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IINPUMHNINH-3-KAPBOKCHUJIATOB
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BBEJAEHUNE

3amMemerdble MUPUMHUIO| 1,2-a]0eH3uMH1a30IT6I
001a1at0T MPAKTHYCCKH 3HAYMMBIMHU (papMaKOJIOTH-
YEeCKUMH CBOMCTBAMH [ 1], B 4aCTHOCTH OHH MPOSIBIISIOT
aHaJpreTHueckoe aeicTaue [2]. B nuteparype onucan
3 PEKTUBHBIN MOIXOA K CUHTE3Y (DYHKIMOHAIU3ZUPO-
BaHHBIX OCH3WMUA30JIONUPUMHUINHOB TIyTEM TPEX-
KOMIIOHEHTHOH peaknuu 1 H-0eH3uMu1a3071-2-aMiHa,
apoOMaTHYeCcKOTO ajJbAETHAA U JUKApOOHUIFHOTO CO-
enuneHus [ 1]. B kauecTBe MOCIEIHETO YCHEITHO HCTIONb-
30BajM anetwianetoH [3], a¢upsl [4—7] u amuzsl [6]
ALETUIIYKCYCHOM KUCJIOTBI, ATUINMaHoaneTart [1], a
TaKxe MaJoHOHUTPWI [3, 7-9]. CremyeT OTMETHTS,
YTO MOBEACHUE Y3(PUPOB MATIOHOBOW KHCIOTHI B TAHHOK
peakLuy U3y4eHo HeJOCTaTOYHO.
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B mpenpiaymemM uccieioBaHUN HAMH ObLIa TIPO-
JIEMOHCTPHUPOBaHA BO3MOKHOCTEH (DOPMHUPOBAHHUS
MAPUMHTI00EH3UMHUIA30JbHONH CUCTEMBI Ha OCHOBE
nustunmanonara [10]. IlpuHuMas Bo BHUMaHHUE, YTO
(parMeHT MalloHaTa BXOIUT B CTPYKTYPY M3BECTHBIX
aHAIIBI'€TUKOB, TAKMX KaK OKCH(eHOyTa30H U (eHMII-
OyTa30m, CHHTEe3 HOBBIX TUpuMuo| 1,2-a]06eH3nmu/-
a30II0B Ha OCHOBE Y(hUPOB MATIOHOBOH KHCIIOTHI M OIIEHKA
WX aHaJbIeTHYECKOTO JNEHCTBUS B paMKaxX pa3BUTHS
HCCIIEIOBAaHUN IO MOUCKY COCAMHEHUM ¢ aHalIblreTH-
YECKOM aKTUBHOCTBIO SIBJISIETCSL aKTyaJIbHOU 3a7aueil.

PE3VJIBTATBI 1 OBCYXAEHHNE

B Hacros1em nccieoBaHuy € 1EIbI0 PACHINPEHUS
Kpyra BO3MOXKHBIX CyOCTparoB B psiy 3(UpoB MaJIOHO-
BOW KUCJIOTBI JUIsl CHHTE3a TUpUMUIO| 1,2-a|0eH3uMu -
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Ar = 4-BrC¢H, (1), 4-(CH;),NC(H, (2), 4-(C,H3),NC(H, (3), 3-NO,CH, (4), 4-CH;0CH, (5), 2,4-(CH;0),CcH; (6).

A30JI0B B PEAKIHIO C apOMATHIECKUM alIbJIETHIOM U
2-aMHUHOOCH3UMHIA30JI0M BOBJICUCH JMMETHIIMAJIOHAT.
YCTaHOBIECHO, YTO PEAKITUS MPOTEKACT B METAHOJIC B
NPUCYTCTBUM NMUIEPUANHA B KAUECTBE OCHOBAHUS B
Teuenue 2 4. [IpoBeieHHbIE UCCIIEOBAHUS TT03BOIU-
JIA YCTAaHOBUTH, YTO €AMHCTBEHHBIMH MTPOTYKTAMH B
JIAHHBIX YCIIOBUSX SBJISIOTCS MeTWII-(3R* ,45%)-4-apui-
2-0kco-1,2,3,4-rerparuapodenso[4,5 Jlumunaso[ 1,2-a]-
MUPUMHIIH-3-kapOokcunatel 1-6 (cxema 1).

