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N3zyyeno B3aumoJeiicTBre 2-(heHHIaMUHOOSH30MITHAPAa3HHA ¢ 4-apuii-2-TUAPOKCH-4-0KCOOYT-2-CHOBBIMH | 2-
THIPOKCH-5,5-TMMeTHI-4-0KCOTeKC-2-€HOBOM KHUCIOTaMH, B Pe3yibTaTe KOTOPOro 00pasyroTcs 4-apmi-2-(2-
(deHnmaMruHOOeH30MITHAPA30HO )-4-0KCOOyTaHOBBIE | 5,5-TuMeTHII-2-(2-(peHnIaMHHOOCH30MITHAPA30HO)-4-
OKCOTEKCaHOBasi KUCIIOTHL. [Ipor3BOIHBIE KHCIIOT B pacCTBOpax HaXoJATCs B BUIE cMecH Z,E-ruapazoHodopm u
B I[MKJIMYCCKOI MUPa30IMHOBOHN hopMme, a Mo ACHCTBHEM YKCYCHOTO aHTHAPHUIA IIUKIU3YIOTCS B S-apui- U 5-
mpem-0yTui-3-(2-heHnIaMUHOOCH30ITHIPa30HO)-2,3-PypanauoHbl. M3yueHa aHTHHOIMIICTITHBHAS W MPOTH-
BOBOCTIINTENIbHASL aKTUBHOCTH 4-apuil-2-(2-peHnIaMrnHOOEH30WITHPa30H0)-4-0KCOOyTaHOBBIX U 5,5-1uMe-
TI-2-(2-heHnIaMrIHOOSH30MITHAPA30HO )-4-0KCOT€KCAaHOBOH KUCIIOT.

KiroueBnie ciioBa: runpa3u GCHUIAHTPAHWIOBOHW KUCIIOTHI, 2,4-THOKCOOYTaHOBBIC KUCIOTHI, 3-THIpa3oHOdY-

paH—2 -OHBI, OHOJIOrMYeCKast aKTHBHOCTb.

DOI: 10.1134/S0514749219110119

B psiny mpou3BOAHBIX 2-UMHUHO(THIPA30HO)IPOU3-
BOJIHBIX 4-OKCOOYT-2-€HOBBIX KHCJIOT OBLTH HaWCHBI
BEIIECTBA, 00JIaaloNIie aHaIbreTudecko [2—4], mpo-
TUBOBOCTIANHUTEIbHON [3, 4], aHTUMUKpOOHOU [3],
TeMOCTaTU4YeCcKol [5] W JAPYyruMH BUAaMH OHOJIOTH-
JecKol aKTHBHOCTH. B Hacrosmiee BpeMs HamOoliee
YAOOHBIM METOJOM CHHTE€3a 2-UMHUHO(THAPA30HO)-
MPOU3BOAHBIX 4-OKCOOYT-2-CHOBBIX KHCIOT SIBJISCTCS
B3aMMO/ICHCTBUE COCIMHEHHMSI, COACPIKAIIETO MEPBHY-
HYI0 aMHHOTPYMITy, ¢ 2,4-1MOKCOOyTaHOBBIMU KHCIIO-
TamMu [6-9], KaKk MOpaBUIIO, peaKlUUs HJCT peruoce-
JMEKTUBHO 110 BTOPOMY aTOMYy yTJepola JHOKCO-
KHCJIOT ¥ TI03BOJISIET BBOAWTH B CTPYKTYPY MOJIEKYITBI

' Coobmenne XV cum. [1].
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NpaKkTUUecKu JoOble QapmakodopHbie rpynmbel. C
LENBI0 TOWCKAa HOBBIX OWOJIOTUYECKH aKTUBHBIX
COCTMHEHUH HaMHu OBUI OCYIIECTBIEH CHHTE3, B
KOTOpOM B KadecTBe (apmakodopHOW Tpymmsl ObLI
WCTIONB30BaH (PparMeHT Tuapa3naa (heHWIaHTpaHUIIO-
BOH KHCIOTHL. [Ipon3BomHbIe THIpasuaa GheHuIaHTpa-
HUJIOBOW KHCJIOTHI OBLTH BRIOpaHBI B KadecTBe (papma-
KO(OPHO# TpyNIbl, TaKk KaK Cpeu COCTUHEHUH, CHUH-
TE3WPOBAHHBIX HAa UX OCHOBE, OBUIM HAWJICHBI BEIECT-
Ba, oO0Jajaroniyie BBICOKOW MPOTHBOBOCIAIUTEIHHOMN
akTuBHOCTHIO [10-12], kpome TOroO, N-apuiaHTpaHu-
JIOBBIE KHUCJIOTHI, TAKHE KaK, Hampumep, MeheHaMoBas,
MekiodeHaMmoBast, (GirydeHaMoBas, SBISIOTCS HeECTe-
POMAHBIMU TPOTHBOBOCTIANUTENFHBIME  JIEKaPCTBEH-
HBIMU cpeacTBamu [13].



1738 KU3UMOBA u 1p.
Cxema 1.
o 0
R R
"NH, + RNOH_> o N ——=R —» O N
“H,0 HN ' NH
_NH O O .0
Ph H”
o )\/ : 0
NH
HN
! HITI Ph
Ph
A B C
1 2a-i 3a-i

2,3, R = t-Bu (a), Ph (b), 4-Tol (¢), 4-MeOCH, (d), 4-EtOCsH, (e), 4-CICsH, (f), 4-BrCsH, (g), 4-FC4H, (h),
3,4-(MCO)2C6H3 (l)

[lepBoHauanbHO U3 4-3aMEILECHHBIX 2-TUAPOKCU-4-
OKCOOYT-2-€HOBBIX KHCIIOT 2a—i u Tumpasuga N-de-
HUJIAHTPaHWIOBOW KucnoThl (1) momyuensl 2-(apowus-
THJIPa30HO)-4-0KcO0yTaHOBBIE KUCIOTH 3a—i. Peakius
MPOTEKACT PETHOCEICKTUBHO 10 aTOMY YIJIepoaa Kap-
GoumasHO# rpymmsl C*=0 (cxema 1).

