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2-AMIHO-4-TITPA30JILJI-4H-1,3-OKCA3UHIB

TpUKOMIIOHEHTHOIO peakuieto nipason-4-kapOanbaerinis, (peHilaleTuIeHy Ta CeHOBHHU CHHTE30BaHi HOBI
2-amino-4-mlipa3zonin-4H-1,3-okca3uHu, perioceneKTUBHA KOHIEHCAIlS AKUX i3 1-Xximopoamnkiii3omiaHaTaMu
BHKOpHUCTaHa /s aHemoBaHHA 1,3,5-TpuasunoBoro nukimy. OTpumani 2-amiHo-4-mipa3onin-4H-1,3-okcasu-
HU TPOSBISIOTH BUpakeHY OaKTePUIIMIHY aKTHBHICTH 110 BIIHOIICHHIO 10 MITaMiB S.aureus.

BCTYII. Monouukiiuni 1,3-okcazunu € 6a3o-
BMMH CHCTEMaMU JIJISl TU3aiHY IHIINX THIIIB TeTepo-
IIUKJIIB, @ TAKOXK KIIFOUOBUMU IHTEpMEIiaTaMU B CHH-
Te31 alUKIYHIX KapOOHUTEHHX cronyk [1,2]. Mero-
U OJIep’KaHHS TOJI3aMillleHnX HeQyHKIIoHaTi-
30BaHuX 4H-1,3-0Kkca3uHiB, K NPaBUIO, TPYHTYIO-
ThCSI Ha BHYTPIIIHBOMOJICKYJISPHINA nukiizamii b-
anmIaMinokeToHiB [3—b5] abo nukIokoHmeH calii b-
XJIOPOKETOHIB i3 Hitpuiamu [6—8]. Ix 2-dpynxiio-
HAJBHO 3aMIllleHI MPEACTABHHUKHU, 30KpeMa 2-ami-
HOTIOXi/IHI, B CHJTy CKJIQJHOCTI CHHTE3Y BIIPOJOBXK
TPUBAJIOTO MPOMDKKY 4Yacy 3ajHIIAINCh Majoa0c-
mimpkennmu [9, 10]. 3anpononosanuit y 2005 pori
crioci6 oTpuMaHHs 2-aMiHo-4,6-miapui-1,3-okca3u-
HIB PEaKIi€l0 apOMaTHYHHX aJIbJACTiIB 3 MOHO3aMi-
IICHUMHU alleTUIICHaMHU Ta ce40BUHOIO [11] cTBOpUB
HepeayMOBH JUISI 3HAYHOTO PO3IMIMPEHHS chepH Ho-
r'0 3aCTOCYBaHHs SIK B IUIaHI CHHTE3y paHille HeBi-
IOMUX 4-3aMIIIEHNX MTOXIIHNX, TaK 1 HOBUX KOHIEH-
carfiif 3a y9acTio aMiHOTPYIIH.

Hemonasuo [12] B psiny 4-rerepuiizaMilieHux
2-amiHo0-1,3-0eH30Kca3uHIB Oylia BUSBIECHA 37aT-
HICTh 10 MOJIyJIFOBaHHs D-Ccekpera3Hoi aKTHBHOCTI
EH3UMIB, 110 MOXE OYyTH BHKOPHCTAHO IPU CTBO-
peHHi epeKTUBHUX 3ac001B JIIKyBaHHS 3aXBOPIOBAH-
Hs1 Anprreiimepa. BpaxoBytoun et axr, My BBa-
JKaH 3a JOUUIbHE 3AIMCHUTH CHHTE3 HU3KH HOBHX
2-amiHo0-1,3-okca3uHiB i3 papmakohopHUM Mipa3o-
apHUM (pparmertom [13] y mostoxeHHi 4 UKy i BU-
BUMTH JesiKl IX XIMI4H1 Ta 010JI0T19HI BJIaCTUBOCTI.

