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[Mpu B3auMOAEHCTBUU METUJIOBBIX 3(UPOB apOWJIMMPOBUHOTPAIHBIX KUCIOT U 2-aMMHOOEH30MHOM
(aHTpaHWUJIOBOIi) KUCIOTHI B JIEASTHON YKCYCHOM KMCJIOTE B TIPUCYTCTBUM OE3BOMHOTO alleTaTra HaTpus

CHMHTC3MPOBAHbI

2-{[(2Z)-4-apun-2-ruapokcu-4-oKcoOyT-2-eHOWJ |aMUHO}OEH30 M HbIE

KHMCJIOThBI.

C nomotiipto PCA ycTaHOBJIEHO X MPOCTPAHCTBEHHOE CTPOECHMUE.

Kmouessie ciioBa: 2-{[(22)-4-apun-2-runpoKcu-4-oKcoOyT-2-eHOMI |aMIUHO }0eH30MHbIe KUCIOTHI, METH -
JIOBBIE 3(bUPHI apOMIIITMPOBUHOTPAITHBIX KUCIIOT, 2-aMIMHOOEH30MHAas (aHTPpAaHWIOBasI) KMCI0Ta, CUHTE3
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BBEAEHHUE

OcHoBHas 3amaya (hapMaleBTUIECKON HayKu
3aKJII0YaeTCs B MOJYYEHMH HOBBIX BBICOKO3(-
(beKTUBHBIX W MAaJIOTOKCUYHBIX JIEKaPCTBEHHBIX
CPENCTB, WIS PEeIIeHNs] KOTOPOM OMHUM 13 HaIlpaB-
JICHUI SIBJISIETCS] CUHTE3 CYOCTaHLIMiA, 001a1arolInX
OMOJIOTMYECKOM  aKTMBHOCTHIO.  AHTpaHWIOBast
KHCJIOTa U €€ MPOX3BOIHBIE MPEACTABIISIOT MUHTEPEC
IJ11 OIOOHBIX ucciaeqoBaHuil. JlaHHbIE coeauHe-
HUSI JOBOJIBHO IIIMPOKO PACIIPOCTPaHEHBI B IIPUPO-
Jie: OHM HaXOJSITCSI B paCTEHUSIX B COCTaBe 3(PUPHBIX
Macell, SIBIISIIOTCS IIPOMYKTaMHU XKU3HEAESITeIbBHOCTH
psina xuBbIXx opraHudmoB [1]. CoemuHeHusT aH-
TPAaHWJIOBOM KUCJIOTHI, B OOJBIIMHCTBE CJIy4aeB
N-3amellieHHble, W3BECTHbI Takxe Ojarogaps
pa3IMYHBIM BUAAM OMOJIOTMYECKON aKTUBHOCTH,
B MEPBYIO OdYepenb MPOTUBOBOCHAIMTEIIBHON [2],
aHanereTmyeckoir [3], mpoTUBOMUKpoOOHOIT |[1].
PaHee Hamu ObLIM CUHTE3MPOBAHBI N-3aMeIEHHbIE
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aMUIbI ApOMIIIMPOBUHOTPAIHBIX KUCJIOT, COAepXKa-
1€ B CBOEM COCTaBE OCTATOK METWJIOBOIO 3upa
AHTPAHUJIOBOM KUCJIOTHI M OOJIAfaollye aHajIbIe-
TUYECKOI aKTUBHOCTHIO [4].

