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(1) =74 IM-1) ¢ g4

4-B 2 Rolo] @ Al 25.4g(90mmol), 7HFE 10.0g(60mmol), £ 2 =312 0.1g(0.5mmol) & Q1AZ45F 26.7g
(126mmol)& 1,4-t}o] 2 A|¢l 70miol] A7) 3, EWHA-1,2-Ato] S 23 ¢lt}o]olil 0.7ml(6mmol) & 715, o} &2
2718 1447 7+ EFA A T

HES QoS Ao six) Wrtsla, Aamdd @ B8 Jlele] 2208 BEdt T 87528 59 A e W BE a)F
o7 AAst, Bk FAYEFOE AX %E}_
f7] el 2 %—% A A8 & 01]%% 50ml= 7}6}04 NEE AR S ol 3elT, o ES B q-sl Aol 0 & abd o A

p-BE 2R H Y 7HIE 8.0g(25mmol)S EF <l 50me e} o ] 50mee] E3F & Mol RafstaL, of2 2 £97]8F 40T A n-
BEg B £H(1.6M) 21ml(32mmol) & 7}8+e] —40TH-E 0Tl A] 1A 7F wykgic,

Geo i, whe §AS -T0C/A] ¥zhstaL, gt Estoloto] Ax 2 17ml(74mmoD S oIl H 25meol )4 ¢ &2 A5}
kaz, =70°CelA 1AIZE alikeh F, HE274A] G2 A1 A 6A13F Wikt

A A F, kR vk Gl 5% At T0mE A etshar, Aol A 4583 wrk g

e gdo] 2508 HelH ¥, fU15E L AAR At B4 UEFoR Az,

71 &HE 2 S5 AAE F, AFE A4S o Hstal, EF<l-n-AQd 3 Sl Al stel F3hAl (IM-1) 4.0g

(2) 85= (A-7)9] 4

3,3'-gol B 2w urlelHd 2.0g(6.4mmol), 7HA IM-1) 3.7g(12.8mmol), Bl EZ}7]| 2 Egto|dd ¥ 2~ Z2}5(0)
300mg(0.25mmol), DME(tFo| || & Al €] Q1) 60ml & B EF 8N [ EF 4.0¢(38mmol) S & 35mlol| &
] & o= 2975 200me] Zef AT War, 78T oA 18/\]71_} ETACLE: Re

of I, A2 7HA W¥zstal, AEd A4S odetar, &, ek B Al e Al sl 4.0g0 2S¢

_Ilﬂ

ot

ol Au7Hd Ao r AAT ¥, EFAo=M AAA st 1.2¢9) F}H AAH S F5AUH

ggo=, o= 400C 2 3.0x107* Paoll A 53} AAsta, A 24 (A-7") 820mg(1.3mmol, & 20%)<S 53t}
FD-MS(Field Desorption Mass Spectrum)®] 74 A 3}Z o] 3}ol] vl

FD-MS: C,;gH3,Nyoll thak A& 2]=636, =74 2], m/z=636(100)

T3k HPLC(AH: ODS-3V, o] 54 ol EYe] EY/H Egslo]| =235 e+=85/15, & UV 374 254m, =%: 40C) &
A A3}, o] == 99.5%¢] 31t

rlo
1

EERE

A AR

tjo
Lo

oo RRE, FEH A

Ao 2 [ (A-16D2] $HA
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O ) 2, 2’ ‘% HEHH O]Jﬂ‘d :

(IM-1) A—16 )

500me] Zef ATl of= 3 B Q7|5 A, 2,2'-tte] B2 R ulo]#Hd 5.0g(16.3mmol), =7HA] (IM-1) 10.1g(35.3mmol)
,HEZ 7| ~Egtoldd £ ~AZE5(0) 740mg(0 64mm0) DME(t}o] W E Ao g Q1) 150m! & BAIHEF =8 [&
*}‘/}E % 10.2g(96mmoD) S & 120meol] &3] & @1, 78 Col A 15A17F nwkalc),