Kucnoret 3a—i mnpeactaBnsioT co0OH  KenThie
KpUCTAJUTHYeCKUe coenrHeHus. [1o TaHHBIM CIEKTPOB
SAMP 'H, coemuuenust 3a—g B pactope JIMCO-dg
cymectByloT B 3-x ¢opmax A—C. CocraB paBHO-
BECHOW CMECH CTa0WIeH U HE MEHSETCS BO BPEMEHH.
Hamnums enrmmpasuHodopM, B OTIMYHE OT POACT-
BEHHBIX CTPYKTYyp [14-16], He nHabmomaercs. dopma
A xapakTepu3yercss HaJIWYWEeM CHHTIIETa MeTule-
HOBBIX TIPOTOHOB Tipu 4.5—4.57 m.1. aist kucnot 3b—g
C apOMAaTHYECKHM 3aMECTUTeNIeM B TOJOXKEHUU 4 U
npu 4.05 m.o. i kucioTel 3a ¢ mpem-OyTUIBHBIM
3aMECTUTENIEM B TMOJIOKEHUH 4; HAIWYHEeM CHTHaia
rpynnsl NH npu 11.24-11.38 M.11., BOBIEYEHHOTO B
BHYTPHMOJIEKYJISIpHYI0 BopoponaHyto cBs3b (BBC) ¢
rpymmoii C*=0, u curmanom rpynmer NH mpu 8.50—
8.57 M.A., XapaKkTepHBIM I AUQPEHUIAMHHOTPYIIIBI
3amectutens. Popma B xapakrepusyercss HaIU4UEM B
CHEKTpe 2-X HECUMMETPHYHBIX TYOJIETHBIX CHUTHAJIOB,
KOTOpBIe 00pa3yroT tunuunayio AB-cucremy (J 19.1-
19.5 I'm) pm 3.22-3.27 u 3.31-3.33 M.1. A KUCIIOT
3b—g c apomMaTHYECKUM 3aMECTUTENEM B MTOJIOKEHUH 4
u npu 2.91, 3.41 m.a. o KUCIOTHL 3a, , yKasbl-
BaIOIIUX Ha IUKIMYECKYIO S-THAPOKCHU-3-MIHUPa30JIMHO-
BYIO CHUCTEMY, B KOTOPOH HMEETCs XHpaIbHbII aTom
yrieposia B MOJIOKEHUHM J IUKIA, a TaKkkKe HaTHdneM
CHUHIJIETa TUAPOKCUIIBHOM Ipynmsl nipu 7.72—7.78 M.1.
®opma C xapakTepu3yeTcs HaIUIHEeM CHUHTJIeTa METH-
JIEHOBBIX NPOTOHOB mpu 4.22-4.29 M.n. Ans KUCIOT
3b—g u npu 3.78 s KUCTOTHI 3a; CUTHAIOM TPYMIIbI

NH mpu 9.01-9.08 m.7., xapakTepHbIM s aueHnI-
aMUHOTPYTIBI 3aMECTUTENS, U CUTHAJIOM rpynnsl NH
npu 13.49-13.78 wm.n., BoBneueHnoit B BBC c kap-
GokcuIbHOIM Tpymmoit. B cnekrpax SIMP "°C coenu-
mennit 3b—g dopma A XapakTepuszyeTcs CHUTHAIOM
yriepoaa MEeTHJIEHOBOHM rpymmsl mpu 35.8-37.2 m.a.;
yriiepoaa KapOokcuinpHOU Tpymmsl ipu 160.3—163.7 m.1.;
yraepona rpynmsl C*=0 mpu 192.6-194.2 m.1. ®opma
B xapakTepusyeTcs CUTHAJIOM YTJIepoa METHIEHOBOMH
rpynmsl pu 50.8-51.0 m.z1.; yriepoaa rpymmsl C'—OH
npu 93.6-94.2 m.n1.; yraepoga C’ mpu 146.3-146.5;
yriepoja aMujHoW rpynnbl npu 162.0-162.5 m.a.;
yriaeposa  KapOOKCHIBHOW rpynmsl  mpu  167.2—
167.9 m.n. ®opma C xapakTepusyeTcs CUTHAIOM yTiie-
poJa METWJIEHOBOM rpynmsl nipu 43.4—45.8 M.1.; yrie-
pona kapOOKCHIbHOU Tpynmel mpu 163.7-164.0 m.x.;
yriepoza rpynmsl C*=0 npu 194.9-196.3 m.x1. PasHo-
BECHOE COOTHOLICHHE LMKINYECKOH U OTKPBITHIX (hOpM
U1t KUcIoT 3b—g Xopolo KOppenupyeT ¢ KOHCTaH-
Tamu ['ammMmeTa G 171 3aMecTUTeNell B apOMaTHYeCKOM
KOJIbLE, T€ KOHCTaHTa p B ypaBHeHuu paBHa (.387.
ITo nanubiM cniekTpoB SIMP, 3anucaHHBIX AJi cOelu-
mennit 3h, i B pacTBOpe AEUTEPUPOBAHHOTO XJIOPO-
¢opma, paBHOBECHE CHIBHO CMELICHO B CTOPOHY
anuKInIecKkux ¢GopM ¢ TpeodmamanueM (opMbl A,
4TO, TMO-BUAMMOMY, CBSI3aHO C MEHBIIEH CHOCO0-
HOCTBIO K coiibBaTanuu u paspymenHuto BBC menee
noJsipHOTO XJnopodopma B otauuue ot AMCO.

bbina n3yueHa NpoTUBOBOCHIATUTENIBHAS U aHTHHO-
LUIENTHBHAsS aKTMBHOCTh CHHTE3MPOBAHHBIX COEIU-
HEHHI. AHTUHOLMIICITUBHYIO (aHAJIBICTHYECKYIO) aKTHUB-
HOCTb  ONpPEIENIIM IO METOAMKE «yKCYCHBIX
kopueit» [17]. [IpoTuBOBOCTIANIUTENBHOE ACHCTBUE HU3Y-
YJajqd Ha MOJIENH OCTPOro BOCHMAJIMTEIHHOTO OTTEKa,
BBI3BaHHOTO cyOrumanTapHbiM BBeneHueM 0.1 mi 1%
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HpOTI/IBOBOCHaJ'II/ITeJ'II)HaSI W aHTHHOIMICIITUBHAsA aKTUBHOCTH COC,Z[I/IHCHI/Iﬁ 3B J103€ 50 Mr/kr Y KpbIC.