M3BecTeH MHOrocTaguiiHbIi CIOCO0 IOIYyYEeHUS
0-KapOoKcr(hpeHUTaMIIOB apOVIIITMPOBUHOTPATHBIX
kuchaort [5]. Ha nepBoii cranuu koHaeHcauei Ksii-
3eHa MPOM3BOMHBIX alleToheHOHa C OUATUIIOKCaa-
TOM B METUJIOBOM CITUPTE B IIPUCYTCTBUM METUIAaTa
HaTpus IOJyJaloT METWIOBBIE 3(UpPhI apOMIIIUPO-
BUHOTPAIHbBIX KKCJIOT. [Tocsie 3Toro nx ruapovsyor
B KHUCJION Cpeie HEITOCPEACTBEHHO OO0 apOMIIIUPO-
BUHOTPagHbIX KUCIOT. IlodydyeHHbIe COemUHEHUs
B TIPUCYTCTBUM THOHWIXJIOpHIA WIM YKCYCHOTO
aHTUIPUIA TMKIU3YIOT 10 S-apwii-2,3-auruapody-
paH-2,3-1MOHOB, KOTOpbIE pearupyloT ¢ aHTpaHU-
JIOBOI KUCJIOTOM B aOCOJIIOTHOM OeH3oJjie, o0pasys
COOTBETCTBYIOIIME N-apyilaMUIbl apOWJIITHMPOBUHO-
IpagHbIX KUCIOT (cxema 1).
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JlaHHBIN CITOCO0 MMeEET psII HeIOCTaTKOB, Ta-
KHMX KaK HeYyCTOMUYMBOCTb S-apuii-2,3-quruapody-
paH-2,3-1MOHOB, KOTOpHIE TOJ AeHCTBUEM BJIaru
BO3/yXa JIETKO MPeBpallaloTCs B UCXOAHbIE apOUJI-
MUPOBUHOIPAAHbIE KUCIOTBI, YTO 3aTpydHSIET
CUHTe3 N-apujaaMuIOB apoOUJIITUPOBUHOIPATHBIX
KMCJIOT M CHIKAET MX BeIxod. Kpome Toro, maHHBII
MHOTOCTAIMMHBINA CUHTE3 TpeOyeT UCHOIb30BaHUSI
a0COJTIOTHBIX PacTBOPHUTENIEll M TOKCUYHBIX pea-
TEHTOB.

B cBs13M ¢ 3TMM TIpencTaBIIsSI0 MHTEpEC pa3pa-
0oTaTh HOBBIN cIocod cuHTe3a N-3aMmelleHHBIX
aMUI0B 4-apuii-2-TUIpoKCcU-4-0KCOOyT-2-eHOBBIX
(apoMJIMUPOBUHOTPATHBIX KHUCIOT), COAECPXKALIUX
B aMMAHOM (pparMeHTe OCTaTOK aHTPaHWJIOBOM
KMCJIOTHI, TIOJIYYUTh HOBBIE COEAMHEHUS U U3YYUTD
B JaJIbHEMIIeM uX OMOJIOTUUECKYIO aKTUBHOCTb.

PE3VYJIBTATbBI M OBCYXAEHUE

B xome wucciaemoBaHuil OBUIO YCTaHOBJIEHO,
yto  2-{[(2Z)-4-apun-2-ruapokcu-4-oKkcooyT-2-
€HOWJ|aMMHO}OeH30iMHbIe KUCJIOTHl la—g Jierko
obpasyrorcs (uepe3d 20—30 MHUH) ¢ IOCTAaTOYHO
XOpolIMMM BbIxomamu (65—91%) mo Merommke
U3 auTepaTtypbl [6, 7] NpU KUIISTYEHUU METUIIO-
BBIX 3(UPOB apOWIITHPOBUHOTPATHBIX KHUCIOT
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¢ 2-aMMWHOOEH30HOI (aHTPAHUIIOBOIT) KMCIIOTOM
B JICASTHON YKCYCHOM KWCJIOTE B IIPUCYTCTBUM
SKBUBAJIEHTHOTO KOJIMYECTBa O€3BOJHOTO alleTara
HaTpus (cxema 2).

CHHTe3UpOBaHHbIE COeAMHEHMsT la—g Tipen-
CTaBJISIIOT COOOI CBETIO-KEIThie MJIM KPEMOBBIE
KPUCTAIUIMYECKNE  BEIEeCTBa, PacTBOpUMBIC
B AM®A, IMCO, nipu HarpeBaHUM — B 3TaHOJIE,
JICISTHOM YKCYCHOM KHCJIOTE, IMOKCAaHE, aleTo-
HUTpPUJIE X HEPaCTBOPUMBbIE B BOJIE.

