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Cl, Br, I, NO», CN, Ci—Cs 2, 0(CiCs ZZ), N(C—Cs £&),, S(CCs &), &= =

C0,(Ci—Cs 2'2Z!), CONH(C1—Cs 2Z), CON(Ci—Cs &), X Si(CiCe €& )32 13 L= 23 X&E = U

a1 NAIE XEHS 222 HY, H=sAl, EIQESA, L2ICESA, & L2UEE

™ F, Cl, Br, I, N0, ON, C=Cg &2, 0(CiCs ZZ), N(Ci=Cs &&),, S(C—Cs Z2Z), L= S0(Ci—Cs
3

22), C0:(Ci-Cs £&), CONH(Ci—Cs 2Z), CON(Ci—Cs £&),, E£= Si(Ci—Cs EZ):2 13 LHAl 33 XI&&
Ct

Htet =& XI&XHe= F, Cl, Br, I, NOp, ON, 0(CsCs YY), L= 0(CCs) IIE); CCs A, 0(C—Cy
22), N(Ci-Cs 22),, S(C—Cs 2Z), S0(Ci-C4 L&), C02(C—C, &), CONH(C-C, 2Z), L= CON(C-
Co L) (229 2L2 SAZ HEFNOZ 13 WAl &5 XSEU); £= HY £= H=A(22F F,
Cl, Br, CN, CFs, N0, ¥ CH:;2 OI20 & ZL2RH HEE 1 WX 342 XNSHE HemCz H=0)E
HEErCt.

stetAl 19 4XY S=22H0/E0 &48ote dXEY EZ00IE £= EFRA01E SFEESS st 119
Stete el 2 2o T AISE £ JACH. 2L, XY BZ00IE & ER01E sEg=E2
LR OZ AHSO0IX Z2M, Sol =stAl 119 sef=2 HIE0 22X Qe HIEz= AES0IX
Aoz SHNHCZ ASHA 2=l

E =13 —

9rHOl ZHN AIZOHII0 5| HIEXS ZE stAl |19 AU ZZ220|E SEE2 2-E2224 X
U 5-HEAN-T-ZE2L22[1,2,4]-E2I0IE2[1,5~c]Il2|0|El, 2-2 22T I-5-HEA-8-Z222(1,2,
A1ECIOIEZ[1,5-clUlelilg, 2-E222HHU-5-HSAI-7-0E[1,2,4]ECIOIEZ[1,5~c]ulelilg, 2-2
2R-ATY-5-0SAI-7-HE-[1,2,4]ECI0IZ2[1,5~c]Il2I0IE, -2 4 TY-5-HE[1,2,4]E2I0tS
2[1,5-alll2I0lgl, 2-2224IZJ-57-CINSAI[1,2,4]E/0tE2([1,5-a]-1I2I0|1H, -2 228 F -

2lI2IE, ¥ -2224TL-5-HSA-8-222(1,2,4|E20:52(1,5-a] T 28 T8I
= gee gstal |19 gEY SE0ISE RS 33 010l @D FHEE Y I} B4 51| Bsta
1o N-OFLEZOIO! GBS0 EMCHOI SH3tal |11°] OIZ0LD! GBS D BEAIZCZM e
shstal |

R

/
AR' —N=S

Rl
A1 A0,
MR, R YRS AD mOB B 2D, HIZEGIIS ARS 0I0i9l HEEE MDY SUSHES
HeE
PS BE Y =HE ISAID| AIE BNE 200 IHE ASE 4 UL M SV, A || o
gmY 2=2H0|S SBES R0l SIHY SEE = 54 [0 0L HFE, SBY 0|49 B
=32 ofel lI(o: m2lg), N2, Belg, (R = B2)E20l9, UREODE, #s S,
9 SHNO= R0l S5tAl |9 N-OIZAEOID SHEBSES FHIISC. AFSE SStAl |[]9] 00
sler=ol F(N-0IFSEOID SIHE0 ERE OIFO0IRl HESS EEE)S 1SS 0[N0 18 9
Ol Dze BHO| 42 FX= $X0, ABNOZ HRGHA 2. AlAS 290 =NE =BE
S AT BstAl o) N-OlZEBOIR SIS SIIS0IA MZSID sistal 1112 0j20lel st Bt
A |19 #EY S2R40/S Y Y 33 012 FIIE ODI0I FIIGtE A0l ST HIZNGICH  0r2of
2l BISSIO AR Y HE0|Y SO AR'0| SUGHES HUTIC!, S18HA |[]9 0102 BISSHO| N-
Ol &EOI2l =040 MESH ZME & UD; = B3 01Z0iUS N-OILLBO|D S04 MEAl A
28 & AD, ASE RS 010l BSSIO| BT F= YRSN DI AEE > JAC. =X
= 3EAl IV N-OIZ Ol HZ0IDI= HHSS ZDNe wEoR MEY + A
SHNO2 RS 3154l |9 N-OILLE0IQ SESS 2240l N-0IZ0RLB00IE MES 90 S
ANol M0l 2o) 0I5 ZHE & AT HRE B2, 2 WX 0%l 35t 19 gBY 22
2I0IE SIEES AlEET
ZHS YBNOZ 20 X 50T SEUAN +HEC. 2E GHES P RS SZUAME 8BS0l U2
SoTM MEN0IX I MS0/0, 2& A3S N-OIZLB0I9 S0 S20H EAIHI| HE0|

N
Ch. 0 WXl 30Ce 2TJt &3 Htg &6ttt BtsJl 2 ES = M2IT X &=0H CHOI0H
ke g=E0l derHCeZ HgAotth. H5H0l0 758 &80 SA4X¥22 T30 0. 302 WX
16AI2HS] BEESD[2H0] BtS0l 2t ZD(0 AR J|2H0ICH. EBIE2 Loz =HHOF P00 AlH
otoll +=&=ICt.

F 0z

Ol2i8 WO MTst SO oAl |0 LEE ATY 22240/S SES, S84l 19 N-0I2&T O[0!
SHEI2 % SiBtAl (119 0FZ0IRl SHEI20| YHE SHSES 2D ABE A0 ol =240 IS0
OICk. HFs S0i= OMELEY, REIZLER, WXLIEY, [222HE, 1,2-02220E, HE
OO 2T, 1 2-CIHISANE, S20, 222HH S2 Zasit. =28 2| S0HE AS5Ho
BIS 2820 WES SOIGHH B £ UD, 0I2M ZRAS LAGD AIGS A0 X5E HES =
TAZ & AT

MEBE Y= 33 012 ¥l= £SE ZDE AW ARNOICH T2l E= D2BR(2-, 3- = 4
D22, = 282)0 I MY B0 55 HIFAGHC =2 2 LDEOISI E6t 55
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HFRREHH, B0 Cet =2 £800 0I20IX)| HROICH Yool SH MM ZEQ &= N-0f
2HZO2l EHE HIRS AFSE O % Aol 3 o KIS N-OIZOIZAEO0NIE M829 &
(S5l pka)oll 22l UCH SMHS N-OIZHIAOZEE0DICS EAS A3 = A 2Hs}= N-0f
2OIYEZ0|0|C0 282 JIE NEF 32 019 9Jo] Me0) o) HUSE 4 AT 0fY 2Ed
S2210/C SHE12 U OFOIR! GBS0 olo] ZEN Het 21X YEE 32 010l YIls SaEQ A
B0l oloh 2D 4 AUCH

SISIAL VOl N-OIZIOIZAZOIS MASS 200 2E BIS 2822 230 YYD SHE MG
S o 9 ool Ogol Futd 2IS Sl oloh MIots LHS HIRS EE B0 oo B
SIS Ut BIS HERRE S48 & UCH saA £SE MBS AWHOR HE EF Ht
(O THZHH0I 2l ZEE 2 AUCH

SisrAl |19 BEE SEY 2220IS SES 2 BHSAl |]12] OFZ0KR! BHEI20l ol JIE 20 2X
SOl UIALE T o JIS20r0 HAIE weiol SAXol NEol o HMED & UL

2 9 HRAE HMEtots A0l OfLICH.

