-17-3: 100 mL<] CHCl; Z¢] PFH-NH,C1F-17-3(100 mg)<] &No, 20 mLe] 50% KOHZ 7}&4ith. Wk

S 2gES 4 B2 AHsta, §uE AT st SHAIFG
nLe] olAE oA A A Bk XXV PFH-NH,F-17-3(v=3, o]u] A

1 3-E=d A n=1, n=5; A 2 3-E=A n=1, n=6; A 3 3-EZo|A n=1, n=6)(67 mg, 73%) <> +53}r}.

IR (cm )I 3452, 2926, 2855, 1636, 1451, 812.

2 Ao 22
XXV_PFH-NH;F-4-1: 100 mL9] CHCl; 2] PFH-NH;C1F-4-1(100 mg)¢] &<loll, 20 mLe 50% KOHZ 7}sfich. =L

1 o
F,o0e EFES AL 147 B wwsta, 2eE £715S B2 AXSAY. §uE A7 s 32
1

ful gul

ATk, 50 mLeY olHNES Ttelte] HAES A, o] HAES oFAFA A B XXV PFH-NHF-4-1(58

mg, 65%)& F533lth. IR (cm ): 3444, 2926, 2856, 1635, 1444, 881, 812.



10-2011-0131194

5

=

=

H

e
[=)

hodo My X T O
%oﬂ%&ﬂﬂﬂrd_ﬂ X
W< o0 of L -
R X E P
o W O a Mw :
E‘Nﬂ \MOT_O ‘D|
HT‘modﬂ;ooo — —
oo ow o B0
IR G
,EE:.HT o
‘m_rL,Nro‘uAll@ﬂm.LAﬂ
h%@.ﬂwl}MA]
OO#E J;yAO_/AO_/
ﬂormMu.T‘x]_. 111
o gy B
%ATMMJI]ﬂﬂE‘mHE
0 ﬂnvj
FRBEET M D g
o
TN T T
o E T g L B oo =
LB B =
o B ey Hr
: K o e ® 7T %ﬁ
o X o o) Mr !
RS
uaw.LmﬂmEmEmEWmM Aml
%Mm_@,%%%oﬂoi,
Mg B
0| + X = oo
TFE AW o o
T B R N
— @ o ) Io -
o T o B = -
Wﬂt LE,D!.WMMOH/FHE K ASI
FHe ARy pl P
G s A
Mﬂmegmﬁm%% _ =17
0 T = _ m
,u|‘|;o 0 - gk X 1) ~ ~ N
gaﬂcﬂcﬂm]wru,% N A-N-07-< &
e T CRCREI - X
i ; 2_3g-
S R R, N ~
M L b
e R--o) 4
ook e e M + _ h
o & CURENE T o= A //ll\_\
,moLﬂ_mH EE._Mﬂ _
LaAoﬂoELﬂ_%o_ <ol @)
v o o — O o~ o 8
SR S AB|Z|Q < 8 R-N-
BT TP =
o I+ o o = ~ _ N
Do Md ey BW A 2
CR R ol B e s B &

[0368]

Q,
y
Ibb
— 46 -

+

y

Q,
E—Ar—E D—Ar—D E—Ar;,—E D—Ar;—D

Ibb'

—+

+
Iaa

Iaa’'



_47_

=SIEL

10-2011-0131194



ZIHSd 10-2011-0131194

Er4

U D s 5o o s
. CHCl; Br . Br "TBAB, 50% NaOH
XV XVI

Br O‘O Br Br 0.0 Br
NaNj;
R —
DMSO
Br B N3 N,
XVII

r

XVIII
(0] O
Br O.Q Br i \B—B/ i
o o
PPh, (Boc),0
_— —> >
THF/H,0 THF Pd(dppf)Cl,, KOAc
BocHN NHBoc DMS0
XIX
0) O
LS )
0) (6]
BocHN NHBoc
XX

_48_



k
N2
(%))

BrBr

C6 H13BI'
TBAB, 50% NaOH

LS Do

XXI

o 0
B~R
o o

Pd(dppf)Cl,, KOAc, DMF
O, O
Oy
O (6]

XXM

_49_

ZIHSd 10-2011-0131194



ZIHSd 10-2011-0131194

k
N2
(@)Y

XX +
XIX+XXI  Pd(PPhj),
—— >

+XXII  Aliquat 336, Tol
2M K,COs

50% KOH
—

_50_



10-2011-0131194

NS4

e
[=)

2 T T
T4V —T1 -1V -
K X
= [
N_N ﬁ_N \\|/h/v
O_m Om_ |~
2 <L _ « 2v,. [
=2 G
>V h m
2
_ g _ g
r ¥ 1 T ] 1
- — —_ a9 &) — — '
ot —(E)—&-v-oF £
N | P
a
_ =
! 2y ' A
& 2|Z2|G w_ _ u_ -
- sv_ o DS
< ﬂ_N N_N
D 4,
x 1 £t
TV +—T 151V

_51_



ZIHSd 10-2011-0131194

k
N2
(o'}

o
I
In
£
o

XXXVII
=09
10
18 ¥
20 { 22
el
==
16
141 =
N

_52_



20

18

&

==

20
/‘
22

~ 24

40

38

Sk {

==P

60

58

mel

==

—~ 64

_53_

ZIHSd 10-2011-0131194



	문서
	서지사항
	요 약
	대 표 도
	특허청구의 범위
	명 세 서
	기 술 분 야
	배 경 기 술
	발명의 내용
	도면의 간단한 설명
	발명을 실시하기 위한 구체적인 내용

	도면
	도면1
	도면2
	도면3
	도면4
	도면5
	도면6
	도면7
	도면8
	도면9
	도면10
	도면11
	도면12




문서
서지사항 1
요 약 1
대 표 도 1
특허청구의 범위 3
명 세 서 9
 기 술 분 야 9
 배 경 기 술 9
 발명의 내용 9
 도면의 간단한 설명 10
 발명을 실시하기 위한 구체적인 내용 11
도면 46
 도면1 46
 도면2 46
 도면3 47
 도면4 48
 도면5 49
 도면6 50
 도면7 51
 도면8 52
 도면9 52
 도면10 53
 도면11 53
 도면12 53