AHTI/IHOLII/II_IGHTI/IBHaH AKTUBHOCTH HpOTI/lBOBOCHaJ'II/ITeHI)HaSI AKTUBHOCTH
Tpouent O0BeM narrbl
Coenunenne | yommecrso | YMCHPIICH HA P 1o JE— O6bem sanbl | [Tpupoct o6semMa | TopMokeHHE
o KOpueii 110 CPaBHEHHIO C gepes 3 u, JIarel yepes OTeKa uepe3
KOpHeH ¢nororena, N o
CpaBHEHHIO C KOHTPOIIEM . MII 349, % 349, %
KOHTPOJIEM

3a 20.5+7.4 33.0 <0.05 0.94+0.06 | 1.06+0.08 13.72+3.96%* 79.35

3b 35.5+£7.0 -16.0 >0.05 1.49+0.01 1.77+0.04 19.12+3.05%® 71.24

3¢ 7.8+4.8° 74.5 <0.001 0.96+0.04 | 1.11+0.10 7.87+2.86%" 88.11

3d 30.8+4.8 -0.01 >0.05 1.04+0.07 | 1.27+0.05 24.72+8.67%" 62.81

3e 24.5+6.6 19.9 <0.05 0.81£0.03 1.18+0.08 47.26+7.40 28.90

3f 16.5£5.3 46.0 <0.05 0.85+0.04 | 1.09+0.06 29.33+6.30%" 55.87

3g 14.245.8 53.6 <0.01 0.92+0.03 1.31+£0.17 41.10+13.10%® 38.16

3h 0.7+0.6*° 97.7 <0.001 0.89+0.03 1.23+0.03 37.52+4.30%" 43.55

3i 23.7+£7.8 22.5 <0.05 0.94+0.03 1.02+0.03 9.18+4,720¢ 86.19
Humecynmn 7.5+£2.2° 75.4 <0.05 1.34+0.06 | 1.53+0.07 12.10+2.38%® 81.70
Merammson [y 4. 5 542 <0.05 0.94+0.07 | 1.60+0.08 | 71.60+9.84 7.72
HATpHUs
KonTponn 30.6£5.5 - - 0.77£0.05 | 1.26+0.08 66.47+10.19 -

? Paznuune JOCTOBEPHO 10 CPAaBHEHUIO C METAMH30JIOM HATPUsA;
6 pas3indue JOCTOBEPHO IO CPABHEHUIO C HUMECYJIUAOM;
i pa3Indue JOCTOBEPHO IO CPABHECHUIO C KOHTPOJIEM.

BOJIHOT'O PacTBOpa KapparcHWHA B 33 J{HIOIO JIaly KpPbIC
(cm. Tabnuy) [17].

HOJ’Iy‘iCHHbIC AaHHBIC CBUACTCILCTBYKOT O II€pC-
INEKTUBHOCTHU ITIOMCKa BEIICCTB C aHTHHOHHHeHTHBHOﬁ
n HpOTI/IBOBOCHaJII/ITeJIBHOﬁ 1 aKTUBHOCTBIO B PNy KUC-
JIOT 3 ¥ ux IMPOU3BOAHBIX. HJ’DI nojrydyeHus nNponu3Boa-
HBIX KHCJIOT HauOolee y,Z[O6HI>IM CIIOCOOOM SIBIIsIETCS

packpeiTre 3-UMHUHO-3H-(QypaHOBOTO IHKJIA, KOTOPOE
MO3BOJISIET CHHTE3UPOBATh Pa3HOOOpa3HbIE KIAaCChl coe-
nuHeHni [1, 18-26], B ToM drciie o0magaronmx 0Hoo-
THYECKOH aKTUBHOCTHIO [3—6, 20]. C 3TOi 1enmpio HaMu
OBUT OCyIIeCTBIICH CHHTE3 3-(2-QeHUITaMUHOOCH301IT)-
rUApa3oHoB (ypaH-2,3-11MoHOB 4a—i pU HarpeBaHUH
KHCIOT 3a—i B MPOMMOHOBOM aHTUIpHUIE TIPH TeMIIe-
parype 70°C B Teuenue 20 MuH (cxema 2).

Cxema 2.
O
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3.4, R = +-Bu (a), Ph (b), 4-Tol (c), 4-MeOCsH, (d), 4-EtOCsH, (e), 4-CICqH, (f), 4-BrCqH, (g),
4-FC4H, (h), 3,4-(Me0),CoH; (i).
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OO6umii Bua Monekynsl (Z)-N'-[5-(4-metundennn)-2-0kco-
¢ypan-3(2H)-ununeH)-2-(penmaMuuo)6eH30TuIpa3uIa
(4¢) B TerwioBBIX dumnnconnax 50% BEpOSTHOCTH.

®ypaHOHBI 4a—1 — KpHCTATMYECKHUE BEIIECTBA OT
OpaHXeBOTO A0 KpacHoro useta. B cnexrpax SAMP 'H
COCTMHECHUH 4a—i IPUCYTCTBYIOT XapaKTEPUCTUICCKUE
CUHTJIETHl NMpoToHOB Tpynmel NH mpu 12.72-12.91 u
8.83-9.68 M.xA., cHHIIIET BHHWIBHOTO NMPOTOHA (ypa-
HOBOTo IMKJIa mpu 6.56-7.24 m.n. B cnekrpax SAMP
BC coemunennit 4a—i MPUCYTCTBYIOT XapaKTEPHCTH-
geckne curaansl yriaepoga C'H mpu 98.3-102.6 m.1.,
curnansl yraepoxa C°, C’ u C? dypanosoro mukia
mpu 136.3-137.4, 157.2-159.1 u 159.1-161.9 wm.x.
COOTBETCTBEHHO, a TaK)K€ CUT'HAJI aMUHOTO KapOOHHU-
ma mpu 161.9-165.2 m.a. Ctpykrypa coeauHeHus 4¢
MOATBEPXKJEHA METOJOM PEHTTEHOCTPYKTYPHOTO
aHanm3a (CM. pUCYHOK).

OKCITEPUMEHTAJIBHA S YACTD

UK cnextpsl 3ammucansl Ha mpubdope ®CM-1201
(Poccusi) B Ba3eIHMHOBOM Macie, criektpel SIMP 'H —
Ha nipubopax Bruker Avance III (I'epmanus) 8 JIMCO-
ds, paboune wacrotst 400 ("H) n 100 (*C) MI'1, BHyT-
PEHHMI CTaHIAapT — OCTAaTOYHBIA CUTHAJ OT JeHTepo-
pacTBOpHUTEs. DJEMCHTHBIM aHalIu3 IMPOBOAMIN Ha
npubope Leco CHNS-932 (CIIIA). Xumuueckyro
YHCTOTY COCAWHEHWH M TPOTEKaHWE pPeaKIud KOHT-
pommpoBasin MetomoM TCX Ha mmactuHax Sorbfil
[TCX II-A-Y®-254 (Poccusi) B cucteme 3¢hup—OeH-
3oi—anetrod, 10:9:1, nerekTUpoBaHHWE TPOBOIUIU B
Y®-cere u napamu Hoxa. TemnepaTyphl TUIaBIEHUS
onpenensum Ha mpudope SMP40(Benukooputanus).

