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OcylecTBneH cuHTe3 rnapasvaos N-3aMelleHHbIX o,B-AerMapoaMMHOKMCIIOT B3auMOJEeNcT-
BMEM HeHacblILeHHbIX 5(4H)-okca3onoHoB ¢ rmapasmHringpaTom. MsyyeHbl aHTUpaankanbHble CBON-
CTBa CUHTE3MPOBaHHbIX rMapasvaoB WX peakuuen ¢ 2,2’-gudeHun-1-nukpunrugpasunom (QOMr).
[ns Bcex rmapasvaoB paccuuTaHbl NEPBUYHBIE CKOPOCTU peakuum U Bpems MonyuHrubrpoBaHus
pagukana O®IT. YcraHoBneHo, YTO Npou3BoaHble N-3amelleHHbIX a,3-AernapoTMpo3vHOB NPosiB-
NS0T CPaBHUTENBHO BbICOKYHO MHMMOUPYIOLLYIO aKTUBHOCTb MO OTHOLLEHMWIO K cTabunbHoMy pagwu-
kany OOrr.

Puc.1, Tabn. 2, 6u6n. ccbinok 10.

WM3BecTHO, 4TO KOpUYHAsA KHUCAOTA U ee IPOU3BOAHBIE (aMUABL, 3(PUPHI)
KaK INPUPOAHOTO, TaK U CUHTETHYECKOTO IIPOUCXOKACHUS NIPOSBASIOT aHTHU-
papuKaAaHble cBOMCTBA [1-5]. C Apyrol CTOPOHEI, O-aMUHOKOPWYHAd KUCAOTA
(o, B-permppodeHMAANAHYH) SIBASIETCSI ITOAE3HBIM IIPEKYPCOPOM AAS CHUHTE3a
OHMOAOTMYECKU AKTUBHBIX CcoepuHeHH![6]. OpAHAKO B AMTepaTrype OTCYTCT-
BYIOT AaHHBIE IIO @HTHMPAAWKaABHBIM CBOMCTBAM COEAMHEHUM, COAep Kalllux
OCTaTKU 0, [3-AeTHAPOAaMUHOKUCAOT. B CBSI3U € 3TMM HaMU B3aUMOAEHCTBUEM
HeHachIMeHHBX 5(4H)-okcazonoHoB (1-20) ¢ TMAPA3WHTUAPATOM B METaHOAE
HUAU 3TAHOAE IIPU KOMHATHOM TeMIlepaType OBIAU IIOAYUYEHBI IleAeBble THAPa-
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3uABI N-3aMeneHHBIX o, 3-AeTUAPO(DEHNUAAAAHUHOB U «, 3-ACTUAPOTUPO3NHOB
(21-40) ¢ BRIXOAAMU, KOAEOAOITUMUCS OT 65 A0 90%, a Tak)Ke MCCAEAOBAHBI
UX aHTUPaAUKaAbHBIE CBOMCTBA.

ChAepyeT OTMETUTD, 9TO, COTAACHO (PU3UKO-XUMUYECKUM NCCAEAOBAHUSIM
CUHTE3UPOBAHHBIX COEAWHEHUMN, peaKIuM OKCAa30A0HOB 4-6 C THApas3uH-
TUAPATOM COIIPOBOXKAQIOTCS ABYMS MapasAeAbHO HPOTEKAIOUIMMU peakIvs-
MU — PACKPBITUEM a3AaKTOHHOTO ITMKAQ, MIPUBOASIINM K 0OPa30BaHUIO THA-
pas3uaa, M paclienAeHueM areTUABHOMN I'PYIIE], IPUBEAIINM K 00pa30BaHHUIO
CBOOOAHOM THUAPOKMCABHOW TPYIILI B OOKOBOM apoMaTHYecKoOU Ienu o,f-
AETMAPOAMUHOKUCAOTHOTO OCTAaTKa.
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r—
\\, ( R2 R4
N (o] H,NNH, o Q
N\ —— > R NHNH,
N
R
1 N\,
Ar
R;
R 21-40
1-20

R =H; Me; Br; Cl. R; =H; Br; Cl. R, =H; NO,.

Ar= CGHS; 4-MCOC6H4; 4-OHC6H4, 3-MeO-4-OHC6H3; 3-Et0-4'OHC6H3,
4-i-PrOC(,H4; 3,4-CH202C6H3; 4-C1C6H4; 3-02NC6H4; C4H30.

B HK-cnekTpax ruapas3upoB N-6eH30mA-0,3-peruapoTrpo3vHa (24), N-
OeH30UA-3-MeTOKCHU-a, 3-AerupapoTupo3rHa (25) u N-6eH30mMA-3-3TOKCH-A, 3-
AETUAPOTHPO3MHA (26) OTCYTCTBYIOT IIOAOCHI ITOTAOILIEHUM NP 1751-1754cm™
(CO-3chupH.), B TO BpeMs KaK OHU IIPUCYTCTBYIOT B COOTBETCTBYIOUIUX He-
HachIIeHHBIX 5(4H)-okcazoronax 4-6. B IMP !'H cnekTpax coepmHeHUi 24-

26 OTCYTCTBYIOT CHUTHaABl ITPOTOHOB AalleTUABHOW TPYIIBI ¥ HAOAIOAQIOTCS
CUHTAETHBIE CUTHAABI (DEHOABHBIX BOAOPOAHBIX aTOMOB Iipu 8.73-9.39 m.A.
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B AMP 'H cnekrpax ruapasupoB 21-40 CHHTAETHBIM CUTHAA BOAOPOA-
HOI'O aTOMa BMHUABHOU I'PYNIBI NpOABAdeTcd npu 7.12—7.25 M.A., 4TO CBU-
AETeAbCTBYeT 06 ux Z-KoHpwurypanuu. CoraacHo pAanubiM SIMP 'H cmekrpa,
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ruppasup,  N-4-OpomMbGeH30UA-B-CTHPUA-Q, B-AeTHAPOaraHnHa (33) sBAseTCS
CMeCBIO ABYX CTepeon3oMepos (1: 0.5).

