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Traz0n0MUPUMHUINHBL  SIBISIOTCS T€TEPOLMKIIH-
YECKMMHU aHaJloraMy MYPHUHOBBIX OCHOBaHHMH U 00-
JaJaloT IMIMPOKUM CHEKTPOM (apMaKoIOrHIeCcKOn
aKTUBHOCTH [1—6], 94TO mpemonpenensieT MOCTaHOBKY
HCCIIEZIOBAaHUH IO CHUHTE3y HOBBIX COEIUHEHHH 3TOrO
psAda, B TOM YHCIEe W TMOTEHIIHAIBHO OMOIOTHYECKH
AKTUBHBIX.

OnHUM U3 COBPEMEHHBIX MOIXOA0B K IMOTYyYSHHIO
THA30JIONUPUMUANHOB SIBIISIIOTCS. MYJIBTUKOMIIOHEHT-
HbIE COHOXMMHYECKUE PEaKIUH, YIOBICTBOPSIOIINEC
MPUHLMIIAM «3€JICHOH XMMU I (9KOJIOTHYHOCTh, 3KOHO-
MHUYHOCTh, d3QPeKTuBHOCTE). [IpescraBinensl JaHHbIC
[0 TPEXKOMIOHEHTHOMY CHHTE3y apuiI3aMelIeHHBIX
THA30JI0TTHPUMHUIUHKAPOOKCHIATOB [ 7—9], BTOM UHCIIe
B ycioBusX Y3-aktuBanuu. OnHaKO 3aKOHOMEPHOCTH
9THUX PEAKLUUH, 00YyCIOBICHHBIX PA3IUUHBIMU 110 IPH-
poAe Y TOJOKEHHIO 3aMECTHTEISIMU B OCH30JbHOM
KOJIBLIC aJIbAECTHIHON KOMIIOHEHTBI, HE TPUBOISTCA.

Hamm HU3y4yCHa TPCXKOMIIOHCHTHAA KOHACHCALIUA
ApOMATUYCCKUX aJIbACTU 0B, STUJIancroalcrTara,

879

1,3-Tuazon-2-amMmuHa. B kauecTBe ajlbaerugHON KOM-
MTOHEHTHI BEIOpaHbI OSH3AIBJICTHT ¥ €r0 3aMEIIICHHBIS
(2-metun-, 2-HUTPO-, 2-THAPOKCH-, 2-XIIOp-, 4-XJI0p-,
4-0poM-, 3-METOKCU-4-TUAPOKCHOCH3AIbICTHIIbI, 2-
ruapokcuHadTaTuHKapoanpaerum). Peakmnn  ocy-
IISCTBIISUIN TpU Y 3-aKTUBAIUM B PAaCTBOPE H30IPO-
nuoBoro cnupta npu 20°C 1 5KBUMOJIBHOM COOTHO-
IICHUU PEAreHTOR.

[Tonoxkenne 3amecTuTess B OCH3AIBIETHAC OKa-
3BIBACT OIPEICIIIONISe BIUSHUE Ha HAlpaBJICHUE
peakiuii, KOTOpble TPHUBENN TPH HCMOIH30BAHUN
OcH3alpAeTUAa, 2-XJOp-, 3-METOKCH-4-THJIPOKCH-
OcH3anpaeruaa, 2-TUAPOKCHHA(TATHHKAPOATHICTH-
JIa K 00pa3oBaHHUIO THA3ZOIOMHPUMUIUHKAPOOKCHIIA-
TOB 1—4 W TUApPOKCH3aMEIIEHHBIX cucTeM 5—8 (B ciry-
yae 2-HUTPO-, 2-MEeTHII-, 4-XJI0p-, 4-OpoMOeH3alIb1e-
THJIOB), THOO XpOMEeHKapOokcminaToB 9 (cxema 1).

CocTaB W CTpOEHUE TOIYYCHHBIX COCIUHEHHIMA

(coemunuenus 1, 2, 9 onmcansl panee [7—10]) ycTaHOB-
JICHBI Ha OCHOBEC DJICMCHTHOI'O aHAJIM3a U MOATBCPIK-
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Cxema 1.
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JEHBl METOIMKAMU OJHOMEPHOW M ABYMEPHOM CIIEK-
tpockoruu SAMP, nanasimu UK criekrpos.