PeHTreHocTpyKTYpHBII aHAIN3 COEUHEHUS 4C BBI-
MOTHEH Ha MOHOKPHCTAJIbHOM  aBTOMAaTHYECKOM
mudpaktomerpe Xcalibur R ¢ CCD-nerekropoM 1o
crangaptHoit Mmeroauke [MoK -u3nyuenue, 293(2) K,
(M-CKaHUpOBaHue, mar ckaHupoBanus 1°] [27]. as
aHaIM3a MCHOJb30BaJM JKEATHIA MPU3MATHUYECCKUI
kpucramt (0.5%0.4x0.4 mm). [lormomenne yuareHo dM-
MUPHYECKH C HCTonb3oBaHueM anroputma SCALE3

ABSPACK [27]. Cunronus KpucTajia MOHOKIUHHAS,
npocTpaHcTBeHHas rpymmna P2i/n, a 12.965(3) A,
b 6.8792(19) A, ¢ 22.655(6) A, B 100.57(3)°, V
1986.3(10) A’. C,HoN3O;. Z 4. Bcero msmepeHo
13914 otpaxenuii, u3 HUX He3aBUCHUMBIX 9999, 4704
orpaxkeHust ¢ { > 2o(/). [lomHoTa cOOpa MAHHBIX IS
0 < 26.00° 99.9%. CrpykTypa pacmmudppoBaHa Mps-
MBIM METOAOM M yTOuYHeHa nosHoMarpuyHeiM MHK
0 F* B aHW30TPOITHOM TIPUOITHKEHNHN ISl BCEX HEBO-
JOPOTHBIX aTOMOB. ATOMBI BOJOpOJAa BKIIOYEHBI B
YTOYHEHHE B MOJICNIM «HAE3JTHUKA» B H30TPOITHOM
NPUOTMKEHNH C 3aBHCHUMBIMH TETJIOBBIMU IapaMeT-
pamu. Bce pacdeTsl MpOBEACHBI C HWCHOJIH30BAHHEM
nporpammuoro nakera SHELX97 [28]. Oxonuatens-
Hble mapameTpsl yrouHenus: R; 0.0597, wR, 0.1434
[ otpaxenwii ¢ 1 > 26(/)], R; 0.0597, wR, 0.1666
(mms Bcex otpaxkenuit), GooF 1.037. Pe3ymbraTsl
PEHTTEHOCTPYKTYPHOTO HCCIIEIOBAHHS COSIUHECHUS 4¢
3aperucTpupoBanbl B KeMOpWIKCKOM IIGHTpe KpHC-
tautorpadudeckux ganaeix (CCDC 1911561). Ot
MaTepHaibl HaXOITCS B CBOOOJAHOM JIOCTYIIE U MOTYT
OBITH 3ampolleHbl Mo ajapecy: www.ccde.cam.ac.uk/
data_request/cif.

B pabote mcronb30Bagiich KOMMEPUYECKH JOCTYTI-
Hble anerodeHoH, 4-MeTunaneTopeHoH, 4-MeTOKCH-
arieroeHOH, 4-3TOoKCcHaneToeHoH, 4-xioparerode-
HOH, 4-OpomarnieroeHoH, 4-pToparieTopeHon, 3,4-n1u-
METOKCHALeTOPESHOH, AUATHIIOKCANIAT, N-(heHUIaHTpa-
HuUIOBas Kucnota ¢pupmsl Sigma-Aldrich™; ruapasum
dupmbl BexToH", pacTBOPUTETH TOIYOI, H30MPOITH-
JIOBBIHA CIIUPT, JUATHIOBBIA 3QUp M allcTOHUTPUIT KBa-
TUQUKAIUN «XUMUYECKH YHCTBIA» TOCIe JOMOJIHU-
TenpbHON oTuuCcTKH [29]. T'mmpasun N-denmnantpa-
HUJIOBOA KHUCJHOTHI 1 CHHTE3UPOBAIU IO METOAMKE
[30]. Coenunenue 2a—i CHHTE3UPOBATH IO METOUKE
[31]. PU3UKO-XUMHYECKHE KOHCTAHTHI U CHEKTPalb-
HBIE XapaKTEPUCTUKN COOTBETCTBYIOT JIUTEPATYPHBIM.

2-(2-®eHnaaMUHOOECH30MJITHAPA30HO)-4-0KCO-
OyraHoBble KHCJIOTHI (3a—i) (0Owasn memoouxa). K
pactBopy 0.01 mMonp ruzmpasuga N-heHUITaHTPAHUIIO-
Boit kucnoTsl (1) B 20 MJI H30MIPOMMIIOBOTO CIIMPTA J0-
6aBms 0.01 MO COOTBETCTBYIOLIEH KUCIOTHI 2a—i,
CMECh HarpeBaiiu B TeueHue 2—3 MuH. PacTBop oxiax-
namm 10 0°C, BEIIABIIHMKN 0CaT0K OTPMIBTPOBBIBAIH U
MEePEeKPUCTAIUTH30BBIBAIN U3 alleTOHUTPHIIA.

5,5-AumeTnin-4-okco-2-{2-[2-(peHunnamMmnHo)oeH-
30l |ruapa3oHo}rekcanoBasi kucjaora (3a). Berxon
3.2 T (84%), CBETIIO-)KENThIC KPUCTAILIBI, T.IUL 130—
132°C (MeCN). MK criektp, v, cM s 3375, 3205, 1697,
1638, 1582, 1534. Cnextp SIMP 'H (JIMCO-dy), 8,
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M.1.: dopma A (54%): 1.14 ¢ (9H, 3Me), 4.05 ¢ (2H,
CH,), 6.9-7.6 M (9Hgpou), 8.50 ymr.c (1H, NH), 11.24 ¢
(1H, NH); dopma B (14%): 1.02 ¢ (9H, 3Me), 2.91 1
(1H, C*H,, J 19.3 T'n)), 3.41 1 (1H, C*H,, J 19.3 Tn),
6.42 (1H, OH), 6.8-7.6 m (10H, Hypon + NH); dopma C
(32%): 1.11 ¢ (9H, 3Me), 3.78 ¢ (2H, CH,), 6.9-7.6 m
(OHupow), 9.0 ym.c (1H, NH), 13.49 ¢ (1H, NH).
Crextp SIMP °C (IMCO-dq), 5, m.o. (bopma A):
259, 35.7, 439, 116.8, 117.9, 118.9, 119.1, 119.5,
119.6, 121.5, 129.2, 132.2, 141.8, 142.0, 142.7, 163.5,
165.4, 209.9. Haiineno, %: C 66.18; H 6.10; N 11.06.
C21H23N304. BI)I‘{I/ICHCHO, %: C 6613, H 608, N
11.02. M 381.17.