EKCIIEPUMEHT TA OBI'OBOPEHH A PE3YJIb-
TATIB. Hamu noka3ano, mo 10 roa HarpiBaHHS ITi-
pasos 4-kap6anbueriniB (I a—k) i3 ¢eninanerue-
HOM Ta ce40BHHOIO y criBBiqHOmeHHi 1:1:1.5y kur-
JSTYOMY alleTOHITPUIII B IPUCYTHOCTI CyMilli O1To-
Bo1 Ta TpudTopoouToBoi kuciaotu (3:1) npuBoAUTH
10 2-amiHo-4-mipasosin-4H-1,3-okcasunis (11 a—k)

i3 Buxonamu 58—86 %. BapTo 3a3HauuTH, 110 Ha
BiAMiHY Bin 4-apwibHux ananoriB [11] mpenapa-
THBHE BUJUICHHA criosyk 1] a—k He BUKIIMKa€ 0co-
0MBHX YCKJIaJHEHb, OCKUILKA BOHHM BHIAJIa0Th
i3 peakuiifHoi cymimi y BUTIAL ocany. 3 ypaxy-
BaHHIM pe3ynbTaTiB poboTu [14] Haiibinbmr Bi-
POTITHOIO BHIAETHCA MOCTaiiiHA CXeMa IIPOIIECy,
daKa mependavae nepBuHHE yTBOpeHHs N-aikii-
ineHceuoBuH (A), MogabIIa ITHKIOKOHIEHC AT
SKHUX 13 (PEHUIANETUIICHOM MPUBOJUTH J0 LLIbO-
Bux npoayktis (I1):

Ar CH=0' g HI—N’Ph
IP | mu-wE | FWC=CH.
W T HD
Fh
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I, 1I: Ar:Ph (a), 4’FC6H4(6), 4‘C|C6H4(B), 4-BI’C6H4
(r), 4-M eC6H4 ([[), 4‘MeOC6H4 (e), 4-(1,4-66H30ﬂi-
okcun-6-i1) (€), 4-(1-6ensodypan-2-in) (k).

[HaUBINyanbHICT Ta CKJIAJI CHHTE30BaHUX CIIO-
JlyK Y3TOJUKYIOTECS i3 PE3yIbTaTaMH XpOMATOMac-
CIIEKTPOMETPIl Ta eleMEHTHOTO aHai3y (TabJ. 1) a
iX cTpykTypa HLI[TBCp,Z[)I(y€TLCH I4- ta SIMP 'H
criekTpamu (tabut. 2). B ocranHix mis crionyK IT a—€
[OKa3OBUMH € NyOJIeTH TIPOTOHIB H* (5.52—5.57
M.4.) Ta H® (6.40—6.44 M.4.) OKCa3UHOBOTO IUKITY

© M .K.Bparenko, H.B.ITanacenko, H.B.Menpunuenko, M.B.Bosk , 2013

62

ISSN 0041-6045. YKP. XMM. XXVYPH. 2013. T. 79, Ne 5



Taomnwmwogsa 1
4-(3-Apun-1-¢penin-1H-nipa3zoa-4-in)-6-penin-4H-1,3-oxcazun-2-
aminu (IT a—k)