B UK cnekrpax coenuHeHuii la—g Habmona-
JOTCS TIOJIOCHI BaJICHTHBIX Kojiebanuii NH cBs3m,
OH kapOOKCUJIBHOM TPYMIbI, EHOJbHOW TUAPOK-
cuibHOM rpymibl (3188—3116 cm™'), KapOOKCHITb-
HOI ¥ aMUIHOM KapOOHMIbHBIX rpyIin (1710—1696
n 1682—1665 cM’!, cOOTBETCTBEHHO), KETOHHOM
KapOOHWIbHOM rpymmbl (1620—1604 cm™!).

B cnekrpax AMP 'H coenunenuii la—g,
KpOME CUTHAJOB apoMaTU4eCKUX IPOTOHOB,
MPUCYTCTBYIOT CHUHIJIETBI IIPOTOHOB €HOJIBLHOM
rpyrmmpoBk HC=C—0O (7.20—7.27 M.1.), TPYIIIILI
NH,  (mukerodopma, 12.36—12.46 m.n.) u NH_
(eHonmbHast dopma, 12.57—12.67 m.n.), KapOoOK-
CWJIBHOI TPYIIbl B BUAE YIIMPEHHOIO CHUHIJIETA
(13.60—13.86 m.nm.). CuUrHajabl IIPOTOHOB IOPYIUX
TPYIIIT HAOIIOAAIOTCS B OKMIaeMbIX 00JIACTSIX.
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Cxema 2
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la—g (65-91%)
R =H (1a), F (1b), CI (1¢), EtO (1d), Me (1e), Br (1f), MeO (1g).

ITo manueiMm AMP 'H, coemunenust la—g cy-
mecTBYIOT B 2 TayToMepHBIX popmax A u b. Tak,
B crektpax AMP 'H coegunenuii la—g mpucyr-
CTBYET CUTHAJ HU3KOI MHTEHCUBHOCTU TIpu 4.60—
4.66 M.1., KOTOPBIii OOYCJIOBJIEH [B-METHJICHOBOI
TPYIIION TUKEeTOHHOMI (popmbl. Icxomst U3 COOTHO-
IIEHUS 3HAYCHUW MHTETPAIbHOM MHTEHCUBHOCTU
CUTHAJIOB [-METMJICHOBOW TpPYNIbI M TIPOTOHA
B rpynne O—C=CH, B MOJy4YeHHBIX COEIUHE-
HUSX TIpeobnamaer eHombHass ¢opma A (~85%),
KOTOpasi II0 JaHHBIM CIIEKTPOB CYIIECTBYET
B Z-dopme, a Ha KeTOHHYIO ¢opmy b mipuxomnrcs
~15%. OtcyrctBue B cniektpax SIMP 'H curnana
MPOTOHA €HOJIBHOM TUAPOKCUJIBHOM TPYIIIHI,
MO-BUAUMOMY, OOBSICHSIETCS €ro 3HAYMTEIbHBIM
VIIMpPEeHNWEM B pe3yJibTaTe OOMEHHBIX IIPOIIECCOB,
4TO HAOMOmaeTcsd W i1 OPYTUX MPOU3BOMHBIX
apOMJIITMPOBUHOTPAAHBIX KUCIOT [8, 9].

B cmektpax SAMP 1BC coemunenuii la—g
HaOIONAIOTCSI CUTHAJIBl XWMMUYECKUX CIBUTOB
simep aTOMOB yrjiepona 3 KapOOHWIBHBIX TPYIII
CONH (169.52—169.56 m.n.), COOH (177.43—
179.66 m.1.), C=0 (184.00—186.11 m.x1.).

Bce mosydyeHHBIE CcOeOUMHEHHUS B peakUUU
co crmpToBBIM pacTBopoM kene3a(lll) xmopuma
Jal0T BUILIHEBO-KPAaCHOE OKpalllMBaHUE, YTO MO -

TBEPXIAEeT HAJIMYUE EHOJBbHOU TMIAPOKCUIBLHOWU
IPYMIIBI B UX CTPYKTYpE.