24101

AAIO

N-(2,6-CIZ222HY)-S,S-CIHELTOIRIo] RIEL

CI2220IE 20 LS -8 TUE M AOI22 242 2.39 (13.0 mmol) 2| Sef2l2 MZESD 3CTIHA
2NAC. OOl CIME &2 H0I=(0M0) 085 nL(0.94 o, 12 mo))S 120 42t 9! DEIGHR A
HOISI L 2E0t 5CHKl Satotn 2820l RRWMCH. 52 £, 2,6-UB2L20HRl 1.41 g(11
mol)S 25 Sot Ut & MIGE A EOIGAL, MM ZHE BAHD SEE GCNI L. 2A
2% 3.2 qpiR0 HNBS G0 O 20D MEs CZR20IE 15 B0 S2sorAC. N
+8 SNSLIES 10 1S HIIotn SRS DEHNC, FHE £ Ho SUE AUYYES =elstl
R4S SADIUSLUNN AZAIID SLO ok ZASHH 55610 SYs 2US £SoHACH O
292 HEHIZ 5 S0 SHAIZID MOIZSZss 5 nls HIIGIYUCH S22 5CTIHA H2AAIID
ME WA HAZS D QAT £15tD ATAIH ERISEES 0.88 g2 +S5H2ACH

"H NMR[300MHz] (CDs CN) ppm: 6.80-6.75(m,2H), 6.64-6.5(m,1H), 2.70(s,6H); =& ABEZ E|(n/z):
189(M',75), 174(M'=CHs, 100), 159(M—C,Hs, 90).

AN 2

N-(2,6-CI222HYE)-S,S-CIHELZ0|Rlo Mgy

CIS22ME 205 mLE 2-&Z U I A ALOIZ23 242 23.9 g(130 mmol)2l =2{2lE MZEGHD 4THHAl W
2FAIZACEH. OD10ll CIBIE &ZAt0IE 9.46 g(120 mmol)S 3 WX 4—r01| 2™ MEEL=2 LS50 W2 ¢
wEtotAA Eototld, EJ1€ & 100l LISZ20E22 MEotH 286l s, 225 5 & 6THHAX

SC 102 =, 2,6—EI§§§OP§'E‘ 17.9 g(110 mmol)S 4201 2 X 2 2 WEIGIHM FIIGHACH
A HEME0 EHEUTL. 02 =, E¥g=2 det el 2= 15°C°:'l} SE=2 5 me 50%
SILESS2Z XNelotdll. dd& & JHo St HHdsS Zdlotl =843 lZIJEEEHIEF

0x

150 mL2 FEOIACE. |[II4 & F=HS ZEot) £ 100 mL2 A=GHD g4 DFOUSAMA HEA
Il Odutotd) SE0l 2o Z2otil s=6t0 &2 =4 22s =Sotdbt. olgig 4= UHE ol
HE22H Z2F36t6 HEMSEES 1.94 2 2.03 g(0IEX2 16%)01 LIJt= & e WA DX =52

E AN =SotALt.

"H NVR[300MHz] (CDCl5 ) ppm: 7.21-7.18(d,2H), 6.68-6.63(dd,1H), 2.68(s,6H): =2 AME E|(m/z):
221(M',50), 206(M'—CHs, 100), 191(MH'-CoHs, 45).

ALAI0H 3

N-(2-222-6-HSAIPIELHY)-S,S-CIHE & Z 0|29 HAxgH

e A

CIZ=2=20HE 80 mL.= CIHE ALol= 5.0 mL(0.068 mol)2l %‘%“% Ss2 HiEY E2tA3 otilM HIXGHD
-10CIHHRl YW2PAIZHCH,  JIMA SA(4.6 g, 0.065 mol)S Z2tAT9 =I| BE20 22 SE2E EoH =
2 2 DBSHHEA EOIGR D, 22 =, HE 3- EEOPEEF‘- diOIE (2-EZZ2-6-HSAIPIELHE0l2!)
12 9(0.065 mol)S Y2t & WEHSIHA FHOGHIHCOH. < 28 =, O2lg 10.2 g(0.13 mol)S W2k & W

BISHRIN AN EOKSHD

S22 -10CHA 102 %9* BESAIZICH., E&E22 HPLC(DY ¢H I =20t
EJEHLLI)OH Ololf 2AotFN[LFE BH0IHA! HIY (Shandon Hypersil Phenyl) 5 mm &&, 60:40:01 OtMIE
LIEE' ’9& M, ¥ nmOll A UV &2&0| f*x*] 20% HIE 3-S=2-CEIEH0IE ¥ 80% EA

23
SIE2(01S SN 20l Ooil E73tg)S 2AGAL. S22 L8 42 2 8}01| S20l 2
oH Moot HHMSEES =2 2 WM DI +=SotACE.

H NMR[300MHz](CDClz )  ppm: 7.82(dd,1H,J=1.3,8.1), 7.69(dd,1H,J=1.3,8.1), 7.33(t,1H,J=8.1),

3.89(s,3H), 3.37(s.6H); W AMER: 213 L 208 mmOlAl ECH: =2 ABMER El(n/z): 246(MH ,60),
184(M+—SC2H5, 100), 154(MH+—0803H8, 65).
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St StEES SACHH MIZ=oHRUCH:

N-(2-222HYE)-S,s-Citg &l

"H NMR[300MHz] (CDs CN) ppm: 7.52(dd,1H,J=7.7,1.7), 7.49(dd,1H,J=7.7,1.8), 7.85(dt,1H,J=7.6,1.7),
7.29(dt, H,J=7.6,1.7), 2.56(s,6H); UV ABEZ: 210 & 260 nmOI A =l CH
N-(2-DISAlI-6-(ECIZSR2Z2MHE)HE)-S,S-CIHELE0lel;

]HNMR[SOOMHZ](CDg CN) ppm: 7.43(t,1H,J=8.0), 7.30(d,1H,J=8.0), 7.24(d,1H,J=8.0), 3.93(s,3H),
3.29(s,6H);

6-(CI222-3-H2HL)-S,5-CIHE S=0|8l;
"H NMR[300MHzZ] (CDsCN) ppm: 7.10(d, 1H,J=8.2), 6.61(d,1H,J=8.2), 2.84(s.6H), 2.27(s,3H); D AmE
2 El(m/z): 236(MH), 208, 195, 174, 147:
N-(2-BIE A2 S B )-S,S-CIHE & Z 0|9l

