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CHUHTE3 3AMEHIEHHBIX
2-A30JIMJI-1-ITITPU NI TAH-1-OJ1I0B

CHHTE3UpOBaH Ps HOBBIX 2-a30JHJI-|-MUPUANIITAH-1-0I0B ¢ Pa3sIHMYHBIM
MOJIOXKEHUEM aToMa a30Ta B MUPUIMHOBOM ()parMeHTe peakuueil (2-apuiiokcu-
paH-2-WI)IUPUIUHOB C TPUA30JIOM U MMHIA30JI0M Ui (PapMaKOJIOTHUECKOTO U
arpoOXMMHUYECKOr0 CKpUHUHra. IToJIyueHHbIC COEAMHEHWS HPOSBHIN BBICOKYIO
(GYHIULUHYIO aKTUBHOCTb.

KnroueBbie cioBa: 2-a301midTaHoNbl, |-IMpHAMIATAHONBL, peakuus Kopu—
YalikoBCKOrO.

Bompmroe uncino a30mpHBIX (DYHTHITHIOB YCIEITHO IPUMEHSIOTCS B KAUECTBE
XUMHYECKAX CPEACTB 3alIUTHI PACTCHHM M METWUITMHCKHX TpemapatoB [1].
Baxnyro Tpymmy cpeam HHX COCTaBISIOT 3aMelleHHBbIE 2-a30JFIATaHOIbI,
SIBJSIFOIITECST  MHTHONTOpaMu  JTaHOCTepuH-C-14-nemMeTnnasel, OIHOTO W3
KITFOYEBBIX (DEPMEHTOB, yJaCTBYIOIIUX B MOCTPOCHWHU KIETOYHOW MeMOpaHBI
rpuba-naToreHa [2].

B mocnegnee BpeMst mMoTydeHO MHOTO COCTUHEHHN psifia 2-a30JIMI3TaHOJIOB
C pa3NMYHBIMU aTKWIHHBIMH W ApPWIBHBIMH 3aMECTHTENISIMH, HO TIPH STOM
MMPHUINHII3aMETIEHHBIE 2-a30MII3TAHOIBI 0 HACTOSAIIETO MOMEHTA W3Y9YEHBI
He Obutn. BBeneHne mupuanHOBOTO (hparMeHTa JOJDKHO YBEIMYHTh PACTBOPH-
MOCTh COCJIMHEHUN B BOJiEe, U3MEHUTh WX pK, W CHUCTEMHBIE CBOICTBa, YTO
MpUBeAeT K MOTU(PUKAIINHN CTIEKTPa X (YHTUIIIHOTO IEHCTBHSL.

Hamu Obumn mosty4ens! 2-a30mui-1-apuit- 1 -mupru s TaHomb! | 2-a301H- 1 -
MAPHUTAHIII- | -IIAKIIOT €KCHIITAHOEI.

Ha nepsoii cramum 2-, 3- u 4-0eH30MIIUpUInHEI, 2-(4-hTOpOCeH30MI)IH-
PUAMH U 3-THPUAWIINKIOTEKCHIIKETOH 3MOKCHANPOBANN 10 peaknnu Kopu—
UYaitkoBckoro [3] mpu 00paboTke TPUMETHICYIb(OOHHHHOAUIOM W mpem-
Oyrokcunom kamua. Obpazyrommuecs OKCUPaHbl HECTOWKH W OBICTPO U30MEpH-
3YIOTCSl IPY KOMHATHOHM TeMITepaType, OSTOMY HX HCIOIB3YIOT B TATbHEUIIIEM
cuHTe3e 0e3 OYMCTKH. 3aTeM TOJIy4YeHHbIE OKCHPAaHBl BBOAWJIN B PEAKIHIO C
AMHIa30JI0M B TPHA30JI0M IpH Katanuse TBepabiM NaOH B JIM®A mpu Harpe-
BaawH [4] (cxema).
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DU3NKO-XMMUYECKHE XapaKTePUCTUKH coequHennii 1-10