Hnsa  yCTaHOBIEHUSI  IIPOCTPAHCTBEHHOTO
CTpOCHHSI coeauHeHW la—g MemICHHON Kpu-
craum3anuein 3 JMCO HamMm ObUT HONy4eH
MOHOKPHUCTAJ/I coenrHeHUsT le W IIpoBeIeH ero
peHTreHocTpyKTypHBI aHanu3 (PCA) (prcyHOK).

CornacHo pgaHHbeIM PCA, coenuHeHue le
KPUCTA/UIU3YeTCsl B LEHTPOCUMMETPUYHOM TMpo-
CTPAHCTBEHHOM TPYyIe MOHOKJIMHHON CMHTOHUU
B Buge coibBata ¢ JIMCO B cootHoueHuu 1:1
(pucynok, mosekyna JIMCO Ha pucyHKe He U300-
paxkeHa). bosblasg 4yacTh MOJIEKYJIBI COEIUHEHUS
le TpUOAM3UTENLHO TIJIOCKAs, 3a MCKIIOYEHUEM
TOJIWJIBHOTO 3aMECTUTEJNsl, Pa3BEpPHYTOTO IIOJ
HEOOJBIIUM YIJIOM (TOPCUOHHBIN yroa C3C4*C3C
8.2(6)°). KpaTHble CBSI3U KETO-EHOJLHOIO (par-
MEHTa JeJoKaau30BaHbl. Tak, Mo cBoeMy 3Haye-
HMIO IJIMHA CBSI3U KETOHHOM KapOOHUIBHOM Ipym-
el C*=0'1.288(5) A npubmixkaercst K IINHE CBS3H
eHoubHOI rpyrel C2—02 1.301(5) A. JInuHsl yroe-
POI-YIJIEPOAHBIX CBSI3eil B KETO-€HOJbHOM (hpar-
MeHTe TakxXe JoctatouHo 6;1u3ku (C=C3 1.357(5)
Au C3—C* 1.386(6) A). EHOIbHASI THIPOKCIITBHAST
Ipynmna yJacTByeT B 00pa30BaHUW BHYTPUMOJE-
KyJISIpHOM BomoponmHoii csizu O’—H?--O!. ITnoc-
KOE CTpPOeHHE OCTaTKa aHTPAHWIOBOM KHUCIOTHI
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Puc. Ctpykrypa coenuHenus le mo ganHsiM PCA B TeruioBbix autunconaax 30%-Hoit BEpOSITHOCTH

00YCJIOBJIEHO BHYTPUMOJIEKYJISIPHON BOIOPOIHOIM
cBsa3pio N'—H!--O* Monekyna JIMCO ynepxxusa-
€TCS B KPUCTAJLIE 3a CUET BOTOPOIHOM CBSI3U MEX-
1y KapOOKCUIBHOM IPYIIIOi ¥ aTOMOM KHCJIOpOaa
pPacTBOPUTEIIS.

HcxirounrenbHoe obpa3oBaHue amMuaoB la—g,
MO-BUAMMOMY, OOBSICHSETCS TeM, KaK IOKa3aHO
panee [4, 6, 9], yTo aueTaT HATPUA BCTYIAaeT B 00-
MEHHOE B3aMMOJAEHCTBUE C MCXOOHBIM 3(hHUpPOM
apOWINUPOBUHOTPANIHON  KUCIOTBI,  0Opasysd
HaATPpUIIIPOU3BOIHOE UCXOMTHOTO 3(prpa apOuJIInm-
POBUHOTPATHOM KUCIOTHI, B KOTOPOM HMPOUCXOIUT
Je3aKTUBALMS KapOOHUIBLHOI IPYIITBI B OL-TI0JIO-
>KEHUU U, CJIeIOBATEIbHO, CTAHOBUTCS BO3MOXKHOM
araka CJIOXXHOR(UPHOIro KapOOHUJBHOIrO (par-
MEHTa TIePBUYHON aMWUHOIPYIIION 2-aMUHOOEH-
30MHOM (aHTPaHUJIOBOIT) KUCIOTHI (cxema 3).