H NMR[300MHz](CD; CN)  ppm: 792(dd 1H,J=8.0,1.5), 7.48(dt,1H,J=7.8,1.4), 7.14(d,1H,J=8.1),
7.06(dt, 1H,J=8.1,1.0), 3.85(s,3H), 2.56(s,6H);
N-(2-IE-6-LIE2H = )-S,S-CIHE 20| ol

1H NMR[300MHz] (CDsCN) ppm: 7.82(d, 1H,J=8.2), 7.58(d, 1H,J=7.4), 7.34(brdd, 1H,J=7.8,7.3), 3.38(s,6H),
2.48(s,3H);

“ NMR[75.5 MHz] (CDsCN) ppm: 146.0, 138.5, 137.4, 132.6, 128.2, 124.6, 33.9, 19.3;
N-(2-222-4-(1-HIE U S Al)-3-Tl2ICIE)-S,S-CIHNE L Z0|2!;

H NMR[300MHz] (CDs CN) ppm: 8.08(d,1H,J=5.8), 7.03(d,1H,J=5.8), 4.8(septet,1H,J=6.1), 3.26(s,6H),
1.37(d, J=6.0,6H);

N-(5-E22-2-TlelCIE)-S,S-CINE&Z0lg;

W NMR[300MHz] (CDsCN) ppm: 8.21(d, 1H,J=2.3), 7.74(dd, 1H,J=8.8,2.4), 6.98(d, 1H,J=8.8), 3.36(s,6H).

2 B

CIole ZZAM0IE 7.3 g(%4 mmol) ¥ CISZZ20IE 100 nL ESS HM=ZGtD -60THA H2AIF|11D
Ol0HA ECISTEZ0tMEL 242 19 8 g(9%4 mmol)S MAGI wWEHGHHM EIIoIRACE. < 55 o+ofl 9
AMCDHON EEEJA2M, Ol CIZZ20E 15 nlE HE 6-S22AEAULAHO0IE 24 g(130 mmol )2 &
WS WEStHAN MASI HIISIALH, EZES8 BrSAIIILD & 0CHA whtotHAM JtgetAutt. e o
HE WM OHE MHBoiotALH. 00N SSH=S =25 105E% =4ZE 70 L2 308 = WetotH
A %ggsmu. EES0l ZMOZ BHoAL. RIS —i—alo D =&848 23 CSZ2HESZ =
EotALE. RI & ==HS %§6P7 SO0l 2ol 2ot s=otAptt. ZM B=2Ho Adg=sS O
OENHZZ H0totd NEE FEotD G0l 2o 2ot EIOiIE' OEHZ2 MAGIH ZMSES=SS
L2 dHzZ =Z4A4 DHEAM #58}9‘11]. D= HPLCOI 2loi 2 80% HEAMSIEES E 2 20% OIE 6-2

EEOJEE‘—'EHOIEE OI20&l He=z =QIE AL,

e C

A H2PAI210 CIHE 2= AM01E 1.4
HE 6-222 HECEO0E 3.3
EE 152 s BEAII1D 0l0A T2
ZALEH 21 HHMste2 & 01gESE ol

CISZZ2ME 6 nLsS &itsts
a

EJ
e
ol
e w
>x N
X
X
o
0
U
U = —
o
sQ
[wlll
S o
Al
Hon

g(0. 018 mol)2 LDHIZIA W2 L WbtstHA =
€l 2.8 g(0.035 mol)E &It )
gl -2 =ZCECILHYI0IEE 61:39 HIEgZ &Xx&tt= 20| &olg

ALCI 4
N-(2-222-6-HSASIELHE)-S,S-HEUHNE AL Z 029 ML

ﬂj>

HIECISH0IEZEIQHE 3.0 mL( 50 mLel 2HE —10THA W2ZAII|D OI0A &
A 2.3 g(32 mmol)ES W2 & WESIHAM 2AGIRCH. HE 6-2222 AHECILY0IE 6.3 g(34 mmol) &
Ol0{A el 5.4 g(68 mmol)2 HIIGIKCH., MHZ2 SEHEF ZHIES20U 0EtSE HE 6-2220¢

EctLdI0IE2 HIZ0l HPLCOII 2ol 65:35¢1 A2 S M.

" H NMR[300MHz](CDs CN) pom: 7.78(d,1H,J=8.0), 7.44(d,1H,J=8.0), 6.64(t,1H,J=8.0), 363(3,3H),
3.24(m,4H), 2.37(m.2H), 2.16(m.2H); UV ABE: 220 mmOilAl HO: = AMEZ E|(n/z):
272(MH', 100), 240(M'-0CH,, 15), 184(M-SC4Hs, 100), 87(SCH, ,40).

AW 5
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N-(2-222-6-0ISAIIELHE)-S-HE-S-HELZ0l2lo MY

CI222ME 30 s HE HEY Z00IE 3.0 g(24 mmol )2l EHUS -10THA H2AII| D 1.7 g(24
mmol)S W2t L wWESIHA FAGHRACH. OII0 DA HE 6-2=2EEH0IE 4.5 (24 mmol)
Ol0IA Tleld 3.8 g(48 mmol)S 2t 2 WBIGIHAM FHOIGIACH. MAE S22 HMSEE 2 HE

-2 220HERILH0IES 60:40 HISE HPLCOI oI ZES Hi e 20| B26HA.

W ABIES: 215 U 300 Ol Al EOH; De ABMES E|(n/z): 308(MH ,40), 276(M-0CH, .35). 261(M-

+

0CaHy,10), 184(M'~SCiHs,35), 124(SC/Hs ,40)

AAIC) 6
N-(2,4,6-ECI22Z2HIY)-S,S-CIHE-EE0|0I9] MXeH
CIZ22Z20E 170 mL=E CIHE ZI0IE 1.1 mL(15 mmol)S 2HS —-10CTHKA H2LAIIID HA 0.90 g(13
mmol)S W2t & WEIGIHAN A EEE Sol EIlolQU. HExHo=z, 2,4,6-ECI2Z2 20t 23.3
g(120 mmol) & OIOA F=&l 22 g(170 mmol)c> W2t 2 NBGtHA EOGIGCH. MAE MY22 ZH
Slet=21 OIBSE 2,4,6-ECI2B2 201 el9 E&=0IRULCH.
AN 7
N-(4-EZ22-1-0HE-5-1LctEE)-S,S-CIHE L 20|19 H XL
CI2Z2Z2MHE 30 mL= CIHE &IO0IE 0.06 mL(8.2 mmol)2l =M
g(7.0 mmol)S Y2t & NBISIHA 2AI §EEE 0 0
EhetE 1.0 g(5.7 mmol) ¥ OIHAM meld 1.0
FEEE23 2l SFHEE HAHCHD EMole
12 NIEGHUCE.

DR H2ZEAII1D @A 0.50
EXHoz, 5-0l0l=-4-E22-1-0i
2 WEtetHA FIMGHRCH 0old
DHOfl 2lol ==Hot) S+A0tMELIE

'R0 o3

U o
Hu ﬂoll

W NMR[300MHz] (CDsCN/D-0) ppm: 7.58(s, 1H), 3.77(s,3H), 3.17(s,6H).