Tabnuma 1

Haiineno, %

Coepu- DTaHoi bpyrro- Berancnero, % T. m, °C Brixon, %
HEHHE ¢dopmyna
C H N

1 1-(2-ITupuamn)-2-(1,2,4-rpuazon- 1 -mn)- 1 -pernn- CsHisN4O 67.51 5.38 20.97 105-107 54
67.65 30 21.04

2 2-(Mmunazon-1-mm)-1-(2-mupuann)-1-penun- Cy6H15N;0 72.35 5.76 15.76 150-152 65
72.43 5.70 15.84

3 1-(3-ITupuamn)-2-(1,2,4-rpuazon-1-mn)- 1 -pernn- CsHisN4O 67.59 5.36 21.01 Macimo 52
67.65 21.04

4 2-(Mmunazon-1-mm)-1-(3-mupuann)-1-penun- Cy6H15N;0 72.37 5.79 15.78 95-97 71
72.43 5.70 15.84

5 1-(4-ITupugmn)-2-(1,2,4-rpuazon-1-un)- 1 -pernn- CsHisN4O 67.61 5.33 21.07 153-155 65
67.65 5.3 21.04

6 2-(Mmunazon-1-nm)-1-(4-mupuann)-1-penun- Cy6H15N;0 72.35 5.75 15.76 87-89 77
72.43 15.84

7 1-(2-ITupuamn)-2-(1,2,4-tpuazon-1-un)-1-(4-propdhennn)- CsH;3FN,O 63.40 4.63 19.65 123-125 25
63.37 4.61 19.71

8 2-(Umunazon-1-wmn)-1-(2-mupuamn)-1-(4-propdhennn)- Ci6H14FN;0 67.79 5.02 14.77 174-176 48
67.83 14.83

9 1-(3-Iupuamn)-2-(1,2,4-tpuazon- 1 -uim)- 1 -IUKI0TeKCHII- CsHy0N4O 66.11 7.48 20.52 102-103 77
66.15 7.40 20.57

10 2-(Mmunazon-1-mm)-1-(3-mupuann)- 1 -IuKIOreKCHI- Ci6H21N;0 70.75 7.83 15.41 89-91 94
70.82 7.80 15.49
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1,2,7,8Py-2, 3,4,9,10 Py-3, 5,6,Py-4; 1-6R=Ph, 7, 8R=4-FC¢H,,
9,10 R=c-CeH;;; 1,3,5,7,9Z=N, 2,4,6,8,10Z=CH

BbIXonpl  a30MINUPUANISTAHONOB 3aBUCSAT OT NPHUPOIBI pajuKaia B
OKCHPaHWINUPUIANHE W TPUPOIBI a30ja U yBEIHMUUBAIOTCA OT 25% mist 1-(2-
nupuani)-2-(1,2,4-rpuazon-1-nmn)-1-(4-propdenun)aranona (7) o 94% must 2-
(mmupazon-1-mn)-1-(3-mupuann)-1-unknorekcumdtanona  (10).  XapakrepHo,
YTO U3 OJHOTO M TOTO € OKCHpaHa UMHIA30JbHOE IPOU3BOIHOE MOTYYaeTcs C
OONBLIMM BBIXOJIOM HEKEJU TPHUA30JIbHOE, & COCOUHEHUS C aJHIUKIMYECKHM
pazuKaIoM MONy4yaroTcs JIydllie, 4eM ¢ apoMaTHueckuM (tabm. 1 u 2 ).

Bce nomyueHHble coeqUHEHUS TMPOSBISIIOT BBICOKYI0 (DYHTHIUIAHYIO aKTHB-
HOCTb.

SKCIIEPUMEHTAJIbHAS YACTb

Cnextpsr IMP 'H coenmuennit monyuenst B JIMCO-dg Ha mpubope Bruker AC-400
(400 MTI'm).

2-, 3- u 4-beH3onINUPUANMHBI KOMMEPYECKU NOCTYIHBI, 2-(4-GTopOeH30u/1)MIUPUANH ObLT
MOJIy4€eH aluInpoBaHueM GTopOeH301a XIOPAHTUIPUIOM 2-THPUANHKAPOOHOBOM KUCIIOTHI [5].

