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Jemmxmmarmeit 3-(9H-¢ryopeH-9-uniaeH ) ruapa3ono-S-mpem-oytundypan-2(3H)-oHa 1o AeHCTBHEM TTePBUYHBIX
aMHUHOB TIOJy4YeH pAa HOBHIX 2-[(9H-¢myopeH-9-unmaeH)ruapa3oHo]-5,5-1uMeTii-4-0KcoreKCaHaMHIOB.
HccnenoBana aHTHHOLMIETITUBHAS M IPOTHBOMHUKPOOHAS! aKTUBHOCTh CUHTE3UPOBAHHBIX COEIMHEHHH.

KaroueBbie cinoBa: 3-(9H-¢GnyopeH-9-ununeH)ruapasoHo-5-mpem-0yrundypan-2(3H)-on, N-apwi(ankin)-2-

[(9H-dbnyopen-9-unuaeH)ruapa3oHo]-S,5-muMeTII-4-0KCOreKCaHaMHU/TbI,

AHTHUHOLMLICTITUBHAsA AKTHUBHOCTB,

HpOTI/IBOMI/IKp06Ha$I AKTUBHOCTD, HpOTI/IBOFpI/I6KOBa$I AKTUBHOCTb
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Panee Obuto MokazaHO, 4TO 3-MMHHO(THIPA30HO)-
3H-¢pypaH-2-0HBI IIUPOKO HCTIONIB3YIOTCS IS MOJTyye-
HUS Pa3NIUYHBIX AllMKIAYECKUX U TeTePOIHMKINISCKUX
COEMMHEHHH, OONaNalONMX IIHPOKAM  CIIEKTPOM
¢dapmakosnoruueckoro aeiicteust [1-5]. CBenenust o
XMMHYECKUX MNpPEeBpalleHus X TUApPa3oHOB 2,3-(ypaH-
JTMOHOB, UMEIOIINX B TOJOXKECHUN 5 UKIIA ATKHIIBHBIH
3aMECTHTENb, OTPAHWYMBAIOTCS JIMIIb JBYMS MpH-
Mepamu [5].

Hamu ocymectBien cunte3 3-(9H-dmyopen-9-
WINICH ))TUApa3oHo-5-mpem-0yTmindypan-2(3H)-oHa u
M3ydyeHa ero peaklHOHHas CHOCOOHOCTH IO
otHomenuto k NH-nykneodunam. Mcxonnsnii 3-(9H-
bayopeH-9-mmaeH)ruapa3oHo-5-mpem-oytundypan-
2(3H)-oH 2 ObBUI MONYYEH IO W3BECTHOW METOJUKE
[6-8] BHyTpUMONEKyIsApHOW mMKIM3amuerr 5,5-
nuMeTH-4-0kco-2-[2-(9H-diryopeH-9-ununeH)rumpa-
3WHO [TeKC-2-€HOBOW KHCIOTH 1 B cpene YKCYCHOTO
agruapuga (cxema 1). CTpoeHHE MOTYYEHHOTO
coeluHeHUsT moatBepxkacHo nanHeiMu UK u SAMP
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crektpockonuu. Tak, B UK crekrpe coenuHeHus 2
MPUCYTCTBYIOT TIOJIOCH  TOTJIOMICHHUS  BaJCHTHBIX
KoneOaHWi JTAKTOHHOTO KapOOoHMIa (hypaHOBOTO IUKIIA
(1796 e ™), a Take ceszeit C=C u C=N (1596 cm ).
B cmexktpe SIMP 'H Ha6momaroTcs CHHITICTHBIC
CUTHAJBl JIEBATU TMPOTOHOB  mpem-OyTUIHLHOTO
3amecTuTensd npu 1.27 M. I. 1 BUHWIBHOIO NMPOTOHA
C'H dypanoBoro umkima mpu 6.17 M. I, a TaKke
MYJIBTUILIET apOMaTHYECKUX MPOTOHOB mpu 7.70 M. 1.

Hemmxmzamms 3-(9H-¢imyopen-9-mwimaeH ) rupa3oHo-
5-mpem-0ytundypan-2(3H)-ona 2 mox neHCTBHEM
TIEPBUYHBIX aMHHOB IPUBOJAUT K oOpazoBanuto 2-[(9H-
(hryopeH-9-uIHaeH )TuApa3oHo |-5,5- tuMe THI-4-0KCO-
rexcaHaMuJ1oB 3a—c (cxema 1), 9TO HE MPOTUBOPEUUT
JUTEepaTypHBIM JaHHBIM [9—-11].

[Tonyyennsle ruApazoHOAMHUABI 3a—C MPEACTaB-
JSIOT COOON JKENThle WM OpaHXeBble KPHUCTA-
nuueckue BemectBa. B UK cnektpax ruapasoHo-
aMUI0B 3a—¢ MPUCYTCTBYIOT MOJOCH moriomeHus NH-
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R = t-Bu (3a), CsHsCH, (36), CsHs(CH,), (3B), Ph (3r), 4-MeCeH, (3m), 4-MeOCsH, (3¢), 2-FCsH, (3), 3-FCoH, (33), 4-
FCsH, (3m), 2-CIC¢H, (3K), 4-CICsH, (3a1), 2-BrCsH, (3m), 4-BrCeH, (3n), 2-1CeH, (30), 4-IC4H, (3m), 2,4-(Br),CeHl; (3p), 2-

OH-3-iPr-6-MeC¢Hj; (3c¢).