AAICI 8
HE0I2 EE /\}965 -(2,6-LIER2ZHE)-8-2F22-5-HSAI-[1,2,4]ECI0t&2[1,5-c] Tl 2l 0]

Clp-HEO0IDIS o HZES

6-CIER220tL el 1.4 g(11 mmol), HI2IE 0.86 g(11 mmol) ¥ 2% OIMELIEE 30 nL2 02N
533*% MZSED 1 WA 3THR H2ZLAZHCH. N-(2,6-CIZEEL2HY)-S,S-CIHEAEE0/21(0.15 g,

>

0.78 mmol)S EII5tD OI0IA R4 OMELIEY 10 nLE 2-2224BU--Z222-5-SAI[1,2,4]E
2l0tS 2[1 5-c]TI2I0IE 2.7 o(10 mnol)S 30% R R Ojoi0f 2o moug L=gf
CH.  10CHK SEE S2E LSS LESIAD WM AX20| HMSl MLLYL. 802 =, 22
S Hzsus Mmool POl ool BEMos E’iok?‘iﬂ 22243Y 382 /0 FNSES: W
S0 HB 24%0F NN-HIA((B-ER22-5-ISAI[1,2,4]E2I0tE2[1,5-c] I/ 2/0|€-2-Y ) M T Y )-
2,6-CIZ2R2ZHLOILICZ MatelD 440t 8-B222-5-HSAI[1,2,4]E2/0152[1,5-¢]-Il 2/ 0| €l-2-&
ZHO2 MBELE AS LAGAL.

AAIO 9

2mo|0l

2,6-CI2220t@l 7.33 g(42.5 mmol), 94.2% =48t 22224 U-7-2222-5-01SAI[1,2,4|E2/0t
E2-[1.5clM2I0IEl 14.13 g(47.4 mmol), LIBEIONDIE 6.72 9(55.0 mmol) & =24 OHHIELIER 81.4
02 MXEGSD 4CHK HAAMACH. OOl N-(2,6-CI222HE)-S,S-CIHZLH0I8I(1.15 g, 5.15
mol)S €2t U mEHSHEA :.3 SIRICH. W2t U MEFS BAI SOt |RXE ® E828 F¥ 2K
JIHBIACH. BAIZF B, SBES HPLCOI A3 HESHZS AS5I0 IYHOo= 2H5L HMSEEY
80| 01EXI0 87%AS YAGIALH. 7-BER22-5-0SAI[1,2,4]-E2/0tEZ[1,5-c] 2|0 g-2-L = ar
3 +BS LB LAGHAT

AL 10

D13l HZO0IY =HME MBot= N-(2-S22-6-UHSAIHELHE)-7-E222-5-01SAI[1,2,4]E2I0t
ZS2[1,5-clilelllg-2-8ZE0t01=9 M=

CI2220E 20 mLE CIMEY 201 0.7 mL(96 mmol) =
DER H2EAIZCH. JIMlAa 222101£(0.60 g, 85 mmol)E Zet
2+ 9 NS A EDlotd & 282 =, HE -222E2Y
18 g(97 mmol)S W2t 2 WBHSIHA HIlol¥LC. < 28 =, HOleld 9.8 g(124 mmol)S AMAal W2 &
nEetHA HIloll E822 108 S -10ColA t‘*go}o“l} CIZ220E 90 mLa 2- ZEE/\*“L'
-ERZ-5-0ISAI[1,2, 4]E [OFE2-[1,5-c]Ilel0lE 21 g(75 mmol )2 EMS HM=ESILD, 0THX W2t
AMI1, OIOIA H=2t EL' imi oA EOlot OE‘EP BIS2 5 WAl 6AI2F LHOI HPLC ‘=’/\*01| OIoH 2&XO
2 2AZoIACH. LM X*II_ =, LIS2220HE 2F 50 mLS ?ETErOH Ol MIHSID 2-Z2BE 50 mLE &
JlotQith. XtRole CEZZMHES SF0 Qo A2 2501 62 WXl 64CIF € MK MAHGED ZE
=25= 72 LHXI TACSLH, MAZ 2-Z2ots £S2{2lE 5THHA W2AI912, 308 &, dtotsct. =
HE DHE 50 mL HIESZ 23] MAESID Z2I] HAXZAIH ZHSIES 29.8 g(0I2X2 85%)=
=SoIQULCtH.

£ =2 HtY ScetA3 M HM=Est -10TC
ct

239 B S2H0l A E‘='§ E ol &

IZI0IE (2-22Z-6-HIS A3t ‘="—'1HI‘—'O}D|)

|’DZ
9ﬂru
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SUS MHSS MAN 49 N-(2-222-6-HSAIELHY)-S S-HEANLHMETO|D MES S5
S =02 AB5I0] SAE HAOR £S5IUCH. MHSO 9nl £2Z2 750l CI2R2MEO2 5|4
otD, 8UES -10CIHHK wwm OI0IA B 3-2220tE21LE0lE 9.3 g(50 mmol) ¥ TI2IEl 4.8
g(60 mmol)S W2t U MEHSIBIA EIIGIACH. 2-2RRAEU7-Z202-5-0SA[1,2.4]E20158
[1,5-c]-1I 201 €1 (91% #54 15.5 g, 50 mol)S 0 LK 2CIHXl W2AAII A HOISIACH BH2S 6Al
2b oHOfl B 98% =T HMBIE 2O 0% £BS 5l4Al =S50
SN0l 59 N-(2-222-6-HSASI2LHE)S-HESHLSP0lo YH2 ZBBS ASHO RAY
SACR SUR MHSS Z0RA +S5IUCH. 08% =5 MH29| 55% 288 £S51A0H
5101 BE2S N-(2-222-6-HSADIELHY)-S, S-CHELTO|S SR AFR5I01 MZEoHACH.
N-(-222-6-HEANELHY)-7.8-CI222[1,2,4]-E2/01E2[1,5-c]T2I0| L2~ Z0l0|=, o
DO ©F 854 +BR +SH;

H NMR[300MHz] (Ds—DMSO) ppm: 11.15(s,1H), 7.70(d,1H,J=8.0), 7.68(d,1H,J=7.8),

7.47(dd, 1H,J=8.0,7.8), 4.68(q,2H,J=7.0), 3.71(s,3H), 1.45(t,3H,J=7.0);
N-(2-2Z22-6-HEAIIEBLEHYE )-7T-EFL2-5-HEAI-[1,2,4]ECIOIEZ[1,5~c]Ll2l0|Y-2-& =00l &,
BHAR XD 70% =22 =SE,

1H NMR[300MHz] (Ds -DMSO) ppm: 11.1(s,1H), 7.70(d,1H,J=7.9), 7.68(d,1H,J=7.9), 7.46(t,1H,J=7.9),
7.36(s,1H), 4.23(s,3H), 3.67(s,3H).

N-(2-222-6-HSANSLHL)-8-222-5-01SA-7-2222([1,2,4]E2|0tZ 2 [1,5-¢] T/ 2|0 E1-2-&
ZOI0IS, 2/ A4 DXIL o 80% =82 ~SE;

'H NMR[300MHZ] (Ds-DMSO) ppm: 11.15(s, 1H), 7.71(d,1H,J=8.0), 7.70(d, 1H,J=7.9),

7.47(dd, H,J=8.0,7.9), 4.68(q,2H,J=7.1), 3.71(s,3H), 1.45(t,3H,J=7.1; &

N-(2-222-6-HISAIIELHE ) 7 222-5-0SAI[1,2,4]ECI0tZ2[1,5-c]Ll2I0IE-2-& Z0I01E, &
2 =AM DI 82% =82 =5

DH'I

H NMR[300MHz](Ds -OMSO) ppm: 11.0(s,1H), 7.79(s,1H), 7.71(d,1H,J=8.0), 7.68(dd,1H,J=7.9),
7.46(dd, 1H,J=8.0,7.9), 4.68(q,2H,J=7.1), 3.69(s,3H), 1.45(t,3H,J=7.1).