OKCINEPUMEHTAJIbHAA YACTb

Cnektpel SIMP 'H 3amucanel Ha mnpubdope
Bruker Avance III HD (400 MTI') (IlIseituapust)

B IIMCO-d,, BHytpeHHuii cranmapr — TMC.
Cnextpsl IMP C nony4yensr Ha ipubope Bruker
Avance III HD (100 MT'1) (Ilseiapus) B JIM-
CO-d,, Buyrpernnit cranmapt — TMC. UK criek-
Tphl CHATHI Ha Dypbe-crneKkTpoMeTpe MHPpaKpac-
HOoM “UuDpalIiOM DPT-08” (Poccus) B TabimeTKax
KBr. DiieMeHTHBIN aHaIM3 MpoBeAeH Ha Npudope
Perkin Elmer 2400 (CIIIA). Temmepatyphl IjiaB-
JeHus ompeaeiaeHbl Ha mpubope Melting Point
M-565 (Ilseinapus). Jusg cuHTe3a coeqMHEHUI
la-g ucnoibp30BaINChH 2-aMMHOOEH30MHAsT KMCI0-
Ta (99%, Alfa Aesar), 6e3BOIHBIN alleTaT HATPUS
(99%, Alfa Aesar), MeTUIOBBIE 3(DUPHI APOUIITTUPO-
BUHOTPAIHBIX KHUCIIOT, IIOJIy4eHHBIC 110 M3BECTHOM
MeToauke [6].

PCA coemunenusi le mnpoBedeH Ha MOHO-
KpuUcTaJlbHOM nudpakroMerpe Xcalibur Ruby
(Agilent Technologies, BenukobputaHus)
¢ CCD-perexktopom (MoKo-uznyuenue, 295(2)
K, ow-ckanupoBanue c¢ marom 1°). Ilormomenue
YUTEHO OSMMOUPUYECKM C HCIOJb30BaHUEM aJl-

Cxema 3
0 NaOOCCH, 0
Ar AN O/ — Ar AN o ~
o) OH CH,COOH 0] O ~Na*

Ar= C4H,, 4-FCH,, 4-CIC,H,, 4-C,H,0CH,, 4-CH,C H,, 4-BrC,H,, 4-CH,OCH,.
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roputmva SCALE3 ABSPACK [10]. Crpyktypa
pacmdpoBaHa ¢ moMouibio mporpamMmmel SHELXT
[11] m yToyHeHa TMOJHOMATPUUYHBLIM METOAOM
HaMMEHBIIUX KBaApaToB MO [f? B aHU30TPOIHOM
NPUOIKEHUN UISI BCEX HEBOMOPOMIHBIX aTOMOB
¢ noMoiipio nporpammbel SHELXL [12] ¢ rpadu-
yeckuM uHtepdeiicom OLEX2 [13]. AToMbl Bogo-
porna BKJIIOUEHBI B YTOUHEHUE B MOJIEIN Hae30HUKa
(3a uckiIoYeHueM aToMoB Bogopoaa rpynmn O?H?
u N'H'!, yToUHEHHBIX HE3aBUCHMO B U30TPOIITHOM
npubnamxkenuun). CoeauHeHue le: MOHOKJIMHHAS
CHHIOHMs, NPOCTPaHCTBeHHas rpynma P2 /c,
CH N, O, ,CHOS, M 403.44, a 19.129(7) A,
b 5.3394(16) A, ¢ 20.560(8) A, B 105.38(4)°, V
2024.7(13) A3, Z 4, d . 1323r/cm’, u0.196 Mm~'.
OxoHuaTeIbHbIE MapaMeTphl yrouHeHus: R, 0.0886
[ 1874 orpaxenuit ¢ I > 20(1)], wR, 0.2937
(mmst Beex 4812 He3aBMCUMBIX OTpaxeHui, R
0.0618), S 1.007. Pesyapratel PCA 3aperucrpu-
poBaHbl B KeMOpMIXKCKOM LIEHTpe KpUCTaIorpa-
durueckux maHHbIX nog Homepom CCDC 2304168
M MOTYT OBITh 3aIIPOIICHBI IIO ampecy: www.ccdc.
cam.ac.uk/structures.