3-IMupuananukiaorexcuiakerod. K oxmaxnerHomy 1o —70 °C pacteopy 15.8 T (100 MMoib)
3-6pommupuauHa B 60 M abcomoTHOTO 3Hpa IMpH IepeMeNlnBaHUK NPWINBAIOT 65 M 15%
pactBopa BuLi (100 mmomnb). [lamee peaknuoHHYI0O Maccy mnepememmBaroT 10 MHH U 1pHn
NepeMeINBAaHNY NPUOABIAIOT N0 KamwpiM pactBop 15.5 r (100 Mmonb) auMmeTHIaMuga
LUKJIOreKCaHKapOoHOBO# kucinoThl B 100 mu abcomrorHoro TI'd. OxiaxneHHe CHUMAIOT H
OCTaBJIIOT CMECh HA HOYb. 3aT€M CMECh yIapHBaloT B BaKyyMe, 100aBIaioT 50 MII HACHIIIEHHOTO
pactBopa NH4Cl u skcrparupyror (3 X 100 mi) adupa. DOHPHBIN IKCTPAKT MPOMBIBAIOT
HACBIIIEHHBIM PACTBOPOM coiid, cymaT MgSO,, OTTOHSIOT PaCTBOPHUTENb U OCTATOK MEPETOHSAIOT
B Bakyy™me. Ilomyudator 13.7 r (72%) 3-mupuaMIIUKIOreKCUIKeToHa, T. kum. 140-155°C (1 mm
pT. c1.) (T. kum. 141-142 °C (1 MM pr. cT.) [6]).

2-(2-Oxcupanmnia-2-penmm)mupuaun. K cmecu 9.15 r (50 mmonp) 2-OGeH3oMnnupuanHa,
14.28 r (70 mmounb) woguaa tpumeriacyiabdonus u 31 mn IMCO npu oxnaxaenun g0 0 °C
n00aBmIOT 1O KarisiM B TedeHne 30 MuH pactBop 4.63 r (63 MMonb) mpem-0yTOKCHAA Kallis B
31 ma IMCO, nepememuBaroT 15 MuH, 0XIaXJal0T B CMECH JibJla U COJM U B TeueHHe 30 MUH
npwIuBaioT 1o KarmwmM 150 v Bogel, skctparupytoT CHCI; (3 X 30 mir). DKCTpakT IPOMBIBAIOT
Bozoi (3 x 30 mu) u 20 M HachIIeHHOTO pacTBopa conu. PactBop cymar MgSO, u pactBo-
puTeNb OTroHsIOT B BakyyMme. [Tomyuatot 6.3 T (64%) 2-(2-oxcupanui-2-GeHuI)IupuauHa B BUIE
KkpacHoBaroro macina. Crnekrp SIMP 'H, 5, M. 1. (/, Tm): 3.26-3.45 (2H, AB-cucrema, J; = 3.8,
J,=0.3, CHy); 7.40 (7H, m, 2Hp,, SHpy); 7.83 (1H, 1, J = 0.3, 4-Hpy); 8.60 (1H, m, 2-Hp,).
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Tabnuma 2

Cnextpsl AMP "H coexuuennii 1-10

Coenu-
HEHUE

Xumuueckue casury, O, M. 1. (J, ')

1696

10

5.1-5.2 (2H, AB-cuctema, J; = 0.8, J, = 0.1, CH,); 6.45 (1H, ¢, OH); 7.27 (3H,
M, 3Hpy); 7.53 (4H, m, 3-H, 4-Hp,, 2Hp); 7.74 (2H, M, 5-Hp,, CH Tpuazona);
8.18 (1H, ¢, CH tpuasona); 8.60 (1H, m, 6-Hp,)

4.80-4.95 (2H, AB-cuctema, J; =4, J,= 0.8, CH,); 6.25 (1H, ¢, OH); 6.70 (1H,
¢, CH umunazona); 7.24 (SH, m, 3Hpy, 3-Hp,, CH umuzmazona); 7.51 (2H, m,
2Hpy); 7.58 (1H, #, J = 0.5, 4-Hp,); 7.74 (1H, T, J = 0.33, 5-Hp,); 8.60 (1H, x,
J=0.1, 6-Hpy)