AAIN 11
0l8l=E &Z0I2 HME AEot= N-(2,6-CIZZZ2HE)-7-ER22-5-0SAlI-[1,2,4]ECIOtZSZ[1,5-
clmelflg-2-8Z0t01E2 M=y

CIZ2Z22HE & 110gs 2-2=z=2&8 X
mmo | 2 %’%o}“ M1 EXHZS 75% =& (&
cluleloje-2- °')EI/\*u}O|C 21.8 g, =
TIHX H2AI210 JIHMA &4 15,1
=2 73.0 g2 &Jlol &= 226t
El:;;[].”lil» BOHo D:iol-ol._ﬂ % \;V_cl
=250 *HI 01I OIoH M ABHRA LY.
0HE 28I =F0l 2ol HMHHCEH. o
=Bl OHZP. EIJEE[HIEF 68.2 g= LI0E &I
SO0HA MZotD 2 7CHA H2AIZLE.
ZI| B2+ H=2 Ec' wWEetHA HIISIS
OlOIE 19.4 g(160 mmol) 2 CIZ2ZR[0EH 32. o
CE2228d (AL IIH- °”I1I HEDPEJEHHI 242 st W8
S NBGHHEA EHIIGIHCOH. B2 S82S MAGl =9 2
O AF2tXI=XI0o CHoll DIM-¢A I20tEHIIO Clol 2AotACH. 4.5 Al2t
o2 glMold MAE £22lE oUstd DHE LotACH. OHE
SEES0 MEHelsotd ool 2ol Mel+st & 2-Z2 &= 13.2
Ol & =5tRALCE. Sl== DHE Z2otol 40CHA HXGHH 2
0l

2-5-0ISAI[1,2,4]ECIOtZEZ([1,5-c]-Tl2l0lE < 76
)2 HIA(5—01|§AI—7—%§—9§[1,2,4]EEIOP-’EE§[
CE2Z2ZME 190 g= ZE0ol0 M=xotl, ==

[l
7
& (i
!
to

m

El o @
Q

n—48 3

Mo — 2

0&

o

=

S

T

o

e

Rl

~

o1

HI

Om

K4

0z

S

el

8

O

T

S22 22.0 22 EGIUCH. T HOl SA
118.3 g2 Sl-AEI3 EE.;,*(Dean—Stark trap)% At
g2 CIZ2Z=2MIEt2 &Dlo
g2 CIZZZ2HIE=S /\}98
1.
2(1.

20
i

il
"O
o

et %av\a

o \J

S
HI 09 Iﬂ os] 2 mo

21 mmol)g =2 P TErE
3 g(94 mmol), LI:’E'
o

«Q

o &
=
N

H1 FA
_\\'j_
-
A
ne
ol
K
U
Mo Hu
o ©
o
o

|
I:
o
i

ol Lgﬂ
0x =
S o U

209

o T

Ol 2ol =&st dioll et 95% == &Z0H0IE M= 26.9 ¢
Ot 4.8 %It OIS0 AULCH.

AAIO 12
Olzl+&l S20l21 S0HE AEcot= N-(2,6-CI222HE)-7,8-0I222-[1,2,4]E2I0tE2[1,5-c] LI 2/0]

o
)

CIZZ220E 65 mL= CIHE &1t0 .6 mL(8 mmol)Q S8HE -20THHA W2AIIIDD OI0HA &4 0.4
g(6 mmol )2 MAlSl A2t L WBHEIHA 2Alol =2 -15T 0Olot2 SXotCH. 0lA 2,6-CIE=2
2 2|

20t<el 5.0 g(31 mmol) & F=el 6.3 g(49 mmol)2 ESE=2S W2t L wWLeIHA FHIIood &HZ0l2l
=0 éé‘%, OIgtEE 2,6-CLI2220tdel ¥ FA=2o E=E§2S g4s&itt. =222 0CHA U1
-222LETL-7,8-LIZ22[1,2,4]ECIOZEZ2([1,5~c]Olel0lE 45 mmol)S W2 Y WEtolEHAN &

=
10 9o 4 2

Jtot A Ch éé’%g ok ZOCJJPII HI 10 S 16AI2E SOt WBHSHACH. OlHM BIEE 50 mL SIS )

) 2 0
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"H NMR[300MHz] (D5 ~DMS0) ppm: 8.6(brs,1H), 7.44(d,2H,J=8.2), 7.32(dd,1H,J=8.2), 4.72(q.2H,J=7.1),
1.50(t,3H,J=7.1)
5ol stgiee =Y ol =il
N-(2,6-CI222HY )-7T-ER22-5-HISA
MOb 2 21% &8 ;

HH AH
==

HE AE3t0H SAGHA M=SHALCH
I[1,2,4]EcI0tE2-[1,5-c]Tl2l0lE-2-&E0t0I1E, 3

kK

1HNMR[SOOMHZ](DG -OMSO) ppm: 8.21(s,1H), 7.44(d,2H,J=8.3), 7.33(dd,1H,J=8.3), 6.98(d,1H,J=1.1),
4.28(s,3H):

N-(2,6-CIZZ22HY)

-8-2= LE-5-USAI[1,2,4]-EcIOtEZ2([1,5-c]Ll2l0lg-2-8Z0L0|E,
S/ DO o 85% ==

-7-E2
SECh
1H NMR[300MHz] (CDsCN) ppm: 7.45(d,2H,J=8.3), 7.34(dd,1H,J=8.3), 4.73(q,2H,J=7.1), 1.51(t,3H,J=7.1):

N-(2,6-CI2Z22HY)-7-S22-5-0ISAI[1,2,4]ECIOtEZ2[1,5-c]T2I0IE-2-E Z0t01=, Z|WM DF It
oF 0% =82 =SElh;

H NMR[300MHz](CD; CN) ppm: 8.29(brs,1H), 7.47(s,1H), 7.44(d,2H,J=8.2), 7.33(dd,1H,J=8.2),

4.70(qg,2H,J=7.1), 1.51(t,3H,J=7.1);
N-(2,6-CI222HE)-7-EF22-5-(1-HIE WS AI)[1,2,4] ECI0tZE2[1,5-c]UI2I0IE-2-EZ 00l =, &

= 2ZM DHIL & 7% =82 =SELH
' NMR[300MHz] (Ds-DMSO) ppm: 7.82(d,2H,J=8.2), 7.35(d,1H,J=8.2), 7.32(s,1H), 5.47(septet,1H,J=6.1),
1.46(d,6H,J=6.1); “c NMR[75.5MHz] (Ds ~OMSO) ppm: 165.9, 161.9(Jc¢=242.3), 157.1(Jc¢=15.2), 150.4,
148.6(Jc+=26.0), 135.9, 130.3, 128.7, 86.4(J.+=41.3), 76.6, 21.2
A A0 13