13 KCCB 2.8—3.2I'11 Tta cuHrieru
H> nipa3oipHOTO sypa npu 8.87—
8.95 m.u. lyis cnonyku II sk Mae Mi-

3maii ciie caabomoJIbHE 3MIIICHHS 1y0JIeT-
) IEHO o 4
Cro- |Buxin, | Tronn, o Pospaxosano % N Horo curHaiy H™ B obmacts 5.92 m.u.,
nyka | % °c opMyna M+I" 1110, ouesmHO, 06yMOBIEHO /ie3eKkpa-
C ‘ H ‘ N Hyl0unM edekToM OeH30(ypaHiIbHO-
ro 3aMiCHUKa B TOJIOXKEHHI 3 Tmipa-
[fa 82 247249  CyH,N,0 7675 524 1407 38 54,y Okpim wporo, citia 3ayBaxuTy,
7651 514 14.28 . 4
0 58 238240 C,H,oFN,O 7339 4.53 411 HHO HAABHICTH B HOTOAECHHI = Okca-
2577197 A == == 1344 3WUHOBOTO LMKy MPOCTOPOBO YIPYA-
73.16 467 13.65 . .
B 86 254256 C,H.oCIN,O 7053 438 1332 427 HEHMX MpAsOIILHIX (PparMeHTiB BHO-
25719 4 Ealsss il =0 1 1 -
103 449 1312 ason TpoToN animorpym: sona
r 69 233235 C,H,gBIN,O 6342 416 1171 472 p pYIH:
MNpONHCYETHCA HE OJHHUM CHUI'HAJIOM
6370 406 1189 inTencuBHicTio 2H mpu 9.39 m.u4. [11]
n 67 224226 CuxHn,N,0 7656 558 1399 407 DI S99 MA. 114,
a JABOMa MIHUPOKUMHU OJHOIPOTOH-
7683 546 1378 HUMU CHHTJIETaMU B miama3zoHax 9.11
228-2 H,N 73. . 13.02 42 .
e 63 8230 CaHzN,O, 7364 535 1302 3 —9.511a 10.58—10.85 m.4., mo, Hali-
7392 525 13.26 . .. 6 .
¢ 73 226228 CyHpN,0; 7L78 508 1223 451 DPOTMHIEE. O BRSNS BB
7199 492 1244 T;O Bopo:;ilgﬂlﬂ aMIHO-IMIHHOI
TayToMepii.
84 248250 C,H,N,O 7473 457 1319 433 .
* 20T e 466 12.95 2-Amino-1,3-okcasunu (II a—x)
' HalleXaTh 10 OiHyKIeo(iThHUX CHC-
TeM, HasIBHICTh B IKHX ypeinHOTO (pa-
Tab6bnwuus 2 IMEHTa MOe OYTH BJaji0 BUKOPHC-
1
I9- ta AMP "H cnekrpu cnoayk II a—x
Crro- Iq_CHeKTI_)i Crektpu HMPlH, d, mu., J, I'n
JayKa | Ny_ys M
- 4 _ 5
Il a 320 5564 (1H, =28, H'y,,,,), 644 2 (IH, J=28, HO, ), 734802 i (15H,,, ), 894 ¢ (IH,
HP ason ) 915 M. (1H, NH), 10.79 m.c (1H, NH)
5
6 3825 554 2 (IH, J=32 H', ), 642 1 (UH, J=32, H®, ). 7.33-7.78 m (12H,.,,), 7.92 x
(2H,,, J=8.0), 892 ¢ (IH, H® .. ), 9.17 m.c (L, NH), 1088 mw.c (1H, NH)
B 3325 557 x (IH, J=28 H ) 642 a (1H, J=28 H®, ...). 7.36-7.79 m (12H,, ), 7.92 1
(2H oy I=7.6), 894 ¢ (1H, H® . ), 9.14 m.c (1H NH), 10.85 m.c (1H, NH)
r 3325 556 x (1H, J=32, H* _ ), 643 1 (1H, J=32 H ® canm) 731776 M (12H, ), 7.91 n