>

o] % 47 Warsta

Ned A4S o3tk

=, Hgs 4 5‘—.*4]?19— TAH o2 AAetar, o] & EFdlS o] &3 339 AAAHE AA 7¢E (A-16") 6.9g
(10.8mmol, 5 68%)S 53t FD-MS9| =4 ﬁﬂre ol 3l LEFATE,

FD-MS: CgHy,N,oll Tk 2H521=636, %4 2], m/z=636(100)

3, HPLC(Z §: ODS-3V, o] 57 ob M| Erto] E&/B| Ee}ato] =23 ¢k=85/15, I & UV 31 254m, 25: 40C) ¥
2] A3}, o)) = 99.9%°] At}

oo riH, F5H AL HA4E] AS AU

(1) =74 IM-2)¢] &4

20 37 ZTf AT of 22 975 A, 1,3,5-EFto| B2 2ulAl 70g(0.22mol), 7HFE 73.6g(0.44mol), 8. 2. =3}
4.2g(22mmol), $12+HF 187g(0.88mol), EWMA-1,2-AFo] FZ 8 A Qlt}o] o}yl 25g(0.22mol) 2 1,4- E‘rO]i/ﬂl 1 700
mE 21, 104°Co A 1641 7F wwkalch,

o] %, 7k Wi, B 600n 7hste] ABWGAOE FEE ¥, {715 B2 AR, oloA] T4 Fawhy
o e s, el Ao 4 A 49 5 e

FEE DAF o e, ol g 2o 2 BHA,
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AALE Bl 300nee] Sa)A)7), Aelzhd AY oz R YAske] 22g2] F7H (IM-2)U5mmol, & 20%)< &5 3
o}, FD-MS®| 24 73} ol 5ol Lepulct.

FD-MS: CyoH, oBrN,oll thah 245 21=487, %44, m/z=488(100), 486(95)
(2) T4 (IM-3)¢] A4

300me 37+ FetF el o2 29 7]8tell A, 7] (IM-2) 9.02(18mmol), B &<l 100m¢ 2 &= tholel " el 100
meE FaL, wnketH A -10C 2 323t

o 7)o, n-He & E(1.6M A €M) 1.48m(23mmol) S 10&) 2= 2 &g},

gk, 241wk §, gk Edtololo] 22 23 10.4g(56mmol)E ol Bl 26meel 514§ &
ol A 8AIZF nRkgY T},

12
ftlo
&)
(@]
A
=
i)
2
)
ol
o
Ol
ol
K
2
rlo

T3 NS FEFSIa, £5E A ES THFR &8sk, AAQ1S 7Hste] &Y 2213 A Alshe] A 5.9g2] S3HA
(IM-3)(13mmol, & 71%)= 53t} FD-MS2| 54 A 3= o3} Yepdlitt

(3) T3HAl IM-4)¢] 943

300ml 37 Z}2T0 o2 B 7)5 e A, 1-BER-3-o}o] 2 =dlAl 5.0g(18mmol), =7+ (IM-3) 8.1g(18mmol),
HEgt7| ~Egtoldd £ 202 et (0) [Pd(PPhy),] 414mg(0.36mmol), Thol | S A A H ¢ 100ml 2 BAIUYEF 105
F% 78N 58g(54mmol)S E i1, 80TA 10A17F wHkgch, b8 F5 5 AL270%] Wztela, E5¢1 100mE 7Fskat,
B 9 X3 A AFRE SAH R FU5S AR, B Ebul oo R xRS & AqgEta, fU15S 7Y 558

of saale] WAE S5,

olE A7k AY o2 FAse F74] (IM-4) 9.2g(16mmol, 58 88%)% S5tk FD-MSE] 24 A3+ o sl
ebde,

FD-MS: Cy,Hy,BrNyol Bk 4H521=579, %4 2], m/2z=580(100), 578(90)
(4) F7HA (IM-5)¢] &4

300m 37 Z&f=o) of= B 7|5koll A, S3HA (IM-4) 6.0g(10mmol), B S5 70m & €<= tholo & 70
mE Pal, Wkt -10C =2 Y24

ol 7)o, n-He & E(1.6M A2l &4) 7.5m(12mmoD)E 1050 A= & 3}3lc}.