N-2-222HY-S S-CIHZLTO0IRS MEYY U 0/ SHRN ABS N-(2-222HY)-4-HLHHS
=0H0IS 9 MIZe

o -

4N

CIS2Z2 20 & 150 mL.E CIHE ZI0lE 12. A7 m EHZS -10CTHA d2tAIZ110 Ol0IA S
10.8 g(0.15 mol)S MAMSl W2t L WBIGIHA ZAGHH 25 -10C DIE”OE =XotALCH. ool 2-
22=20t<e 19.1 g(0.15 mo J .7 9(0.30 mol)S 2 2 WBIGHHM FOt
ot ZZ0I2 =0E S4Hstlt. £ US==UHE 200 mLE s|det = 2-2
Z20r<el 25.59(0.20 mol), F=¢&l HOZ 4- [HIE'U“I“/\*iL' :1§ P E 47.6
£ F9 2Z0X IJtEotn
|

9(0.25 mol)S W2H(-10T) L mMErBIIA EOIINCH, =2 o
Sy > ouM mA2S EIJEE[HIEP soo NS

[UIO
bl

r\)
e
O
F_,Q
S

SHACH FILd S22 LYSI0 Lol Ash MIHGID +SE 2U4

Of SHOIUCH MEE SUS IN 4 Ast4+2A8 200 iLE MEGID MESS CZZ20E 100LE

SIEZGIUCE. ZEE SII4S SHOIIUSHNA AXAID S50 SL0l oA SEoHUCH. &

N=E OPHIELIE% 175 ILE0 Sohotn 2 200 nLS MAIGI ZIIot0! MEFAIZICH &S DS
SI2WE2 MEGHD 2ot AEZAIH EHMSESSS WM DHRA 4.7 g

1HNMR[BOOMHZ](CDa CN) ppm: 9.93(s,1H), 7.60(d,2H,J=8.2), 7.37(d,1H,J=7.4), 7.33(d,2H,J=8.0),

7.24(m,2H), 7.16(ddd, 1H,J=7.8, 5.2, 3.7), 2.33(s,3H); e NMR[75.5MHz] (Ds—OMSO) ppm: 143.1, 137.5,
133.6, 130.1, 129.8, 129.5, 128.8, 127.6, 127.3, 126.9, 126.6, 20.9.

A0 14
HZ0I2 =0E AEE N-(2,6-LIZR22HE)-5-HE[1,2,4]ECIOtZE2[1,5-alLl2I0IE-2-4 Z0t0I1 =

o MZgd

CIZ2Z2=20& 70 mL.= CIME &ZO0IE 7.0 mL(0.096 mol)S EHS -10CTHX H2AIIID, & 5.5
0(0.078 mol)o MASl &2t & LWESIEA 2Atot 22 -10TC 0122z KXot 010, 2,6-
CIZ=2=0t<d 10.0 g(0.078 mol)S W2 % WHGHHA FHItotD 0lHAM A=e 50.0 g(0.39 mol)

Dot £20|2 =0E g4dstlt. %E‘% 317 g2 =& 105 9= LIZSZ =208 135 nLE 346t
Ol0iM 2,6-CIZR2=20t<@ 10.0 g(0.078 mol) D' -S4 IY-5-HE[1,2,4]ECI0tEZ[1,5-alTlal
Ol 0.095 molS 0COIA 2 & wBtotHA XUF tRCH., 20=2 =, F=2 8.4 g(0.065 mol)S wEHGt
HA Zototll Eg=S M = 20K JiEott. dd= Eg=S 6ol =284 92 24
DH ZHse =S =AHGAL. HAHS IN =d Fstea4h 150 L2 AIEGHD MEE EIZEEEHIEF
= ALE0ol0 Q—’T‘—%a Ch. ZEE KJII4S SA0AUSYUA AXZAII1D GL6o & 0SS

HAGHRCH. E40tOUIEsES OtMELIEE 50 nl2 FE6t0 018 M0 FIOSHACH. HtHs 2
otoll =;o} =S8 Al TZAISS 2 [N SHelsotbgT. DS U0l 2o =HotD AXAIHA
HHNstet2S +=Sotb. FI2 HMSgESsS WHAMZRH =Sotl. dMS, HHMSES 29.8

g(0IEXI2 87A, S WM DUZAN 2=S5HRUC.

~

W NMR[300MHz] (CDsCN) ppm: 7.71(d,2H,J=8.7), 7.53(d,2H,J=8.7), 7.33(tt,1H,J=8.5,6.1),
6.98(dd,2H, J=8.3,8.2).
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=

w0
£

N-(2-DISA-6-(ECIZER2ZMHE ) HE)-5-MSAI-7-2ER22[1,2, 4] ECI0tE2-

=
Z0t01=2 Mxgd
Al
=

Z Ag
5 -8
4 BB MEGID MAIN 32 B ANAS 20| MXE I22EHE
(ERIZ=22H)HE-S,S-CIHZLT0IRl % 10 molS SRo= =8
2-HI=AI-6-(ScI B2 @2 0=)0r=el 10.0 g(52 mmol), W2IE 4.6 g(58 mol) ¥ CIZ=ZHE
ILE S 222RLTL5HSA7-2292(1,2,4-E2/0152[1,5c]T2I0/€ 54 molg o
CHAM WPIGHEA oIZNO=2 FIIGIUCH. S22 UM LPGHAC, 20 D2IEg &l
CIE 6Nt S0 musioitl, ALES 2ol S0l oo HolsiD U Folel IS
0 nL SlAsit, ENos 00N oI5 51512, HIEFSS0 M2felsts
HEFZ2 NEGD AEBHACH S22 63% +2(14.9 Q)2H 2M DHZAH S35t

—
—_

ZoH ok 17 nLE N-(2-HISAl-
22 L2220 E 30 mL2 3
6 g(58
1,

ton

1HNMR[SOOMHZ](CDa CN) ppm: 8.06(s,1H), 7.47(dd,1H,J=8.5), 7.31(d,1H,J=8.1), 7.15(d,1H,J=8.4),
6.98(d, 1H,J=1.5), 4.73(q,2H,J=7.1), 3.27(s,3H), 1.52(t,3H,J=7.1).

A A0 16

3l ©HE Mot AA0 32 2Y AMAMe 201 MEE CSZ220E 82X &+ 18 s N-(2-222-

4-(1-HIE NS Al-3-T2lCIE-S,S-CIE L Z0IRl 2 10 mmol S BFOOPE EEES USZ2MHE 45 =2

S|A5tL, CIZ220E 19 nLs EolE 3-0t0l 2 S22-4-(1-HEHSAIT2IE 4.5 g(24 mmol), Il

2lel 3.2 g(41 mmol) ¥ 2-2=22EIZY-5-WSA-7-ERL=Z([1,2,4]-Ec|0t&EZ([1,5~clmel0lgg <

-10COHA &2t & _Jt'FéfE’*/H AEHOZ FHIMoIAL., =Sg8=S M wbtotAlt. Ol0A FE=E

S0l 2o %'O*o}oﬂ MAGHRCH.  OH HAES 111 OHMEUEE & HESS Soiotl I!_JHDP
L

oo ﬂl|0 ]

S MNA 0.5 N =4 gateAds FHIGHIJO. 0 DME HHI | o gl—rof D S 75z 23
NEStD AX5t0d BHSES 11.0 g(0I2X2 73%)2 MM DHZM =SoIACH. HEE £ U=
1.7 g(0 IEIIdI 11%)S ool 2ol =HA4CZRE =SotACH

d,1H,J=5.8), 7.41(s, 1), 7.11(d,1H,J=5.9),

W NMR[300MHz ] (CDsCN) ppm: 10.6(s, 1H), 8.16
1.45(t,34,J=7.0), 0.82(d,6H,J=6.0).