B cnekrpe AMP 'H THA30JI0TTHPUMHUTUHKAPOOK-
cunatoB 1—4 IPUCYTCTBYIOT CHTHAJIBI MpoToHoB H ¢
(6.13-6.15 m.1.), rpynn CH,CH; M (3.60—4.17 m.11.),
CH,CHj 1 (1.11-1.30 m.1.), CH; ¢ (1.75-2.28 m.1.).
UK cnexTpsl XapaKTepu3yrTcCs IMOJOCAMM BaJI€HT-
HbIX Konebanuii cseit C=C (1650-1723 cm™!), C=N
(1500-1646 cm'), metmnbHON (2869-2951 cm'),
kap6ormnnbHoi (17001790 cm™!) rpymm.

B cnekrpe AMP 'H ruapoxcutuasononupumu-
JTMHKapOOKCHIIATOB 5—8 KITFOYEBBIMHU SIBIISIFOTCS CHT-
HaJbl POTOHOB: H> 1 (4.04-6.41 m.n.), H® 1 (2.47-
4.49 m.n.), n rpynn: OH ¢ (1.16-2.15 m.1.), CH,CH;
M (3.82-4.18 m.n.), CH,CH; T (0.90-1.13 m.1.).
OCOOEHHOCTBIO  THJIPOKCUTHA30JIOMHUPUMHTHHKAD-
OOKCHIIaTOB 5, 8 sIBIIsIETCSl YABOCHUE CUTHAJIOB IPO-
tonos H (m, 5.41-6.27 m.1.; 1, 5.56-6.41 m.11.), HE
(m, 3.94-4.35 m.n.; 1, 4.04-4.49 M.1.), TUAPOKCUITH-
HoH (c, 1.16-1.67 m.a.; ¢, 2.15-2.30 m.1.), CH,CH;
(M, 4.02-4.08 m.a.; M, 4.074.20 m.x.) Tpymi, 9TO
CBHUJICTENILCTBYET O WX CYIIECTBOBaHWU B (hopme 2
JUacTepeoMepoB. B Moliekyax UMETCs 1Mo 3 acuM-
merpuueckux nentpa (C°, C8, C7), uro npenonpene-
JIIET BO3MOXKHOCTD CYIIECTBOBAHHUS 8 ONTUYCCKHU aK-

A

=HQ2);R=H,R!=

=H(6);R=H,R'=Cl(7);R=H,R' =

COzEt

OCH,, R*=0H (3); R=NO,, R' = H (5);

Br (8).

TUBHBIX (hopM U 3 pariemaroB. Kpocc-muku B criekTpe
HSQC 'H/'3C coeannenns 5 mo3Boanim ogHO3HAYHO
OTHECTH aTOMBI BOJIOPOAA K Sp>- M Sp>-THOPHIHBIM
aTroMaM yrieposa.

[Tpu BBeieHNH B PEAKIMIO CAIUITUIOBOTO ajbJie-
TU/la BBIJICICH 0€3a30TUCTBIN MPOAYKT 3THII-2-THJI-
poxcu-2-metun-2H-xpomen-3-kapookcwmrar (9) [10].