W3yueHBl aHTUpPapMKaAbHBIE CBOMCTBA CUHTE3UPOBAHHBIX THAPA3UAOB
21-40. MccaepoBaHUS TPOBOAUAUCE C TIOMOIIBIO UX PEaKIMM CO CBOOOAHBIM
cTabUABHBIM papuKaroM — 2,.2'-audenua-l-nmukpuaruppasurom (ADIITT), B
cpepe MeTaHoOAaa Ipu TeMieparype 25°C u cooTHolleHUU peareHToB 1:1.
W3MepeHUsa IPOBOAUAUCEH CIIEKTPO(POTOMETPUUECKUM METOAOM [7]. Ard KO-
AMYECTBEHHOM OI€HKM aHTUPAAUKAABHOM aKTUBHOCTU (APA%) mcroab3oBa-

Au popmyay 1:
APA% = “‘%‘ x100, (1)

o

rae Ag — omnTHYecKas NAOTHOCTB PacTBOpa B OTCYTCTBHE MHIUMOUTOPY; A; —
ONTHYECKass IIAOTHOCTH PAcTBOpa HAa AAQHHBIML MOMEHT B IIPUCYTCTBUM

UHTHUOUTOPA.
Tabauya 1
JlaHHBIe aHTHPATHKAJIBHBIX CBOWCTB ruapa3uaos 21-40,
BuTaMuHa C ¥ rajyioBOH KHCJIOTHI
APA, % Viaws Ts509, Mur
1 yvun | 5 mun | 10 mun | 20 mun | 30 mun | 40 mun %, ¢

21 17.9 47.6 60.9 70.3 73.4 74.4 0.28 5.75
22 5.4 20.4 35.3 52.8 62.8 68.9 0.09 18.25
23 6.8 22.3 36.4 53.7 64.2 69.5 0.11 17.50
24 31.0 63.6 75.8 82.0 83.2 84.0 0.52 3.25
25 91.0 91.0 91.0 91.0 — - 1.52 0.55"**
26 90.0 90.7 90.7 90.7 — - 1.50 0.56***
27 14.2 42.0 55.4 65.8 70.8 73.1 0.24 7.55
28 6.1 20.7 36.3 55.2 64.7 70.0 0.10 17.0
29 5.8 18.3 30.2 46.1 56.9 63.9 0.10 23.5
30 9.8 36.6 52.2 68.5 75.0 77.0 0.16 9.3
31 11.7 37.9 55.3 70.9 75.7 777 0.19 8.0
32 21.2 53.2 68.3 76.4 79.0 79.0 0.35 4.5
33 35.4 67.9 75.9 80.0 86.4 86.7 0.59 2.7
34 22.1 56.9 68.9 72.3 72.3 72.3 0.37 4.2
35 8.6 28.0 43.9 60.0 67.6 71.7 0.14 13.5
36 12.0 30.6 45.3 60.7 67.9 71.2 0.20 12.0
37 7.5 26.3 41.1 58.9 67.8 72.3 0.13 15.0
38 7.9 27.0 42.6 59.7 65.2 70.8 0.13 14.5
39 7.5 26.9 42.9 60.5 68.9 73.6 0.13 14.4
40 27.6 69.4 80.8 82.3 82.3 82.3 0.46 3.1
41 0 0 0 0 - - - -
42 2 2 2 2 - - - -

vC* 93.5 93.5 93.5 93.5 - - 1.57 0.53***

GA™* 88.8 88.8 88.8 88.8 - - 1.46 0.56***

* *

— BuTtamuH C; ** — TaaroBasi KUCAOTQ; *** — MaKCHUMaAbHBIN % UHTUOMPO-
BaHUSA AOCTUTaeTcs B TeueHue 1 mun.
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Paccuurtansl Takke ckopoctu peakiuit ADIIT” ¢ ruapasupamMu B Ha-
YaABHBIM MOMEHT (4epe3 1 mun) BpeMeHU. BeanumHy ckopoctu (VHad.) Arg
HCCAEAYyEeMBIX PeaKIIUuM ONpPeAeAIAN KaK TaHTeHC yTrAd HaKAOHA HadyaAbHOTO
NIPSIMOAMHENHOTO y4acTKa KMHeTUYeCKOU KpuBoH (popmyaa 2). C NOMOIIBIO
KAHETUYECKUX KPUBBLIX OBIAO OnpepeAreHO Bpemsi nHrubOupoBanus ADIIT Ha
50% (Ts50p9) moA AeticTBueM coeprHeHuM 21-40 (Taba. 1).

