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X 24, BlC=4 T= 220/
7= 2omoz o AXMA XSHS DS HASHE RI E= DI ASHOIN;

k, m % nS SFHOZ 0 £= 1 U

R, Re, Rs 2 ReS SUBHLE 40I6H0, R T= RI| XESHES LIEHACH

GHA

J|=E0F

2 2o y-0l0l - PEIZAHGABA) +SH0l MSXNO2 2E5= AFE S8 LISIHSEA0ISO 25
20ICH  E3H, 2 2P 0[YE FES LEGlE UMEE ZNS0| 2E A0ICH FIE, =2 2y
S EotE, 0= U SR, Y WXCOME ElY 2429 RHUESES XZBsD, UHES STAII
= O AFZSlE Ol218 SHE29 S=0l 28 H0IT

HZ =

y-OlOI=2EI2A2 I S22 HUA =28 AN Ool0l=d MLESEO| otLE WAHXCH. SolA oA
O ZMot == X 308 OlAl0] ZUSMCHELD =28 Roberts & Frankel, J. Biol. Chem 187: 55-63:
Udenfriend, j.Biol. Chem. 187: 65-69, 1950]. 11 &E&2H, s, 0=, 20t= U OIX] Z0HUHIA
GABAZS ZEAIZ1D| <8t 2 L0 JI20M LCHELD =28 Tallman and Gallager. Ann. Rev.

X

Netroscience 8: 21-44, 1985]. HI=E ZYoIAl (X2, TR SE2 LUl ST SH SEE GABAJL Tl Al
HAO| oF 30%= AXloles Loz LAFLCH. o HERS AHNA, GABAS =2 Y w2l 2 U
1, SX F IAMAMEH, GABAE O 2! SAIERQ 23 QUL GABAE ME SH € AF ¢ 5 25
O XISt HHE (OS2 GABA =2 Z 22 )2 =82 Soll MKl U2 855 AFSHCH. GABA
Ol THEH SAIYEA HIS2 BIE A= OLIXIZE dEtdog HEZo NE =228 |REote g2 MZUAR
H3IE Soll ZHECH. 229 HFPE SAIYA GABA BH21} 2t E iAol =252 0| GABAON CHE &
ARHA BISE HBAZY = e RXIHOZ AN 8l E2 JEHESEQ =R 5 2AYZ2 UEHUHA
Ch. ASXE 20 T2, ol2st e 85 YHRA(XYE, 80 25 L MY, = 2HE, 22
& 9 Z20E)E REE £ UL

1,4-HECIOLHIE 2 MHAONA It SH AISE 425 otUZ NHH2Z 0|8T 0 CH.  AIS2 #HE
CIOIHIEZ =2 HZCOIMECZ= Z2=2CI0HMZEAS, COtHE, EI2tHE 2L EctEE0l UCH
0leist stet=22 =0 2A3H, AFM-2HH, =28 23H L MNBHNEA EH 018, Z2 0lHES
SIE=E2 MR 85 Us Y20ICH: 0lst &2 &5 220t HEH +2H0 ol =2 g L
E0/d2 &2 UEHHHCH., =J(9 MI|M2|d de BMIEACIOINES =2 20| GABAY X< St
A2 UIEHLHRACH, HIXCIOIMIEI2 SHUAHA S22 BIAIEE =, GABA =& A2l AAIYA ANE =
JbAIR £ QUU[ED 28: Schmid et al., 1967, Arch. Exp. Path. Pharmakol. 258: 69-82]. 11 %9

PE MI|Me|st AR[ED 28 Tallman et al. 1980, Science 207: 274-81, Haefley et al., 1981,
Handb. Expt!. Pharmacol. 33: 95-102]= LUBMOZ 0|HE HF ZUE EHSoH=0, 197089 =LA,
I Me|& XSS HCIOIME Ol GABASl =2 TIAZ £ ULl Ao detdoz o/AHAZ 20| MLt

BIZCIOLMIZION CHEE '+=&XM'2 ZAGtD, 1O & GABARH HIZCIOLHME A0S &S H
el A, &0l ABHZSEAE s HACLONES HEHOZ SRt 4SsHE2 LPH2Z 0|2
O HE HEAIZID & GABA AtHIC &&E =3 20/t HAPMO., 229 HEE H= Id=z2 &
SO HEit 238E = AL

Oledst ASXES JIHAE E42o HIPe 2A(=2H )0 Z&ote D&SE HACIOMHES SHH o=
OlRLCE. 0Olefst =2Mes HSLMSNOZ ZZHFREO HE 22 A2 2E HES22 ONSOH &
SHOH &) &8 Squires & Braestrup 1977, Nature 166: 732-34, Mohler & Okada, 1977, Science 198:
854-51, Mohler & Okada, 1977, Br. J. Psychiatry 133: 261-68]. &t==A3st= CIOMAHIE L CI2sH O
2 322 022 M, BIZCIOINE Zg 2D Ast™ Lo U2 JIFES SESAIIH; AR
L 280N Ol B/I22 Z&2 &56t0, J1g9H0I0, 2 S01=01LD, ESAZE = US0| L5
AL, H= ESRotHe, HIZCONE &2 MXIF fe 22 S22 ds AMENAM CIOtNES 0242
28 PRZ2H XI2AI210] fst HICIOtMES S0 ESAM0I0 IR =28 AS2HE LIEHYC
[0 &8: Braestrup & Squires 1978, Br. J. Psychiatry 133: 249-60, Mohler & Okada, 1977,
Science 198: 854-51, Mohler & Okada, 1977, Br. J. Psychiatry 133: 261-68]. A OUIA Ol2E &2
O BR XE SH2 st =8 ssdt 2 UCHELD 28 Tallman et al. 1980, Science 207: 274-
281].

1978401, GABA & ZHEE SEXM= GABA ZE 29101 2 &= t)2 4SHS 6tod, HECIOLME
0 E2UHEo 2Ze R0 Zgots Hs S US0l HEGHMCHED 28 Tallman et
al. 1978, Nature, 274: 383-85]. Ol2{8t ZJt= GAB S
?1o dete SIt0l Jlelet ROICH. &) OIOIEE G IOtHIE 9 = 2
S LRZAN Yo L=AHSGHH BEIAHA US 2 HAEACH. &
oA, ZDXI2 50% MK CIOHHE 288 SIHAZIle s8 % & U222 GABA 2
Il Aet sE2 MNEHoe AdE o+ UL, GABA SZHO0I st #ACOtHeE 2

S ZEH (:) HIR2e0l 2o XeeEc: HoLgENM(-) HR2e=2 € &
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Tallman et al., 1978, Nature, 274: 383-85].

HIACIOLHI O TSt =2 FgEo ZE R/E LAHS =, EIOIE2 0280l =2 024 L= Ul
HEIE SS4N LJE SAIOR Lo 2 AANA BHIXECIOINE =2HQ ASTRE 4 UASsS <A
SIALCH. Olddst ARUAM, 1 BC AYs6l &2 & H==(Hill coefficients)It CHEIIZ, aH0ta 871 ¥
HEHE Eetst e o AWM ZECUCH. ALUA, ECIOFELIORE 19 & HE=2 HIEC|Iof
ME 229 ASKE olUACHE D 28 Squires et al., 1979, Pharma. Biochem. Behav. 10: 825-30,
Klepner et al. 1979, Pharmacol. Biochem. Behav. 11: 457-62]. (2tA, CH=2l BIZCIOME =2 O}

Uizl mi&, oiitet 871, dHM0l EMotes X222 WALH, ALMHANE GAEKXN E=C.