BeposTHbIii IyTh (OpMHpPOBAaHUS TPOTYKTOB pe-
akuui (cxema 2) MOXHO IMpPEICTaBUTh Yepe3 MepBo-
HadaJIbHYIO0 KOHJICHCAIIWIO ajibJIeTH/Ia U ITHUJIAIeToa-
nerara ¢ o0pa3oBaHUEM O, -HEMPEeIbHOTO KETOHA
A, ero majgpHEHIIee B3anMoaeHcTBIE ¢ 1,3-THnazon-2-
aMUHOM C BO3HMKHOBEHHMEM TIeMaMHHOJa Tuma B.
BryTpuMonekyspHas a30IUKIN3aHs MOCIETHEr0o
MPUBOIUT K THAPOKCHU3AMEIICHHBIM cUcTemMaMm 5-8,
YeMy CIIOCOOCTBYIOT HaJH4YWe DIEKTPOHOAKIETITOP-
HBIX TPYMI B albAeTH]e W MPOCTPAHCTBEHHBIH (-
ekt MetmibpHOTO 3amecturens. OOpazoBaHHe coe-
nuHennd 1-4 mpeamonaraeT KOHKYpPUPYIOIIYIO Jie-
THIpaTanuio naTepMennaTa B ¢ mociemyromeit azo-
uMKIu3anued. B ciaydae canmuumioBoro ajpaeruia
M3-32 TPOCTPAHCTBEHHOW ONU30CTH THIPOKCHIBHOMN
TPYIIBI B Opmo-TIOJIOKEHHH OCH30JILHOTO KOJbLA U
KapOOHHWIILHOW TPYMITBl aleTUIBHOTO (pparMeHTa B
uHTEepMenuate A mporekaeT (O-TeTepOILUKIN3AIIHs.
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Cxema 2.
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Ar = C,H, (1), (2-C)CH, (2), (4-OH, 3-OCH,)CH, (3), (2-OH)C,,H, (4),
(2-NO,)CH, (5), (2-CH;)CGH, (6), (4-CI)C(H, (7), (4-Br)C¢H, (8), (4-OH)C(H,(2-OH) (9).

MeHbinas HyKIeo(hHUIBHOCTh THIPOKUIBHON TPYTIITBI
2-ruapokcuHaTaTMHKapOaTpaeTuaa (B OTIMYHE OT
CAJIMIIMIJIOBOTO aJibJICTH/ia) BCJIEJACTBUE YBEIHMUCHHS
LMY CONPSDKEHHUSI CITIOCOOCTBYET a30IMKIU3AIINH.

Takum 00pa3oM, TOJTYYCHBI HOBBIC COCIUHCHHUSI
psa THA30JIOMHPUMHUANHKAPOOKCHIATOB U JIaHHBIC
0 BIIMSTHUH CTPOCHUS KapOOHMIIBHON KOMITOHEHTHI Ha
HaIpaBJICHUE TPEXKOMIIOHEHTHOW KOHICHCAIIMH apo-
MaTHUYCCKUM ajlbIeTH — dTHIaneToanerar — 1,3-Tua-
30JI0-2-aMHH.

Cpenu noy4eHHbIX BEIECTB BbIACICHBI COCANHE-
HUS C BBIPQKEHHOW ITUTOTOKCUYECKOM aKTUBHOCTBHIO
B OTHOLIEHUM KJIETO4YHOH KynbTypsl Hela, nepcrek-
TUBHBIC JIUIA JallbHEUIIMX ucciienoBanuii [11].

OKCIIEPUMEHTAJIBHA A YACTD

UK cnekrpsl 3anucanbl Ha Dypbe-CEKTPOMETpE
OCM 1201 (Poccusi) B tabnerkax KBr. Cnexrps
SMP 'H, HSQC 'H/'3C 3anucausl Ha criekTpoMerpe
Varian (CIIIA) 400 MTI'it (400 MI' — 'H) B CDCl;,
auetone-dg, JIMCO-d, BHyTpennuii crangapr TMC.
ONeMEeHTHBII aHaJIU3 BBINOJHEH Ha aBTOMAaTHYECKOM
CHNS-ananmmzarope VarioMICROcube (I'epmanus).
TemnepaTypy IUIaBIE€HUS OIPEAEISUIM B OTKPBITOM
Kanwusipe. KoHTposib 3a X0I0M peakuuu OCyILeCT-
Bisuin ¢ momoubio TCX; mractunsl Silufol UV-254,
nposBisn B YD-cBeTe U napax ioja; I0EeHT — FeK-
ca—3Tuinanerar—xjaopodopm, 2:2:1. Peaknuro mpo-
Bommn B Y3-BanHe Y3B-2.8 (Poccus) c ymeTpas-
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ByKOBOH MOIIHOCTBHI0 230 BT, MOIIHOCTBIO Harpesa
130 Br, gactoroif yiasTpa3BykoBoro curaamna 35 xI'.

Hcrnonb3yeMble peakTHBBI:

1,3-Tua3on-2-amuH. ToBapHBIA MPOAYKT KBaJH-
¢bukamum «XY».