4-Okco-4-pennn-2-{2-[2-(pennnamMuHo)0eH-
3omi|ruapa3zono}oyranoBas kucjaora (3b). Breixon
3.45 1 (86%), cBeTmO-XKeNnThle KPUCTAIUIBI, T.IUL. 88—
90°C (MeCN). UK crektp, v, cM 't 3357, 3158, 1686,
1641, 1592, 1577. Cnextp SIMP 'H (IMCO-dy), 8,
m.a.: popma A (20%): 4.56 ¢ (2H, CH,), 6.9-8.0 m
(14Hapon), 8.55 ym.c (1H, NH), 11.38 ¢ (1H, NH);
dopma B (70%): 3.24 1 (1H, C*H,, J 19.1 '), 3.32 1
(1H, C*Hy, J 19.1 Tn), 6.8-7.6 M (15H, H,po, + NH),
7.78 (1H, OH); dopma C (10%): 4.29 c (2H, CH,),
6.9-8.0 M (14Hpom), 9.02 ymr.c (1H, NH), 13.58 ¢ (1H,
NH). Cnekrp SIMP “C (JIMCO-d), 8, m.a. (dpopma
B): 51.0, 94.2, 117.6, 118.3, 119.3, 120.9, 123.5,
124.6, 127.3, 127.9, 128.6, 129.1, 130.6, 131.3, 142.4,
142.5, 142.6, 146.4, 162.4, 167.3. Haiineno, %: C
6879, H 480, N 10.51. C23H19N3O4. BI:I‘{I/ICHCHO, %:
C 68.82; H4.77; N 10.47. M 401.14.

4-(4-Metuadennin)-4-okco-2-{2-[2-(pennaamu-
HO)OeH30WI|ruaApa3oHo}0yTanoBast kucjaora (3c¢).
Bexox 3.28 1t (79%), cBeTmoO-KeNnThle KpPUCTAILIHI,
t.m1. 108-110°C (MeCN). UK crektp, v, cM ': 3366,
3144, 1676, 1640, 1594. Criextp SIMP 'H (IMCO-dj),
S, m.1.: hopma A (36%): 2.41 ¢ (3H, Me), 4.53 c (2H,
CH»), 6.9-8.0 M (13H,pou), 8.55 ymr.c (1H, NH), 11.37
¢ (1H, NH); dopma B (45%): 2.29 ¢ (3H, Me), 3.22 1
(1H, C'H,, J 19.1 Tn), 3.31 a1 (1H, C*H,, J 19.1 Tn),
6.8—7.6 M (15H, Hypow + NH), 7.78 (1H, OH); popma C
(19%): 2.40 ¢ (3H, Me), 4.25 ¢ (2H, CH,), 6.9-8.0 m
(14Hgpow), 9.01 ymc (1H, NH), 13.54 ¢ (1H, NH).
Crektp SIMP °C (IMCO-dy), 8, m.a. (popma B):
20.5, 51.0, 94.2, 117.6, 118.3, 119.3, 120.9, 123.5,
124.6, 127.3, 127.9, 128.6, 129.1, 130.6, 131.3, 113.6,
117.5, 118.3, 123.5, 124.6, 128.3, 128.4, 129.1, 129.2,
136.4, 139.8, 142.5, 143.8, 146.4, 162.5, 167.3. Macc-
cnextp, m/z: 415 [M]". Haiineno, %: C 69.34; H 5.15;
N 10.14. C,4H,N30O,4. Brruncneno, %: C 69.39; H
5.10; N 10.11. M 415.45.
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4-(4-MeTokcupennn)-4-oxkco-2-{2-[2-(penun-
aMHHO)0eH30MJI|THAPA30HO}0yTaAHOBAsT  KHCJIOTA
(3d). Beixom 3.96 1 (92%), cBeTIO-XKeNnThle KpHC-
tamnel, T.oL 103-105°C (MeCN). Cnextp SIMP 'H
(AMCO-d), 6, m.a.: hopma A (50%): 3.87 ¢ (3H, Me),
4.51 ¢ (2H, CH,), 6.9-8.0 M (13Hgpoy), 8.57 ymr.c (1H, NH),
11.38 ¢ (1H, NH); dopma B (28%): 3.25 1 (1H, C*H,,
J 19.2 Tn), 3.31 n1 (1H, C*H,, J 19.2 T'w), 3.75 ¢ (3H,
Me), 6.8-8.0 m (14H, Hypov + NH), 7.79 (1H, OH); dhopma
C (22%): 3.87 ¢ (3H, Me), 4.22 ¢ (2H, CH,), 6.9-8.0 m
(13Hapow), 9.05 ymr.c (1H, NH), 13.65 ¢ (1H, NH). Cnextp
SAMP C (JIMCO-dg), 8, m.zi. (hopma A): 36.9, 55.5,
113.8, 116.5, 118.3, 118.9, 121.5, 125.9, 129.0, 129.1,
129.2, 1304, 130.5, 141.9, 143.7, 146.4, 163.5, 165.6, 192.7.
Haiineno, %: C 66.86; H 4.87; N 9.78. C,4H, N50s.
Brruncneno, %: C 66.81; H4.91; N 9.74. M 431.15.