2-{[(22)-2-Tuapokcu-4-okco-4-peannodyr-2-
eHow|amuHo}0en3oiiHas kucaora (la). K 1.37 r
(0.01 Monp) 2-aMUHOOEH30MHOM KUCTOTHI (99%,
Alfa Aesar), pacTBOpeHHOW mNpU HarpeBaHUU
B 15 MJI leasiHOM YKCYCHOM KUCJIOTBI, 10OABIISIIN
pactBop 2.06 r (0.01 monp) MeTuaOoBOrO 3upa
O6eH3ouamMpoBrUHOTrpagHoi KuciaoTel v 0.82 1 (0.01
MOJTb) O€3BOIHOTO HATPH alieTaTa B 15 MIT IeIsTHOM
YKCYCHO KMCJIOTBL. PeakIlMoHHYI0 CMeCh KUITSITH-
Ju 30 MuH. BeimaBummii npyu oXJaXXAE€HUU OCagoK
OTOWIBTPOBBIBAIM M TEPEKPUCTAIIIU30BbIBAIN
u3 staHona. Beixox 2.02 r (65%), T.mu1. 211-213°C
(EtOH). UK cnekrp, v, cm': 3150 (NH, COOH,
OH_, ), 1708 (COOH), 1680 (CONH), 1620 (CO).
Cnextp AMP 'H, 6, m.1.: 4.66 ¢ (2H, COCH,CO),
7.27 ¢ (1H, O—C=CH), 7.25-8.73 m (9H, CH,)),
12.36 ¢ (0.15H, NH_ ), 12.59 ¢ (0.85H, NH_ ),
13.86 yur.c (IH, COOH). Cnekrp SIMP BC, §,
M.I.: 94.56, 117.79, 120.34, 124.41, 128.04, 129.66,
131.91, 133.71, 134.71, 139.82, 159.87, 169.55,
179.49, 185.39. Haiineno, %: C 65.67; H 4.27;
N 4.46. CH ,NO,. Boruucneno, %: C 65.59; H
4.21; N 4.50.

CoenuHenus 1b—g noayvyanu aHaJIOTMYHO.

2-{[(2Z)-2-Tunpokcu-4-okco-4-(4-cdrop-
thenn1)0yT-2-eHomN | aMUHO }OeH30iHAS KHCJI0TA
(1b). U3 1.37 r (0.01 monb) 2-aMMHOOEH30MHO
kuciotTe 1 2.24 1 (0.01 Moap) MeTUIoBOrO 3dupa
4-(pTopOeH30UIIMUPOBUHOTPAJTHON KUCIOThI ObLIT
nonydeH: Boixom 2.40 r (73%), t.mn. 188—190°C
(EtOH). UK cnekrp, v, cm': 3188 (NH, COOH,
OH_, ), 1708 (COOH), 1682 (CONH), 1620 (CO).
Cnexrp AMP 'H, 6, m.1.: 4.66 ¢ (2H, COCH,CO),
7.27 ¢ (1H, O—C=CH), 7.28-8.73 m (8H, CH, ),
12.36 ¢ (0.15H, NH__ ), 12.59 ¢ (0.85H, NH_),
13.81 yur.c (1H, COOH). Criektp IMP BC, §,
M.I.: 94.68, 116.69, 116.90, 117.77, 120.33, 124.41,
130.46, 131.10, 131.90, 134.71, 139.82, 159.80,
169.55, 178.63, 184.76. Haiineno, %: C 61.93;
H 3.78; N 4.20. C_H ,FNO,. C 62.01; H 3.67,
N 4.25.

