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CUHTE3 N-HUTPO®EHUJIbHBIX IIPOU3BOJIHBIX
1-AJAMAHTUJICOAEPYKAIIINX AMUIOB!

© 2012  A.A. Topsuxuna, B.A. Epmoxum, ILII. Ilyperus?

CunTesnpoBan psj 1-aIlaMaHTUIICONEPKAIMUX AMHUJIOB ([IPOM3BOJAHBIX 2-, 3-,
4-HUTPOAHWINHOB, 2-HUTPO-4-METUIAHUINHA, 2,6-1UXJI0p-4-HUTPOAHNIMHA) C IIO-
TEHIUATHLHON AHTUMUKPOOHON AKTUBHOCTBHIO.

KiroueBbie ciioBa: l-aaMaHTUIyKCyCHAsS KHCJIOTA, l-aJamMaHTaHKApOOHOBas KHC-
noTa, HUTpoaHWwInH, N-(HuTpodenww)-1-aIaMaHTHIATIeTAMUI.

BBenenue

Panee mamu ObLT TOJyYeH W MCCIEIOBAH Ha AHTUMHUKDPOOHYIO AKTHUBHOCTH PsIJL
AHWIUIOB 1-aJaMaHTaHKapPOOHOBON KHCJIOTHI, COAEPKAIMX HUTPOTPYHIY B (DEHUIb-
HOM KOJIbIIE. YCTAHOBJIEHO, YTO Pa3JInddsl [0 AKTUBHOCTH U II0 CIIEKTPY AHTHUMUK-
POOHOrO JIEHCTBHUS IS 9TUX AHWJIAJIOB 3aBUCAT OT TOJIOXKeHUsT HuTporpymnel. Cpeau
U3YYEHHBIX COeNUHEHUil HamboJIbIIeil aKTUBHOCTBIO 110 OTHOIIEHWIO K Staphylococcus
aureus u FEscherichia coli obagaoT coeluHEHHs, MMEIONINE 3aMECTUTEIb B Napa-
HoJIO’KeHUH K aMuguoil  rpymme:  N-(4-aurpodenun)-agamanTui-1-kapbokcamu 1
N-(4-uaurpo-2,6-quxsopdenut)-agamantui-1-kapbokcamuy, [1; 2]. Hurporpynma cyime-
CTBEHHO 3HAYMMA JIJIs POSIBJIEHUs] aHTUMHUKPOOHBIX CBONCTB TaKKe y Psifia TPYII X¥-
MUYECKUAX COEJIMHEHUI: HUTPOQYPAHOB, HUTPOUMHUIAZ0IOB U XJIOPaMMEHUKOIA, XUHO-
J0HOB [3; 4].

C 1enpio u3ydyeHWs] BJIMASHUS HUTPOTPYIIBI &JAMAHTUJICOAEPKAIIUX HUTPOAHUIIH-
JIOB Ha WX AHTUMUKPOOHYIO aKTUBHOCTH CUHTE3UPOBAHBLI DsiJ AHUIUIOB 1-alaMaHTH-
JIYKCyCHOU m 1-amaMaHTaHKapOOHOBOI KHCJIOT.

Ha mepBoMm 3rame ocymiecTBIIsiin CHHTE3 XJIOPAHTUJIPUIOB 1-aJaMaHTaHKApOOHOBOM
u 1-a7aMaHTHIYKCYCHON KHCJIOT O METOIMKAM, OIMCAHHBIM B [5—7] mo cxeme:

Boixompl XJI0paHrugApuIoB U uX (PU3NKO-XUMUYIECKUE XAPAKTEPUCTUKU: XJIOPAHTUI-
puz l-agamanTaHKapOOHOBOI KHCIOTHI — Bbixox 86 %, T. mi. 51-53 °C; xjopanruapu,
l-asaMaHTHIIYKCYCHOM KucaoThl — Bhxon, 89 %; np 1,5184.