4-Oxkco-2-{2-[2-(pennnaMuHo)0eH30Ma | rUApaA-
30H0}-4-(4-3ToKCH(peHmT)0yTaHoBass KuciaoTa (3e).
Beixox 3.74 r (84%), cBeTIO-KeNnThle KpPUCTAILIHI,
1.1, 130-132°C (MeCN). Crektp SIMP 'H (JIMCO-
ds), 0, Mm.11.: hopma A (48%): 1.37 m (3H, Me), 4.15 m
(2H, CH»), 4.50 ¢ (2H, CH,), 6.9-8.0 M (13Hgpou), 8.55
yur.c (1H, NH), 11.39 ¢ (1H, NH); dopma B (35%):
1.32 M (3H, Me), 3.23 n (1H, C*H,, J19.1 T), 3.33 1
(1H, C'H,, J 19.1 T'), 4.02 x (2H, CH,), 6.8-8.0 M
(14H, Hgpow + NH), 7.79 (1H, OH); dopma C (17%):
1.31 m (3H, Me), 4.15 m (2H, CH,), 4.22 ¢ (2H, CH,),
6.9-8.0 M (13Hypom), 9.01 ymr.c (1H, NH), 13.51 ¢ (1H,
NH). Cnekrp SIMP “C (JIMCO-d), 8, m.a. (dpopma
A): 143, 36.9, 63.5, 114.2, 114.3, 118.3, 118.9, 121.5,
125.9, 128.9, 129.1, 129.2, 130.2, 130.5, 141.9, 143.7,
146.3, 162.6, 165.6, 192.6. Haiineno, %: C 67.37; H
5.24; N 9.46. CysH,3N30s. Beruncneno, %: C 67.41; H
5.20; N 9.43. M 445.48.

4-Okco-2-{2-[2-(dpennnamuno)den3ouny]ruapa-
30H0}-4-(4-xn0oppenmn)oyranopasi  kucjaora (3f).
Breixox 3.49 r (80%), xenTeie KpucTayuibl, T.1ur. 103—
105°C (MeCN). Cnextp IMP 'H (IMCO-dg), 5, m.x.:
dopma A (10%): 4.54 ¢ (2H, CH,), 6.9-8.0 ™
(13Hgpow), 8.52 ymc. (1H, NH), 11.35 ¢ (1H, NH);
dopma B (85%): 3.27 1 (1H, C*Ha,, J 19.4 '), 3.32 1
(1H, C*Hy, J 19.4 Tn), 6.8-8.0 M (14H, Hyp, + NH),
7.73 (1H, OH); dopma C (5%): 4.24 ¢ (2H, CH,), 6.9—
8.0 M (13Hapow), 9.01 ym.c (1H, NH), 13.64 ¢ (1H,
NH). Crextp IMP “C (IMCO-dg), 8, m.a. (dopma
B): 50.8, 93.6, 117.9, 118.2, 119.5, 120.8, 123.8,
126.8, 127.8, 129.1, 130.5, 131.3, 131.9, 141.6, 142.3,
142.7, 146.5, 162.4, 167.2. Haiineno, %: C 63.42; H
4.11; N 9.69. C»3H,3CIN;O,. Brruucneno, %: C 63.38;
H4.16; N 9.64. M 435.88.
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4-(4-bpomdenni)-4-okco-2-{2-[2-(pennIaMuHO)-
Oensomin|rugpazono}oyranoBas kuciaora (3g). Boixon
4.22 1 (88%), xentpie kpuctamwisl, T.0u. 100-102°C
(MeCN). Criextp IMP 'H (IMCO-dy), 8, m.11.: popma
A (7%): 4.53 ¢ (2H, CH;), 6.9-8.0 M (13H,pom), 8.53
yur.c (1H, NH), 11.36 ¢ (1H, NH); dopma B (90%):
3.25 1 (1H, C*H,, J 19.4 Tw), 3.32 a1 (1H, C'H,, J
19.4 T'n), 6.8-8.0 M (14H, Hypon + NH), 7.72 (1H, OH);
popma C (3%): 4.26 ¢ (2H, CH;), 6.9-8.0 M (13Hqpom),
9.08 ym. ¢ (1H, NH), 13.75 ¢ (1H, NH). Cnextp AMP
BC (IMCO-dg), 8, m.z1. (bopma B): 50.8, 93.6, 118.0,
118.2, 119.5, 120.5, 120.8, 123.8, 127.1, 129.1, 130.5,
130.7, 131.3, 142.0, 142.3, 142.7, 146.5, 162.4, 167.2.
HaﬁHeHO, %: C 5744, H 384, N 8.66. C23H18C1N304.
Breruucaeno, %: C 57.5; H 3.78; N 8.75. M 480.32.

4-Okco-2-{2-[2-(dpennnamuno)densonya]ruapa-
30H0}-4-(4-pTopdennn)doyranoBas kucaora (3h).
Bexox 3.18 r (76%), cBermo-KenThle KpUCTAILIH,
1.1, 103-105°C (MeCN). Crextp SIMP 'H (CDCly),
o, m.1.: popma A (60%): 4.45 ¢ (2H, CH,), 6.9-8.0 m
(13Hgpow), 8.31 ymrc. (1H, NH), 11.98 ¢ (1H, NH);
dopma B (5%): 3.25 1 (1H, C*Ha, J 19.4 Tu), 3.32 1
(1H, C*H,, J 19.4 T1), 6.8-8.0 M (15H, Hypoy + NH,
OH); dopma C (35%): 4.37 ¢ (2H, CH,), 6.9-8.0 m
(13Hapow), 9.01 ymc (1H, NH), 13.51 ¢ (1H, NH).
Criextp SIMP °C (CDCl3), 8, m.a. (hopma A): 35.9,
115.2, 1159, 117.6, 121.7, 123.3, 127.8, 128.8, 128.9,
132.2, 132.3, 133.9, 136.3, 139.9, 147.5, 163.2, 166.3,
194.3. Cnextp SIMP "°F (CDCl3), 8, m.1: hopma A: —
100.8; popma B: —113.5; dpopma C: —104.0. Hatineno,
%: C 65.80; H 4.39; N 10.09. CyH;gFN;O,.
Beruucaeno, %: C 65.87; H 4.33; N 10.02. M 419.41.

4-(3,4-Jumeroxcudenn)-4-oxkco-2-{2-[2-(de-
HUJIAMHMHO)0eH30 W1 |THAPA30H0}0yTaHOBAsT KHCJIO0-
ta (3i). Bexon 4.24 t (92%), xenteie KPUCTAJUIBL,
taut. 110-112°C (MeCN). UK crektp, v, cM ': 3357,
3208, 1703, 1668, 1639, 1594. Criexrp SIMP 'H (CDCls),
o, m..: popMma A (75%): 3.97 ¢ (3H, Me), 3.98 ¢ (3H,
Me), 4.42 ¢ (2H, CH»), 6.9-8.0 M (13H,pom), 8.5 ymr.c
(1H, NH), 12.4 ¢ (1H, NH); dopma C (25%): 3.97 c
(3H, Me), 3.98 ¢ (3H, Me), 4.37 ¢ (2H, CH,), 6.9-8.0
M (13Hgpow), 9.45 ym.c (1H, NH), 13.51 ¢ (1H, NH).
Crextp SIMP °C (CDCly), 8, m.a. (hopma A): 35.8,
55.6, 55.7, 110.1, 110.9, 112.9, 114.9, 1174, 121.7,
123.1, 125.1, 127.6, 127.8, 128.7, 128.8, 133.7, 140.0,
147.5, 148.8, 154.7, 163.1, 166.1, 194.0. Haiineno, %:
C 65.14; H 5.09; N 9.02. Cy5H»3N;304. Boruncieno, %:
C65.07; H5.02; N 9.11. M 461.47.