(2H 0, J=8.2), 893 ¢ (1H, H rupmn) 9.16 m.c (1H, NH), 10.82 m.c (1H, NH)
1 3320 238 (3, CHy), 554 2 (1H, J=28 H', ). 641 1 (IH, J=28, H° ), 7.28-7.76 m
(12H,,,, ). 790 1 (2H, ., I=76), 889 o (1H, %, .,0,), 911 m.e (1H, NH), 10.80 m.c (1H, NH)
e 3320 382c (3, CHO), 552 1 (IH, H* ... I=28), 642 1 (IH, H> ., J=28), 7.02 1 (2H,,, .
3=80), 735 1 (IH,,,, J=7.8), 7.44-755 w (SH, ), 762 n (2H . ' I=8.4), 7.74 x (2H,, "
J=7.4), 790 1 (2H,,,,, . I=80), 889 ¢ (lH HSHWOH) 9.21 m.c (1H, NH) 10.58 mr.c (1H, NH)
e 3325  4.28 ¢ (4H, O(CH,),0), 552 1 (1H, H*, .., J=2.8), 641 1 (1H, H? . -, J=2.8), 6.92 1
(2H,o,, J=8.0), 714752 w (TH,,,,). 774 1 (2H,,,,,, I=7.8), 794 1 (2H,,, . I=7.6), 8.87
¢ (10, H r“pm) 9.18 m.c (1H, NH), 10.60 m.c (1, NH)
® 3830 592 4 (IH, H\ . J=28), 640 1 (U, J=28, H®,.,,). 7.29-7.72 m (12H,.,.), 7.94 x
(H. , J=7.6). 895 ¢ (1H, H> . ), 951 m.c (1H, NH), 10.83 m.c (1H, NH)
apom nipasos
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TaHa JyIsl MOJaJIbIIOTO aHemoBaHHs 1,3,5-Tpua3uHo-
BOTO IUKITy. PaHimme Mu po3po0wim 3pydHHIA METo ]
CHHTE3Y PsIly KOHJeHCOBaHuX 1,3,5-TpruasuHiB, sIKHi
0a3yBaBcs Ha peakmisix 2-aMiHOa3WHIB i3 1-xyopo-
ankirizomianaramu [15, 16]. MosxiuBocTi 2-aMiHO-
1,3-okca3uHiB y MoAiOHOTO POAY TMEPETBOPEHHAX
Oynu JOCTiKEeHI Ha TMPUKJIagax B3a€MOJIl CIIOIyK
(IT 6,r,n) i3 l-apui-1-xmopo-2,2,2-TpudTopoeTnii-
izormianaramu (111 a—8) [17]. Buacmigok ambGimenr-
HoTO Xapaktepy crnoyk Il ta III moxHa Oyno odi-
KyBaTH YTBOPEHHS K 2-TpUPTOPOMETHI-2-apuil-
[1,3]-okcaszuno[3,2-a][1,3,5]-rpuasun-4-ouis (IV a—
B), TaK i i30MEpPHHUX 0 HHUX 4-TpU(TOPOMETHI-2-
apwui [1, 3Jlokcasuno[3,2-¢][1,3,5]rpuasun-2-oHiB.
ExkcniepuMeHTa IbHO BCTAHOBIICHO, IO B Cepe-
JOBHIIi OEH30Jy B IPUCYTHOCTI TPUETUIIAMIHY SIK aK-
LENTOPa XJIOPOBOHIO, PEaKIlis MPOTIKAE periocerie-
KTUBHO 1 MPUBOJNUTH JI0 TMOXiTHUX HOBOI TeTE€POIIH-
KiiyHoi cucremu — [1,3Jokcasuno[3,2-a][1,3,5]-Tpu-
asuH-4-ony (IV a-8). Takwuii nepedir mporecy gocre-
MEHHO BKJIQJIa€ThCS B CXEMY IIEPBUHHOI'0 KapOaMo-
D1roBaHHS OUTHIN HYKJICO(UIBHOTO €HIOIUKIIIYHO-
ro aroma a3oty okcasusis (III) 3 HaCTYyHOO BHYT-
PITHEOMOJIEKYIISIPHORO IHMKITi3atliero iHTepmeriata (b):