Oledst H3E JIx=Z ot¢, 28RS =X NSLAIEAR 2H ARIL 28 S0|E =T0AN =3
ACH. z=2H O0I2AH0|l LSUXHED 28 : Young & Kuha 1980, J.Pharmacol. Exp. Ther. 212:
337-46, Young et al., 1981 J. Pharmacol Exp. ther 216: 425-430, Niehoff et al. 1982, J. Pharmacol.
Exp. Ther. 221: 670-75], =EX &t EIL AR AW 23S HE A0|Q SH=st AsHAQ Of

© 2 TJ| HP0AM EHHEX LUACH.  E£&H, otLe X0 28 HIRZLH HAZHDE AWM,
NSUAMCAAME2 =212 01248S UEHHJUCHE D 28 : Niehoff et al., 1982, J. Pharmacol. Exp.

Ther. 221: 670-75].

HIZCIOIMEl 222 S JHol HeHst 5t Bt Uist 22 S0142 A0S st 2218 |2le A0
JI2E oHE It Z2HIA(Sieghart & Karobath)Ol 28t 28 (Nature 286: 285-8, 1980) 0l 2loil LS E AL,
COAEM LHESS =M oo & MIIYss 0l=stod, HICIoHME Ol 2Ho 2XY =X

=

nem

I:H = =< —
EZMMIL EDEJACH. &I =SHd= LAls EZIULELME, 2RE =X EHYS ZRI2Z 2tH(labe
NAIZI= BXRCIOHHIES 25 Zeol 2o =l ACEH. tEl =8 BE= 50,000 LHAI 53,000,

b
55,000 & 57,0009 =2XS JIXMH, ECIOEZ202ICES 242 O =2 2X& SEH(53,000, 55,000,
57,000)9 cteizle AMAIZICHED 28 : Seighart et al. 1983, Eur. J. Pharmacol. 88: 291-99].
O A0, G2 =ZHMe "HJt '0l448H' £= +=8H2 U2 g |84 HEE UEHO=
JbsA0l MIIEJACH Z D 28 Tallman & Gallager 1985, Ann. Rev. Neurosci. 8. 21-44]. SA0F &

BIXO|Jl= otX2H, =2 |RAESHOZ HIHQ SEj= Loz HYGX| LU LI E3F
BAls =28 & MIIEES J&2 0|30t =8BHME ARSI AIEE M, 0IA+2HMIF A&l Hal &
B Holol ARUA SRE o2 A THEE A0 Hel =HAMCEH

GABA =2 AESYE A S2 L A2 cONA CHOIEZCI2EH S22 YolJC[& 1D 28 : Schoenfield
et al., 1988; Duman et al., 1989]. ZIH2 =2 cONAE 224 L ZUS0H 28 GABA £=2H =2&=°
NESUWOZ A SOILUCH. 01S2 a, B, ¥, &, e2F =2FCMH, GBA +=2H 0124 &L EK9
HAX okst( [fst 2XF |elS MZ28HCH(Shivvers et al., 1980; Levitan et al., 1989). y ABSY
2 HXCIOIHE L 22 =S olE8ol, GABA BtES HEAI2ICHPritchett et al., 1989). 2I2t=9
GABA =EXMZ2 ZEUHAN ¥ & AH=2 &=Me 4sd 2350 S0/ otF Etge |RUst 22
LIEFHCH

GABA =E M2 ASEEZ0tzs Y=2 0/=2 s et 4sty &40 AHEHS JHE = U, E
S0, HIE-IIZERI2 0|9 S0 JIZE SO H222 Sel=ol, CIOtHES He 229 0|9
AHets FMNOZ AMAIZCH(Nielsen et al., 1979, Life Sci. 25:679-86). =+=2H Z& =242 0l
st SE2e M=2sA 40 ol ez oAt s HS otLICH SsH, B2 &sH, d9gsH ¢
28 He ZEg2 AMAZ = ULt HE-It2=28l ROt sSHE E2, %2 SEMY 40l
JtSStH, Olelst steE2s HEX2Z AlEote A0l Jtsotth. HE-II2=28l0] CIOtHEel s &
2MOZ ZstAZ £ Jlhs 2101 2 AXNCJCHED S8 Tenen & Hirsch. 1980. Nature 288: 609-
10] oleist 2&0l Gold, HEt-II22e2 HXCIOtHES N8 E41 BtHEE 018 [RIe 1R
EM2 Z=Ch 022 9 &sHE SXIHN UCEH.

LS, HACIOMME +=2H2 2 U2 S0/d 28He 022 s8l g2atd 2Ee o, #H=CIoHAl
o] Zet2 AMAIZCH JIE HES 0l S22 0I0ICHECIOMMIE Ol JUCHELD 28 Hunkeler
et al., 1981, Nature 290: 514-516]. Ol2ist St HICIOLHME 2L HIEI-II2282 Z2E9 =2 &
SIEE ZHe= ™I AXNHMOICH. H=E2=Z 0lH2 S2 L MEEUHA H2 0R9 «A4sA 242 2=
CHED 28: Hunkeler et al., 1981, Nature 290: 514-16; Darragh et al., 1983, Eur. J. Clin.
Pharmacol. 14: 569-70]. OIS &= YAId Hel=g SHHEDF dA3xE HAL[ED 28 Mohler &

Richards, 1981, Nature 294; 763-65], 0l2igt &S0l SLUS £29 HZCIOIME & HIE-IIZERISZ
N2 222 ASXHESIH, 0/24st SE=22 ASHES2 SN0l FMANA2 ASCH/JCH. 0lHE FES
2 GABA =20l ZEAIIID s A 2|2t=0|0{, 1 Olges &) IES0l =X otF B S0l
A2 XX LM, =2 222 AHE =FH5HI| W20ICH

AJ|2 RAEE S22l OtF CHYE stef22 ASEE HI2= 0/HE 282 2FRE RToUCH
S, HIZCIOINE D SAIS 842 2= 0/28 JE=S2 asHEAH E2itt.  BHECIOHHE N BHah gl
= 2HE A= EE2 I EsSHI2 220, 4 JHe £ EFE Itdle g2 ZEH=EA o
SEACH. 014 e 2FRIF LL LN, 0tF CI2Ls SE=0| A& &5 HIAE R = Ules AHAS
2o, SE=0] S8t =EMUHAMN A4SEHE ol Bl &§s2 S8 + US2 LEUDH, 289
&2 = HE-IIZ2=28 & 2EHI SLOHK LSS LIEHHACH