4.71(d, 1H,J=7.0), 4.56(septet,1H,J=6.0),
A0 17

SAg0I2 F0HE MESH N-(5-EZ22-2-T|2|0ICIE)4-HEHLE =001 =2 T2
2l HHE Mot AN 32 ZE ANAL 20l HMEE CIS220HE X 2 30 nLs N-5-E22-
2-LleltlE-S,S-CINE&LZ0I2 2 17 mmol S ERote E8== LUSZZ2ME 43 nLE &
2-0t0l=-5-E2210/2/¢ 10.0 g(58 mmol), HI2IEl 5,5 g(70 mmol) ¥ 4-HIEHAMETY SZ2t0/E 14.2
g(74 mmol)S -10COHA wEH & W21 S HENO=2 FHIIGHRALE. gt A 207

~ =

ZotALH, B/ HEZ0 ﬁ'%—oUﬂ SHEQACH.  FIto mele 1.6 g(20 mmol)S EHOtotD EE=SS

o SOt FXGIYULE. CISZ=Z0EH(25 mL)E #II6tH 2E DHE Sdlictn MEE SHS 0.1 N =4
ot 4t 150 L2 MIEGHRUCEH. */\*’_‘2 CS2Z2ZMELZ dx=£ot) e |FIIAS 40tIdUls
HUAM AZADILD SLUH 2o 2Lt ==otACH. M OX MAI2E OLMELIEE 175 nL2 2 H
HZHsctn MdE M DH(M 1 =S8 839 % M 2 =2 1.59)2 3=6t0 BHMSEES ==

SHACH(OIEXI 2 41%).

W NMR[300MHz] (Ds—OMSO) ppm: 11.26(s,1H), 8.26(d,1H,J=2.4), 7.87(dd, H,J=8.8, 2.4),

7.78(d,2H,J=8.2), 7.34(d,2H,J=8.1), 7.03(d,1H,J=8.8), 2.31(s,3H); e NMR[75.5MHz] (Ds -OMSO)  ppm:
150.4, 148.3, 143.4, 140.8, 137.2, 129.5, 127.0, 113.7, 113.2, 20.9.

A A0 18

HZ0l2l ZMHE A8 N-(2-HE-6-LUEZHE)-4-222-3-LIERHELE00IE] MESY

3l ©AHE Metotn AA0 39 2E AMAM 201 MEE CSZ220E 88X &+ 25 nLE N-(2-HIE-6-
LIEZHY)-S,s-Cl

HELE0l8 2f 22 molE Rols S22 UEZZ0IE 115 nL2 /4ot 2-0
g-6-LIE20tZ & 11.0g(72 mmol) F=el 15 g(120 mmol) % 4-SE2Z-F-LIEZHNLETY ZZ2I0/E
4 g(95 mmol)S -10COIA 2t & WEGIHHA HAEXO=Z "UPOFC’*EI 2g=3 20CJM| K A3Sl ote

0 M WetotICH. Telg FItel 6.0 (76 mmol)S S2 L0 EItotUCt. ZHAI &, OLMELIE
00 mLs EItot MdeE XS IN =4 etz MHGIRL. 843 EI%EE[HIEF 50 mL
ot OHMIELIEE 50 nL2 ==otqUltt. Z2g& A0 U S &0 A DJZE/\BIE(%&DP
&2 OtMIELIEE 50 mL2 23 HI 48, ZEE ]2 Zotol S0l 2o ==otALCH.
2E [xet 2-ZZEHESS0 Soliot] IN =d SateA o 200 mLE OISt HEEAIRACH. A
ME ODtol 2ol sl=6t, 2-Z2HSE ANIHGID AEAIH HHSEE 18.5 (012X 66%)2

NI
i =

-|>0_>L0_>LL_JHUHJEQE
Ko

Jnrin o

Qi
8
[wl

W NMR[300MHz] (CDsCN) ppm: 7.71(d,2H,J=8.7), 7.53(d,2H,J=8.7), 7.33(tt,1H,J=8.2, 6.1),
6.98(dd,2H, J=8.3,8.2).
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AAI0 19

£40/8 —’_EUH% ABE N-(4-E22-1-HE-5-TIIAEL)-5-MSA-7T-2ER22[1.2, 4] ECI0IE2-
[1,5-clml2lolg-2-8Z0t01E29 MEY

54 CHS M0 AAI THAMY 20 MEE CIS220E % o 28 flE N-(4-222-1-H2-5
D2tE2)-S,S-CIHZ 0|9 o 53 molS R ES22 -10CTHA H2AAIID 5-0101-4-222
“-HEZmetE 1.0 g(5.7 mmol), D2l 0.54 g(6.8 mmol), >-22E2ETL-5-HSA-7-B222-
[1,2,41-E2I0tE2[1,5-c]DI2I0IE! 11.8 mmol % CIZ22HE 5 nlS & -10CHA W2 U DEIGHHA

SENOZ HIIGHLI. =82S 22=0h F8 20 DA, EWats DAES 010l ol 3l
+510 Lol -I2EE2 MAGL AXAIID HASEE 57 08 WA DH2H SSHAL HS
=28 A2 4.6 g(0IZHl 26%)2 CIHE EZA0ISE0 2HGIHA +S5tD 010A 22 =I5t A
THE & AIZICH.

' NMR[300MHz] (CDsCN) ppm: 10.9(s,1H), 7.86(s,1H), 7.36(d,1H,J=0.72), 4.68(q,2H,J=7.1), 3.68(s,3H),
1.46(t,3H,J=7.1).

A A0 20
HZOI2 F0E A8 N-(2,6-LIZERRZHY)4-S22¢HH L
CIZ2Z=Z01E 70 nLE CIHE SMO0IE 7.0 mL(96 mmol)Sl SH

Ot0l=2l MY

S22 HtY SA3IS0 MZEok -10

CTHX H2EAIRACH. JIMA @4(5.5 g, 78 mmol)E W2+ & ot A A FEE Soff SaA39
SJ1 S2H0 EJlotATH.  EAl =, 2,6-LIZ2 =20t E 10.0 g(78 mmol) % OIGHAM =2 50 (390
mmol)o 2t 2 wbtotE A FOtott. =S& 8= 317 g8 109 g =Fegs USZ2208 115 L2
5|45t 2,6-CIER22Z0tE el 13.5 g(105 mmol) ¥ OIHA 4-S22HIB LY 2=22401= 27.3 (125
mmol)S O0TOIA &2t L WBIGIHHAM FHOIGIRO. E&E82 1A S X2 We6tn, =t 8.4

S2SA JrE6td 2 WerstRcH.  OtMEL

g(65 mmol)ol A=gS "47}0}7, Ol0IAM Eg=Es =H

EdE HJlotd EMote LME EolAl2IL M8 = CZ MAEGAL. =4

a2 CISZ2ME 70 mL & OtMIELIEE 50 Lo SEE=2 %“—%6}?‘1[}. FI1aS ZEotl OHNEUE

g 75 m2 EI*JG}_’ 2t fJHI%é*OH/H AXZAZICHEADIOUISES OLMELIEE 25 mL2 23 MAEE).