Arl Et 1
ey + F\C N=C=0 —3=
1
ITI a-=
B Ay ] Ay
i |
Ar O
— CF,
| NJLN={ ’ “ﬂ"
Arl )TCF
Ph™ O H 'l
- E N IV a-g

I11: Ar'=Ph (a), 4FCgH, (6), 4MeOCgH, (8); IV: Ar=
4-FCgH,, Ar'=4-MeOCgH, (a); Ar=4-BrCgH,, Ar'=
Ph (6); Ar=4-MeCgH,, Ar'=4-FCgH, ().

Bynosa cnonyk IV a—B moBemeHa KOMILIEKC-
HHUM CIEKTPaJIbHUM ,I[OCJ'II,Z[)KCHHHM Jke BKIIIOYAIO
Bukopucranus 14-, IMP (H, B¢, F) ra Xpoma-
TOMAC-CIEKTPIB. Ham{oxasoBmMMn cepe/l HUX BH-
SBHITUCH criekTpu SIM P 9, B sxux rpymu CF3 ¢ik-
CYIOThCS B iHTEpBaIi —82 — —83 M. 4., 1110 CTPOTO BKa-
3y€ Ha X PO3MIlIEHHS B CTPYKTYpHOMY (parmeH-
ti =N-C(CF3)-NH [15]. B pa3i anprepHaTHBHOI
4-tpudropoMeTri-4-apuin-2-0KCOCTPYKTYPH CUTHAI

64

Taonunmmogsg 3

IIpornmikpoOHa akTHBHicTH cnoayk II a—k

TecT-KynbTypu MIKpOOpPTaHI3MIB

Cnounyka S.aureus E.coli
MBcK MbuK MBcK MBuK
Il a 62.5 >500 500 500
§) 62.5 >500 500 500
B 62.5 >500 500 >500
r 62.5 >500 >500 >500
I 125 >500 >500 1.95
e 125 >500 >500 >500
[ 125 >500 250 250
K 125 >500 500 500
Ertownii 7.8 31.2 125 250

BKa3zaHOi rpynu ciig O6yno O ouikyBaTu npu —/3
— —75 m.u. [18].

OKpiM pO3IIIAHYTOTO XiMIYHOTO MEpeTBOPEH-
Hs, 2-amiHO-4-mtipa3ouiii-1,3-okca3unu Oyiu nmpoTe-
CTOBaHI Ha BUSBIEHHA OaKTEPHIUIHOI il MO Bia-
HOWIEHHIO JI0 JIBOX THUIIB MIKpPOOPTaHI3MIB: rpam-
NO3UTUBHUX S.aUreus ta rpam-HeraTuBHuX E.COl.
Bu3HaueHi MOKa3HUKH MiHIMaJbHUX IHTIOYIOUHMX
6akrepiocrarnunux (MbBcK) Ta GakrepuumHux
(MBuK) xoumenrpariiii crionyk I a—k HaBeneHi B
Tab1. 3 1 MOKa3yIoTh, [0 BOHU XapaKTEPU3YIOThCS
BAPAXXEHOI MPOTUMIKPOOHOIO aKTUBHICTIO TIO BiJI-
HOIICHHIO JIO MITaMiB S.aUreus i mpakTHYHO HE aK-
TUBHI CTOCOBHO ITamiB £.COlI.

IY-cnexktpu cnonyk y KBr zammcani Ha npu-
nazu UR-20 B tabnerkax KBr. Crnektpu SIMP H
Ta 2C crosyk IT a—x B IMCO- d6, a criosyk IV a—8
B CDCl;, Bumipsni Ha npunani Bruker Avance
DRX-500 (500.13, 125.75 MT 11 BizmoBiaHO), BHXT
pimHii crangapt — TMC. CHCKTpI/I SAIMP*
criosiyk 1V a—8 B CD Cl; orpumani Ha criekTpomer-
pi Varian-Gemini (188.14 MT'11, BHyTpilIHii cTaH-
napt — CCI3F). Xpomaromac-ciekTpu ojeprxaHi
Ha npunani PE SCXAPI 150 EX, nerexkropu UV
(250 um) Ta ELSOJ.

IMpotumikpoOHy mito cronyk 11 a—x (ta6:. 3)
BH3HAYAII MIKPOMETOJIOM, SIKWH Iependavae mia-
TOTOBKY ABOKPATHHX CEPIHUX PO3BENEHb 3 BUKO-
pucraHHsIM MikpoTuTpatopa Takaui, B oqHOpa3o-
BUX IOJIICTUPOJIBHUX TUIAHIIETAX.

3a MiHIMaNbHY 0aKTepiOCTATUYHY KOHIIEHTpa-
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miro (MBcK) mpuiimanu Te HaliMeHIe PO3BEICHHS
JOCITIHKYBaHOT PEYOBUHHM, MPH SKOMY BiIOyBaJIoCh
MPUTHIYEHHS. POCTY TECT-KYIBTYPH MIKPOOPTaHI3MY.
[i Bupaxamu 4YMCIOBMM 3HAYEHHAM pPO3BEICHHS
aKTUBHOTO cyOcTpaTy. BuciBaHHSIM BMICTY JIyHOUYOK
TUTAHIIETH, B IKHX HE CIIOCTEPIrajioch pOCTy, Ha M'sCO-
MENTOHHUH arap y 4damkax llerpi Bu3Havamm MiHi-
MaJsibHy OaktepuiaHy kourenrpario (MBuK).