Vaag = =, (2)
&0

rae Y — 3Hauvenwe wunHrnbGuposanus ADIIT® AaHHBIM BeIEeCTBOM uepes
1 mumn.

Kak BupHO u3 TabA. 1, Bce CcUHTe3HWpOBaHHLIe THMApPa3uAbl N-3aMellleH-
HBIX 0, 3-A€THAPOAMHUHOKMCAOT MPOSBASIIOT CIIOCOOHOCTD ITOAABASITH CTaOUAD-
HEIN papukaa ADIIT. V3 paccMOTpeHus: AHHBIX Vyaq 4 T509, TEAPa3uAOB
C Pa3sAMYHBIMH 0, [3-A€TUAPOAMUHOKUCAOTHBIMU OCTaTKaMU OYEBHAHO, YTO
aKTUBHOCTL yBeAmWuduBaeTcs B pspy O-MeTun-a,f-pervaporuposuHa (22, 0.09
u 18.25)<3,4-puoKkcuMeTnAeH-0, B-AeTrapodenrraranmna (23,0.11 u 17.5) <3-
Hutpodennraranuta (27, 0.24 u 7.55)<a,B-aermppodennnrananmza (21, 0.28
u 5.75)<a,B-paerupporrposuna (24,0.52 u 3.25)<3-3TOKCH-0,[3-A€TUAPOTHUPO3HU-
Ha (26,1.50 u 0.56)<3-MmeToKcHU-0,-peruppoTUpo3uHa (25,1.52 1 0.55). AHanro-
rnyHas KapTuHa HabOAlopaeTcss mpu  Iepexope oT rupapasmpa 20 K
ruppasupaM  4-6pomMbGeH30uA-B-cTUPUA-Q, B-AeruppoaraHrHa (33, Vi
0.59% B ¢ 1 Ts9y = 2.7 mun) u 4-6poMOeH30UA-B-PypHuA-0,B-peTHAPOaraHUHA
(34,Vygay. = 0.37 % B cu Tsp9 = 4.2 mun).

Ilpu cpaBHeHUM CTPYKTYPHBIX OCOOEHHOCTeN THMApPasupoB N-3aMellleH-
HBIX O-MeTUA-a,3-AeTUAPOTUPO3UHOB (22, 28, 30, 35, 37) Aerko yOeAUThCS, YTO
BBeAEHUE KaK J3AEKTPOHOAOHOPHOU (MeTHA3aMellleHHbIe COeAMHeHUus 22 u
28), Tak m saekrponoakienTopuo# (Cl, Br, NO,-copeprkaiie COepAVHEHUS
30, 35 u 37) rpynn B GeH30ABHOE KOABIO N-3aMeCTUTeAsT OAaTrONpPUSATHO
BAUSIOT HA BEAWYMHBI Vg U Tsp9 (Taba. 1), OueBHAHO TakXe, YTO
BBEAEHVE AaAKOKCHUIPYHIIIBI B TIOAOKeHHWe J3 OeH30ABHOTO KOABIla -
AETMAPOTHUPO3NHOBOTO OCTaTKa(CpaBHUTH AaHHBIe coepmHeHUM 25 u 26 c 24)
3HAYUTEABHO  CIIOCOOCTBYET  IMOAABAEHUIO  THAPA3UAOM  CTaOUABHOTO
papukara ADIIT. CaepyeT OTMETHTH TaKKe, UTO THAPA3WABL 25 u 26 1o
BEeAMYMHAM Vyaq ¥ Tspy He YCTYNAIOT WM3BECTHBIM aHTHOKCUAAHTAM —
BUTAMUHY C U TaAAOBOM KUCAOTE.

AAST CpaBHUTEABHO GOAee aKTUBHBIX THAPA3UAOB 25 u 26 OBIAM oIlpepe-
AeHBl Takke [ICspq, T.e. KOHIIEHTPAIIMM BEIEeCTB, ITOAABASIIOIINAE AOIIT na
50% (Taba. 2). Kak BupAHO 13 TabA. 2, 3HaueHUs: 1Cspq coepmHeHUMN 25 1 26
OAM3KM K AAHHBIM BUTamMuHa C, HO ycTymaroT 3HadeHUsM ICspqy raaroBOU
KUCAOTHI.
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Tabauya 2
3navenns 1Csyo, coequuennii 25, 26, Buramuna C ¥ rauioBoil KHCJI0THI

CoepnHeHne 2 1C 509, pe ™
25 0.999 4.55
26 0.999 4.77
ButamuH C 0.986 3.90
TaAAOBasi KUCAOTA 0.999 1.97

O606111a51 pe3yAbTaThl TPOBEAEHHBIX UCCAEAOBAHUM, CAEAYET KOHCTAaTHU-
poBaTh, UTO BCe MCCAepyeMble THUApPa3uAbl 21-40 pearupyroT cO CBOOOAHBIM
crabunbHBIM papukaroM ADIIT®, U CKOPOCTH PeakIuil B CAyYae Pa3AUYHBIX
TUAPA3UAOB OTAWYAIOTCS APYT OT Apyra. OUueBHAHO, YTO MCCAEAYEMBIN IIPO-
Ilecc IIpoTeKaeT C OTPLIBOM OT aMUHOTPYINEL rmapasupa (GH) aToma Bopo-

POAQ, KOTOpPHIM mpeBpariaer papukar ADTIT” B 2,2'-AnMeHUA- | -TTUKPUATHA-
pasuH.