3-(2-DeHnnaMuHOOEH30MI)THAPA3OHBI  S5-3aMe-
meHHbIX 2,3-gpypanauono (4a—i) (obwas memoou-

ka). CootBerctBytonryto kuciaory 3a—i (0.01 moin)
HarpeBasu nipu 70°C B TeueHne 3—4 MUH B YKCYCHOM
aaruapuae (3—4 mur). BeimaBmmii mociie OXJTakICHUS
0CaJIOK OT(HUIBTPOBBIBATIHN, MPOMBIBATH OE3BOIHBIM
3GUpPOM H TEPEKPUCTAIITU3OBHIBAIM W3 OE3BOAHOTO
TOJyOJIa.

(Z)-N'-[5-(mpem-byTunn)-2-oxkcopypan-3(2H)-
uauaeH|-2-(peansiamuno)oenzoruapazua  (4a).
Beixon 2.87 r (79%), cBeTyi0-OpaH>KEeBbIE KPUCTAIUIBL,
T.m1. 237-238°C (tomyom). Crextp IMP 'H (CDCl5),
o, m.1.: 1.30 ¢ (9H, #-Bu), 6.05 ¢ (1H, CH), 6.85 m
(IHapom), 7.10 M (1Hapon), 7.27 M (2Hapou), 7.31-7.39 M
(4Hapon), 7.62 M (1Hgpom), 9.62 ¢ (1H, NH), 12.82 ¢
(1H, NH). Cnektp SIMP *C (CDCl), 8, m.io.: 26.4,
32.9, 995, 113.4, 114.9, 117.3, 121.5, 1229, 127.2,
128.8, 133.4, 136.7, 140.2, 147.3, 160.4, 165.2, 172.1.
Haiineno, %: C 69.37; H 5.88; N 11.48. C;H;N;0s.
Brrancneno, %: C 69.41; H 5.82; N 11.56. M 363.42.

(2)-N'-12-Oxco-5-pennndypan-3(2H)-naunen|-
2-(¢pennnamuno)oenzoruapasun (4b). Beixox 2.99 r
(78%), opamkeBble KpUCTaUIBL, T.mI. 155-157°C
(toryomn). Crektp SIMP 'H (CDCLy), 8, m.a.: 6.71 ¢
(IH, CH), 6.86 M (1Hupon), 7.11 M (1Hapon), 7.27 M
(2Hapom), 7.32-740 M (4Hapow), 7.46-7.54 M (3Hapom),
7.66 M (1Hgpou), 7.76 M (2Hgpow), 9.68 ¢ (1H, NH),
12.92 ¢ (1H, NH). Crektp SIMP *C (CDCLy), 8, m.xi.:
100.5, 113.2, 114.9, 117.4, 121.5, 123.0, 125.0, 126.6,
127.2, 128.6, 128.9, 131.0 133.6, 136.2, 140.1, 147.4,
158.9, 160.1, 165.1. Haiineno, %: C 72.12; H 4.52; N
10.90. C,3H7N;05. Beraucneno, %: C 72.05; H 4.47;
N 10.96. M 383.41.

(2)-N'-[5-(4-meTniadenn)-2-okcodpypan-3(2H)-
uianjeH|-2-(pennnamuno)oensoruapasug  (4c¢).
Breixox 2.74 t (69%), cBeTi0-OpaHKeBbI€ KPHUCTAILIHI,
1.1, 210-212°C (tomyomn). Cnekrp IMP 'H (IMCO-
ds), 6, Mm.a1.: 2.37 ¢ (3H, CHs), 6.96 M (1H,pon), 7.05 M
(1Hapow), 7.09 M (1Hgzpow), 7.12 ¢ (1H, CH), 7.29 m
(2Hapom), 7.34 M (2Hapow), 7.44-7.55 M (2H,pon), 7.66 M
(IHapom), 7.72 M (2Hapom), 7.79 M (1Hgpom), 8.92 ¢ (1H,
NH), 12.80 ¢ (1H, NH). Haiineno, %: C 72.46; H 4.88;
N 10.64. C,4H;9N3O5. Brruncneno, %: C 72.53; H
4.82; N 10.57. M 397.43.

(£)-N'-[5-(4-MeTokcudpenun)-2-oxkcopypan-3-
(2H)-ununeu]-2-(pennnamuno)oenzoruapazun (4d).
Beixon 2.52 r (61%), kpacHble KprcTabl, T.11. 200—
202°C (tomyom). Crexkrp IMP 'H (CDCly), 8, m.a.:
3.90 ¢ (3H, CHj), 6.56 ¢ (1H, CH), 6.80-7.80 ™M
(13Hgpom), 9.65 ¢ (1H, NH), 12.85 ¢ (1H, NH). Cnektp
SAMP C (CDCly), 8, m..: 55.9, 98.5, 114.1, 114.9,
117.4, 119.2, 121.5, 122.9, 126.9, 127.2, 128.8, 133.4,
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136.7, 140.2, 147.3, 159.1, 160.3, 161.9, 165.1.
Hatineno, %: C 69.66; H 4.69; N 10.08. C,4H9N3O4.
Brraucneno, %: C 69.72; H4.63; N 10.16. M 413.43.

(£)-N'-[2-Oxkco-5-(4-3Tokcudpennn)pypan-3(2 H)-
uaunaen]-2-(pennnamuno)oensoruapasug (4e).
Beixon 2.78 r (65%), opaHKeBble KPUCTAJLIBI, T.IUL
197-199°C (tomyomn). Cmextp SIMP 'H (CDCly), 8,
m.a.: 1.46 T (3H, CH;, J 7.0 T'm), 4.11 x (2H, CH,, J
7.0 T'm), 6.55 ¢ (1H, CH), 6.87 m (1Hgpon), 6.98 M
(2Hapow), 7.10 M (1Hapou), 7.27 M (2Hapow), 7.32-740 M.
(4Hapon), 7.64 M (1Hqapon), 7.69 M (2H,poy), 9.68 ¢ (1H,
NH), 12.85 ¢ (1H, NH). Cniexrp SIMP *C (CDCl;), 3,
m.a.: 14.1, 63.3, 98.3, 113.5, 114.6, 114.9, 117.4,
118.9, 121.5, 122.9, 126.9, 127.2, 128.8, 133.4, 136.7,
140.2, 147.2, 159.1, 160.4, 161.3, 165.1. Haiineno, %:
C 70.18; H 4.88; N 9.91. C,5H»3N;304. Beruucneno, %:
C 70.25; H 4.95; N 9.83. M 427 .46.