Sk 2417 Wl 3 BALE glojolo] AL 2T 5 6g(30mmol)S o B 20mlel] 3] A8 & MES 108 AA Hslstar, A

o] &, 0C® Y¥zatar, gk A2t 4mE &= 100meol 34 & F2 dAbs H7bste Abd o2 ik
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Z7M2, NG =253, £E5H AAES THRY 23181, AAQAL 718t S 228 AA o] 37 4.1g2] F7HA
(IM-5)(7.5mmol, & 75%)% 5 3lth. FD-MS9| &4 A¥= o]slol] e},

FD-MS: Cy;H,yoBN, 0,0 th &k b5 2]=544, %4 %], m/2z=544(100)
(5) T4 (IM-6)°] A4

300me 2] 37 EFepao] of = H917]5ko) A, 1-H R R -3-0}e] @ Tl Al 5.0g(18mmol), Z3HA] (IM-1) 5.2¢
(18mmol), BlEg}7| ~Eeto] s d £~ Ze}5(0) [Pd(PPhy),] 414mg(0.36mmol), tro]wl S Ao €91 100me B 4t

UYEE 105F% 78 58g(54mmol)& ¥ 3L, 80Tl A 12A]13F w ki),

g FE T A WZskaL, B 100mE 7bhaL, B R 23 AdgR SR o R §7]58 AAEa, B4 24t
PRl o R e &, o skl {715 S A wFHete] G e A E 53T

o] & A7t AP o AAEte] FHA (IM-6) 5.1g(13mmol, F& 72%)& F5Ach FD-MS9| 54 432 |3t
YERRI T

FD-MS: C, H,zBrNell theh 2F=2]=398, 4 =], m/z=399(100), 397(93)

(6) 3}3H= (B-3")9 34

100me Zef2Fof of 23 B9 7|5k A, A2 A A7) (IM-6) 2.5g(6.3mmol), =34 (IM-5) 3.7g(6.9mmol), E|E 2}
| 2EgolHd £ A2AZe5(0) [Pd(PPhS) ] 145mg(0.13mmol), tholH E Aol el 50ml 2 S$HAYEF 8 [ehit

JEH 2g(19mmol)& & 10meol] €3] & Y3, 78ColA 1547 agkgic),
WS T8 $ Ao w Yztela, AEd 248 ofgnh
5 oveke 2 Mo s Mt 44 3.7gS 5T

2, 5348 o] 8§35l 33 AZAAZE HAAFF] 33HE (B-3') 2.82(3.5mmol, F& 5.5%)S 53ttt FD-MS9]

FD-MS: CgoHygN,oll Tk 4h421=801, %4 2], m/z=801(100)

T3k HPLC(AH: ODS-3V, o] 54 ol EYe] EY/H Egtslo]| =235 e=85/15, & UV 37 254m, &%: 40C) &
X A} o] %= 99.5%0]% T}

o
o
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Ideeiy, 58 242
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A&l AS FA A

del 4 [3h3HE (B=28Y)°] 34 |
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O oy
& oo by B

IM-7) (IM-8)

O O
O IM—9) O (IM-10)

10y P :

(B-28)

(IM-1)

(1) 34 AIM-7)¢] g4

500ml 34~ Z&} 2~ o2& E¢ 7|5l A, 1,3,5-Edto]BZ R HA 30g(94mmol), 7}8FE 18.8g(60mmol), L. 2 =3}
T4 0.6g(3mmol), 21AHZHE 25.5g (120mmol), EAN~-1,2-Alo] F 23 A Qlt}o]oldl 3.4g(30mmol) X 1,4- D}O]Qlﬂ
Ql 200mE Y¥ar, 105ColAl uslaA 16A13F 71 8573 o).