Coenunenns 1-6 npeacTapisaioT codoit Oenble mo-
polIKooOpa3HbIie BElIeCcTBa, pacTBopuMbie B MDA,
AMCO, ykcycHOlI KUCIIOTE, HEPACTBOPUMBIE B BOZE.

B cnexrpax SIMP 'H coemunenuii 1-6, moMumo cur-
HAJIOB apOMaTHYECKUX TIPOTOHOB U CBA3aHHBIX C HUMHU
TPYIII, HAOTIOMAIOTCS CUTHAIBI XUMUYECKUX CIIBUTOB
npotoHoB (hparmenToB CH;0CO (3.65-3.68 M. 11.) u
NH (11.95-12.08 M. 1.) B BUJIe CHUHIJIETOB, a TaKke
ny6netnsie curHansl rpynn C3H (4.06-4.35 m. 1.,

Puc. 1. O0mmit Bua MOJEKyIbl quMepa coequHeHns 2 o qanHeiM PCA B mpecTaBieHUN TEIDIOBBIME diutunicongamu 30%-Hoi

BEPOATHOCTH.
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Tabauua 1. AHanereruyeckas akTUBHOCTh COEqUHEHUN 1—-6, onpeesieHHas METOAOM «YKCYCHBIX KOpUen.

. % yMEHBILICHHS KOpueil 1o
Coenunenne KonuectBo kopueit P 110 cpaBHEHUIO ¢ KOHTPOJIEM
CPaBHEHUIO C KOHTPOJIEM
1 17.0+3.38 59.6 <0.001
2 18.0+6.62 57.2 <0.01
3 8.8+1.902 79.1 <0.001
4 3.6+0.88? 91.4 <0.001
5 15.5+£3.44 63.2 <0.001
6 16.2+7.03 61.6 <0.01
MeTtaMu3on HaTpus 16.5+£2.53 60.8 <0.001
KonTpons 42.1+3.00 - —

2 Pazaum4mne CTaTUCTHYECKH 3HAYUMO I10 CPaBHCHUIO C METAMU30JIOM HATPUA.

J 4.0 ) u C*H (5.93-6.33 m. 1., J 4.0 I'r). B cnexTpax
SIMP 13C nonyueHHBIX cOeIMHEHNH, KPOME CUTHAJIOB
YIJIEPOJIOB aPOMATHUYECKUX KOJICI M CBSI3aHHBIX C HUMH
IPYII, TPOSIBIISIFOTCS CUTHAIIBI XUMHYECKUX CJIBUTOB
sep aromoB yriepogoB CH;0CO (51.9-53.3 m. n.),
C3H (54.7-55.8 m. 1.), C*H (54.8-56.2 m. 1.), C=N
(148.0-161.6 m. 1.), CH;0CO (164.1-165.5 m. 1.),
C?=0 (167.5-168.3 m. 1.).

IIpocTpaHcTBEeHHAs! CTPYKTypa COETUHEHUS 2
ycranoBiieHa MeTomoM PCA. MOHOKpPHUCTAIIIBI CO-
€AMHEHMS 2 TIOJYUYEHbI MEJUICHHON KpUCTaIn3aueil
n3 aneronutpuna. [lonmydennsie pesynsrarsl PCA
CBHU/IETEIBCTBYIOT O COOTBETCTBUU MPENJI0KEHHON

CTPYKTYpHI (puc. 1).