JTuiaaneroanerar. ToBapHBINA TPOIYKT KBaTHU(PH-
Kanuu «Y».

Ben3aabnerua. ToBapHblii NpOAYKT KBanuuka-
o «Y».

2-MeTujdeH3aabaerua. ToBapHBIA MPOTYKT KBa-
mudurara «XY».

2-Hutpoben3aabaerna. ToBapHbIl NPOOYKT KBa-
mudukarn « X9y,

2-I'mapoxcuden3anabaerni. ToBapHBIH TPOTYKT
KBaTHPUKAITAN « XU,

2-Xnopo6en3ajbaerua. ToBapHBI TPOAYKT KBa-
muduraru «X9».

4-XmopOen3anbaerug. ToBapHBIH NPOJYKT KBa-
mudukarn «X9».

4-bpomoOen3aabaerna. ToBapHbI TPOIYKT KBa-
maduramua «XY».

3-MeTokcu-4-ruipokcuden3anbaerua. Tosap-
HBIH POAYKT KBamupuKauu «XU».
2-I'mapoxkcunadramuakapéaabaerna.  Tosap-

HBIH POAYKT KBanmupuranun «XU».
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H3onponanos. ToBapHbIi TpoayKkT KBaimbuKa-
o «U».

Coenunenust 1-9 (oowas memooduka). DKBH-
MOJIBHOE KOJMYECTBO JTHIIaneroarerara (3 MMOIb),
apomarudeckoro ampnaeruna (3 mmons) u 1,3-tma-
30151-2-aMuHa (3 MMOJIB) PAcTBOPSUIH B 3 MJI H30MPO-
MUJIOBOro cnupra u BbiaepxkuBaiu 120-180 muH B
yapTpa3BykoBoil BanHe mpu 20°C. BrimaBimme kpu-
CTaJIJIBl MPOMBIBATH 3 TOPHMSAMU H30TPOIHIOBOTO
criupta 1mo 20 M1, CyIIMIN Ha BO3IyXe.

ITUa-7-MeTwiI-5-penn-SH-tuazomno(3,2-alnu-
puMuann-6-kapookcuaar (1). Beixox 0.15 1 (34%).
Kpucrammer  6exeBoro 1mBera, T.Iul.  98-100°C,
Ci6H6N,0,8S, onucano panee [7-9].

ITUIA-7-MeTUA-5-(2-xa0pdenni)-SH-Tuazo-
J10[3,2-a|nupuMuanH-6-kapookcuaar (2). Brxon
0.42 r (42%). Kpucrams xenrtoro nsera, T.mi. 105—
107°C, C¢H;5CIN,O,S, onucano panee [8, 9].

ITHa-5-(4-ruaporcu-3-merokcudeHusa)-7-me-
THI-SH-THa3000[3,2-a| nupuMuInH-6-KapOOKCH-
aat (3). Beixon 0.49 r (48%). becuBerHbie KprcTai-
JeL, T.I01. 177-179°C. UK cnekrp (KBr), v, em ;3204
(OH), 2899 (CHjy), 2820 (OCHj;), 1700 (C=0), 1654
(C=C), 1500 (C=N), 1594-1606 (C4H;). Cnextp
SAMP 'H (aneton-dy), 8, m..: 1.14 T (3H, CH;CH,, J
12.0 I'm), 2.28 ¢ (3H, CH;), 2.49 ¢ (3H, OCH;), 3.91-
4.03 m (2H, CH;CH,), 6.13 ¢ (1H, H>), 6.59-6.70 m
(3Hapon)» 6.69 1 (1H, H%, J 4.0 T'w), 7.18 1 (1H, H?,
J 4.0 I'mm), 9.04 ¢ (1H, OH). Haiineno, %: C 58.90; H
5.61; N 8.39. C{;HgN,O,S. Brruucneno, %: C 58.96;
H 5.20; N 8.09.