o] F, AL/ ¥7etaL, A 1.50mE 7Hete] AstEd o R 5% F f715S BE AAsa, 75 bkl
02 Axg F, 3t a, ele] AU D giA g FEI

AHE Bl &alfetar, AerhA A o mA AAlstel F31A (IM-7) 17g(42mmol, & 71%)& 5 Rtk FD-MS

FD-MS: C,gH,,BryNell tfgh 2k&2=401, 54 4], m/z=401(M", 100)

(2) TA (IM-8)°] 34

300m¢ Eef2=Fel] of2 2 7] F3tel A, %7 (IM-7) 5.0g(12.5mmol), SZHA] (IM-1) 3.9g(13.7mmol), HE2}7| =E 2}
oldd £~ 025 (0) SOOmg(O 25mmol) DME(tho] vl 5 A el 1) 60mt R B EF 84 [ ER 4.0g

(38mmoD)< & 35mloll &3] & WL, 78Tl A 14413t ik},

o) %, Ae7A We i, AEH AL Anela, B, e % AMlow Agsed 244 6.1g2 F5HT

A

=
i
oL

k= Nﬂ?}ﬂ‘ Afow Zﬁﬂiz T, A o] &3te] # stete] THA (IM-8) 5.2g(9.2mmol, & 74%)& TS5 3

FD-MS: CygH, BrN,oll thsh 442 21=562, 24 A, m/z=562(M", 100)

(3) T4 IM-9)¢] &4

=B EWA 5.5g(19mmol), 7HA IM-1) 5.6g(19mmol), Bl EZ}7] 2~
DME(tho]l#H| E AT HIQD) 120md, BHIHEF 789 [ ESR 6.2¢
16A13F ARk T}

300m¢ Ze}2=Aol o =3 7] 73l A, 4-olo] &
Eglolddx~aZ25(0) 450mg(0 39mmol),
(58mmol)<S & 30meol] &3] & 911, 78CA
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o
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S, B, WEke @ daelo g AAste] 2AA 6.8gS 5T

A& o] &35t AAA st F1HA (IM-9) 6.7g(17mmol, & 89%)= +53lth. FD-MS®| 54 A 3& o] st

FD-MS: Cy, H, (BrNell o g 2+&2]=397, 4 2], m/z=397(M", 100)

(4) 74 IM-10)¢] &4

500ml Ze}~Fof of 23 7| Falll A, =7HA (IM-9) 6.2g(16mmol) ¥ &5 THF 200mE ¥ i1, -70C= W¥7}38taL, n-
FEEE(.6M Al &M 12mE 4 3}3tat, -65Tol A 1.5A]7F L vkait)

o] &, HELEToolol A 2 H 8.7g(46mmol)S A 3tetaL, A A8 Ao R HEe 8AIZF kgt

5 0C= Yztsta, gk 4k 50m 2 BB H ESRE IR E 1256mgS HA7bshal, F71= A2 4 5A17F L

15,

NEH A4 E s, B 2 Ao A, EFqoR A A sste] 1A (IM-10) 3.4g(9.4mmol) S 53]

(5) shgH= (B-28)9] &4

300me Fef2Ael o=t 7] R/t A, F1HA (IM-10) 3.2g(8.8mmol), (IM-8) 4.9g(8.8mmol), HE 7] ~Egto]sd

Touges0) 203mg (0. 18mmob), DME(t}o] ] Z Aol 6 1) 80mt R WARFEF 589 ["AHEF 2.9g(27mmol)
S B 15mlol €3]] & 2@, 78CAlA] 15A17F wwkalc)

o] F, AeA s T, AEH AR e, &, g @ Axslon Adste] A% 4.8g% +5 T

o] &3}o] A AA e 3FEE (B-28") 2.5g(3. 1mmol, & 35%)S F53th FD-MSe] =4 ZA3E o]

FD-MS: CgoHagNgoll t gt 2+ 4]=801, 54 2], m/z=801(100)