NN@ , + GH ——> NN@NOZ + G-

2,2'-puceHnA- 1 -TUKPUATHAPA3HA 2,2'-pudeHnn- 1 -TUKPUATHAPA3UH
papuKaa

=
o
~
W
=

:__//_é;zl
N "

@

S
\

% unrusupoBanns A®IIT

\%
N

=]

0 1o 20 30 40 S0 MHH.

Puc. KuHeTuueckne kpusble MHrMBUpoBaHusi pagukana OOMNI" B peakumsax ¢ HeKOTOpbIMU
rmgpasungavu (21,22,24,25,31,32 n 40) N-3ameLleHHbIX o, B-4ervapoaMmmHOKUCIIOT.
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OOpaiaer Ha ce0s1 BHMMaHUe BHA KHUHETUYECKUX KPUBHIX PacXOAOBa-
aust ADTIT® B peaknuusix C TUAPA3UAAMU (HEKOTOPHIE KUHETHYeCKHUEe KPUBBIE
CM. B pPUCyHKe). B OOABIIMHCTBE CAydYaeB B Hadare peaKIMU HabAIOAaeTCs
peskoe ymenbienne KoamdectBa ADIII®, a 3aTeM B XOAe PEAKIWHU KOH-
IeHTpanysl pajprKana MEAAEHHO CHUJKAeTCs. IOTOT (PaKT, II0-BHAUMOMY,
00ycAOBAeH oOOpa3zoBaHHeM HOBOro papukara (Ge), KOTOpPBIM IO Mepe
HaKOIIAEHUS IIPOSIBASIET KOHKYPEHTHOCTE 1o oTHoureHuo Kk ADIIT”.

CpaBHUTEABHO BBICOKHMe 3HaueHUss APA TuapasupoB 24-26, 10 AQHHBIM
KaK VHay, Tak U 10 Tspy, BEPOSATHO, MOKHO OOBACHUTH HAaAW4YUEM THAPOK-
CHUABHOU TI'DyINBI B 3TUX COEAWHEHUIX. B CBA3M C 3TUM MOJKHO IIPEAIIOAO-
SKUTb, 9TO, €CAU B THAPA3WAaX AOHOPOM IIPOTOHA SIBASIETCSI aMUHOIDYIIIa
TUAPA3UAHOTO OCTaTKa MCCAEAYEMOI'O COEAWHEHMs, TO B CAydae COeAVHEeHUM
24-26 3Ty pOAB BBIIOAHSIET (PEHOABHAsI TMAPOKCHABHAS Tpymna G0KOBOU Ije-
¥ aMHUHOKHUCAOTHOI'O OCTaTKa. TaKoe NMPEeAIOAOSKeHNEe ITOATBEP)KAAETCS KakK
AaHHBIMU paboThl [1], rae APA IpOU3BOAHBIX TMAPOKCUKOPUYHON KHUCAOTHI
OOBSICHSIETCS HaAMYMEM THAPOKCUABHOM T'PYIIIBL, TaK W HAIIUMU MCCAEAOBA-
auamu APA amumpa N-6eH30un-0,B-peruppodenmraraavia (41) u dpeHmATHA-
pasoHa coepuHenus 21 (42), corracHO KOTOPBIM, OHU NPaKTUUYECKU AWIIEHBI
3TOU aKTUBHOCTHU (TabA. 1).

(e} o O
o H
NH, N—N\
N
N H \
H
\ "
42
41
TakuM 00pa3oM, HAMU HAWAEH HOBBIU PSIA COEAVHEHUN — TUAPA3UABL

N-zamMeIleHHBIX 0, -AeTUAPOAMUHOKUCAOT, TTPOSIBASIOIINE aHTHPaAUKAAbHEBIE
CBOMCTBA.

3KCHepHMeHTaHLHaﬂ 4acTb

HK-cnexTps!l cHATHL Ha cnekTpoMmeTpe “Nicolet Avatar 330" B BazeAanHO-
BOM Macae, crektpel IMP 'H — ma mpuGope “Varian Mercury-300" ¢ paGo-
yel yactoroy 300 MIy B pactBope AMCO-dg, BHYTPEHHHM CTaHAAPT —
TMC. TCX npoBepeHa Ha naactuHkax “TLC Silica gel 60 Fys4", 3A10eHT —
CgHg:MeOH, 5:1 (A), C¢Hg:MeOH, 5:2 (B), nposiButeab — Y®-Ayuu U Naphl
Hopa. AaHHBIE SAeMEHTHOTO aHaAM3a COOTBETCTBYIOT YHCAEHHBIM 3Hade-
HusgM. CHUHTE3 WCXOAHBIX HeHacHhIeHHBIX 5(4H)-okcaszoaronor  1-20
npoBopuAcs 1o [8], ammpa N-6eH30UA-0,B-AeTHppodeHnAaNaHNHA (41) — 1o
[9] u denurrmppasona 42 — mo [10].
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OOmmii cnocod cunuTe3a ruapasnoB N-3aMellleHHBIX O,-1eruipoaMHHOKKC-
aot 21-40. K cmecu 0.01 mona 2-apun-4-apuanpes-5(4H)-okcazonrona B 10 mx
MeTaHOAA MAM 3TaHOAA IpU MepeMemuBaHuu A00aBASIIOT 0.02 mons 98% rua-
pasmHIHApATa U OCTaBASIOT IPU KOMHATHOU TeMmIleparype Ha 5 uy. O6paso-
BaBIIMMICSI OCAAOK OT(PUABTPOBBIBAIOT, IIPOMEIBAIOT BOAOM M CYIIAT Ha BO3-
Ayxe. [lepekpHCcTarAU3aIINIO IPOBOASAT M3 3TAHOAA.