BHIZCIOLNIE +=Z2M2 A4SEEd= Set=2 USA U g S50 Heh M3stE A& 2 GABA AlAE
nel M=EHZZES 2G| /ol HSE 0. GABAZ Qs HIRCIONMIESl ®SIE FSIHE LEtesE #lEC)
OFMIEI DF BHHZ[& 1D 28 : Tallman et al., 1978, Nature 274:383-85, Tallman et al., 1980. Science
207: 274-81], 2&H SH2 2= SISES2 H2 GABA 01S(=, GABAZ Q18 £=2H =9 BighS
LHEHHOI[& DD 28 : Mohler & Richard 1981, Nature 294: 763-65], € SS5He= A HMZ GABAZ QI8+ &
Sle 2AE UEIHCHE D 28 Braestrup & Nielson 1981, Nature 194: 472-474]. [(ekAl, GABA Ol
=2 UBNOZ SES9 JitHs &2 EH42 WSS

28-3
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CHesh 518201 HMACIOHME SSH L 2SH2M MXECACH. S so, 012 =5 H
3,455,9435, Ml 4,435,403 S, M 4,596,808 &, M 4,623,649 & 2 M 4,719,210 &, =2 E35| H OE
3,246,932 3 2 2F(Lj eblgs Ann. Chem. 1986, 1749)0il= 2= WXCIOIME SSH U sty 2 2
HE SHEAENY Y EFAANA A SE20 M UL
0= S35 M 3,455,943 S0ll= &tD| 3t8talol 5182 2 019 HISA & 21 0| JIHE O QUACH:
Ry x
\
Ry

APl AOIA,
RS 4 L M2 L2AI12 R4S DJ|0IH;
Ro= 24 L M3 L2AIZ2 R4S JI0I0;
Re= =4 2 M2 22z A J|0|D

NH N\ N

Y g @ \(

Xe AR EE | A% wd 9 AF LA 2 M= 2o H MEiE 20 2020l
0= S35 M 4,435,403 & 2 =2 S35 X DE 3,246,932 59 22 2 &1 280l= &t 24 X
A2 8R0t= FAES20 M ULCH

A—'\

N

N o]

\

H
A AL A

Ctekst QIE-3-2t2E=AI0I0IEDF Zei 280 JIMEIAH JUCH.  oIE =0, 28[J. Org. Chem., 42:
1883-1885(1977)10il= GtJ1 at&HAlo) SE S0l IO UL
o]
0 H
v L
Ul 7 )®
| cl .I" er

otJl stetE2 28 [J. Heterocyli Chem., 14: 519-520(1997) 101l JITHEI O QUCH.

:

Ol248t QIS-3-Jl2=A0IEE QIE D2l 4 AXNA SAl NS ZEOK L=Ch

@0l @of

= UHe GABA 28 29 =, WECIOKE +8HS ASXBsts MRS 601 ststAl (1)9 seres
HIBEHCH,
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= Yoo Al (])9 FE2S EEE OF THSS MDE0 EE, 2 UHS 20X ANS
o IWR MECOME %S0 BOESRZE0 MG U 20 2=+, Jlo SHAN SE& eSS
HZECh, Metd, 2 2oio] 2welsh RR0s 50| 318tAl ([)9 3182 T= S ENOZ 524
S 0lso HISA ol st 240/Ct
EEY
G

Al AOIA

/Q’[‘A}*\w z

X 1
o= = UEWD,
Q= HIY, 2- = 3-El)lY, L= 2-, 3- £= 4-TI2I20IMH, 0l 25= oIEEAN &= =202 ¢
X T 0XBE & UOH;
TS 22, A4 FCE=A, Of0lh = BFAZIL 1 WX 60 XA T =40 HZ LBA0IN;
W= &b, B4 &8 L= CRR0I0;
R, & Rg= 2ot HUL AO0lo

= &2, olES4 L= BaIt 1 WX 62 X L= FHe Ns 22010

Z= SIESA, B0t 1 WX 604 &AM L= SMO M5 L2Al, &2It 3 WA 7JH &M E=
EMO AIS222 L2, 00, 2 = CLZO0I=(HII0A, 229 222 SYHCE Eth
Jb 1 WA 6IHR MM = FMe Mg LO0IAHL EA=IF 3 WA 7IH &AM = S AS=222
), L= NRCORp (OIDI0IA, Ry & R SLotAHLE &0I6HH, =4 £&= EAIE 1 WX 6420 A=A
C= EMY Mz LZOIALE EbA=It 3 WX 7JHQ A L= SO AIS222L)0IAL

ZE LAH2Z WE Soted Qo HZE01, 1 WAl 6% 1elE E-otH:

S SYNOo=2 44 2RI L EALIL | YK 6O MY E= =
Mol W2 L2 oMoz xBE BA ALS UEWOI(0II0A, kE 0, 1, 2 €= 300 nE 0,
I, 2 €= 3012 n2 0, 1, 2 £= 32);
R, Ru, Rs 2 Re2 SYBIILE M0IBHH, 44, BA2I 1 WX 60el XM = =49 W2 2,
~CORy; E= ~COR (OIDI0IA, Ry EFASIE 1 LAXI 60l M4h E= SMO HZ 22 E= BA4D} 3
LHXI 79HQ! = = ZMOl AI22L2Y), E= COMGR(CIINA, Ry L RS SEXOE 42, &
A40b 1 WK 6OHO! M E& =40 HZ LB, ELASIE 3 K 7HO HN T= =i A2,
He, 2-, 3 £ 4T220HUL, MRS 2222/, IHICOY, IS0 = 22 DHEHK
dol SlHED20IS HE)ZREH AL
Re-Re2 EFA4DH 3 LIXI 7O D2l 222 &M S48
Re-Re2 ErAZDF 3 KX 70Hl D2l 222 &N HA&GHH; GIIMA, R, Ry, Ry T Re XIH E= 0
Sol A2S s 2240 YU SPHO2R FHSEA, TE Do Fe CLAO0ILR IS %
ASD{, AJ| CIZAOMIEN, 24240 2US SUHO2 EALIE | LA 642 Xy T= =40 X
o2l L= BASIN 3 LK 7IHY R E= S0l AIBELV0ICH
0243t SHEI22 GABA & SEHOI 48 DI H2Xol SSH, 2 F= o S5H, E= GBA & &
SHO e SSH, 2SN E= % SSHO Z2fS0I0. SBO®, = $HO FHEBO| GABA &
+8HO 25 M4SHBY A2, 01S2 SUs M2SH NS UEHHK 2=Ch Oetd, o248 &8
22 20IE, $UE o ZLR, WILIOKE %20 WCHESS FMEGIL 6B, J122 a0
REGIL. KIS S0f, 028 SI8r2S WXCIONES 2SS WXCIONE +8H9 IV 28
StOf BIECIOHHIEY %20 HH=SS XIots O S & AT
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Rs & Re2 &DI0I B2E diet &0,
Rs & Re2 &JI0I 2= et 2.
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FAL X
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2 L= 30104,

H= et 1,
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G X

1 WX 32 d==0ILCt.
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XIZHMOICH. 3Stetal (B)2 Sol HIEAE 6 XIE#HME= et 1 E£= 2010, Ri= =2
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SISIA (C)2) G BB XE G USHE AOF £, 8 = 000G RJF 20 NSHE Zgen
318ral (C)9 S5l HIEE G RSHE edt 2010; RS 44 E= HEOID: R 440 XSS =8
BHCH
T CHE HIZES G XNSHEES 6101 at8tAl (0)Jt ULk
84 D