ITna-5-(2-ruapoxkcuHadpTua)-7-metua-SH-
THA30.10[3,2-a| nupUMUAUH-6-KapOOKCHIAT ).
Boixon 0.52 r (47%), Kpucramisl Kopu4HEBOTO 1LiBe-
Ta, T.I01. 123-126°C. UK cnextp (KBr), v, cm!: 3210
(OH), 2899 (CH3), 1704 (C=0), 1650 (C=C), 1501
(C=N), 1595-1610 (C,(H). Criextp SIMP 'H (arte-
ToH-dg), O, m.a.: 1.30 T (3H, CH3CH,, J 12.0 I'n),
1.75 ¢ (3H, CHy), 3.60-3.79 m (2H, CH,CH,), 6.15
¢ (1H, H>), 6.49 n (1H, H?, J 4.0 '), 7.10 1 (1H,
H3,J4.0 T), 6.58-7.19 m (3H,po0), 8.00 ¢ (1H, OH).
Haiineno, %: C 65.75; H4.65; N 7.17. C,HgN,O5S.
Brerancieno, %: C 65.57; H4.92; N 7.65.

ITHI-5-(2-HuTpOodeHnIT)-7-ruAPOKCH-7-MeTHII-
SH-6H-tua30/0|3,2-a|nupuMuINH-6-KapOoKCH-
aat (5). Berxon 0.28 1 (26%). Kpucramisr xenroro

usera, T.m1. 127-128°C. UK cnexrp (KBr), v, em b
3100 (OH), 2900 (CHs), 1700 (C=0), 1600 (C=C),
15901608 (CgHy), 1550-1575 v,(NO,); 12301290
v{(NO,). Cnektp IMP 'H (CDCly), 8, m.x.: 1.03,
1.13 T (3H, CH,CHj;, J 12.0 Tm), 1.16, 2.15 ¢ (1H,
OH), 2.44 ¢ (3H, CH;), 4.02-4.08, 4.10-4.20 m (2H,
CH,CHj), 4.26, 4.45 1 (1H, H®, J 8.0 T'n), 6.05, 6.33
a(1H, H3, J 8.0 T'w), 6.45-8.08 m (6H, H2, H?, Hyi,)-
Cnextp SIMP HSQC 'H/'3C, m.a/m.n.: 1.03/13.54,
1.13/13.56 (CH,CH4/CH,CH;), 2.44/27.94 (CHy/
CH;), 4.01/61.58, 4.18/62.19 (CH,CH,/CH,CHj,),
4.26/62.32,  4.45/60.29  (HS/C®),  6.05/55.32,
6.33/53.35 (H>/C?). Haiineno, %: C 52.71; H 4.92;
N 11.77. C{¢H;7N505S. Brruncneno, %: C 52.89; H
4.68; N 11.57.

ITHa-5-(2-meTusigenns)-7-MeTui-7-ruipoKcu-
SH-6H-tua3040(3,2-a|nupuMuaInH-6-KapooK-
cuaar (6). Beixox 0.35 1 (35%). Kpucramisr Oexe-
Boro 1Beta, T.I. 131-132°C. UK cnekrp (KBr), v,
e s 3099 (OH), 2880 (CHs), 1700 (C=0), 1606
(C=C), 1600-1615 (C4H,), 1500 (C=N). Cnextp
SIMP 'H (aueroH-dg), 6, m.1.: 0.90 T (3H, CH;CH,,
J20.0 I'm), 1.98 ¢ (1H, OH), 2.25 ¢ (3H, CHy), 2.47
n (1H, HS, J 8.0 Tm), 3.68 ¢ (3H, CH;—C¢H,), 4.04
n (1H, H3, J 8.0 T'm), 3.82-3.88 m (2H, CH,CHj),
6.57-7.30 M (4H,,,,), 6.59 1 (1H, H2, J 4.0 T'n), 6.96
1 (1H, H3, J 4.0 Tw). Cnexrp SIMP HSQC 'H/13C,
m.a./m.a.: 0.90/13.80 (CH,CH,;/CH,CHy), 2.25/29.74
(CH;/CH;), 2.47/39.90 (HS/CS), 3.68/55.34 (CH;—
C¢H4/CH,—C¢H,), 3.85/61.25 (CH,CH;/CH,CH,),
4.04/65.61 (H>/C?). Haiineno, %: C 61.54; H 6.10; N
8.32. C17H,(N,O5S. Beruucneno, %: C 61.44; H 6.02;
N 8.78.