CoenuHeHue 2 KpUCTANIU3YETCS B LIEHTPOCHM-
METPUYHOM ITPOCTPAHCTBEHHOW I'pyMIE TPUKIUHHON
CHHIOHMHU B BHJIE COJIbBATA C AllETOHUTPUIIOM B CO-
otHomreHnu 4:1 (puc. 1, MoneKyna pacTBOPUTENS HE
nzobpaxena). Kpucramiorpapuuecku He3aBucHMAas
4acTb 3JIEMEHTAPHOHN SYEHKH COCTOUT U3 MOJICKYJIbI
AIleTOHUTPUIIA C 3aCeNICHHOCTHIO (.5 U IBYX DHAaHTHO-
MEpHBIX MONIEKYI 2 ¢ KoH(urypanueii aromos C2, C?A,
C*uCA =R, S, S, R coorBercTBeHHO. HezaBnucumble
MOJIEKYJIbl UIMEIOT OJIM3KYIO TE€OMETPHIO C MpaHc-pac-
MOJIOKEHUEM apPHJIBHOTO U METOKCHMKapOOHHUIBLHOTO
3aMECTUTENEH, HAXOASIINXCS B IICEBI0IKBATOPHAIILHBIX
no3unusix. HezaBrcHMBbIe MOJIEKYITBI CBSI3aHBI TIOTIAPHO
B AMMEPHI 32 CUET MEXKMOJIEKYJIIPHBIX BOJOPOIAHBIX
cesseit N'-H!---N3A g N'A-H!'A-N3 (puc. 1).

OreHKa aHaIIbIeTHYECKOTO JEHCTBYS coetnHeHni 1-60
ITPOBE/IEHa METOJIOM «yKCYCHBIX Kopuei». Pe3ynbrarsl
WCIIBITAaHUH ITpe/ICTaBiIeHbI B Ta0M. 1. B pesynbrare skc-

MepUMEHTa BBISBIEHO, YTO HCCIIeTyeMble COEMHEHUS
MPOSIBIISIFOT aHAJIBIETHYECKOE JISHCTBUE, OOHAPYKEHO
nBa coequHeHus (3, 4), aHambreTHYecKast aKTHBHOCTD
KOTOPBIX CTAaTUCTHYECKH JJOCTOBEPHO MPEBBILIACT -
(eKT MeTaMu30J1a HATPHSL.

BBEIBO/IbI

Takum oOpa3oM, oOpa3zoBaHue 4-apuii-3-aJTKOKCH-
kapOonmi-1,2,3 4-trerparunpodenzol4,5 jumuaazo| 1,2-al-
nupumMuauH-2(1 H)-oHOB siBIsieTcs 00Iel TeHIeH-
uel s 3PUPOB MAJIOHOBOM KUCIIOTHI B PEAKIIHSIX C
apuianbaeruaamMu u 1 H-0eH3uMu1a30/1-2-aMHUHOM B
MPUCYTCTBUU OCHOBaHUs. OOHAPYKEHO, YTO B3aUMO-
JICHCTBYE JUMETHUIMAJIOHATA C ApOMATUUCCKUMHU aJlb-
JIETUaMHU U 2-aMHUHOOEH3UMHK/IA30J10M B IPUCYTCTBUU
MUTNIEPUIMHA TTPU KUISIYCHUH B METAHOJIC B TEUCHHUE
2 9 IPOTEKAET TUACTEPEOCEIIEKTUBHO ¢ 00pa30BaHUEM
MeTui-(3R*,45%)-4-apun-2-okco-1,2,3,4-reTparuapo-
Oen3o[4,5 Jumuaso| 1,2-a | nupumuuH-3-KapOOKCHIATOB,
MPOSIBJISIFOINMX aHAJIBIETHUECKOE JCHCTBHE.

OKCITEPEMEHTAJIbBHA S YACTb

Crnextpsl IMP 'H u '3C 3anucansl Ha npubope
Bruker AVANCE 400SX ¢ gactoroii 400 1 100 MI'ng
coorBeTcTBeHHO B JIMCO-dy. DnemeHTHBIN aHAIU3
nposeneH Ha pudope PerkinElmer 2400. Temnepa-
TypBI TUTABJICHUS OTpeAesieHsl Ha npudope Melting
Point M-565.