Y (CHde_ R,

|

X Fe
A1 AOlIA
Re= ==&, €2 E= G /AZ222Z0IH;
RS 4, 22 E= OHA0IH;
Y= =2 E£= 220/2
e= 1 LHXI 39 F20ICH
3t5tAl (D)o OIS HIRINE G XSHZE m s EE ERQRO0IN; e= 1 £ 200 XS UL
sistal (D)o Sol HIZASE G NBHEE YIb 24 E= %égaom eE 1 = 2010 R,E 22,
Co22 FE AS2IL2TO0ID; RE =4, NE £ 010 X8I AL
ECHE HIEEE G IBHMEE oI a8l (E)JF UG
Al E

igel

X z
&0 AUIA, Z= &, B = HE-OIN, m2 1 £= 20IC
sttal (E)O S5l BHEESH G XBHE 20t AIA0IH, n2 1 €= 200 XSHMIF ACH  sH8tal (E)2 S
5l Hher = st b ULk

3l
CtE G XIgMZ2E= 20t 24010, m0l 1 E£&= 220 XA
A
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—N N—R

./
a2 (CIJI0IlA, RE &HD101 EelE diet 20l A&

o SHEY REdES otJl2 GABA =EX 2& 24 =40 2o LIEHHACE.
El

242 E0tA & €0 (Thomas and Tallman)2 £8[J. Bio. Chem 156:9838-9842, J.Neurosci. 3:433-
440, 1983]01 &Y= HiQ 20| SHGICH. F QAU XXS EHIW6tD, 25 20l(w/v)el 0.05M EglA
HCI 2= (4TUHA pH 7.4)2 ZESIAIZCH. Z& &3 HE 20 SO 20,000 x g2 H2H(4T)otol
AN A ZClotl. AFMZ Oz, HIAZ sS2U° 2SHME MAFESHAIIILD, 20,000 x g& CHAl &
A22IotYLH. AFEMZ (21, WS -20CHAMN M Z2YAIZCH. O F, 23z HYAILD, 25 2
T(HS2 wt/vol)l 2FHME MZESAIZILD, &) WEES T Y PH=E0IQACH. A BAS XSHo=2
50 20/(0.05 M E2IA HCI 2= X (40COHIM pH 7.4)2 w/vol )0l THE EFAIZLE.

oIFHOoI&AES 100mlel =& ZES M, 100mlo YAt2|Z2tE 0.5nM(H—RO15—1788[3H—%$EFHIé‘] E3 &4
80 Ci/mmol), %2 L= MAE, ¥ =& 2UE 500mE LF)| Ast 2FHE &S26C. 4TOUHA 30 2
SOt OIFHIOIES +85t], GFB O DJIE Soll AlSolH ofutstod, Rel & 2§ 2l2t=E 2elotCt.
ZEHE 22 MZEE 0.05M EclA HCI 2FHM(4TOHA pH7.4)2 & B AI=GD, HHAH MEHOI&EAH S

Jl2 Al+=otCH.  1.0mM CIOtHIES 22 J=20 &Jlotol, 8150 22 SEotACt. CI0IEE Al
B =dolo 221, & S0/ Zg2 d7 & AN »E HoAgU. & S01H 28 = & HIS0/H &
8. U F=R0=, HIEXNE A429 22 BHAIIIL, ZEY & 0ls FHS +#AIZC. COIHE
Ki's2 MEAIZCH 2 2ol a2 et ZnE & (2)0 JIMatACTH

[Z 2]
SistE s Ki (nM)
1 90
2 29
3 49
4 0.24
5 9
6 9
7 30
8 27
9 1.3
10 37
11 7
12 5
13 24
14 3
15 12
SstAl (1)9 SIEtE2S SAXE AHESHOZ FEHeE HISH X, EX% L H|oIE2 gRotes
2 o9 HEOR £9 Tt 220 98 AN, LA, YFPH T= NZYE SolErAL. =0
MEE HIERE0Ict= E0He Lot =AH, YU, 2UW, SSWH FAF £= = Jl=2 ZEst. &
g, SIEAl ()9 slgtE ¥ ANESECoZ SlEHe SHE ELEols AMNEE HES MI8CH.  ofut
Ol &9 gt&tAl (| )9 SIEt=22 ofLt OIS ANsIEo=z FECHe HISHE €M YL/E= &M Y/Ees
HXer 9 I Mt U2 84 420 X80 SHE 2= UL Al (1) =28 gxote
SHEE RHE22 WE =0, EXM, 28H, 2dX, =4 L= |4 SHEW, 24 2L = g, Of
T, AW TS F Wy, To A T LANSY 2 B AR s =H =N 4
QICtH.
ARANOZ AIEol)| fs ZE2E2 AMSE ZH22 M0 CHE Yol20 0 Z2XE oo gt
2t MEE 4= UASOH, 0/4s REE2 AMSHO=Z H)| #2 MESS HZ261D] foH Z01H, SAH,
M Y SENE PHE ZOZ22H AMEIE SIU 0lAS] HIME SR8 = UL, HHMe EMA M=E
Of Mgtst AHSHCZ GIEH= HIsHE 2N =8 848 822 gRstth. 0lgds 2EENMZ= o
E S0, EES, ERMUEE, HEQA QNS = QAMUESD 22 =284 34 E =0,
S ME2 L= L2040 22 BHEM 2 SoHAH: HE &0, 82, 228 = OBt R2 &2
ZEH: € HE =0, AHOIZA0IOUIS, AHOIEA = E41 22 SEHMHIF JACH. A HHMe
HISEHAHL, SXE Jl=s2 IsH0 AE20AMe Sol & E4E XHAA,
HOIPH0 UM LRE BES KB = UCH KB SO, 22N DLAHOME E= 2AY OA
HIOIHIOIERI 22 AlZt NI =&0| AIE2 = UL
d7 MEZ f8 HE LS 24 420 E S0, Sa2EE, QMEEs = 22l 22 284
cHE = 2eE

o
= = ) =
0E SIANe =g FE et s e g4 420 HE S0, €28, M It
Al o
=2

7o 22 2 L= 22 A
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ps4 |
o 7 o
Rs 1) KOH. MeOH R3 CO,H
Re 2) BrCH,COCO,Et R
Re , N
Rs >  3) NaOH Re ~0
Re¢
K,COs. C5,CO4
Ed. D
o)
R co,
R — Et  NH,OAc. DMF
Rs R
Ry "N

2q NaOH, EtOH

ElgN. ClCOZE-l AINH)L_ RS
R,

n
\
DMF, (° o4

IN NaOH, ErOH
100°

x
e
&

QN -z

a1 AOA, Ar2 OI4, G410 Q, W, k, m, n, Z, Rs, Ry, Rs ¥ ReS &JI0I S
Btet 2 Ct

g8x= AIF S 20| HE = U220, FIHEQ AL 01N, ot AAlG0 2o PSS H2Z2A
o = 20l Z28t=s =0 Mxa8 = UASS AdNE Aot