%3, HPLC(A @1 ODS-3V, o] 57 ob A Erfo] B2/ Eglslo] = 2 F@=85/15, 7% UV w3 254m, 2=: 40T) ¥
A Ax}, o] = 99.3%°] Ut

oo rfE, =58 A% Azl As AT

rlo
I
Lo

Ao 5 [t (B-40)] ¢ A

.ﬁ @ty :
Jnzwnolgy  (@AM-11) : (B 40)

(1) =74 IM-11D9 g4

200m¢ Zef~Fo o2& 7] Fabo| A, 3,5-tFo] B Z R ulo]Hd 3.5g(11.2mmol), 74 (IM-1) 3.2g(11.2mmol), HE
gt7| ~Egtoldd X A~ 5 (0) 260mg (o 22mmol), DME(tFo] H| = Al o €] Q1) 60m) E B EF 89 [EAYE
F 3.6g(34mmoD S & 40mlol €3] & ¥z, 78Tl A 154137 wytgc},
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& ojshela, ohEN GR AT F, B0 S5, B L w8 sz
o Az, §u1E S5 AL, el Ao FAlste] AT (M-

gtk FD-MS9] 54 A& o] 3ol UrE]r 1;
FD-MS: CyoH,oBrNell ok A& x]=475, 74 2], m/z=475(100)

(2) 35HE (B-40)2] 34

300me Zef2=o] ob 23 7] 73l A, T kA (IM-11) 2.4g(5.0mmol), 2,2-1}o] 3 2] d 580mg(0.37mmol), 1,5-Ale]

FZZElr}oldl 1.1g(10mmo)), tholAte] S 2 2Elt}o]qld YA 1,.0g(0.37mmol) ¥ €4 DMF 120mE ¥ 12, 60°C ol A]
1441 7F 3Rk

II.

n:?L' 0[0

b

il ?E? & 120mE 2oL, A %%7”42 o star, =, vehE B AAI o QGG 5, FFAdow QA st6o
s} 4

E=
& (B-40) 1.8g(2.3mmol, & 46%)< 53tk FD-MS9] 54 A3 5 o] s}t Ljepdit)
FD-MS: CgoHyoNyoll that 2521=788, 4 4], m/z=788(100)

sk HPLC(A®H: ODS-3V, o] 54 ol EYve] EY/H Egsto]| =257 e=85/15, =& UV 37 254m, +%: 40C) &
/‘4 A7}, o]o] FEF 99.8%°] ATt

Z] B o

oFezRE, =58 A4 A= A

rlo
I
Lo

AR

Ao 6 [shgHe (C-399] A |

(IM-1) B'/Elj :Br - "a«:mz

(IM-12) (MM-13)

(11\4-13)—-—11»: 0-0-Q) Vs : ‘“°’23©
o o -14)
O~ Q
» (C-3) )
(1) =32 (IM-12)<] 34

10 Zep=T0e] o 23 7| {afo| A, Aol 3-F 22 -4-olo] 2 =wlAl 19.4g(61mmol), TZHA (IM-1) 17.6g(61mmol)
, HEg 7| ~Egol s d 2~ 03¢5 (0) 1. 4g(1 2mmol) DME(tho]#| Al o B Q1) 444ml R B EF 89 [ghib

E% 19.4g(183mmoDS & 92meell &3] S ¥a1, 78Tl A 15A|7F :ukgic,
o] & AL A Wztsta, AEE AAE ofFeta, &, veE 2 AAJQe R Mgt & e A & EFelo RN
ARz ] F7HA] (IM-12) 12.2g(28mmol, T8 46%)S 53 th. FD-MSe =4 A 3}E o] 3o vepit

FD-MS: Cy,H;;BrCINell thgh 2+&2]=431, 4 =], m/z=431(100)

