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CUHTES, BTIACT/BOCTI SAMILWEHNX
2-T'ETEPUNXIHA-3O/1IHIB

CnnaBneHHAM 3aMillleHnX O-auuiaHifiHIiB 3 CEHYOBMHOK OTPMMAaHi BiANOBIAHI
XiHa30/1iH-2-0HW.

Knto4oBi cnoBa: CUHTE3, BNACTUBOCTI, reTEPUIXiHA30M1iHN, Tigpa30HN

3 niTepatypu Bi4OMO, WO NOXigHI XiHa30MiH-2 Ta XiHa30NiH-4-0HIB NPOABNAITb
LWMPOKKNIA cnekTp 6i0N0TIYHOT aKTUBHOCTI: aHTUManApikHOT, XKapo3HUXYK YO, rino-
TEH3MBHOT, NpoTM3anantoBanbHOT AiT [2]. Lle i 3’ABMA0OCH NPUYMHO NOAANbLIOTO Linec-
NMPSMOBaHOI0 AOCAIAXEHHA METOLIB CUHTE3Y LKUX CNONYK.

Lia po6oTa npuceBAveHa LOCNIAXEHHIO METOAIB CUHTE3Y, 6YA0BU, XiMIYHUX Nepe-
TBOPHOBaHb 6-3aMillleHUX XiHa30MiHOHIB-2.
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Ak 6yno nokasaHo paHiwe [3], Hab6iNbW oNTUMaNbHUM METOAO0M CUHTE3Y 3aMmille-
HUX XiHa30/iH-2-0HiB (la-B) ABNAETHCA CNMaB/IeHHSA 0-auMnaHiNiHiB 3 ceyoBnHo. Cno-
nykn (I a-B) nerko pearytTb 3 XJIOpoKcuaomMm ¢ochopy i Npu UbOMY YTBOPHOKOTbL 3
KinbKiCHUM BuUxogom 2,6-gn3amiuleHi xiHaszoniHu Il a-B. Hamn BuBYanachb peakuis 3a-
MillleHHS aHiOHY ranoreHa y NonoXeHHi «2» cnonyk (Il a-r) y posunHi AM®A npwu
TemnepaTypi peakyiiHoi macu 110-140 °C Ha pi3Hi reTepunamiHm (ninepasiH, MOpdoiH,
3aMilleHi ninepasnHu, 6eH30Tpia3on, 2-aMmiHO6GeH3iIMiga30/, 3aMillleHi Nipa3oniHm), wWo
Lano MOXNUBICTb 0fepXaTn 3 XopowunM Buxogom 2-retepunxiHasoninm (I1-XY):
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PaHilwe HaMmn 6yna BUBYeHa aHTUMIKPOOHA aKTUBHICTb reTepuA rigpasoHis 5-HiTpo-
dypthypony [4], npu ubomy 6yno mokasaHo, WO HalbiNbWy aKTUBHICTbL NPOABUAU
noxigHi 2-rigpasnHxiHasoniHis. MpofoBXYOUY Wi JOCNILKEHHA, HAMMW OfepXKaHi rete-
punrigpasoHu Ha nigcrtasi 6-3amilleHnx 2-rigpasmHoxiHasonidis (XVI,XVII) Ta rete-
punansferifis - noxigHMX PypaHy, nipasony, 6eH304i0KCcaHy, XiHONMIHY:
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CVHTe3, BNacTWBOCTI 3aMilleHnX 2-reTepunxiHa-30/iHis