2-{[(22)-2-Tunpokcu-4-okco-4-(4-xynopdeHun)-
0yT-2-eHomwn|amuHo }oen3oitnas kucaora (1c). U3
1.37 v (0.01 Monb) 2-aMUHOOEH30MHOM KUCJIOThI
u 2.41 r (0.01 monp) MeTuOBOIrO 3chUpa 4-XJI0p-
OeH30MIMMPOBUHOIpaTHON KucjaoTel u 0.82 T
(0.01 mousp) 6bIT mostydeH: Bbixon 2.69 1 (78%),
1.1 220-222°C (EtOH). UK cnekTp, v, cm™':
3186 (NH, COOH, OH ), 1709 (COOH), 1682
(CONH), 1608 (CO). Cnekrp AMP 'H, 6, m.1.:
4.66 ¢ (2H, COCH,CO), 7.26 ¢ (1H, O—C=CH),
7.29-8.74 m (8H, CH, ), 12.36 ¢ (0.15H, NH__),
12.59 ¢ (0.85H, NH_ ), 13.81 ym.c (1H, COOH).
Cnexktp AMP BC, 6, m.o.: 94.76, 117.75, 120.32,
124.41, 129.75, 130.87, 131.89, 132.55, 134.70,
139.22, 139.80, 159.73, 169.54, 179.47, 184.00.
Haiineno, %:C59.15;H3.44;,N4.12.C _H ,CINO..
Breraucieno, %: C 59.06; H 3.50; N 4.05.

2-{[(22)-2-Tuapokcu-4-okKco-4-(4-3T0KCH-
thenn1)0yT-2-eHonn|aMuHO }0eH30iiHAs KHCJI0TA
(1d). 13 1.37 r (0.01 monp) 2-aMMHOOEH30MHOI
kucaoTel 1 2.50 r (0.01 monb) MeTHIOBOTO 3(hbUpa
4-3TOKCUOCH30MIITUPOBUHOTPATHOMN KUCJIOTBI
u 0.82 r (0.01 Mmoap) ObUT TIOTYYeH: Bbixom 2.49 r
(70%), .. 234—-236°C (EtOH). UK cnekrp, v,
cm: 3120 (NH, COOH, OH_ ), 1696 (COOH),
1680 (CONH), 1604 (CO). Cnekrp AMP 'H, 6,
m.x1.: 1.36 T (3H, CH,CH,0, J 6.9 T'n), 4.17 k (2H,
CH,CH,0,J6.9Tu),4.60 c (2H, COCH,CO), 7.20
¢ (1H, O—C=CH), 6.84-8.73 m (8H, CH, ), 12.36
¢ (0.I5H, NH__ ), 12.57 ¢ (0.85H, NH,_ ), 13.60
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yur.c (1H, COOH). Cnexrp AMP B3C, §, m.o.:
14.88, 64.27,93.90, 115.45, 117.71, 120.31, 124.30,
125.94, 130.59, 131.88, 134.66, 139.90, 160.08,
163.90, 169.52, 177.43, 186.10. Haiineno, %:
C64.11; H 4.88; N 3.89. C ;H ,NO,. Brruucineno,
%: C 64.22; H 4.82; N 3.94.

2-{[(22)-2-Tunpokcu-4-(4-meTnndenn)-4-ok-
c00yT-2-eHom1 |aMuHO }0en3oiiHag kucaora (le). 13
1.37 v (0.01 monb) 2-aMUHOOECH30MHOMN KUCIOTHI
u 2.20 r (0.01 monp) mMeTusoBoro acdupa 4-me-
THIOEH3OMITTMPOBUHOTpaTHOM KHcaoThl 1 0.82 1
(0.01 monp) 6T momydeH: Beixon 2.70 T (83%),
T 204—-206°C (EtOH). UK cnektp, v, cm':
3137 (NH, COOH, OH ), 1708 (COOH), 1681
(CONH), 1610 (CO). Cnekrp AMP 'H, 6, m.x.:
2.40 ¢ (3H, CH,), 4.62 ¢ (2H, COCH,CO), 7.22
¢ (IH, 0—C=CH), 7.25-8.71 m (8H, CH, ), 12.46
(0.15H, NH__), 12.67 (0.85H, NH_ ). Cnekrp
SAMP BC, 5, m.a.: 21.71, 94.22, 118.06, 120.27,
124.31, 128.14, 130.23, 131.07, 131.88, 134.52,
139.85, 145.17, 159.94, 169.56, 178.85, 185.79.
Haiineno, %: C 66.56; H 4.57; N 4.35. C H /NO..
Boruucieno, %: C 66.46; H 4.65; N 4.31.