PeHTreHocTpyKTypHBIii aHam3. PeHTreHocTpyK-
TYypHBIH aHaJIU3 BBHINIOJHEH HA MOHOKPUCTAJIBHOM
mudpakromerpe Xcalibur Ruby (Agilent Technologies)
¢ CCD-perekropom [MoK -u3nyuenune, 295(2) K,

JKYPHAJI OBLLENA XUMUH Tom 94 Ne 11-12 2024
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o-ckanupoBanue ¢ marom 1°]. Ilormonienue yureHo
SMIMPUYECKH € UCTIONb30BaHueM anroputma SCALE3
ABSPACK [11]. CrpykTypa pacmmdpoBaHa ¢ TIOMOIIBIO
nporpamMMbl SHELXT [12] u yTouHEHa OJIHOMATPUY-
ueiM MHK 1o 2 B aHM30TPOITHOM MPUOIMKEHUN IS
BCEX HEBOIOPOIHBIX aTOMOB C ITIOMOUIBIO NMPOTPaM-
mbl SHELXL [13] ¢ rpaduueckum mHTEpdeiicom
OLEX2 [14]. ATombl BOIOpO/a BKJIIOUEHBI B YTOUHEHUE
B MOJIENU Hae30HUKa (32 NCKITIOYEHNEM aTOMOB BOJOPO/Ia
rpyni NH, yTOUHEHHBIX HE3aBHUCUMO B U30TPOITHOM
MIPHONIKEHAN ).

CoenvHenue 2: TPUKJINHHAS CHHTOHUA, TIPOCTPaH-
crBeHHas rpynna P-1, 4(C,0H,N,4O5)-C,H;N, M =
1498.65, a = 10.1704(17) A, b = 13.666(2) A, ¢ =
14.775(3) A, o = 84.871(15)°, B = 73.987(15)°, y =
73.130(15)°, V' =1888.9(6) A3, Z =1, d,,, = 1.318 r/em?,
1= 0.091 mm~'. OkoHYaTE/bHBIE TAPAMETPHI Y TOUHEHHSL:
R, =0.0894 [nnsa 3316 orpaxenwii ¢ I > 26(/)], wR, =
0.2686 (nu1st Becex 8802 He3aBUCUMBIX OTpaXKeHUH, R =
0.0570), S = 1.020. Pesynsrarst PCA 3apeructpuposa-
HbI B KeMOpHDKCKOM HEHTpe KpUucTaiorpapuieckix
nmanabIx (CCDC 2405616).

Metua-(3R*,45*)-4-(4-0pomdennin)-2-okco-1,2,3,4-
TeTparuapodensol4,5lumunaszo [1,2-alnmpumuaun-3-
kapookcunar (1). Cmech 1.14 mi (0.01 moinb) aumeTr-
mayoHara, 1.84 r (0.01 mons) 4-OpombOeH3anbaeruaa,
1.33 r (0.01 moup) 2-amuHOOEH3UMHUAa301a B 10 MiI
MmeraHoina B npucytctBun 1 vt (0.01 Monb) nunepuanna
KuAnSATHIH 2 4. Ocaiok OTOUIBTPOBBIBAIHI, TIPOMBIBAIIN
ropsiYMM METAHOJIOM U cymuin. Beixon 2.48 1 (62%),
T. . 235-243°C. Cnekrp JAMP 'H, 8, m. 1.: 3.67 ¢
(3H, CH;0CO0), 4.35 n (1H, C*H, J 4.0 '), 6.16 1 (1H,
C*H,J 4.0 '), 6.95 1 (1H, C°H, J 8.0 '), 7.03 T (1H,
C%H,J 8.0 'm), 7.13 T (1H, C’H, J 8.0 Tu), 7.16 1 (2H,
ArH, J 8.0 Tn), 7.46 n (1H, C®H, J 8.0 I'r), 7.62 1 (2H,
ArH, J 8.0 T'y), 12.08 ¢ (1H, NH). Cnextp SIMP '3C,
Oc, M. 1. 53.4, 55.0, 55.1, 110.1, 117.8, 121.8, 122.5,
122.6, 129.1 (2C), 132.6, 132.7 (2C), 136.7, 141.5,
148.0, 164.0, 167.5. Haiineno, %: C 54.27; H 3.61;
N 10.29. CgH4BrN;O;. Breruucneno, %: C 54.02;
H 3.53; N 10.50.