ZeE RIISS SZ0 Sloi 2ot sFAIAC. X HA=SS 90% =4 HESSH Soictl]

300 mL.s &2 tﬁfO# ME2S FEAMAUCH. DHE M0l 2o =15t 22 NS HEZAIH =AM
&= 30.5 g= &2 ZM UM=M +=SotAl. ZHeE=E FIt2 4.0 g5 HIUK22FH +S0ot%d
& 34.5 gOIACH(OIEXI2| 87%).

Hﬂmm

W NMR[300MHz] (CDsCN) ppm: 7.71(d,2H,J=8.7), 7.53(d,2H,J=8.7), 7.33(tt,1H,J=8.5,6.1Hz),
6.98(dd,2H, J=8.3,8.2).

(57) &79 &5

=R
BlJ1 Eteral 19 XIEE N-OIRLEROID B8t
statal |

R

7/

AR'2

a) otJ| statal jo X&E HE &I

b) atJ1 at&tal jjol X&E 3-meltld &1 &

c) StLt 0l&tel Cl, Br |, £= CF2 MHHEZ 5t 0CHs £= CH3Jl2t &M 1-IXI0A C-Cs 2
JlZ2 XlgtE 3-, 4- L= 5-UIctEE 2R d=HE S MI[0IC
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toh
o
>

J A
D B
S
T L
N
M
I AMOA,

A= F, Cl, Br, N0, CN, C~C4 ER22Z2Z, C0,(C~Cs ZZ), CONH(Ci-C, ZZ&), CON(Ci~C,4 ZZ),,
S0,(Ci—Cy &), £= S0,(C-C, ER2222)011

B= C-C, €2, I, Br, 0(Ci—C, &2), 0(CiCs ER2222), S(C-C, £2), S(CC, ER2Z22Y),
2 Cl, Br, CN, CFs, NO;, ¥ CH:2 OIR0IA ZLZRFH M= 1 WX 32 XI&
HE 22t d8AHC=Z 2= HY, HsAl, £= HEEIL0 L

= £= CH0lL1, & ofLt ol&f2l D & J= HOlLL

—C, &2, G-C, ER2222Z, 0(CC4 Z2), 0(C-C, ER222Y),

=k (Cs—Cy4 %*9““'), 0(Cs-C4 IIE), S(C-Cs 2Z), S(C-C, EF22LH), S0:(C—C,4
C—C, E22=2<Z), F, Cl, Br, I, CN, N0z, GeHs, C0(Ci—C, &), C0.(CsC, ZAHYE),
| Ci—Cy £A),, &= CONH(Ci-C, £A)0I2, & L & MB otLt OloksE HOl2

,_
o
=
o 10
J
S|
Jn
. u
hal
|0
o <
I
(e}

T= H, F, CI, Br, I, CHs, &= CF30ICt.

g 2

1Bl QAOTA,

R% ROl 22 BiES 38 S,
8 3

A1l A0,

AR'Ol XIBE HY &J10/2 A= F, Cl, Br, CFs, NO,, £ COCH;012; BE F, CI, Br, CHy, OCH;0l2
= HEE CHOID; JE HY 88t S,

378 4

1Bl AOTA,

AR'OI TOF HOID a) M2 Cl, Br, €& CF012 L2 0(C-Cs 2Z) £ 0(C
LS CC, ZZOIALE, £ c) NS HOID LS HSAIDI2EOl XSS I
A% 5

10l A0,

AR'Ol 1-HE-4-22-3-T2t5Y, 1-HYL-4-8 2=y,

HSA = 22)-4-02S22 020X ZO29H M8 X8 IetE &9 o
78 6

A 3 B0l AOIA,

S.S-CIME-N-(2,6-CI222-3-HEHY)E20/0!, S,S-CIHE-N-(2,6-01222HL) Lo, S,S-CIof
SN-(2,6-CIB2Q2HY)ETO0IY, L S,SCIHEN-(2-HEAINSL-6-222HL)LL0[DIE 3iLiol

see.

¥8 7
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5101 Bl8tAl |19 XY 220|C FESS LEE 32 012 @I L FIF S04 51D EAL <
N-OIZ A ZO0|Ql 31129 ZMot0l ol ratAl [112] 08l SB2D ZBAIIIE BISS Zatcts, ot
si5tAl VOl N-OIZOIZ A Z0I0IE BHE 20l HMEY
Sl&tAl |
R
v
AR' —N =5
Rl
CE T
Q-S0.Cl
siatal |1
AR-NH,
sHaHAL |V
Q-SONH-AR
ADI ALl A
QL ARS 22 SYXOZ YHS 5l0|S2IY F= UHE GIHZ A2 &I/0/D

R'2 R, BIE, £= HE0lD
R RZ2 M BHEZNEOI

N-OIEZZ0I8 &2 AR'0l 012! 3t E8E AR SLSIES HdEiE 2y,

N-OIZEZZ0IC =01 M 1 & WX M 6 &5 o= & &0l 2= stefsel gy,

#3810

Ml 8 &l AAHA,

AROl 2,6-LIZZ2=2-3-HEHE, 2,6-LIZ2XHE, 2,6-LIEFZMHE A 2-HSAIIIEE-6-2 22 ML
SRH d8E HE.

R N

M8 gol AN A,

b XI8E WY, X meldd, XeeE [1,2,4]Ee0t&52(1,5-c]Tl2l0lg-2-
OtE=2[1,5-aluleldlg-2-2, £= X&& [1,2,4]EC/0tE2([1,5-alllelel-2-g JJIJ ===

P& 12
M1 ol JA0A,

XI2HMoL F, Cl, Br, I, NOp, CN, 0(CsCs ZAHE), L= 0(CCs IIE); CCs 2Z, 0(CC, 22),
N(Ci—C4 &)z, S(Ci-Cs 2Z), S0(Ci-C4 Z), C0(Ci—C, 2Z), CONH(Ci-C, 2Z), E£= CON(C-C4 &
) (2o 222 EAZ HEFNO=R 19| WX 25l XIS=CH; ¥ HY £= H=sA(22 F, Cl, Br
CN, CF3, NO, ¥ CH:2 OIRO0X Zo2RH SHEE 1 WA 3 XSHE de8Moz =02 FH &
EHE| =1 3=}

78 13

7 20l AAHA,

HZY 2=2201E S0l 2-S22EZL-5-MSA-7-S222[1,2,4]ERI0tE2[1,5-clUlcl0lg, 2-

222 uTU-5HEA8-ER02(1,2,41ER0HE2(1,50]H20/Y, 22224 T U5 HSA-7-H €
[1,2,4]E2/0iZ2[1,5-c]-T 20l €,
-2ERHRY-5-NSA-7-HE[1,2,.4|E2/0tE52-[1,5-¢]T/2/0/€, 2—:§§ ZU-5-01€(1,2,4]E2]
OtE2-[1,5-alll210IE8l, 2-2228TE-57-LIHSAI[1,2,4]-E2I0tE2[1.5-a]ml2I0IEl, 2-
2-5,7-CIE[1,2,4]-E2I0tE2[1.5-a] W2I0IE), 2-2R24T -5 NIEAI 7-ME(1,2,4]S2001E 2

ﬂJLU
Hu!
HU
x|
=
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