2-{[(22)-4-(4-bpomdennn)-2-ruapokrcu-4-oK-
c00yT-2-eHoms1|amuno }0en3oiiHaa kuciora (1f). 13
1.37 r (0.01 Moab) 2-aMUHOOEH30MHOI KUCIOTHI
n 2.85 1 (0.01 Mmosp) MeTuaoBOTO 3Upa 4-0pom-
OeH3ouanmMpoBUHOrpagHoi kucaoTel v 0.82 1 (0.01
MOJIb) ObLT MojydyeH: Boixom 3.43 T (88%), T.mil.
220—222°C (EtOH). UK cniekTp, v,cm': 3116 (NH,
COOH, OH_ ), 1708 (COOH), 1680 (CONH),
1605 (CO). Criextp SIMP 'H, §, m.1.: 4.65 ¢ (2H,
COCH,CO), 7.26 ¢ (1H, O—C=CH), 7.27-8.71 m
(8H, CH,), 12.36 (0.15H, NH__ ), 12.58 (0.85H,
NH,_ ). Cnextp AMP “C, §, m.0.: 94.73, 117.76,
120.33, 124.43, 128.36, 129.96, 130.96, 131.90,
132.72, 134.72, 139.79, 159.74, 169.55, 179.66,
184.06. Haiineno, %: C 52.47; H 3.16; N 3.48.
C,,H ,BrNO.. Bpruucneno, %: C 52.33; H 3.10;
N 3.59.

2-{[(22)-2-Tunpokcu-4-(4-meTokcudennn)-4-
OKCO0YT-2-eHomn1]|aMuHo }0eH3oiiHag Kucjaora (1g).
M31.371(0.01 MmosTB) 2-aMUHOOEH30MHOM KMCITOTHI
n 2.36 r (0.01 Monp) MeTHIIOBOTO 3Upa 4-METOK-
CUOEH30MIITUPOBUHOIPATHOM KUCIOTHI OBLT IOJTY-
yeH: Bbixox 3.101 (91%), 1.1, 218—220°C (EtOH).
UK cnekrp, v, em: 3156 (NH, COOH, OH_),
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1710 (COOH), 1665 (CONH), 1605 (CO). Cniextp
AMP 'H, 6, m.x.: 3.89 ¢ BH, CH,0), 4.61 ¢ (2H,
COCH,CO0), 7.22 ¢ (1H, O—C=CH), 7.08-8.73 m
(8H, CH, ), 12.36 (0.15H, NH__ ), 12.57 (0.85H,
NH_ ). Coekrp AMP “C, 8, m.n.: 56.20, 93.96,
115.12, 117.73, 120.32, 124.35, 126.13, 130.60,
131.89, 134.69, 139.88, 160.09, 164.60, 169.53,
177.47, 186.11. Haiineno, %: C 63.49; H 4.36;
N 4.15. C H NO,. Bbrucneno, %: C 63.34;
H4.43; N 4.10.

3AKJIIOYEHHUE

Takum o6pa3oM, pa3paboTaH HOBBIN YIOOHBII
MperapaTUBHBINA  crmocobd cuHTe3a 2-{[(22)-4-
apuia-2-TUIpoKCcr-4-0KcooyT-2-eHOMJI|aMUHO}
OeH30MHBIX KUCIOT 1a—g 1 BepBbie YCTAHOBJIECHO
HX IPOCTPAHCTBEHHOE CTPOSHUE.
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The reaction of methyl esters of aroylpyrovinic acids with 2-aminobenzoic (anthranilic) acid in glacial
acetic acid in the presence of anhydrous sodium acetate was obtained 2-{[(22)-4-aryl-2-hydroxy-4-
oxobut-2-enoyl]amino}benzoic acids. Using X-ray crystallography, their spatial structure was established.

Keywords:

2-{[(2Z)-4-aryl-2-hydroxy-4-oxobut-2-enoyl|amino}benzoic

acids, methyl esters of

aroylpyruvic acids, 2-aminobenzoic (anthranilic) acid, synthesis
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