0d ZR0le, S8 2d &89 Ese &) X2 d2E 4olioF eth. 2etdez, Oleet 25
J101 CHet 2ed, 20 28 &4 L 0ldde JI12 HMHsE =I| &d 202 XA S5l OlcHE
Zdoich Creotd 2sE Otde | M=o tHERC ols ot 284l (1)), (2) & (3)0 ZAl
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1. 4-224-4,5,6,7-HECIHSI EZ2U T Z4-3-II 2 =S4 4t

o
o OH
o
4-=4-4,5,6,7-HIECISI E2 M ZF4-3-Jt 2= 4S of) LHO Ok MIoHACH. ==&SUHEE
(3459, 6.15mol)E MY LI2(1.2L)50 EoHAIIID, O0IA FSEIINAM H2AAIZICH A0S 22
offie DIE LIS(1.2L)52 ASZHLCI2(714g, 6.15m01)2 SHS W2 WEE KOH A0 2 Al

2H0l 2™ & gEM FHoioiith. 1 =, HE 23S(1.50)82 olE EZZ2I=HI01E(1200g,
6.15mol) SBHS 3 A0l 2™ &t LA HIIGIRCH &) B8 888 SEIIE Z2HA
ESAIID, 2(WIL)ES =ASHLHES (4929, 12.4mmol) EUS 2.5 A2t Z2H & ZsSH
SOIotRACEH. 156,56 A2t St A20A WAl =, &) Bt E8=S 50002 €5= &Jtet OotolA
SEIINA ‘-”%*AI?ID_ ZIsh HaH( L2 MM EEES pHIZ MESAIRCH. &D)] B8 E8ES
Zotol ==AII1, LS 282 Foiotl, EFEE2 OHILAISID, YW2A=s(3 x 200m)z & H
HI’38+7 75C°| EBoHIA 2AEAFH, 4-=24-4,5,6,7-HIECSIEZHEZ2-3-9t= =4 AH(560g) (m.p
137 W

o
o oH

N

\

H
N.N-CIIE ZZS0t0t0I=(9.0L) 52 E&ZE(1.7kg, 10.65mol) L EHANIZE(100g, 0.32mol)S RLL2EME
(1250g, 8.01mol)0il &It3tD, 4-=|4-4,5,6,7-HERCIGIE2H T ZE-3-It2 5 A AH(640g, 3.55mol)2 1
BtEl S 20 EFIIotCH. &I S&=S2 60CUHAM 2 A2t s JHSARUL. A22=2 H2AA =,
)] ESEES IAIZILD, &) DEESE 0E O}HIEIIOIEE N=otl, =S & ScHolA
sSEAACL. O F, (@)= ot =, 02 OMIHIOIE(2 x 2L)2 =SGIR/ULH &I HgE |
E2S 92F MNEHStLD, FAMOIOUE2Z AXAIID, GHBAIZILD, S sFAA, HE 4-4-
4,5,6,7-HECISIE2HMEZ4-3-II=S A LH(6429) S  HMBSHALE. N,N-CI0I € ZZE 0t0+0I = (320mL) S 2
Al IAHIZ(640g, 3.07mol) ¥ 22& OLMIHIOIE(426g, 5.53mol)2l E&ES 100C= 2 Al2t =S¢t Jt
SAIZCH. &) g2 EFES B0t s=A210, H2A=+=(2.5L)E EDP@PI, CIS222ME(2 x 3L)2
E FEOoIULH s |I =ES2 =2 NIotll, EM0IOUS2Z2 A AL, HIAIIILD, &3
otoll s=SAIAH, OE 4-=24-4,5,6,7,-HECSIEZ22S-3- J}EEA'EIIOIE(SWQ)E HZotdc. g &
D22(250mL) =2l Al olAHIZ(170g, O. 82mo|)9¥ S(L)E2 =43LES(165g, 4.1mol) SHO S 2
£ 1 A2t Set B2 JIZAIIILD, OtolA ZEDJIN HAAIRC. &S FAH350mL)2 & 2
Eototd, O tAIA ’SE%S 2o, W2A4(3 x)2 MEotLD, 75CS AI3GHH AXZAIH, 4-So-

IIESAH0IE(125g) (m.p. 269 LHXI 270C)E M SOHRALE.
Ot

tOI=OIE ) ot &l
I

COCFy

0COIA OFMIELIE (60nI)ESl p-LIERMAS 20101 (5.40g, 25mmol) B mErel OLMIELIEY
(50mL)ZCl BIEIOISI(65nL, 40 Z&%, 0.75m0l) SN 8 WM HIIOIYCH 15 2 SO O MEHA
2 %, 4J BHS a0 G211, LIZ220E0=2 o ZS5ALH UhE
SUUEBOE AXAIND, GBADID, XZohol S, 4-(HELot
RIZH ALt

0COIA CISE2ZHE(ML)ZS EcIERE0t

o k1

=
Im

P2Z(4.46mL, 31.6mmol) SHS CISZ=20IE

(25mL) =2l WEtE 4- (EHIE'O}DIL[HIE') LIEZ®IM(4.04g, 24.3mmol) ¥ Hl2lIE(2.16mL, 26.7mmol) & A0l
b UEM FHOISHRCH. 30 & s O WA £, &) 8ds ’*éﬂ 3.6N g4t 2D, 2220
B2 FESIACH. A OJI %% =2 MEotD, MUE EOE AXAZI, A1, &S5t
ol =SAH, 4-IN-ECIEZL2Z0tHE-(HEO00I=NHE)ILIEZHHE(6.559)2 HMB5HRALE.

T 4-[N-ECZEZRZO0tNE-(HEODIC-ME)JLUEZH(6.550) 2 e LDS(75mL)E0 A0
o249 (Parr bottle)E2l 10% Pd/C(655mg) 0l &EItotld, 4 Al2h S0t =A(50 PSI) Stoil MEAIZICH &
Il EE=SsS HRef0IEE Soll GiAIIILL, XB6HH sSZHAIH 4-[N-ECIER2Z0ME-(HIE 00| =0
g)otel(5.759) 2 M3BGtRALE.

-ot0l- 2ot el2 Al Bral (11)2 22 (1) HF0l met SAS E@eHE MESHRACH
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4. 4-0t0l =~ (N-ECIERZ 0N E-2-HIE Ot0I = I S Al ) Bl HI