Hasee coemmuenust 3 a—j ObLIM MOJy9YeHBI B CPEJle TOIYOJA C HCIOJIb30BAHUEM
TPUITUJIAMUHA, [P KUIEHWH, TPH AKTUBHOM IIE€PEMENIUBAHUN PEAKITHOHHON MACCHI.
Peakimonnyio cMech Harpepaju B Tedenne 4 dacos, GpuibrpoBasn. OXJIaxKIagnd 10
2 °C. OcraBjsiii Ipu JAHHON TeMIepaType J0 BBIIAJICHUS XJIOPUIA TPUITUIAMMOHUSI.

1PaGora momgep:kaHa IPAHTOM IO TEMATHYECKOMy ILIaHy Pocobpasosamms, HP Ne 01200903608.

2Topsiukuna Amna Asnexcamaposna (puryginpp2002@mail.ru), Epmoxun Buagumup Anarosbesud
(muchnik@mail.ru), ITypeirun Ilerp IlerpoBuu (puryginpp2002@mail.ru), Kadeapa OpraHUYECKOii,
OHOOPTraHUYEeCKOW n MeauIUHCKOM xuMunu CaMapCKoro rocyaapcTBeHHOro yuusepcurera, 443011, Poc-
cutickast Penepamus, r. Camapa, yin. Axkazn. Ilasmosa, 1.
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Puc. 1. Cxema cuHTe3a XJIOPaHTHIAPUIOB l-agaMaHTaHKApPOOHOBOW U 1-alaMaHTHIIYK-
CYCHOH KHCJIOT
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Puc. 2. Cxema cuaTe3a aHmMINAOB l-alaMaHTHIYKCYyCcHOM u 1-ajaMaHTaHKAPOOHOBOM
KHUCJIOT:

R=2-nurpodenunn (a), 2-unrpo-4-merusdenun (6), 3-uurpodenurn (s),
4-nurpodennn (2) (masa Becex n=1), 2,6-muxiop-4-aurpodenun (d) (n=0)

Hanee cmech OTPUILTPOBAJM OT XJIOPHUIA TPUITUIAMMOHUS HA MEJIKOIOPUCTOM
dumisrpe Ilorra m ymapmsamm. Breixompr cocrapmmm ot 21 mo 75 %.

SKCHepI/IMeHTaJIbHaH 9aCTb

Viapusanue BceX PacTBOPOB MPOBOAU/IM Ha poTopHoM ucnaputrene Labtex” (Poc-
cust) nox Bakyymom 10-20 mm pr. cT.

Temueparyps! wiasiaenus onpemessin ua npubope "IITII-2” (Poccus) B 3amasazoM
KAIUJLISIPE.

NudpakpacHbie ClieKTpbl CHUMAIUCH Ha crekTpoMerpe Perkin Elmer Spectrum 100
(CHIA) B Tabnerkax u3 KBr. Toukocioitnyio xpomarorpaduio MIpOBOAUINA HA NJIACTHH-
kax "Silufol UV-254" (Yexus). s geTeKTUPOBAHUS COEJIUHEHUN HA XPOMATOIDAMMAX
ucnonszoBasin Y P-ocsernrens "Poron” (Poccus) u nposiBieHme B mapax HOJA.

PacrBopuresn st npoBesieHUsT PEAKIWil, IEPEKPHUCTAJUIN3AIUN abCOTIOTHPOBAJIN
[I0 CTAHJAPTHBIM MeTOoAuKaM. MeraHnos, 3TaHos, OEH30JI, TOJIYyOJ, JUITHJIOBLIH 3bUp,
AIleTOH abCOIOTHPOBAIN CorIacHO [8].

Xnopuctsiit Tronwn (9] kunsarmim ¢ 10 % (1m0 o6bemy) padUHIPOBAHHOTO TIOZCOJ-
HEYHOI'O Macja B TedeHHe 4—5 4YacoB M IIEPErOHsIIM HA KOJIOHKE C JeDIerMaTopOM.
Cobupasn dpakxnuioo, CBOOOIHYIO OT [IWXJIOPHJA CEPhI, KUIISIIYI IPU TeMIepaTrype
78,8 °C. IlpomakHbIil TPUITUIAMUH KUISATWIA HAJl HUHTHApWHOM 1,5 gaca ¢ obpar-
HBIM XOJIOMMJIBHUKOM. OTrOHSJIM W KUIATWIA HAJ THAPHIOM Kajblusg 1,5 daca ¢ 00-
paTHBIM XoJioauILHUKOM. [leperonsiin, orbupasi dpaxnuio, kumsiryo upu 89,5 °C.