CoenuHeHus 2—6 mMoTyJanu aHaJTOTUIHO.

Metua-(3R*,45*)-4-(4-numeTHnIaMUHO(EHMT)-2-
okco-1,2,3,4-terparuapoden3o[4,5S|umuaazo|1,2-al-
NUPUMUANH-3-Kkapookcwiaar (2). B peakiuu ucnomb-

30BaJIM 4-nuMeTniaaMuHoOen3anpaerna. Berxon 1.93 r
(53%), . 1. 230-232°C. Cnexrp SIMP H, §, m. 1.:
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2.88 ¢ [6H, (CH;),NC¢H,], 3.65 ¢ (3H, CH;0CO),
428 1 (1H, C°H,J 4.0 '), 5.93 1 (1H, C*H, J 4.0 '),
6.71 1 (2H, ArH, J 8.0 T'n), 6.80 1 (1H, C°H, J 8.0 I'ny),
6.97 T (1H, C®H, J 8.0 Tn), 7.04 0 (2H, ArH, J 8.0 '),
7.09 T (1H, C'H, J 8.0 T'm), 7.45 1 (1H, C°H, J 8.0 '),
12.02 ¢ (1H, NH). Cnekrp AMP 3C, &, m. 1.: 40.3
(20), 53.2,55.6,55.9,110.4, 112.8 (2C), 117.7, 121.5,
122.2, 123.7, 127.8 (2C), 132.9, 141.7, 148.0, 151.0,
164.7, 167.8. Haiineno, %: C 66.16; H 5.45; N 15.60.
C,oHoN4O5. Beruncneno, %: C 65.92; H 5.53; N 15.38.

Metuia-(3R*,45%)-4-(4-nurTHIaMUHOPEeHUT)-
2-okco-1,2,3,4-Trerparuapoodenso[4,5|umuaazo|1,2-a]-
MUPUMHINH-3-KapOokcnaar (3). B peakunu nenons-
30BaM 4-mudTUnamMuHoOen3anbaerun. Beixon 1.57 r
(40%), T. 1. 200-204°C. Cnexrp SIMP 'H, §, m. x.:
1.05 T [6H, (CH3CH,),NC¢H,, J 4.0 I'u], 3.30 k [4H,
(CH;CH,),NC¢Hy, J 4.0 I'r], 3.66 ¢ (3H, CH;0CO),
4.24 1 (1H, C*H,J 4.0 T, 5.94 1 (1H, C*H, J 4.0 '),
6.63 1 (2H, ArH, J 8.0 '), 6.92 1 (1H, C°H, J 8.0 I'ny),
6.98 T (1H, C®H, J 8.0 T'n), 7.01 1 (2H, ArH, J 8.0 '),
7.10 T (1H, C'H, J 8.0 T'n), 7.44 n (1H, C®H, J 8.0 '),
12.03 ¢ (1H, NH). Cnextp IMP 3C, 8., M. 1.: 12.8
(2C), 44.0 (2C), 53.3, 55.6, 55.7, 110.3, 112.0 (2C),
117.8, 121.5, 121.9, 122.2, 128.0 (2C), 132.9, 141.7,
148.0, 148.1, 164.7, 168.1. Haiineno, %: C 67.10;
H 6.11; N 14.09. C,,H»4N,O5. Beruucneno, %: C 67.33;
H6.16; N 14.28.