4-( 3-A pun-1-penin-1H-nipazon-4-in) -6-¢henin-
4H-1,3-oxcazun-2-aminu (11 a—xc) (tabdmn. 1, 2). o cy-
Miti 2 Mmmoutk aiberiay I a—x, 0.20 r (2 mmons) de-
uinanermwieny, 0.12r (2 mmosb) cewoBunu B 10 Mt
AlETOHITPMITY oaBaiy 3 MJI OI[TOBO1 Ta 1 M TpH-
(hTopoONTOBOI KUCIOT 1 KuIm' ATHAU BIpoaosxk 10
roa. Peakuiitny cyminr oxomokyBaiu, ocaz Biadi-
JTBTPOBYBaNH i KpucranizyBanu i3 80 %-ro eranouny.

6-( 3-A4 pun-1-¢penin-1H-nipazon-4-in) -2-apun-8-
penin-2-mpugpmopomemun-2,3-ouciopo-4H ,6H-| 1,
3] oxcasunol 3,2-a] [ 1,3,5] mpuazun-4-onu (IV a—s).
Jlo po3unny 1 mmonb i3omianaty II1 a—8 y 10 mu
Oenzony mopaanu 1 mMmoub 2-amiHo-1,3-0kcazuny
I1 6,r,1, a motiMm npu mnepemimryBanni 0.14 mn (1
MMOJIb) TpUETWIaMiHy B 5 Mt Oen3osy. Peakiiiiny
CyMIIII TIEpEeMINTyBaly pH KIMHATHIA Temmeparypi
lron, kum'sTunu 2 roji, MoTiM QUILTPYBaIU raps-
4yoro. DinbTpaT ynaproBalid, 3aJIMIIOK OYHINATH
KpHUCTaII3aLI€e0.

6-[ 3-(4-Pmopoghenin) -1-penin-1H-nipazon-4-
in] -2-( 4-memoxcughenin) -8-penin-2-mpugpmopome-
mun-2,3-0uciopo-4H ,6H-[ 1,3] oxcazuno| 3,2-a] [ 1,3,
5] -mpuasun-4-on (IV. a) Buxin 75 %, Tt.m1.>250
°C. I4-cnextp, N, cM : 1730 (C=0), 3255 (N-H).
CHeKTp SMP "H, d, m.u.:351¢ (3H CH30), 558 n
(1H, H® J=4.8Tn), 6.25 1 (1H, H', J=4.8T'n), 6.77
1 (2Hypon, I=7.8Tm), 7.21 1 (2Ha oms J=7.6T1),
7. 23—7 69 m (15H, 14H Eil]DOM+NH) 822 ¢ (1H,
H rIllOagoﬂ) Cnextp AMP 7 F, d M.u.:—114.34 ¢ (1F),
—83.44 ¢ (3F). Cnektp HMP B¢ d, m.u.; 44.89 (C?),
55. 02 (CH30), 74.54 xB (C?, JC_,: =31.4T), 98. 78
(C"), 113.81, 115,58, 118.62, 121.31, 124.88, 125.75,
128.49, 128.75, 129.25, 129.80, 130 14,130.21, 130.62,
13921, 146.46, 160.57 (Ca+Cripason)s 126 56 kB
(C F3, J=256.2 I'n), 147.07 (Cb) 149 99(C*), 151.75
(C*Y, 162.85 (C o —F, J=128.4Tw).

3uaiineno, % C 65.97; H 4.08; N 11.18.
C36H 25FN504. Po3paxoBano, %: C 65.73; H 3.94;
N 10.95.