I'mapa3un N-6enzoni-o,B-nermapodennnananuna (21). Beixop 72.4%, T.mA.
163-165°C, R¢(B) 0.68. MK-cmekTp, v, cv™ 1645 (CO-ammpm.), 3246, 3295
(NH). Cmektp SIMP H, § ™. a.: 4.19 (2H, ym. c,NHy); 7Z.17 (1H, ym.
c,=CH); 7.20-7.33 (3H, m,CgHs5); 7.41-7.56 (5H, M, CgHj5) u 7.98-8.03 (2H, M,
CgHs); 9.32 (1H, ymn. ¢, NH); 9.67 (1H, ymr. ¢, NH).

I'mapa3ua N-Gensomn-O-mernia-o,B-neruaporuposuna (22). Brixoa 83.7%,
T.IA. 160-162°C, R¢(A) 0.62. UK-cmekTp, v, e’ 1642 (CO-amuamn.), 3224,
3265 (NH). Cnekrp SIMP !H, §, m. a.: 3.77 (3H, ¢, OCHj); 4.18 (2H, ym
c¢,NHy); 6.80-6.85 (2H,M,CgHy);7.17 (1H, yu. ¢, =CH); 7.42-7.55 (5H, M,
CgHs); 8.00-8.05 (2H,m,CgHy); 9.21 (1H, ¢, NH); 9.60 (1H, ym. c, NH).

I'mapasun  N-Oenzomu-3,4-1HoKcHMeTHIeH-O,B-neruapodennnanannna (23).
Brixop 65.0%, T.oiA. 168-170°C, Ry (A) 0.65. MK-cmekTp, Vv, et 1661 (CO-
amupH.), 3305, 3410 (NH). Cmekrp SIMP 'H, §, m. a., Ty 4.13 (2H, VII. C,
NH,); 5.96 (2H, ¢, OCH50); 6.7#(1H, a, J = 8.1, CgH3); 7.03 (1H, ap, J =
8.1,1.7, CgHa); 7.12 (1H, p, J = 1.7, CgH3); 7.14 (1H, ym. ¢, =CH);7.42-7.55
(3H, M, CgHs); 7.99-8.04 (2H, M, CgHs); 9.26 (1H, ym. ¢, NH); 9.61 (1H, yur.
c, NH).

Tuapazun N-o0enzoui-o,f-neruaporuposuna (24). Buixop 69.5%, T.ma. 224-
227°C, R; (B) 0.57. UK-cmektp, v, en’™: 1662 (CO-amman.), 3279, 3319 (NH);
3405 (OH). Cnektp SIMP H, §, m. a.: 4.13 (2H, ym. ¢,NH,); 6.67-6.71 (2H, ,
CgHy); 7.13 (1H, ym. ¢, =CH); 7.35-7.40 (2H, M, CgHy); 7.42-7.55 (3H, ™,
CgHs); 8.00-8.05 (2H, ™, CgHs); 9.12 (1H, ym. ¢,NH);9.39 (1H, ym.
c¢,OH);9.55 (1H, ymI. ¢,NH).

Tuapazun N-Genszounia-3-merokcu-o,B-geruaporupo3una (25). Brixop 68.0%,
T.IA. 210-213°C, R¢(B) 0.56. UK-cmektp, v, v’ 1662 (CO-amuam.), 3275,
3323 (NH). Cnekrp AMP H, §, m. a., T'y: 3.53 (3H, ¢, OCHj3); 4.17 (2H, ym.c,
NH,); 6.71 (1H, A, J=8.2, C¢H3); 6.95 (1H, aa, J=8.2, 2.0, C¢H3); 7,18 (1H,
A, J=2.0, CgH3); 7.19 (1H, ¢, =CH); 7.42-7.54 (3H, M, CgHj;); 8.05-8.10 (2H,
M, CgHjs); 8.81 (1H, yur.c, NH); 9.17 (1H, ymr.c, NH); 9.61 (1H, ¢, OH).