Oy
|

COCFy
N N-CIHIEXZ20I0I0IE(10mI)E 2 p-LIEZ2H=(1.39g, 10mmol), 2-S2Z2Z0IEAIECINHZEARH(3.2ml,
20mmol ), EtAMZE(4.15g, 30mmol), EHALMIZ(163mg, 0.5mmol) & L EFHUES(149mg, 1mmol)ll &&
22 75TOA 19.5 A2t S0 DG, AIRKOZ W2k A2l &, A)| S22 0l OtMEIOIEZ
SIMAIZILD, OCDHAICEH. Al HUEE2 E3E SERILUEE 892z NSt &, 22 24
HIE@P_J, EA0IOUISES 2 AXAIIILD, HUAIZILD, TZBoIHA s=SAI10, Ao 2(1:1 ol OrAl
HIOIE/SAAONA EHHSIH 4-LIEZ-(2-5IEZ2AIUNSAl)BIF(1.259)S MZ6HALCEH.
AStEIQY (10mL) =9 4 LIEE—(Z—ﬁIE%/\IOHE/\I)““X“U 13g, 6.2mmol)S 3 Al2t =S¢t &R
NSEAIIND, DS sSAZACH. HLAZ =, SERHLEE 882z EoE MF=S 001A S
JI0l EDloltd, 228 221, 22 HEGIL, AXAIA, 4-LIEZ-(2-EZ2Z 0 S Al) I H (909mg) =S Al
S0otACtH
Ol ATZ2E A2IS(15ML)E9 4-LIEZ-(2-E2ZZ0EAl)BIA(781mg, 3.9mmol) X HIEOFI(15mL, 40 =
2%) £=2MS 100To LU2= oA 4 Al2ZH SOt JILSHECH.  OF0IA ZEEDIUA W2AIZI =, A
S22 g0 21, CSZZ2HEH2Z 28 FEAI|L, HMUEERLZ AXAII1D, HIAIZILD
200l S=EAIHA, 4-LIEZ2-(2-HE 00 =S Al ) B A (697mg) S MZ25HALCH.
ECIEZERZ0IME 22==(0.72nL, 5.08mmol)ES CI2ZZUIEH(GNL)Z S 4-LIEZ-(2-HE OIS Al)
# H (766mg, 3. 9mmo|) 2 m2le(0.35mL, 4.29mmol)o EHES st YU=M FHIIGIACH. 0TOHA 3.5 Al2t
SO WBIAIZ2I &, AD| EE=22 1.2 G4& =F X EGE_J C22=HELZ FEoIACH. &I |]II
%% HZotE SEAMUES 2 2 X2 MAEctL, SMUESSE 2XAIFIL, IAISIL, ME6t
Ol sS=AFH 4-LIEZ(N- EBI FLZO0IME-2-UHEO0I0I =S Al BHE(1.0609)2 HMBotACH. AJ| LIE

S §;%% o2 I0AM g ZIaS(18nl)S2 S48 10% ZeHE22 A (55PSI) CHIIGHIA
2.25 A2t S9oF Meloto, 4-0l0l=-(N-ECIER2Z0LHIE-2-HE0t0I =0 S Al) B (709mg) 2 M S5t

E

AAI0 2
i /©\/
o NHMe
i
N
N
H
(sterE 1)
O 222 ZZ20H0IE(0.1mL, 1.1mmol)=S O0CUHA N N-CIHEZSOI0I0IE(5nL) S 4-=24-4,5,6,7,-HI
ECIo|E2-1H-2IS-3-3I2 =4 AH(100mg, O0.6mmol) & E2 01|E'0 1(0.15mL, 1.1 mmol)Ql mEr=l SH

= |
& Jtot L. T A S o WAl &, 3-(N-E2ERZO0HME —([HIE'O Ol:=0Ig) el (0.3g,
s = 2 =

= |

1.3mmol)E FIIGIALCEH. & B8 ESES 4 Al S DEHAIZI &, Z5E F3td2s +=3Hl O
21, ¥ OLMHIOIEZ 2 8 F==otUU. 1 =, Hige |I 52 &=, 2N & =8N, =2 It
A2 MEE = SAUESOR AXAIID, OBAID, IS0 SZAIZC,. &I ZR20] 15% =
EBMUEE =38 (5nl) 2 HE £2S(Bnl)S HItotn, 3 A2 St 837 JtEGIACH. dH2 &, &)
BS EE=S 02 OtMHIOIEZ ==0otdl, &) RJ| &2 SCUEEL2Z AXAI|LD, H30H0 s=
A3, N-[3-(HIEO0I=HE)HE]-4-=240-4,56,7,-H ECSI E2-1H-21 S-3-2t 2= M0l E(m.p. 130 WX
132C)E MNI3otAT

A0 3

otJl stet== AN 1 WA 501 €= 2ol Tet MZotALH
(a) N-[3-(HIEODI-HE)HLE]-4-24-4,5,6,7-HECRSI EZ-1H-QUS-3-II2SADIE(SES 1): mp

130 WAl 132C.

(b) N-[4-(SIEZAINSAHE]-4-24-4,5,6,7-HECISI EZ-1H-2IS-3-7IESAI0IS: mp 245 WXl 247
T.

(c) N-[4-(BISAOISANHE |-4-S4-4,5,6,7-HIEHS| E2-1H-Q S-3-II2 S MO E(SEE 2).

(d) N-[4-(3-BIEZOt0I=UHSEA)HE ]-4-=24-4,5,6,7-HERIGIEE-1H-2IS-3-IIE=A0IE: mp 233 WX

236C (2 =2%).
(e) N-[4-(IEANE)HY]-4-24-4,5,6,7-HERIGIEZ2-1H-Q1S-3-II2=2A0IE: mp 164 LKl 165C.

(f) N-[4-(OIOI=HIE)H L ]-4-524-4,5,6,7-H ERIGIEE-1H-2IS-3-IIE=AMOIES(SEE 6): mp > 200
T.

(g) N-[4-(HIEZOI0I-HE)HE]-4-24-4,5,6,7-HI ECISI EE-1H-2IS-3-9IESAI0IE: mp 217 WXl 219
T.
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(h) N [2—EEgz§ ~4-(HE 00 =M E)H L ]-4-24-4,5,6,7-H ECIS| E2-1H-CI S-3-II 2 2 A0 = (5 &
£ 3): 186 LHXl 188°C.
(i) N—{4—[N—O+HI%'—([HI%'OPDIiIHI%')THIE']}—4—%£—4,5,6,7—H|EEPSIE§—1H—@%—3—9+§§MDIE: mp
204 LHXI 206°C.
(i) N-[4-(MIEOI0IC-HE)HY ]-4-24-4,5,6,7-EIECI5| E2-1H-2IS-3-II22AI0IS: mp 194 LUK 195
C.
(k) N-[4-(0lAZ2EOI0| =0 E)HY ]-4-=24-4,5,6,7-EIECIG|I E2-1H-Q S-3-2I2=2AI01E: mp 164 LK
Xl 166°C.

(1) N-[4-(ANE2ZZ2Z0I0I=HE )H Y ]-4-24-4,5,6,7-HECIo| =E2-1H-CIS-3-IIS22 A0 = (&=
5): mp 171 WXl 173C.
(m) N-[4-(CIHEOIDI=HE)HY]-4-24-4,5,6,7-HECISIE2-1H-2I=S-3-II2=2AI0IE: mp 216 LHX
218C.
(n) N-[4-(2-0Ol0l-0IE)HY |-4-24-4,5,6,7-HIECISI EZ2-1H-2I S-3-II2=2A0IE: mp 85 LHXl 90°C.
(0) N-[4-(2-OtDI=0E)HL ]-4-=2A-4,5,6,7-HIECISI E2-TH-QIE-3-IIZ2E2A0IE(SFES 4): mp 197
LHXI 200C.
(p) N-[4-(HISAIHE)HYE ]-4-S24-5,5-CIHE-4,5,6,7-HEClo| E2-1H-21 E-3-II 2= A0 E.
(q) N-[3-(0E0ot0I-HE)HE ]-4-=24-1,4,5,6,7,8-SAGI E2-A 22 EHD]LIS-3-II22 A0 & (3 E
£ 7): mp 173 WXl 175C.