Metua-(3R*,45*)-4-(3-uutpodeHnnii)-2-0Kkco-
1,2,3,4-Tterparuapo6en3o|4,5|lumunaso|1,2-a|-
NMUPUMHINH-3-KapOokcuar (4). B peakunu nenons-
30BajiM 3-HUTpoOeH3anbaerua. Brixon 2.85 r (78%),
T. 1. 235-237°C. Cnextp AMP 'H, §, m. 1.: 3.68 ¢
(3H, CH;0CO0), 4.30 1 (1H, C3H, J 4.0 T'y), 6.33 1 (1H,
C*H,J 4.0 T'm), 7.02 T (1H, C3H, J 8.0 Tn), 7.05 a (1H,
ArH, J 8.0 '), 7.14 T (1H, C'H, J 8.0 'n), 7.49 1 (1H,
C°H, J 8.0 '), 7.58 n (1H, C°H, J 8.0 T'm), 7.71 T (1H,
ArH, J 8.0 I'm), 8.15 ¢ (1H, ArH), 8.24 n (1H, ArH, J
8.0 T'), 12.05 ¢ (1H, NH). Cniektp AMP *C, 8, M. 11.:
53.3, 54.7, 54.8, 109.6, 117.5, 121.4, 121.9, 122.3,
124.1,129.4, 131.3, 133.3, 141.9, 145.2, 148.7, 152.6,
164.5, 167.9. Hatineno, %: C 59.28; H 3.94; N 15.06.
C,gH4N4Os. Beruncieno, %: C 59.02; H 3.85; N 15.29.

Metuna-(3R*,45%)-4-(4-meToxcudeHn)-2-0Kkco-
1,2,3,4-rerparuapoden3o[4,5|umuaazo|1,2-a|nupu-
MuIMH-3-Kapookcuwaar (5). B peakin nucnonp3oBaim
4-metoxcnbenszanbaeruy. Beixon 2.49 1 (71%), T. Tt
223-229°C. Cnextp SIMP 'H, §, m. 1.: 3.65 ¢ (3H,
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CH;0CO0), 3.75 ¢ (1H, CH;0), 4.33 n (1H, C*H, J
4.0 '), 6.03 x (1H, C*H, J 4.0 T'm), 6.81 1 (1H, C°H,
J8.0Tm), 6.94 1 (2H, ArH, J 8.0 '), 7.01 T (1H, C®H,
J8.0Tw),7.10 T (1H, C'H, J 8.0 '), 7.18 x (2H, ArH,
J 8.0 I'm), 7.45 1 (1H, C°H, J 8.0 I'n), 12.04 ¢ (1H,
NH). Cnexrp SIMP 13C, dc, M. 1.0 53.3, 55.4, 55.5,
55.7, 110.3, 115.0 (2C), 117.7, 121.6, 122.3, 128.4
(20), 129.0, 132.8, 141.6, 148.0, 160.0, 164.5, 167.7.
Haiineno, %: C 65.19; H 4.81; N 12.17. C,4H;7N;0,.
Brerunciieno, %: C 64.95; H 4.88; N 11.96.

Meruia-(3R*,45%)-4-(2,4-numeToxcudenun)-
2-0kco-1,2,3,4-Trerparuapodenso[4,5|umunazo[1,2-a]-
nupumMuanH-3-kapookcuiaar (6). B peakiuu ucnonib-
3o0Banu 2,4-guMeTokcnben3aneaerua. Beixon 2.82 ¢
(74%), T. . 226-228°C. Cnexrp SIMP 'H, §, m. 1.:
3.68 ¢ (3H, CH;0CO0), 3.74 ¢ (3H, (CH;0),C¢H3),
3.84 ¢ [3H, (CH;0),C¢H;], 4.06 1 (1H, C*H, J 4.0 '),
6.13 o (1H, C*H, J 4.0 T'ny), 6.45 1 (1H, C*H, J 8.0 I'),
6.55 1 (1H, C°H, J 8.0 I'y), 6.67 1 (1H, C'H, J 8.0 '),
7.02 o (1H, ArH, J 8.0 I'mm), 7.03 ¢ (1H, ArH), 7.13 T
(1H, C®H, J 8.0 T'mr), 7.46 n (1H, ArH, J 8.0 T'm), 11.95 ¢
(1H, NH). Cnexrp IMP 13C, §., m. 1.: 51.9, 53.5, 53.6,
55.8,56.2,99.7,105.6, 109.8, 116.9, 117.8, 121.7, 122.3,
127.8,132.6, 141.8, 148.2, 157.9, 161.6, 164.1, 168.1.
Haiineno, %: C 62.74; H 5.09; N 10.80. C,3H;¢N;Os.
Breranciieno, %: C 62.99; H 5.02; N 11.02.