I'ugpazux N-0en3oma-3-3Tokcu-o,B-geruaporuposna (26). Brixopa 69.9%,
T.OA. 226-228°C, Ry (B) 0.71. MK-cmektp, v, em™ 1644 (CO-ammam.), 3317
(NH). Cnektp SIMP H, §, m. a., Ty: 1.18 (3H, T, J = 7.0, CH3); 3.71 (2H, K,
J = 7.0, CHy); 4.18 (2H, ym. ¢,NH,); 6.71 (1H, o, J = 8.1, CgH3); 6.93 (1H,
AA J = 8.1, 1.9, CgH3); 7.16 (1H, o, J = 1.9, CgH3); 718 (1H, ym. ¢, =CH);
7.42-7.55 (3H, M, CgHy); 8.04-8.09 (2H, M, CgHg); 8.73 (1H, yur. ¢, OH); 9.16
(1H, ymr. ¢, NH); 9.59 (1H,yuI. ¢,NH).
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I'appasuan  N-OeH3omia-3-HUTPO-o,B-Hernapodenmnananmaa  (27). Brrxop
90.0%, T.mA. 204-205°C, Ry (A) 0.54. UK-cmektp, v, cw’: 1643 (CO-
amMuaH.), 3262, 3333 (NH). Cnextp SIMP 'H, §, m. a., Iy: 4.26 (2H, yI. C,
NH,); 7.25 (1H, ym. c,=CH); 7.42-7.53 (3H, M, CgHj); 7.56 (1H, aa, J = 8.2,
7.9, CgHy);7.90 (1H, ym. a, J = 7.9, CgHy); 7.95-8.00 (2H, M, CgHj;); 8.07 (1H,
AL, J = 8.2, 2.3, 0.9, CgHy); 8.43 (1H, an, J = 2.3, 1.6, CgHy); 9.53 (1H, ym.
¢, NH); 9.83 (1H, ymr. ¢, NH).

I'mppasun N-4-mernadenzona-O-mernia-o,B-neruaporupoduna (28). Brixop
76.4%, T.A. 223-225°C, R; (A) 0.41. VK-cmekTp, v, ex’: 1632 (CO-aMuAH.),
3202,3313 (NH). Cmekrp SIMP !'H, §, m. a.: 2.43 (3H, c¢,CHs;); 3.77 (3H,
c,OCHjy); 4.18 (2H, ym. c,NH,); 6.79-6.84 (2H,m,CgH,OCHj3);7.15(1H, ymm.
c,=CH); 7.23-7.27 (2H, m,CgH4CH3); 7.46-7.50 (2H, m,CgH4,OCHj3); 7.89-7.93
(2H, M, C¢H4CHg); 9.16 (1H, ymr. ¢,NH); 9.49 (1H, yur. ¢,NH).

I'mppa3sun N-2-6poméenzoni-o,B-aeruapodennnanannna (29). Borxop 78.5%,
T.OA. 225-227°C, R (B) 0.78. UK-cmektp, v, cm’: 1656 (CO-amupH.),
3215,3335 (NH). Cnektp AMP !H, §, m. a.: 4.23 (2H, ymr. ¢, NH,);7.13 (1H,
yur. ¢, =CH); 7.24-7.45 (5H, m, CgHj); 7.59-7.65 (4H, m, CgHy); 9.12 (1H, ymm.
¢, NH); 9.72 (1H, yur. ¢, NH).

I'mppasun  N-4-6pomodenzoni-O-merni-a,B-aerugporupo3nna (30). Brrxop
84.7%, T.mA. 208-210°C, R¢ (B) 0.70. MK-cmekTp, v, em™: 1634 (CO-aMuAH.),
3220, 3355 (NH). Cnekrp IMP !H, §, m. a.: 3.77 (3H, ¢, OCHj3); 4.18 (2H,
yur. ¢, NHy); 6.79-6.84 (2H, m, C¢H,OMe); 7.19 (1H, ym. ¢, =CH); 7.44-7.49
(2H, M, CeH,OMe); 7.58-7.63 (2H, m, CgHyBr); 7.94-7.99 (2H, M, CgH4Br);
9.26 (1H, ¢, NH); 9.67 (1H, ymu1. ¢, NH).

T'uapazun N-4-6pomGen3oni-3,4-1uokcuMeTuieH-o,3-1erugpodenuiaianuna
(31). Beixop 86.2%, T.ma. 128-130°C, R; (B) 0.48. VK-cmekTp, v, ex™: 1659
(CO-ammpan.), 3183,3292,3393 (NH). Cunexrp AMP H, §, m. a., Ty: 4.19 (2H,
yir. ¢, NHy); 5.96 (2H, ¢, OCH,); 6.76 (1H, Ao, J = 8.1, CgHj3); 7.01 (1H, an, J
= 8.1, 1.7, CgHj); 7.08 (1H, o, J = 1.7, CgHy); 7.15 (1H, ymr. c,=CH); 7.58-
7.63 (2H, M, CgHy); 7.93-7.98 (2H, M, CgHy); 9.31 (1H, ymr. ¢, NH); 9.68 (1H,
yur. ¢, NH).

I'mppasun N-4-6poméensoni-4-xmop-o,B-neruapodenunanannna (32). Berxop
86.9%, T.mA. 209-211°C, R (A) 0.83. MK-cmektp, v, et 1642 (CO-amuzn.),
3169, 3250, 3291 (NH). Cnektp SIMP H, §, m. a.: 4.22 (2H, ym. ¢, NHy); 7.17
(1H, ym. ¢,=CH); 7.25-7.30 (2H, M, CgH4CI); 7.47-7.52 (2H, M, CgH4Cl);7.58-
7.62 (2H, M, CgHyBr); 7.91-7.95 (2H, M, CgHyBr1); 9.44 (1H, yu. ¢, NH);9.76
(1H, yu. ¢, NH).

I'mapasun  N-4-0GpomoOenzomiicTupui-o,B-neruapoananuna  (33).  Brrxop
73.5%, T.oA. 212-214°C, Ry (B) 0.66. UK-cmektp, v, em™: 1637 (CO-aMuAH.),
3262,3333 (NH).