(2) 1A (IM-13)9] &4

300ml Zef~Tof o2 B 978l A, S7HA IM-12) 6g(14mmol), B EF 4 60md 2 &< ol 60ml S YL, -
40C = YZ+atar, ankeld A n-FE 2 H(1.6M A €M) 9.4ml(15mmoD)E 105l A= 2353t}
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ERdor F&3ta, B Z4g7| 24 NS 70ml 2 ) v5) ez SH oz fAsa, 7128 B4 kvl
YHEo=ZH Az

o] MG ot & et FHFa, 5 AA mﬂ THF 20m¢ol] &3k, Al 70mS 713k, 7+ekstel] A&=%
AARS oeta, =7HA) (IM-13) 4.1g(10mmol, & 71%)S 53 th. FD-MS9 =4 A3 Z o]s}o] et}

FD-MS: Cy,H,;BCINO, ol th& 2F&2]=397, 4], m/z=397(100)

(3) F7HA IM-14)2] &4

300m0 =T}~ o) ol 22 B9 7|8kl A, S7HA (IM-13) 4.0g(10mmol), =74 IM-12) 4.3g(10mmol), HHE#H7]| ~E
ghol#d 2 231225 (0) 230mg(0.2mmol), DME(EFo] Wl S A o | Q1) 120m¢ 2 S EF 789 e} ESR 3.18¢g
(30mmol)& & 18meell &3] S ¥a1, 78Tl A 15A|7F Rk,

o] &, ALt WA, AEE ARS e, B dwe 2 Ao g AAG & Bl o2 RE A A 55
Z7HA (IM-14) 4.9g(7.0mmol, =& 70%)S 553 > °]5

FD-MS: CgH3ClN, ol th3t 2F&21=704, 54 2], m/2=704(100)
(4) 3hgh= (C-3)9 &4

300m0 ZefFo) o2 B9 7]5k A, 5 7HA (IM-14) 4.8g(6.8mmol), 39 B 224 1mmol), Ni(PPhS)r Cl 9 650mg
(1.0mmol), Eg}e]#d ¥ 223 580mg(2.0mmol), K;PO,nH,0 21.6g(102mmol) ® &< &<l 100mE ¥ iL, 100C
o Al 24413+ nLgIT)

S-S o 5)al, o NS Ao o] FFHES oM EAE U EFqlo2HE AZAAststo] 313HE (C-3') 2.2¢

(2.8mmol, & 41%)% ?%?‘M. FD-MS9] &4 A3E o]}l EbATE

FD-MS: CgoH,oNyoll Tk 2H521=788, %4 2], m/2=788(100)

T3k HPLC(AH: ODS-3V, o] 54 ol EYe] EY/H Egslo]| =235 e=85/15, & UV 37 254m, =%:40C) &
A A} o] £ 99.5%0] AT}

_4

o
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WP TAE AR e (A7) Aol 418 517] = (CTP)& A8k A 9ol A 13 2 o=
L

3 (CTP)

[¥ 1]

‘%%%9,] At Z‘jﬁj 7= H,EL% M F T H} 7} 2=

SaE W | BE | e/ | BE AR RS

A= mA/af)| m) | (ed/A) Gy (A12h)
A Al 1 A-T’ 5.8 | 0.23 | 101 | 43.2 | (C.29,0.64) 1126
Ao 2 A-16’ 5.6 | 0.25 | 99 | 39.7 | (0.32,0.61) 657
A Al 3 B-3’ 5.5 | 0.23 | 104 | 46.3 | (0.32,0.81) 1073
A Ao 4 p-28’ 5.4 | 0,24 | 105 | 43.5 | (0.29,0.64) 912
A Ao 5 B-40’ 5.5 | 0.23 | 101 | 44.7 | (0.30,0.64) 1086
A Ald 6 c-3’ 5.8 | 0.26 | 100 | 38.9 | (0.31,0.61) 719
ulma] 1 CBT 5.4 | 0.31 | 101 | 32.6 | (0.32,0.81) 305
Hlad] 2 CTP 6.1 | 0.78 | 104 | 13.4 | (0.33,0.61) 62
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CuPcHhe] A utol o]o ], o] f Aol BF 7 30mme] 1,1'-H] 2= [4-N,N-t}o](ghetE&)olr| s d | AFo] &

3, "TPAC 7 o= oF7]3h S d93rh
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