ATUa-5-(4-xaopdennin)-7-ruApoKcu-7-MeTHJI-
SH-tua30i40[3,2-a|nupuMuanH-6-kapooKcUIaT
(7). Bexon 0.38 1 (41%). Kpucramis! sxenroro 1se-
Ta, T.IL. 117-119°C. UK crmekrp, v, em 12970 (CHy),
1700 (C=0), 1609 (C=C), 1599-1615 (CzHy), 1510
(C=N). Criextp SIMP 'H (aneton-dy), 5, m.1. ®yppe-
cnekrpomerpe ®CM 1201: 1.12 T (3H, CH,CH;, J
12.0 I'm), 1.64 ¢ (1H, OH), 2.39 ¢ (3H, CHj;), 4.01-
4.13 m (2H, CH,CH;), 4.17 1 (1H, H®, J 4.0 T'), 5.95
n (1H, H>, J 4.0 T'm), 6.45 n (1H, H2, J 4.0 T), 7.05
a (1H, H, J 4.0 T, 7.19-7.40 M (4H,,,,,). Criekrp
SAMP HSQC 'H/13C, m.a./m.a.: 1.12/13.39 (CH;CH,/
CH;CH,), 2.39/2441 (CHs/CHj), 4.07/61.45
(CH,CH,/CH,CHj,), 4.17/61.53 (H®/C®), 5.95/54.78
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(H%/C?). Haiimeno, %: C 54.39; H 4.48; N 8.37.
C,6H7CIN,0O5S. Beraucneno, %: C 54.47; H 4.82; N
7.94.

ITua-5-(4-opomdeHun)-7-ruaApoKcH-7-MeTHI-
SH-tua3zo0i10(3,2-a|nupumMmuanH-6-kapookecuaar
(8). Bexox 0.37 r (43%). Kpuctamisl KopudHEBOTO
usera, Tt 125-127°C. UK cnektp, v, em 1 2935
(CHy), 1712 (C=0), 1622 (C=C), 1589-1604 (CcH,),
1499 (C=N). Cnektp IMP 'H (CDCly), 5, m.z1.: 1.13
T (3H, CH,CHj;, J 12.0 '), 1.67, 2.30 ¢ (1H, OH),
2.18 ¢ (3H, CH3), 3.94, 4.04 n (1H, HS, J 8.0 Tn),
4.02-4.07, 4.09-4.14 m (2H, CH,CH;), 5.41, 5.56
1 (1H, H>, J 12.0 T'n), 6.48 x (1H, H?), 6.79-7.44 m
(4Hyp00); 7.07 1 (1H, H3, J 4.0 I'n). Haiineno, %: C
48.65; H 3.95; N 7.38; C,xH,,BrN,0O5S. Brruucineso,
%: C 48.36; H4.28; N 7.05.

ITua-2-ruapokcu-2-metua-2H-xpomen-3-
kapookcuiar (9). Beixon 0.08 r (22%). BecupeTrHbie
kpucramisl, T 111-113°C, C3H,4,0,4, onucano pa-
Hee [10].

KOH®JIMKT UHTEPECOB

ABTOpBI 3asIBISIIOT 00 OTCYTCTBUM KOH(HKTA HH-
TEpPECOB.
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During the three-component condensation of aromatic aldehydes with ethyl acetoacetate and 1,3-thiazole-2-
amine, depending on the nature and position of the substituents in the benzene ring of the aldehyde component,
the reactions proceed as azocyclization with the formation of thiazolopyrimidine carboxylates, hydroxyisol-
opyrimidine carboxylates, or as c-chromate. Reactions were carried out upon ultrasonic activation in i-PrOH
solution, at 20°C. The structure of the synthesized compounds was established using the methods of one-di-

mensional and two-dimensional NMR spectroscopy, IR spectra. Probable schemes for the formation of reaction
products are presented.

Keywords: three-component condensation, ultrasonic activation, thiazolopyrimidines, ethyl acetoacetate, aro-
matic aldehydes, 1,3-thiazole-2-amine, NMR, IR spectra
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