ITony4uenune N-(2-aurpodenunin)-l-anamanrunaneramuga (3 a). B peaknunos-
HYIO KOJIOYy ¢ OOpATHBIM XOJIOJMJIBHUKOM U XJIOPKAJIbIIMEBON TpyOKoil momectuau 1,1 ¢
XJIOpAHruApuIa 1-aJaMaHTUIyKCyCHON Kucjaorel (5 mmoub) u 0,69 © 2-HuTpoaHumMHA
(5 mmoutb). Peaknuio mpoBoausim B cpesie Toayosa 30 M B HPUCYTCTBAM TPUITHIIAMIE-
Ha (0,47 Mu) TpM KumeHHW B TedeHme 4 4YAcOB. 3aTeM OXJIAXKIAJN, OCAIOK OT(hUIb-
TPOBAJIN, MPOMBIBAIIM TOJIYOJOM (aBCOJIOT.) JBaXK/Ibl, 3aT€M YNAPHUBAJIM, TOJIYOJIbHBIN
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PACTBOP NPOMBIBAIM 5 % pacTBOPOM I'uIpoKapboHATa HATPUSL, OTIEIAIA TOJYOJIbHBII
coit, cymmian HaJ OGe3BOIHBIM CyIbhAaToM HATPHUs, OTMOUIHLTPOBBIBAIN U YIAPUBAJIH
nmocyxa. Boixozm 0,155 r (21 %), T. mn. 105 °C. Ry 0,65 (stanmoum).

IMTonyuenue N-(2-uurpo-4-mermicpenunn)-l-anamantTunaneramuaa (3 6).

B peakmnmonnyo koa0y ¢ 0OpATHBIM XOJOAMIBHUKOM W XJIOPKAJIBIINEBOW TPYOKON IT0-
mectuyim 1,1 r xsopaaruapuga l-agaMantuinykeycHoit kucaorer (5 mMmonan) u 0,76
2-aurpo-4-mermwianuwinna (5 MMosb). Peaknuio npoBoguiu B cpene Tosyosa 30 M
B npucyrcrsun tpudtuiamuda (0,47 M) npu KulleHHH B TedeHume 4 9acoB. 3areMm
OXJIAZKJIAJIN, OCAJIOK OT(HIBTPOBAJIM, [IPOMBIBAIA TOJIYOJOM (abCOIOT.) IBAXKIbI, 3a-
TEeM yNapUBaJU TOJYOJbHBIA PACTBOD, IPOMBIBAIU 5 % pPacTBOPOM I'MIpOKapboHaTa
HATPHSA, OTJEJSIIN TOJIYOJIbHBIH CJIOH, Ccymmin HaJ Oe3BOAHBIM CyJIb(AaTOM HATPHS,
orduIBTPOBLIBAIM U ynapusaau mocyxa. Bexom 0,210 r (67 %), T mi. 123-127 °C.
Ry 0,65 (sTamon).

ITonyuenue N-(3-aumrpodpenui)-l-amamanrunaneramuaa (3 B). B peaknunon-
HYIO KOJIOy ¢ OOpATHBIM XOJIOJUILHUKOM U XJIOPKAJIbIHEeBON TpyOkoil momectmau 1,1 T
XJIOpAHTUApUIa 1-anaManTuiayKCycHoi Kucyaorbl (5 MMmosb) u 0,69 © 3-HuTpoanumu-
Ha (5 mmouib). Peakiuio nposoquwin B cpejie TOJLyOJIa B IMPUCYTCTBUMA TPUITUIAMUHA
0,47 MJT Ipu KUIIEeHUN B TedeHne 4 9acoB. 3aTeM OXJIaXKJIaJid, 0Ca0K OT(MUIHTPOBAJIN,
OPOMBIBAJIA TOJIYOJIOM (aBCOJIOT.) JIBAXK/BI, 3aT€M YHAPUBAJHU, TOJYOJBHBIH DACTBOD
npoMbiBasn 5 % pacTBOpOM ruapokapboHaTa HATPHUS, OTIEIAIN TOJLYOJLHBIA CJIOi, Cy-
I HaJ[ 0e3BOJIHBIM CyJIbhATOM HATpUsl, OTMUIBTPOBBIBAIN U YIIAPUBAIN JIOCYXa.
Brixon 0,63 r (42 %), Ry 0,54 (sranom).