@i31KO-XiMiYHI XapaKTepPUCTUKN CUHTE30BaHMX CNONYK NpuBeAeHi y Tabnuui 1. by-
[l0Ba, e/IeMEHTHW CKNaj pevyoBUH NigTBEPAXKEHI 3a gonomoroto 14-, MMMP-cnekTpiB Ta
JaHUMWN eNeMeHTHOro aHanisy. ¥ IY-cnektpax pe4dyoBuH IM-XY NpuUCyTHI iHTEHCUBHI
CMYT/ BaJleHTHUX KO/IMBAHb a30METUHOBOTO 3B’A3KY, CYyNnps>XeHoro 3 -C=C- 3B’A3kamu
apoMaTUYHKX Kineub, npu 1590-1615 cM*L B I1U-cnekTpax retepunrigpasoHis XY HH-XXIII
NPUCYTHI CMYrM NOFANHAHHA, AKi BiANOBIAHI 3a KonueaHHA rpyn MH, C=bl, C=C, >102
B o6nacTti 3100-3300, 1600-1620, 1340-1345 cm 1 B 3anexHOCTi Bif xapakTepy retepo-
umkna cnonyk XY HI-XXI1I1 y cnekTpax npucyTHi Taki Habopu cMyr MNOrNHaHHA: a30-
MeTMHOBOTI0 3B’A3KY Ta XiHAa30NiHOBOTO UMKy npu y=1650-1660,1550-1600, 1450-1500
cM1 hypaHoBoro kinbus - 1000-1015, 965-975, 800-820 cm*1(cnonyku XVI111).

MMP-cnekTpu pedyoBuH IN-XI mMicTATb yWwMpeHi curHanu npotoHis CH2-rpyn: nine-
puAMHOBOTO Kinbua-8 = 1.6-1.7 1a 4.0-4.1 M.4.; MOp®hONiHOBOIO Kinbus-8 = 3.7-3.9m.4.;
3aMileHoro ninepasiHoBOro Kinbus - 5 = 2.5-2.6 m.4. Ta 4.0-4.1 m.4.. B MMP-cnekTpax
cnonyk XIV, XV, BMilWwy4nx nipasoniHoBe KinbLe, NPUCYTHI CUTHANW MPOTOHIB MeTu/e-
HOBOT Ta meTaHoBOT rpyn npn 5 = 3.9-4.1 m.A4. Ta 8 = 5.8-5.9 M.4., a TAKOXX CUTHaNM Npo-
TOHIB MeTOKcU-rpynu npun 8 =3.7-3.8 m.4. (6H). AMP-cnekTpu retepunrigpasoHis XY 1l1-
XXIHI MIicTATb CUrHANM MeTaHOBOIr0 NPOTOHY a30MeTUHOBOrO 3B’A3KY npu 8 =8.2-8.4
M.4. (cuHrnet 1H) Ta curHan npoTtoHa IYH-rpyn rigpasoHy npu 8 = 11.4-11.6 m.4.. B
3a1eXHOCTI BiJ XxapakTepy anbferifa y rigpasvHoBoMy (parMeHTi y CeKTpax NpucyTHI
Taki curHanu: cuHrnet CH2rpyn 6eH3ofgiokcaHoBOro Kinbus npu 8 = 4.3-4.4 m.4. (4H)
(cnonykun XX-XXII), MeTaHOBMI A NPOTOH Nipa3onbHOro Kinbua npu 8 = 8.9 m.4.(cnonyka
XIX), curHanu P-npoToHiB hypaHy npu 8 = 6.6 m.4. Ta 8 = 5.9 m.4. (cnonyka XVIII).