(Z£)-N'-[2-Oxkco-5-(4-xaopdenunn)pypan-3(2H)-
uianjaen]-2-(pennsamuno)oensoruapasug  (4f).
Bexox 3.3 r (79%), cBeTio-opaH)KeBbIE KPHCTAILIH,
1.101. 240-141°C (tomyomn). Crextp SIMP 'H (JIMCO-
de), 0, M.J1.: 6.68 M (1Hgpom), 7.05 M (1Hgpon), 7.10 M
(2Hapow), 7.24 ¢ (1H, CH), 7.30 M (3Hapom), 749 M
(IHapow), 7.61 M (2Hapow), 7.75 M (1Hapow), 7.82 M
(2Hapow), 8.91 ¢ (1H, NH), 12.82 ¢ (1H, NH). Cnektp
SAMP BC (IMCO-dy), 8, M. 102.6, 118.2, 119.4,
120.3, 121.9, 126.0, 127.0, 129.20, 129.24, 129.28,
129.31, 133.6, 1359, 137.2, 142.2, 144.5, 157.2,
159.1, 164.6. Haiineno, %: C 66.03; H 3.74; N 10.14.
C23H15C1N303. BBI‘II/ICJ'ICHO, %: C 6611, H 386, N
10.06. M 417.85.

(2)-N'-|5-(4-bpompenun)-2-okcopypan-3(2H)-
uianjen]|-2-(pennnamuno)oenzoruapazun  (4g).
Brixox 3.79 r (82%), kpacHble KPUCTAIUIBI, T.IUT. 235—
237°C (tomyom). Crekrp IMP 'H (CDCly), 8, m.x.:
6.7-7.9 m (14H, CH + Hypoy), 9.64 ¢ (1H, NH), 12.91 ¢
(1H, NH). Cnextp IMP *C (CDCl), 8, m.a.: 101.0,
115.0, 121.5, 121.7, 123.1, 125.5, 126.3, 127.2, 128.9,
131.9, 133.6, 135.9, 137.4, 140.1, 143.6, 147.5, 157.7,
159.8, 161.9. Haiineno, %: C 59.81; H 3.42; N 9.16.
Cy»3H¢BrN;O;. Brruucieno, %: C 59.76; H 3.49; N
9.09. M 462.30.

(£)-N'-[2-Oxco-5-(4-pTopdenun)dpypan-3(2H)-
uiangeH|-2-(peanamuno)oenzoruapasug  (4h).
Beixox 3.17 1 (79%), TeMHO-OpaHKeBbIE€ KPUCTAILIHI,
1.1, 200-202°C (tomyomn). Cnekrp IMP 'H (IMCO-
ds), 0, M.1.: 6.97 M (1Hgpom), 7.03 M (1Hgzpoun), 7.08 M
(2Hapom), 7.12 ¢ (1H, CH), 7.28 M (3Hapom), 7.36 M
(2Hapom), 745 M (1Hapow), 7.73 M (1Hgpow), 7.88 M
(2Hgpow), 8.83 ¢ (1H, NH), 12.72 ¢ (1H, NH).
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HaﬁHeHO, %: C 6890, H 410, N 10.41. C23H16FN303.
Breraucneno, %: C 68.82; H 4.02; N 10.47. M 401.40.

(£)-N'-[5-(3,4-AumeTokcudenun)-2-okcopypaH-
3(2H)-naunnen]-2-(dpennaaMmuHo)0eH30THAPA3ZU]
(4i). Beixon 2.66 r (60%), KpacHble KpUCTAJIbI, T.IL.
170-172°C (tomyon). Cnextp SIMP 'H (CDCLy), 8,
M.1.: 3.96 ¢ (3H, CH3), 3.97 ¢ (3H, CHj3), 6.56 ¢ (1H, CH),
6.86 M (1H,pom), 6.96 M (1Hgpon), 7.11 M (1Hgpon), 7.20
M (1Hgpon), 7.27 M (2Hpon), 7.32-7.40 M (SHgpow), 7.65 M
(1Hapou), 9.64 ¢ (1H, NH), 12.84 ¢ (1H, NH). Cnekrp
AMP C (CDCLy), &, m.a.: 55.5, 55.6, 98.7, 107.6,
110.9, 113.5, 114.9, 117.4, 119.2, 1194, 121.5, 122.9,
127.2, 128.8, 133.4, 136.6, 140.2, 147.3, 149.0, 151.8,
158.9, 160.3, 165.1. Macc-cniektp, m/z: 443 [M]".
Haiineno, %: C 67.65; H 4.88; N 9.41. C,5sH,N50s.
Beruucaeno, %: C 67.71; H4.77; N 9.48. M 443 .46.
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Synthesis, Structure, Biological Activity, and Cyclization
of 2-(2-Phenylaminobenzoylhydrazono)-4-oxobutanoic Acids
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The interaction of 2-phenylaminobenzoylhydrazine with 4-aryl-2-hydroxy-4-oxobut-2-enoic and 2-hydroxy-5,5-
dimethyl-4-oxohex-2-enoic acids, resulting in the formation of 4-aryl-2-(2-phenylaminobenzoylhydrazono)-4-
oxobutanoic and 5,5-dimethyl-2-(2-phenylaminobenzoylhydrazono)-4-oxohexanoic acids. Derivatives of acids
in solutions are in the form of a mixture of Z,E-hydrazono form and in cyclic pyrazolinic form, and under the
action of acetic anhydride they are cyclized in 5-aryl- and 5-tert-butyl-3-(2-phenylaminobenzoylhydrazono)-2,3-
furandion. The antinociceptive and anti-inflammatory activity of 4-aryl-2-(2-phenylaminobenzoylhydrazono)-4-
oxobutanoic and 5,5-dimethyl-2-(2-phenylaminobenzoylhydrazono)-4-oxohexanoic acids was studied.

Keywords: phenanthranilic acid hydrazide, 2,4-dioxobutanoic acids, 3-hydrazonofuran-2-ones, biological
activity

JKYPHAJI OPTAHMYECKOM XUMHHU Ttom 55 Ne 11 2019