(r) N—{4-IN-OLMIE-(DIEo0l=HE)H Y ] }-4-SA-6-01E-4,5,6,7-H EClol = 2-1H-21 =-3-II 2 = Al 0|
S:mp 159 WAl 161C
(s) N-[4-(HEo0I=HE)HEY]-4-=24-6-0E-4,5,6,7-HERISIE2-1H-2=-3-3I2=2A01=: mp 217
LHXI 219C.
(t) N-[4-(BIE2SAIHE)HY]-4-24-6-0E-4,5,6,7-HE2SI E2-1H-QIES-3-II2=2 A0S mp 260 LK
Xl 262C.

(u)  N-[4-(2-BIESANSAHEZ ]-4-SL-6-HE-4,5,6,7-HEUS EZ-1H-QU S-3-II2E A0 E(SE S
9): mp 245 WXl 247°C.

(v) N-[3-(HEOo0I-HE)HL]-4-=SL-6-HE-4,56,7-HEUSEZ-1H-AUS-3-It2EA0IE: mp 172
LHXI 174°C.
(W) N-[4-(2-0IESANUSANHE]-4-24-6,6-CIHE-4,5,6,7-HEAS EZ-1H-QUS-3-t2=SA0I=: mp

268 WXl 270°C.

(x) N-[3-(GIESAMNE)HE]-4-22-6,6-CIHE-4,5,6,7-H ESIE2-1H-2IS-3-It 2= AM0OIE: mp 233
LHXI 235C.

(y) N-[4-(GIEEAMNE)HE]-4-22-6,6-CIHE-4,5,6, 7-H ECSIEZ2-1H-2IS-3-It2=EMOIE: mp 245
LHXI 247°C.

(z) N-[4-(HEODI-MHE)HL]-4-=4-6,6-CIHNE-4,56,7-HERS E2-H-US-3-IH==SA0IE: mp
230 WXl 232°C.

(aa) N-(1,3-BIXCISE-5-2)-4-S4-4,5,6,7-HELRISI E2-1H-2IS-3-II2=S A0S (SES 10): mp 248
LHXI 249°C.

(bb) N-(2,3-CIolE2-1,4-HX(|SA-6-2)-4-=22-4,5,6,7-H Eclol| =2-1H-21 =-3-3}
£ 11): mp 254 WXl 256°C.

(cc) N-(3,4-CIol E2-2H-1,4-H XS AR -6-L )-4-=4-4,5,6,7-H EClo| E2-1H-QI S-3-II2= A0 E:
mp 216C.

(dd) N-(2,2-CIHE-1,3-HUECISE-5-2)-4-24-4,5,6,7-H ELIS| E2-H-A S-3-II 2= A0/ E.

(ee) N—(2,3—EI8IE§—1H—@%—5—%')—4—ﬁ_._—4,5,6,7—E||EEP6IE§ H-QIS-3-2I2=A0IE: mp 283 WX
286°C.

(ff) N-(2,3-CI8lE2-1H-21=-6-2)-4-=22-4,5,6,7-H EClo| =2-1H-21 =S-3-II 2 =2 AH0I = (3}
mp 322 LHXl 323C.

(go) N-(1,3-BIZCIZE-5-9)-4-=S4-5,5-LI0E-4,5,6,7-H ELISI E2-H-AS-3-H=S A0 E.

(hh) N-(2,3-CIsIE2-1,4-MEC|S8-6-2)-4-=224-55-CIHIE-4,5,6,7-H ECISIE2-1H-21S-3-It==
ADIE: mp 241 LHXl 243C.
i) N-(4H-1,3-MIERCISA-7-2)-4-24-5 5-CIHIE-4,5,6,7-HIEHSI E2-1H-2U S-3-Ft2=EA0IE: mp
1T WX 252°C.
(i) N- (1 -HIZCISE-5-2)-4-84-1,4,5,6,7,8-SAMI EZ-ASZEEHD]TIS-3-II2SA0IS:  mp
210 LHXI 2

I

SAOIE (3t

o

e

13):

(ii
25
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, SIE2-1,4-HZCIS4-6-2)-4-84-1,4,5,6,7, 8-S ACI E2-ASZ2EEHD]TIE-3-II25
ABIE(3tEtE 12): mp 222 LHXl 223°C.
2
1

L2-CINE-1,3-HUERCISS-5-2)-4-2A0-6-U1E-4,5,6,7-H ERISI E2-1H- S-3-3t 2= A0 =
7C.
(mm) N-(1,3-BIXCISE-5-2)-4-24-6-HE-4,5,6,7-HEUSEZ-1H-QUS-3-It2=SAM0IE: mp 297 U

(nn) N-(2,3-ClolE2-1,4-H X SA-6-2)-4-SA-6-01E-4,5,6,7-H EClo| = 2-1H-21 =-3-II 2 = Al 0|
S mp 290 LHX| 292°C.
(00) N-(1,3-#IxCls&-5-2)-4-=224-6,6-CIHIE-4,5,6,7-HECISI E2-1H-2=-3-IIS=2AI0I=: mp 245
LHXI 246°C .
(pp) N-(2,3-CIBlE2-1,4-HX(|S4-6-2)-4-22-6,6-CIHE-4,5,6,7-H ECo =E2-1H-2 &S-3-9I2=
MOIE.
(qa) N-(4H-1,3-HIECISA-7-2)-4-24-6,6-CIHE-4,5,6,7-H ECISI E2-1H-2IS-3-II 22 A0I=: mp
234 WXl 236°C.
rr) N-[(2-BISBAINSANICI E-5-2]-4-54-6-0€-4,5,6,7-H ECI5I E2-1H-21 S-3-II ES A0 =

SIEE 15): mp 221 WXl 223C.

—
o

(ss) N-(3,4-CIBI S R-2H-1,4-H ZCIS AL -7-2)-4-=4-4,5,6,7-H Ecto| E2-1H-2 S-3-I 2= A0 E.
AAIG 4
= 2Eo e o2 S0l e SBHEE SHo 2 2HO AMAS HolH eSS0 HIWSHACH
EOLE A SIS o101 stEtAl (11)of EEEC:
(3tsta 1)
o 9 q
R /
R, B H
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Ry

Rs l N\

Re T E
2328 10

M1 ol UAM N-[4-(HSAIHSAHE]-4-S4-4,5,6,7-H ERISI EZ2-1H-2IS-3-II12ESA0IEL S

Rl 1 S0l A0IM N-[4-(0FDI =D H L |-4-S £-4,5,6,7-H E2t0| S2-1H-OI S-3-II 2= A SRS S
oz s e

T8 17

1 S0l UM N-[4-(DIEOH0I = I E ) B |-4-S £-4,5,6,7-E| E2t0| S2-1H-Q1 S-3-It 2= A S S
Szyoz ot siEe

78 18

H1 B0l UM N[22 Q2 -4-(HEZOM0I=HE)HL]-4-=24-4,5,6,7-H E25| S2-1H-01 5-3-It2
SADIEYE SHOZ o= sEE

7 19

0l UM N-{4-[N-OtMIE-(HIEOt0I =0 &) HIE | }-4-24-4,5,6, 7-H ECIS| E2-1H-2A S-3-9t 2
M1 ol J0A N-[4-(HE0t0I=HE)HE]-4-24-4,5,6,7-H ECISIE2-1H-QE-3-It=2=SAM0IEL S