I'napa3zun N-4-6pombenzonngypui-o,B-nernapoananuna (34). Berxop 65.1%,
T.A. 206-209°C, R; (B) 0.46. UK-cmekrtp, vV, ents 1677 (CO-amupH.),
3249,3314 (NH). Cunextp SIMP H, §, m. a., Ty 4.22 (2H, ym. ¢, NHy);6.44
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(1H, apn, J = 3.4, 1.8, C4H30); 6.58 (1H, A, J = 3.4, C4H30); 7.14 (1H, yu
c,=CH); 753 (1H, aa, J= 1.8, 0.7, C4,H30); 7.60-7.64 (2H, m, C¢H,4Br); 7.96-
8.00 (2H, M, CgH,4Br);9.35 (1H, ymr. ¢, NH); 9.60 (1H, yu. ¢, NH).

T'uapasux  N-2-xnop6enzonna-O-mernin-o,B-aeruaporupo3una (35). Breixop,
81.4%, T.ia. 176-178°C, R; (B) 0.80. UK-cnekTtp, v, em™ 1661 (CO-amupH.),
3224, 3294 (NH). Cunextp AMP H, §, m. a.: 3.81 (3H, ¢, OCH3);4.23 (2H, ym.
¢, NH,);6.85-6.90 (2H, M, C¢gH,OMe); 7.14 (1H, ym. c,=CH);7.36-7.47 (3H,
M, CgHyCl);7.55-7.60 (2H, m, CgH,OMe);7.66-7.70 (1H, m, CgH4Cl); 9.00 (1H,
yui. ¢,NH);9.61 (1H, ym. ¢,NH).

Tuapazux N-2-xnop6enzon-3,4-1uokcumMeTniieH-o,3-neruapodenniaianuaa
(36). Beixop 90.0%, T.mA. 203-204°C, Ry (A) 0.70. UK-cmektp, v, ex™ 1670
(CO-amupn.), 3172,3228,3324 (NH). Cuektp AMP H, §, M. a., Ty 4.20 (2H,
yur. ¢, NHy); 6.00 (2H, ¢, OCH,); 6.80 (1H, o, J = 8.1, CgHj3); 7.06 (1H, ap, J
= 8.2, 1.7, CgHj3); 7.08 (1H, ym. ¢,=CH); 7.26 (1H, o, J = 1.7, CgHy); 7.35-
7.46 (3H, M, CgHy); 7.64-7.68 (1H, M, CgHy); 9.03 (1H, ¢, NH); 9.61 (1H, ym.
c, NH).

I'mapasun N-2,4-quxiiopoensomsi-O-merui-o,B-nermgporuposuna (37). Berxop
82.5%, T.iA. 119-121°C, R; (A) 0.38. UK-cnekTp, Vv, e’ 1670 (CO-ammpH.),
3187,3275,3321 (NH). Cmektp SIMP 'H, §, m. a., Ty: 3.81 (3H, ¢, OCHs); 4.20
(2H, ym1. ¢, NHy); 6.84-6.89 (2H, M, CgHy); 7.12 (1H, ¢,=CH);7.40 (1H, aa, J
= 8.3, 1.9,CgHy); 748 (1H, A, J = 1.9, CgHj); 7.52-7.57 (2H, M, CgHy); 7.74
(1H, a, J = 8.3, CgHj3); 9.10 (1H, ymur. ¢, NH); 9.67 (1H, ymr. ¢, NH).

Tuapasux  N-3-uutpodenzona-o,B-meruapodpennaananuna  (38). Brixop,
87.6%, T.mA. 207-209°C, Rf (A) 0.36. MUK-cnexkTp, v, evt: 1643 (CO-amupH.),
3307, 3336 (NH). Cnektp AMP 'H, &, m. a., Ty: 4.22 (2H, yur. ¢, NHy);7.22-
7.33 (3H, M, CgHjs); 7.24 (1H, ym. ¢, =CH); 7.50-7.55 (2H, m,CgHj5); 7.73 (1H,
TJ = 8.0, CgHy); 8.35-8.41 (2H, m,CgHy);8.93 (1H, yur. ¢, CgHy); 9.49 (1H,
yur. ¢, NH);10.12 (1H, ymr. ¢, NH).

I'mapasun N-3-uurpobdenzonna-O-uzonponuni-a,B-neruaporupo3una (39). Ber-
x0p 84.1%, T.aia. 214-216°C, Ry (A) 0.55. UK-cmektp, v, cv’™: 1640(CO-
amupH.), 3270,3328 (NH). Cmekrp SIMP 'H,8, m. A, Iy: 1.29 (6H, o, J = 6.0,
CHj);4.21 (2H, ym. ¢,NHy); 4.56 (1H, cen., J = 6.0, OCH);6.75-6.80 (2H,
M,CegHy);7.22 (1H, ¢, =CH); 7.43-7.48 (2H, m,CgHy);7.74 (1H, ap, J = 8.2, 7.8,
CeH4NO,);8.37 (1H, app, J = 8.2, 2.3, 1.0, CgH4NO,);8.42 (1H, yur A, J =
7.8, CeH4NO); 8.95 (1H, apn, J = 2.3, 1.2, CgHyNO,);9.38 (1H, ym. c,
NH);10.03 (1H, ym. ¢,NH).