5.03-5.20 (2H, AB-cucrema, J; = 3.5, J, = 0.7, CH,); 6.50 (1H, ¢, OH); 7.30
(4H, M, 4-Hpy, 3Hpy); 7.52 (2H, m, 2Hpy); 7.73 (1H, ¢, CH Tpuasona); 7.80 (1H,
n,J=0.4, 5-Hpy); 8.25 (1H, ¢, CH tpuasona); 8.40 (1H, x, J= 0.1, 2-Hpy); 8.68
(1H, =, J=0.08, 6-Hp,)

4.80-4.95 (2H, AB-cuctema, J; = 4.2, J, = 1.0, CH,); 6.41 (1H, ¢, OH); 6.25
(1H, ¢, CH umuaazona); 6.82 (c, 1H, 4-H umunazona); 7.28 (5H, m, 3Hp,, CH
nmupasona, 5-Hp,); 7.50 (2H, M, 2Hpy); 7.80 (1H, 1, J = 0.4, 4-Hp,); 8.40 (1H,
n,J=0.2,2-Hpy); 8.65 (1H, n,J= 0.1, 6-Hpy)

5.0-5.2 (2H, AB-cucrema, J; = 4, J,= 0.9, CH,); 6.50 (1H, ¢, OH); 7.29 (3H,
M, 3Hpy); 7.50 (4H, M, 2 3-Hpy, 2Hpy); 7.75 (1H, ¢, CH tpuazona); 8.28 (1H, c,
3-H tpuasona); 8.45 (2H, m, 2H-2 Py)

4.80-4.95 (2H, AB-cuctema, J; = 4.1, J, = 0.9, CH,); 6.43 (1H, ¢, OH); 6.65
(1H, ¢, CH umunazona); 6.83 (1H, ¢, CH umuaasona); 7.28 (4H, m, 3Hp,, CH
nmunaszona); 7.50 (4H, m, 2H-3 Py, 2Hpy); 8.50 (2H, M, 2H-2 Py)

5.08-5.14 (2H, AB-cucrema, J, = 7.4, J, = 0.7, CH,); 6.55 (1H, ¢, OH); 7.07
(2H, M, 2Hpy); 7.27 (1H, M, 4-Hp,); 7.50 (2H, M, 2Hpy); 7.57 (1H, M, 3-Hp,);
7.72 (1H, ¢, CH Tpuazomna); 7.76 (1H, m, 5-Hp,); 8.20 (1H, ¢, CH Tpuasona);
8.58 (1H, M, 6-Hpy)

4.81-4.89 (2H, AB-cuctema, J; = 8.8, J, = 1.1, CH,); 6.49 (1H, ¢, OH); 6.64
(1H, ¢, CH umupnasona); 6.77 (1H, ¢, CH umunazona); 7.09 (2H, m, 2Hpy); 7.27
(2H, ™, 4-Hp,, CH umupazomna); 7.53 (2H, m, 2Hpy); 7.58 (1H, M, 3-Hp,); 7.75
(1H, 1,J=10.3, 5-Hpy); 8.58 (1H, 1, J= 0.1, 6-Hp,)

0.80-1.95 (11H, m, CH uuxiorekcana); 4.68-5.87 (2H, AB-cucrema, J = 14.2,
CH,); 4.68 (1H, c, OH); 7.26 (1H, n. x, J, = 0.38, J,= 0.3, 5-Hp,); 7.69 (1H, x.
1, J; = 0.38, J, = 0.07, 4-Hp,); 7.76 (1 H, ¢, CH tpuazona); 8.00 (1H, c,
CH rtpuasona); 8.37 (1H, n. n, J; =0,2, J, = 0,07, 6-Hp,); 8.54 (1H, n, J = 0.07,
2'HPy)