M N-[4-(0IAZZZOI0|=HE)H L ]-4-S24-4,5,6,7-H ERIo| E2-1H-2 S-3-II 2= AH0|
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y7g 22
R 1 80 UHN N-[4-(AS2T2B0I0|0E)H L )-4-S4-4,5,6,7-B E2t5| S2-H-S-3-I 22 A
Dices Szoz st Bets

78 23

B 180l A0H N-[4-(CIHIZ O = HE ) L ]-4-24-4,5,6,7-EI 2151 = 2-1H-01 S-3-91 2 = AL S
S =xOo2 st FEe.

g 24

o1 ol QA N-[4-(2-0t0I=0E)H L ]-4-]4-4,5,6,7-H ERISIEE-1H-2IS-3-IIESA0IEL S

M1 ol UAM N-[4-(2-0t0I=0lE ) HIE]-4-S4-4,5,6,7-HI ERISI EZ2-1H-2IS-3-II12ESA0IEL S

78 2%
B 1 80 AA N-[4-(HEAHE)HL]-4-=4-5 5-ClHE-4,5,6,7-H E2I 5| S 2-1H-0l S-3-I 2 =2 A}
DEYs SXo= s BE=.

BT 27

-[3-(HIEO0I=HE)HE |-4-]4-1,4,5,6,7-8At5| EE2-AI 22 &IEH b} E-3-It=2=

Rl 1 S0 A0IA N-{4-[N-OLHI E-(HI 2 0t0I .= I ) B L |-4-S A-6-01 2-4,5,6, 7-6| E2+5] S 2-1H-Q1 S-
3-II2=ADEYS SHO2 ot sEe.

78 29

Bl 1 80 A0A N-[4-(HIZ O = HE ) B -4 £-6-H=-4,5,6,7-H 25| S2-1H-21 S-3-It 2 =2 Af
Dicels sxo= sl siEs.

378 30

M1 0l AWM N-[4-(BIES AU )L ]-4-S2-4,5,6,7-H E2+5| S 2-1H-21 S-3-3t 2= ADI S S
=Sxo® 5= BHES

78 31

Bl 1 S0 A0M N-[4-(2-5I SZANSANHYE -4-S 2-6-HI2-4,5,6,7-E| E2+5| S 2-1H-21 E-3-3t2 =
AMIIEgE SZo= s sEe.

¥78 32

R 1 80l UM N-[3-(HIZO0HI =K E)HE]-4-S4-4,5,6,7-E1 E25| S 2-1H-Q1 E-3-3t 2= A S U S
Smoz Bt sEes

78 33

-

HAM N-[4-(2-0IESEAUNSANHEZ]-4-24-6,6-CIHE-4,5,6,7-H ECISIE2-1H-21&-3-3

1
i

EEAMUE)HE ] -4-524-6,6-CI0E-4,5,6,7-H E2ISI E2-1H-21 &-3-3}
=.

Mot ol AWM N-[4-(GIESAHE)HE ]-4-52-6,6-CIHE-4,5,6,7-H Ecto| E2-1H-21&-3-Il25
ADIEZE SE2Z o= e

78 36

M1 gol AAM N-[4-(HEODI-HE)HE]-4-=24-6,6-CIHE-4,5,6,7-H ECtoI E2-1H-2=&-3-3t2
SAN=YE EZ2=% o= 3E=.

38 37

M1 ol AUAM N-(1,3-HIZC0SE5-5-9)-4-]24-4,5,6,7-HEUS E2-1H-2S-3-II=ZSA0IELE S
doz ole stg=

78 38
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BT 80 UM N-(2,3-CI8| S 2-2H-1,4- I XIS 4-6-2 ) -4-24-4,5,6,7-H 25| € 2-1H-01 S-3-9}
2=AM0/SYS STOR s B8

378 39

B 1 80 AA N-(3,4-CI5ISR-2H-1,4- M ESAZ-6-L )-4-S4-4,5,6,7-8| E2+5] € 2-1H-01 S-3-3}
2=2A0/CYUS SHOR = S8

78 40

M 1 B0l AU N-(2,3-CIBIE-1,3-H XIS E-5-2)-4-S2-4,5,6,7-H E245| S 2-1H-01 S-3-9t2 = Al
Dlces SXoR s e,

78 41

B 1 80 UMM N-(2,3-0I5| S 2-1H-01 S-6-2)-4-24-4,5,6,7-HIE215| S 2-1H-Q1 S-3-t 2 = A0 S
oz =xoz st .

78 42

M1 gol AAHM N-(2,3-CI5I E2-1H-215-6-2)-4-=4-4,5,6,7-H EEISI E2-1H-2I E-3-IIE=A0IE
olg EXOZ o= HEE

78 43

H 1 B0 QUOIA N-(1,3-HIECI=S-5-2)-4-= A5 5-LIHE-4,5,6,7-HE2}5| S 2-1H-0 S-3-9| 2 = Al
Dces SXo= s BE=

78 44

1 B0l AOM N-(2,3-CI5ISR-1,4-MECISA-6-2)-4-S 45 5-CIHIE-4,5,6,7-EI E 25| S 2-1H-2l
S-3-312=A0/SYS STOR de HEES

378 45

Ho1 2ol JUAM N-(4H-1,3-HIEC| S A-7-2)-4-54-5 5-CIHE4,5,6,7-H E2S E2-1H-C1 =-3-3t 2
SAICYS SHOR Bt sEE

78 46

g 47

B 1 S0 A0 N-(2,3-CIBISR-1,4- M ELISA-6-2)-4-24-1,4,5,6,7,8-F A5 S 2-AI 22 B EHD]
NE-3-I2=A0ISYS SHOZ 3t siEe

78 48

Ho1 &0l A0A N-(2,2-CIHIE-1,3-MIEC|S&-5-2)-4-S 2-6-H=-4,5,6,7-E E25| S 2-1H-21 -
3-II2=A0ISYS SHOZ o= sES

g 49

R 1 80l UM N-(1,3-HECISE-5-2)-4-2A-6-H12-4,5,6,7-H E2t5| S 2-1H-01 S-3-312 2 A0I S
o2 SHOR = BB

78 50

Ho1 80 A0A N-(2,3-CIBISR-1,4-MELIRA-6-)-4-2A-6-H1E-4,5,6,7-6l E2+5] S 2-1H-0l S-
3-I2=ADIEYS SHOZ o= e,

378 51

B 1 B0 UAOH N-(1,3-HECISS-5-2)-4-24-6,6-CIHE-4,5,6,7-H E2H C2-H-01S-3-IH2 = Al
Dices Szoz st sels

78 52

R 1 80l A0IH N-(2,3-CI5I S2-1,4-MIECIS41-6-2)-4-S £-6,6-CI K 2-4,5,6,7-E E2+5| S 2-1H-2!
S-3-3t2=A0ISYS SR ot FHEE

78 53

Ho1 2o JYAM N-(4H-1,3-HIECSA-7-Y)-4-54-6,6-CIHE4,5,6,7-H ECIS| E2-1H-2I=-3-3t2
SAICYS SHOR Bt sEE

78 54

R o1 &0l A0H N-{(2-51S=ANS ATl S-5-2 |-4-S 2-6-HI2-4,5,6,7-E E 25| S 2-1H-21 S-3-3t
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