I'napazua N-3-HuTpoéenzonn-3-HuTpo-a,B-aeruapodenniananuna (40). Ber-
X0A 75.4%, T.mA. 203-204°C, Ry (A) 0.42. VK-cmektp, v, cu'™ 1649 (CO-
amupH.), 3184, 3310 (NH). Cnektp AMP 1H,§, M. A, Ty: 431 (2H, ym
c,NHy); 7.36 (1H, ym. ¢, =CH); 7.56 (1H, aa, J = 8.2, 7.8, CgH4NO,); 72.75
(1H, T, J = 8.0, CgH4NOy); 7.90 (1H, ym. a, J = 7.8, CgH4NO,); 8.08 (1H,
A, J = 8.2, 2.3, 1.0, CgH4NO,); 8.35-8.42 (3H, M, CgHyNO,); 8.89 (1H, aa,
J = 2.3, 1.5, CgH4NOy); 9.67 (1H, yur. ¢, NH); 10.25 (1H, ym. c,NH).
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OnpeneneHne aHTUPAANKAIHBIX CBOMcTB. KUHETUKY B3aMMOAEMNCTBUS THA-
pasupoB 21-40 u coepunenntt 41, 42, a Taxke ButamMuHa C U TAaANOBOM KUC-
AoTel ¢ ADTIT® mpu 25°C MCCAEAOBAAM CIEKTPOPOTOMETPUYECKUA HaA CIIEKT-
podortomerpe "“Specord UV-VIS"('epManusi) no HU3MeHEHUIO OITHYECKOU
nrotHoctt ADIIT Bo Bpemenu mpu 520 mm. McXopHBIE KOHIIEHTPAITAMN
ADTII® —0.0255x107° monv/n, coepunenuii 21-42 — 1.25x10 monw/n.

K 2.0 mz pactBopa ADIII" B aGcortoTHOM MeTaHOAe AoGaBasiam 0.04 mn
METaHOABHOI'O PACTBOpPA MCCAEAYEMOrO BellleCTBa M IIOCAE INepeMellnBaHUusd
U3MEePSIAU OINTHYECKYIO IIAOTHOCTBL cMecH oT 1 A0 40 mun.

Onpepenenne snadeHnun 1Cspq OCYLIECTBASIAM BBIIIEYKA3aHHEIM METO-
AOM BapbupoBauueMm cooTHotreHus AQDII-uccrepyeMbie COEAMHEHUST OT
1:1 po 1:0.025. TTpu 3TOM MCIIOAB30BaHBI AaHHLIe U3MepeHuut yepes 10 mun
TIOCA€ IPUTOTOBAEHUSI CMECH.

(Z)-N-£5L2NDPL-0,3- 6 P -LOAXU P LUEE-NFLELP NSPYALUEQPYLELD
UPLEEAL NFNIYUNATYHPYULUESPL UWGSPINFE@-3UL
NFUNFULRUPLOFER-3OFLL

d€. 0. -NPNFI3UL, U. U. hULUE-3UL, W. U. NAUNULLPUSTL,
L. Ju. GULUS3UL U W 0~ UTLLEL3UL
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Neuncdimuppdfly & ofbpdpitibph Sulpunugplyuguyfls wlpnfyncfyocy bpuby fpuogypb-
g fFyuidp uplbfy-1-wplyppySppugly qugncts nogfployf (2V2) Sbn: Papnp upbsfdhy-
s Sppugpqhbpl Sudup Quipduplyfly By nbulgfugh wnwimypl wpugncfdyndibbplh
e masipflugfy Ypouspgbyulypdul dudwhalp: Tupgdby § op N-nbypuoluydus o,B-gbSpy-
prenppngltp mwhgpuphbpp googapbpood By Sadldunnapup pupdp wpghpulfis Sann-
llnl_ﬂ!/nl_il l)‘(‘l‘l r”z'ﬁ <Luilll.liu[.'

SYNTHESIS AND STUDY OF ANTIRADICAL ACTIVITY OF HYDRAZIDES
OF (2)-N-BENZOYL-a,p-DEHYDROAMINO ACIDS

V. 0. TOPUZYAN!, M. M. KHALATYAN?, A. A. HOVHANNISYAN?,
L. Kh. GALSTYAN? and A. R. MANVELYAN!

IThe Scientific Technological Center of
Organic and Pharmaceutical Chemistry NAS RA
26, Azatutyan Str., Yerevan, 0014, Armenia
2Yerevan State University
1, A. Manoukyan Str., Yerevan, 0025, Armenia
E-mail: vtop@web.am

A series of corresponding hydrazides of N-substituted a,p-dehydroamino acids
have been obtained by interaction of unsaturated 5(4H)-oxazolones and hydrazine
hydrate. The antiradical activity of the hydrazides of N-substituted a,B-dehydroamino
acids has been investigated by their interaction with 2,2-diphenyl-1-picrylhydrazyde
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stable radical (DPPH). The primary velocity of the reaction and the time of the semi-—
deceleration of the radical have been computed for all synthesized hydrazides. ICs, was
determined for relatively active hydrazides — N-benzoyl-3-methoxy-a,B-dehydrotyrosine
and N-benzoyl -3-ethoxy-a,B-dehydrotyrosine. ICs is the concentration of a substance at
which 50% of DPPH is inhibited. According to our findings, 1Csy of these two
hydrazides are sufficiently close to the I1Cs, of Vitamin C, while they are less than the
ICs, of gallic acid. It is also considered that the donor of the proton is amino group of the
hydrazide residue.
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