Tabnuua 1
Di3nKO-XiMiYHI XapaKTepucTnuKM 3amileHnx xiHazoamHis (11-XXXLU)
N Bu- Tiw. °C 3HalifeHo, % BpyTTO Po3paxoBaHo, % MonekynspHa
n/n xif.% (PO3YMHHUX) C H N thopmyna C H N maca
11 88 173-175 (aLeToH) 583 4.2 113 583 43 113 370.0
v 80 145-147 (aueToH) 70.6 57 129 704 55 13.0 3235
\% 67 135-137 (eTaHon) 675 55 16.6 CIHBW 4 67.3 56 165 3385
\ 85 148-150 (aueToH) 745 6.3 136 CAHJI30 747 62 137 305.0
VI 90 101-103 (aLeToH) 794 7.0 139 C30HNK3 79.2 69 138 303.0
il 83 120-121 (eTaHon) 56.8 4.0 105 CIH17BrCLLU3 56.7 4.2 104 402.5
IX 81 148-150 (aueToH) 535 3.4 105 CyHuBICIK30 53.4 36 104 404.4
X 92 170-172 (aueToH) 645 4.8 124 O mHy BW1* 647 47 125 445.0
X1 72 135-137(aueToH:EIOH, 1:1) 66.4 4.5 13.0 CraAx&rXi 66.3 46 129 434.0
xn 90 232-234 (AM®A) 59.8 31 17.2 CafliaBrHs 59.7 2.9 174 402.0
Rl 73 300-302(aueroH:M®A, 2:1) 60.4 35 10.6 C2iHMBr>I5 60.5 33 107 416.0
X1V 82  283-285(aueToH:IM®A, 2:1) 522 29 85 CAAMBr3r0 524 28 84 663.0
XV 78 202-204 (eTaHon) 60.3 4.1 101 CMHABIUA 605 42 9.9 564.0
XV 79 186-188 (eTaHon) 53.7 2.9 13.0 CirirBiOag 535 2.8 131 427.5
X1X 75 195-197 (eTaHon) 659 3.9 153 C30HNBri6 66.0 3.8 155 545.0
XX 88 218-220 (eTaHon) 60.0 31 124 C33"3Brin 60.1 32 122 459.0
XXI 84 243-244 (aueToH) 60.1 2.9 112 CisHyBrCLI~Os 59.9 2.8 113 493.5
XXI1 72 267-269(AM®AEIOH, 2:1) 559 2.9 138 C23H14Brbl50 4 55.8 2.8 14.0 494.0
XX 82 279-280 (eTaHon) 702 41 168 C24HuE W 5 703 3.9 17.0 409.5
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EKcnepmmeHTaana HYaCTnHa

KoHTpoAb 3a X040M peakL,ili Ta YNCTOTOK OAEP>XaHWUX CNONYK 3[iACHIOBaNN METO-
pamun T X Ha nnatiekax Silufol UV-254 y cuctemi - aueTtoHxekcaH = 1:2 3 nposB-
NEHHAM iX mapamu nogy, po3umHoM KM n04T1a Yd-onpomiHoBaHHAM. IY-cnekTpu
3anucyBanu Ha cnektpodotomeTpi «Perkin-Elmer-577» y tabnetkax KBr. CnekTpwu
MMP 3HiMmann Ha cnekTpomeTpi «Brucker WP-200» 3 po6oyoto yacToToro 200 Mry y
po3unHi AMCO 3 BHYTpiWHIM cTaHAapTOM - TMC. 3HageHi BENNUNHN €IEMEHTHUX
aHanisiB BignoeigaTb po3paxoBaHuM. BuxigHi cnonyku la-r, Ha-r, XVI, XVII ogep-
XaHi Hamu 3rigHo [3] Ta iX KOHCTaAHTW BiANOBIAAKTb NiTEepaTypHUM JaHUM.

6-xnop-4-theHin-2-[Tnepuann-1]-xiHazonin (cnonyka IV, Ta6n.1). Cymiw 2.75 r (0.01
mMons) pevyosuHu Ha, 1.7 r (0.02 mons) ninepuagnHy, 5 mn M P A BHOCATb Yy KPYrno-
JOHHY K06y 06°emoM 50 M1, o6nafgHaHy MeXaHiYHOI Millankot, TEPMOMETPOM, 3BO-
POTHUM XONOAUNBLHUKOM, HarpiBatTb Ha CUMNIKOHOBIN 6aHi Npu nepemiwyBaHHi 40
130 °C (y 6aHi) Ta BUTpUMYIOTb Npu LiiA Temnepatypi 30-40 XxBUAWH (KOHTPOAb MO
TLW X), oxonoaXytTb, 4o6aBndaoTb 10 Mn eTMNOBOr0 CNMpPTY, ocaf BigginbTpoBy-
I0Tb, NPOMMBaOTb BOAOK (-100 mn), cywaTb Ha NOBITPi, KPUCTANI3yHOTb i3 aleToHY,
Buxig 2.6 r (80%). AHanoriuHo oTpumadi cnonyku 111, V-XI.