O1ueHKy aHaJIbIeTHYECKON aKTUBHOCTU COCIUHEHUI
1-6 mpoBoMIIM MeTOIOM crieni(huIecKoii OoeBoi pe-
AKIINU «yKCYCHBIC Kopum» [15] Ha OeNbIX HETMHEHHBIX
Mbliax 00oero nosia mMaccoit 22—30 r. ['pymnmy abopa-
TOPHBIX KUBOTHBIX (JOPMHUPOBAIN METOJIOM CITy4YaiiHOU
BBIOOPKH C y4eTOM Macchl Tena. KommuecTBo ®KUBOTHBIX,
BXOIMBIIINX B KOHTPOJIHHYIO M ONBITHYIO TPYIIITEI, CO-
CTaBISUIO 6 T. BOJIEBYIO PEaKIINIO B TECTE «YKCYCHBIC
KOPYU» BBI3BIBAIM BHYTPHOPIOMINHHBIM BBEACHUEM
0.75%-noii ykcycHol kucnotsl (13 pacuera 0.1 M Ha
10 T Macchl ’KUBOTHOTO) Yepe3 30 MUH TTociie BHYTPHOPIO-
ITUHHOTO BBEACHUS UCCIIETyEMBIX COCTUHEHUH B 103¢
50 mr/kr B BUie B3BeCH B 2%-HOM PacTBOpe Kpaxmala.
B teuenue nocneayronux 20 MUH MOciie UHBEKIUU
YKCYCHOW KHCIIOTHI MOACUYHATHIBAIN KOJTHYECTBO KOpUei
JUTSL K&XKJIOTO KMBOTHOTO. AHallbreTudeckuil s ekt
OIICHUBAJIM [0 YMEHBIIIEHUIO KOJIMYECTBA Kopuel B %
[0 CpaBHEHUIO ¢ KOHTpoJieM. KoHTponbHO rpynmne
’KMBOTHBIX BBOJMJIM DKBUBAJEHTHBINA 00beM 2%-HOU
KpaxMasibHOM ciu3u. B kauecTBe 3TajgoHa CpaBHEHUS
HCIIONIb30BAJIM CYyOCTaHIMIO MeTaMu301 Hatpus (AO

«Ycombe-Cubupckuit xumbapmsaBoa») B 1o3e S0 mr/kr
IIpY BHYTPUOPIOIIMHHOM BBeleHMHU. [lonyueHHble
JlaHHbIe 00pabaTeIBaM METOIaMH MaTeMaTHIeCKON
CTaTHCTUKH C MIOMOIIBIO f-KpuTepusi CThroneHTa. Jh-
¢ext cuutanm gocroBepHsM npu P < 0.05 [16].
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A series of new methyl (3R*,45%)-4-aryl-2-oxo0-1,2,3 4-tetrahydrobenzo[4,5]imidazo[ 1,2-a]pyrimidine-3-carboxy-
lates was obtained by three-component condensation of dimethyl malonate, aromatic aldehyde, and 1H-benzimid-
azole-2-amine in methanol in the presence of piperidine. The structure of the obtained compounds was determined
by 1H, 13C NMR spectroscopy and X-ray diffraction analysis. The analgesic activity of the synthesized compounds

was studied.

Keywords: dimethyl malonate, arylaldehydes, 1 H-benzimidazole-2-amine, piperidine, three-component reac-

tions, analgesic activity
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