ITonyuenue N-(4-uurpodenmi)-l-agamauruianeramuaa (3 r). Pacrsopuim
XJIOPAHTUAPU, 1-aJaMaHTHIIyKCYCHON KUCI0TEL B Komdectse 1,11 r B Tosyose (30 mir)
(5 mmouib). B nosydennbiii pactsop jobasusiu pactsop 4-uurpoanmnuna (0,69 mr B
30 Mt rosyosa) (5 MMob). Peakiuo poBoquIn B Cpejie TOJIyoJIa B IPUCYTCTBUU TPU-
stunamunaa (0,47 MJI) OpH KHIEHHH B TedeHrme 4 9acoB. 3aTeM OXJIAXKJIAJIH, OCaJI0K
OTOMIBTPOBAIN, TIPOMBIBAJIA TOJYOJIOM (aBCOJIIOT.) JIBAYK/Ibl, 3aT€M YIIAPHBAJIN TOJIY-
OJILHBIA PacTBOp, NPOMbIBaJIX €ro b % pacTBOpOM IrmapokapOOHATa HATPUSA, OTIEJISLIN
TOJIYOJIBHBIN CJIOM, CYNININ HaJl O€3BOJHBIM CyIbhaToM HATpHUs, OTGUIBTPOBLIBAIN U
ymapusaian gocyxa. Bemxox 0,375 r (40 %), = mwr. 78 °C. Ry 0,7 (sranomn).

ITonyuenue N-(2,6-guxnop-4-HuTpodeHu)-agamMmanTui-1-kapGokcamuaa
(3 ). B peaknnonHy0 KOJOy ¢ OOpATHBIM XOJIOJMIBHAKOM U XJIOPKAJBIUEBOH TpPyO-
Kol momecTwyiu 1 r xjopaHruapuia 1-ajaMaHTaHKapOOHOBON KUCJOTHI (5 MMOJIb)
u 1,15 r 2,6-pguxnop-4-uurpoanusuba (5 MMoub). Peakuuio npoBomuim B cpeje
Tosiyosa B npucyrcrBund TpudTmiaamuna (0,47 mu1) upu kunenuud B redenue 4 va-
COB. 3aTeM OXJIAXKIAJU, OCAJOK OT(hUIBTPOBAJN, MPOMBIBAIN TOJIYOJIOM (abGCoTIoT. )
JBaKJIbl, 3aTeM YyIIAPUBAJIM TOJIYOJbHBI DPACTBOP, MPOMBIBAIH €ro 5 % pacTBOpOM
rujpokapOoHaTa HATPHUSI, OTHEJSIIH TOJYOJbHBIA CJIOH, CyImIn HaJ[ Oe3BOHBIM
cysnbdaroM HaTpusd, oTdWILTPOBBIBAIN U ylnapusajn jgocyxa. Bexon 0,665 r (37 %),
T. w1 135-137 °C. Ry 0,82 (sranon).

O6cyx1eHne pe3yJbTaTOB

CunTe3nl coeuHEHNT 3 a—1 BO3MOXKHBI TOJIBKO B TOM CJIydae, KOrja B Ka4eCTBE OC-
HOBaHHUSA — AaKIENTOPa XJIOPOBOJOPO/A — HCIOJIb3YeTCs] TPUITIWIAMUH. DTO CBI3AHO C
HU3KOM OCHOBHOCTBHIO HUTPOAHUJ/IMHOB U3-32 HAJIUYMSA B UX CTPYKTYype€ 3JI€KTPOHOAKIIEI-
TOPHOIl HUTPOI'PYIIIbI, YTO IIPOABJIAETCH B IIOCTEIIEHHOM BBINAJICHUU OCaJKa XJIOPH/IA
TPUITUIIAMMOHHUSI B XOJle PEAKITHil.
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WuauButyaibHOCTD BCEX IIOJIyYEeHHBIX COeIUHeHHuil momrsepxkiaena meromoMm TCX.
CrpykTypa COeIMHEHHI IpeaBapuTesbHO JoKazaHa MeronoM VK-crekrpockomnmu.