6-6pom-4-theHin-2-[3,5-gu(n-6pomdeHin)-nipasoninin-1]-xinasonin (XI1V, taén.l)
Cymiw 3.2 (0.01 mons) cnonykn 116, 3.8 r (0.01 mons) 3,5-an-(n-6pomdeHin)-nipason-
iHy, 10 Mn M ® A BHOCATb Y KPYTN040HHY KON6y 06’emom 50 mn, o6nagHaHy MexaH-
iYHOIO MilWankow, TepMOMETPOM, 3BOPOTHUM XONOAUbHUKOM, HarpiBalwTb Ha CUi-
KOHOBIli 6aHi Npu nepemiwyBaHHi 4o 160 °C (y 6aHi) Ta BUTPUMYIOTb NpU LA Temmne-
patypi 1.5 roguHun (Ao 3aTBepAiHHA MacK), OXO0N0AXKYOThb, 406aBNA0Tb 30 M aleTo-
HY, ocaj BigdinbTPOBYIOTh, MPOMUBAKOTb AeKiNbKa pas3iB BOAOK, BUCYLWYOTb. Kpuc-
Tani3ywTh i3 cymiwi - AM d A:auetoH=1:2, Buxig 4.6 r (70%).

6-xnop-4-heHin-2-(6-xiHoniHUNigeHrigpasiHo-)xiHazoniH (cn.XXrl, Tabn. 1). B oa-
Horopny kKonby o6’emom 100 mn, o6nafgHaHy 3BOPOTHUM XOOAUNBHUKOM, BHOCATL 0.9
r (0.0033 mong) cnonykm XVI, 60 Mn eTUN0BOTro CNUPTY Ta NMPU KUN’ATIHHI MOBHICTIO
pO34YMHIOTL XVI; OKpemMo B cTakaHi po34MHIOOTh Npu HarpieaHHi 0.6 r (0.004 mons)
XiHONiH-6-anbgerigy B 30 M1 eTUOBOTO CNUPTY; OLEPXaHI PO3YMHM 3IMBAKOTL Ta KUM -
ATATb 30 XBUAWH, BUNAafae PSCHUIM XXOBTUIA ocaf, AKUIA BiAdIiNbTPOBYOTb, NPOMMBa-
I0Tb €TUNOBUM CIUPTOM, cywaTb, Buxig 1.0 r (82%). AHanoriyHo ogepXXaHi ConyKu
XV IHI-XXII.
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CuHTe3, BNaCTMBOCTI 3aMillleHnX 2-reTepunxiHa-30MiHiB
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CUHTE3, CBOVICTBA 3AMELEHHbIX 2-FTETEPUIXNHA-30/IMHOB

Pestome
CnnaBneHmemM 3aMeLleHHbIX 0-auuI1aHUIMHOB C MOYEeBMHOK MOYyYeHbl COOTBETCTBYHOLLME

XWHA30/IMH-2-0Hbl.
KntoyeBble cNoBa: XMHA30/IUHbI,TMAPA30HbI, TeTepunamMuHbl, retepunanbieruibl, CUHTes.

Vostrova L. N., Grenadyorova M. V., Kladko L. G., Kirichenko A. M.
Odessa National University, Research Laboratory of drug design,
Dvoryanskaya St., 2, Odessa, 65026, Ukraine

SYTHESIS, PROPERTIES SUBSTITUTED 2-HETERYL-QUINAZOLI-NES

Summary
Interaction of o-acylanilines with urea lead to corresponding quinazolin-2-ones

Key words: synthesis, quinazoline, hydrazone, heterylaniline, heterylaldehyde