6-[ 3-(4-bpomodpenin) -1-penin-1H -nipazon-4-
in] -2,8-ougpenin-2-mpupmopomemun-2,3-ouciopo-
4H ,6H-[ 1,3] oxcasuno| 3,2-a] [ 1,3,5] -mpuasun-4-
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oH (IV 6) . Buxin 69 %, T.m1.>250 °C. 14- “CIIEKTD,
n,cM 1730(C 0), 3255(N—H) Crextp SIMP H
d, m.a.: 558 1 (1H, H®, J=5.0T'w), 6.21 1 (1H, H’,

J=5. OFu) 7.19-7.69 m (20H 19Ha OM+NH) 8.16 ¢
(1H, H HlpaSOJl) CneKTp AMP F, d M.4.. —8323
Criextp SAMP 13C, d, mou,; 44.73(C7), 74.72 k8 (C2,

%Jor =30.0Tw), 98.69 (C"), 118.93, 119.40, 121.12,
121.98, 122.66, 124.24, 124.89, 126.72, 128.51, 128.56,
129.15, 129.75, 129.83, 130.57, 131.65, 137.77, 139.04,
139.20, 146.38 (Car*Cripason), 12643 kB (CF3,
J=258.6 '), 147.02 (C?), 149.89 (C*), 151.54 (C%).

3unaiineno, %: C 60.64; H 3.52; N 10.62.
C34H 53F3BrNsO,. Pospaxosano, %: C 60.91; H
3.46; N 10.45.

6-[ 3-(4-M emundhenin) -1-¢henin-1H-nipazon-4-
in] -8-ghenin-2-mpugpmopomemun-2-( 4-pmopoghenin) -
2,3-0uziopo-4H ,6H-[ 1,3] oxcazunol| 3,2-a] [ 1,3,5] -
mpuasun-4-on (IV 6). Buxin 78 %, T1.n1.>250 °C.
IY-criekTp, N, M | 11735 (C=0), 3250 (N—H). Crre-

é)HMP H, d, m.u.: 231 ¢ (3H, CHj3), 5.50 1 (1H,
H> J=4.6Tn), 6.24 1 (1H,H", J= 46Fu) 6.89-7.63

(19Hg 18H v+ NH), 8010(1H H® ipasog)- CHCKTp
SAMP ~F, d, m.u.: -82.01. CneKTpHMP C d, m.u.:
21.30 (CHy), 44.99 (C%), 7458 kB (C? %Jc£=30.8
I'm), 39.00(C"), 115.52, 118.60, 121.13, 124.91, 125.53,
126.62, 128.12, 128.36, 128.84, 129.30, 129.44, 129.72,
130 68, 133.82, 133.84, 138.28, 139.25, 146.32 (C,

ipason), 125.84 kB (CF3, J— =252.6 I'y), 147.29
gcg’f 150.97 (C*), 15151 (C%), 163.38 1 (CA~F

J=126.8 I'ny).

3naiineno, %: C 67.23; H 3.92; N 11.07.
CasHo5F 4N 50,. Pospaxosano, %: C 67.41; H 4.04;
N 11.23.

PE3IOME. TpexkoMIOHEHTHOM peaKLuMel nupasod-
4-xapOanpaernoB (eHMIAleTHIeHa U MOYEBHUHBI CHH-
TEe3UpPOBAHBI HOBBIE 2-aMUHO-4-ntupazonun-4H-1,3-0k-
Ca3MHBI, PErHOCEIEKTUBHASI KOHJIEHCAIUSI KOTOPHIX C
1-xJ0panKuian3onaHaTaMH UCIIOJb30BaHa JUIsl aHelu-
poBanus 1,3,5-rpuasunoBoro nukia. [losyueHHeie 2-
aMuHO-4-ntupazonmi-4H-1,3-0kca3suHbl NPOSBIAIOT BbI-
pakeHHYI0 OaKTEpUIMIHYI0 AKTUBHOCTb 110 OTHOIIEHHIO
K mTamMmam S.aureus.

SUMMARY. The novd 2-amino-4-pyrazolyl-4H-1,
3-oxazines were synthesized by three-component reaction
of pyrazol-4-carbaldehydes, phenylacetyleneand urea. The-
ir regiosdective coudensation with 1-chloroalkylisocya-
nateswas used to annulation of 1,3 5-traizine cycle. 2-Ami-
no-4-pyrazolyl-4H-1,3-oxazines obtained exhibit strong
bactericidal activity against strains of S.aureus.
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