Kaxk suygHO n3 nanabix VIK-criekTpoB (cM. Tabuuiy), Juist apuiaMuIoB 1-agaMaHTH-
JIyKCyCHOM 1 1-a/jaMaHTaHKapOOHOBOI KUCJIOT 3 a—J XapaKTePHO HAJIMYNE IIO0JIOC IIOIJIO-
mennst cpejpeii uaTencuBHOCTH Vos(C-H) — 2920-2903 u v (C-H) — 2853-2847 cm—*
BaJIEHTHBIX KOJIeOAHU{I METHJIEHOBBIX IDYII aJaMaHTaHOBOro siapa. Hapsay ¢ mBywst
[IOJI0CAMHU a/IAMAHTHJIBHOIO (bparMeHTa IIPeJICTaBJIEHbl XapaKTePHBIE IIOJIOCHI CpeJiHeit
uHTeHCHBHOCTH B obmactax 3490-3290 cv—t — v(N-H) u 1697-1623 et — v(C=0),
OTBEYAOIME BAJCHTHBIM KoJieOaHmsIM CBs3eil ammanoro dparmenrta. Cpasuenne K-
CIIEKTPOB CHHTE3MPOBAHHBIX AMUJIOB CO CIEKTPAMU HCXOAHBIX 3aMEIIECHHBIX AHUINHOB
[I03BOJIsIET YCTAHOBUTDH HAJMYNE aMUIHOM TPYIIbl. UeTKO IPOSIBJISIIOTCS WHTEHCHBHBIE
[IOJIOCHI TIOTVIOIIEHNSI HUTPOTPYHIbI B OEH30JIbHBIX NUKJAX aMuoB: npu 1531-1492 —
Vas(N-0) m 1350-1301 cm~ ! — 1, (N-0).

TabJmiia
danubie UK-criekTpoB /j1si N-HUTPODEHUIbHBIX HPOU3BOJIHBIX
1l-aaMaHTUIICOZIEPXKAIINX aMUZIOB 3 a—[

T

Ne UNK-cmexTp, v, cM~
n/m —~CHs— CONHR IIpoune

3 a | 2907, 2848 3490, 3359, | 1605 (Ar), 1585 (Ar), 1500 (NO3), 1432
1697, 1626 (Ar), 1339 (NO3), 1270, 1146, 1129, 855
(Ar), 789, 749 (Ar)

3 6 | 2920, 2852 3368, 1691, | 1581 (Ar), 1522 (NOg), 1446(Ar), 1329
1623 (NOg), 1225, 1218, 837 (Ar), 673

3 B | 2903, 2847 3433, 3290, | 1596 (Ar), 1531 (NOz), 1485 (Ar), 1451
1668, 1625 (Ar), 1350 (NO3), 1264, 1141, 816, 736 (Ar),
675

3 r | 2906, 2848 3483, 3363, | 1597 (Ar), 1556 (Ar), 1505 (NO3), 1336
1671, 1632, (NOg), 1301, 1112, 855, 842 (Ar), 753 (Ar)
3 1| 2908, 2853 3482, 3363, | 1492 (NO,), 1453 (Ar), 1338 (NO2), 1146,
1695, 1625 894 (Ar), 741 (Ar), 670, 530
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SYNTHESIS OF N-NITROPHENYL DERIVATIVES
OF 1-ADAMANTYL-CONTAINED AMIDES

© 2012  A.A. Goryachkina, V.A. Ermokhin, P.P. Purygin®

A series of 1l-adamantylacetamides with potential antimicrobic ac-
tivity is synthesized from 2-, 3-, 4-nitroanilines, 2-nitro-4-methylaniline,
2,6-dichloro-4-nitroaniline.

Key words: 1-adamantane acetic acid, 1-adamantane carboxylic acid, nitroaniline,
N-nitrophenyl)-1-adamantyl acetamide.
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