0.80-1.95 (11H, m, CH uuknorekcana); 4.45 (2H, AB-cucrema, J = 1.89, CH,);
5.31 (1H, ¢, OH); 6.63 u 6.82 (2H, o6a c, no 1H, CH umunazona); 7.25 (1H, n.
o, Ji= 042, J,= 0.28, 5-Hp,); 7.32 (1H, ¢, CH umunazomna); 7.72 (1H, x,
J=0.42, 4-Hp); 8.36 (1H, 1, J= 0.28, 6-Hp,); 8.56 (1H, c, 2-Hpy)



3-(2-Oxcupanni-2-penna)nupuaun. Boixox 68 %. Macno. Cunextp SIMP 'H, &, m. 1.
(/, Tu): 3.35-3.39 (2H, AB-cucrema, J = 0.93, CH,); 7.37 (6H, m, 3-Hpy, SHpy); 7.73 (1H, M,
4-Hp,); 8.55 (2H, M, 2-, 6-Hpy).

4-(2-Oxcupanmni-2-pennm)nupumun. Beixon 85%. Macno. Crextp SIMP 'H, &, M. .
(/, Tm): 3.28-3.42 (2H, AB-cucrema, J, = 3, J, = 0.3, CH,); 7.24 (2H, M, 2Hpy); 7.40 (5H, M,
3-pr, 3th), 8.55 (2H, M, 2-pr).

3-(2-OxcupaHui-2-uukJjaorekcua)nupuaut. Beixon 85%, macno. Cnextp AMP 'H, O, M. II.
(/, T'm): 0.75-1.75 (11H, M, CH nuxnorekcana); 2.70-3.10 (2H, AB-cucrema, J = §, CH,); 7.38
(IH, o. n, J, = 0.42, J, = 0.21, 5-Hp,); 7.66 (1H, 1. 1, J, = 0.42, J, = 0.1, 4-Hp,); 8.45 (1H, n. 1,
J1=021,J,=0.1, 2-Hp,); 8.47 (1H, 1, /= 0.1, 6-Hpy).

Anamuz 2-[2-oxcupanni-2-(4-dropden)| mupuauna MeronoM crexrpockomn SIMP 'H
BBUJIY €I0 HECTOUKOCTH Jajl HEYAOBICTBOPUTEIbHBIC PE3yIbTaThL.

1-(2-MMupuann)-2-(1,2,4-tpuazoen-1-uia)-1-penmmranon  (1). K  pactBopy 1.65 T
(8.3 Mmoib) 2-(2-oxcupanun-2-¢perum)mupuauHa 1 0.57 ¢ (8.3 Mmmonb) Tpmasoma B 5.63 mi
JIM®A npubasmsror 0.033 mir Bogpl, 0.11 r rugpokcuna HaTpus M NepeMemMBaOT 4 9 Ipu
120 °C. PeakuuoHHyt0 Maccy OXJNaXJaroT M BbUIMBAIOT B 40 My Bojbl. BeimaBimiue KpucTaisl
OT(UIBTPOBBIBAIOT, IPOMBIBAIOT BOJION M NEPEKPHUCTAILIN30BEIBAIOT U3 Toyoua. [Tomydator 1.2 T
(54%) coequuenus 1, 1. 1. 105-107 °C.

OcTasbHble a30IMINUPUANIITAHOIB I0JIyYatoT AaHAJIOTUYHO.

1-(3-MMupuann)-2-(1,2,4-tpu-azon-1-mi)-1-pennadtanon (3), BEOEIMBIIMHCI B BHIE
Macjla, OYMIIAIOT IIEPEOCAXKACHUEM U3 TOIyOJa.

BeIXompl U TeMIepaTypsl IUIABICHMS IOJMYYCHHBIX a30JIMIIHPUAMIITAHOIOB IIPHUBEICHBI B
1a61. 1, ux cnextpsl IMP 'H 1 1auHBIe 2IeMEHTHOr0 aHau3a — B Ta0u. 2.

Asmop 6nacodapum B. B. 3axapuviuesa 3a nomowp npu peoaxmuposaHuu
mamepuana u C. B. I[lonkosa 3a npedocmagnenuviii 2-(4-¢pmopdenzoun)nu-
PUOUH.
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