Tpynmnsl aMUAHOTO ¢parMeHTa B obOmactu 3297-
3397 cM ', KapOOHMIBHOI IpymIbl B 06macTh 1666—
1770 CM*I, a TaxKe I10JI0ca IIOIVIOLIEHHS B 00JacTH
1573-1687 cM', xapakTepHas Ui  BAJICHTHBIX
xoneGanuii cszeit C=C u C=N. B cnexrpax SIMP 'H
coequHeHUH 3B—p HabOmIOJaeTcs KapTHHA, Xapak-
TEepHasg [JJs pEe30HaHCa IPOTOHOB HCKIIOYUTEIHHO
THIPa3oHHOM (opMBI A, KOTOpas XapaKTepHuzyeTcs
HAJIMYHEM CHHTJeTa ABYX IPOTOHOB METHJIECHOBOM
rpynnsl mpu 3.98—4.20 M. 1. u cunriaera nporona NH-
rpyrmsl pr 8.56-9.90 M. 1. B cmektpe SIMP 'H
coenuHeHUH 3a, 0, ¢, IOMHMO CHUTHAJIOB IPOTOHOB
METHJIeHOBOH rpymmsl popmbel A ipu 3.90-4.19 M. 1.,
HOSIBISIETCS. CHUTHAJl METWHOBOT'O NMPOTOHA B O0JIACTH
5.60—6.66 M. 1. earuapasuHHOi Qopmel b.

CtpykTypa coenvHeHHs 3K TakKe MOATBEp)KICHA
JAHHBIMH ~ PEHTT€HOCTPYKTYPHOTO  aHanmm3a  (CcM.
PHUCYHOK).

Hexoropble U3 TONYyYEeHHBIX COCTUHEHUI nCCIeno-
BaJIM HA aHTHHOLUWIENTUBHYIO, TPOTHBOMHUKPOOHYIO 1
MPOTHBOTPUOKOBYKD aKTHBHOCTH (CM. Tabmuiry). M3
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MOJTyYEHHBIX JIAHHBIX BHJHO, YTO 00€300JIHMBarOIINi
3dexT Bcex H3YUCHHBIX COCIUHEHUW IPEBBINIACT
3¢ ¢exT npenapara cpaBHEHUS] — METaMH30J1a HATPHSL.
HawnGonee aktuBHble coeaunenus — 3r, 37, 3u u 3p —

OOmmmii BUI MOJIEKYJIBI COeANHEHHs 3K B KpHUCTaIIe
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AHTHUHOLMLIENITUBHAA aKTUBHOCTH COeIMHEHUH 3a, 3B—1, 3k—¢’

CIOTKHMHA u np.

Bpewmst 060poHUTENTBHOTO Bpewmst 060poHHTETBHOTO
CoenuHenne | c¢, MI/KT pediiekca Ha UKe CoenuHenne ¢, MI/KT pedirekca Ha TTHKE
JEeUCTBUS, C JEeUCTBUS, C
3a 50 24.00+2.28 3m 50 21.80+0.66
3B 50 19.80+2.13 3n 50 30.80+1.93
3r 50 27.80+2.24 30 50 23.20+1.83
3a 50 20.80+0.37 3n 50 23.20+1.36
3k 50 22.60+2.04 3p 50 27.00+1.26
33 50 21.40+1.21 3c 50 24.40+0.93
3u 50 25.20+1.59 Meramu3zon HaTpust 93 (EMdso) 16.33+£3.02
3k 50 20.40+1.33 Juknodenak HaTpus 10 26.20+£0.96
3a 50 26.40+3.76 KonTpons - 10.30+0.60
* JIOCTOBEPHOCTH Pa3IMyMii [0 CPABHEHHIO ¢ KOHTposieM p < 0.05.
COTIOCTaBHMBI WJIM TIPEBHIAIOT 3dekT pedepen- TYpBl IUIaBJICHUS (Pa3joKCHUS) OIpeaeisin  Ha

THOTO MUKIo(eHaKka HATpuUs. BeIsBIICHO, UYTO BBEJCHHE
(heHUIBHOTO 3aMecTUTENs B aMUAHBIA  (parMeHT
YBEITUYMBACT aKTUBHOCTH OCHOBHOH CTPYKTYpHI (3r),
IpU 3TOM HaWYHMe D3JICKTPOHOAKIENTOpa B napa-
noJioKeHnn (peHmnaMuga Haubojee MEPCIeKTUBHO
(3u, 3a, 3n). [IpuBencHHbIC NaHHBIE yKa3bIBAIOT Ha
I1eJeCO00pa3HOCTh  JANBHEWIEr0  HWCCIEHOBAHMS
OHMONIOTHMYECKOW aKTHBHOCTH CHTHIPA3UHOMPOU3BOTHBIX
MTUBAJOMIITHPOBUHOTPATHONW KUCIOTHI M UX aMHUJOB C
LIETIBIO TIOMCKA BEIIECTB, 00Ia0ar0X aHAIbIeTHYECKOM
aKTUBHOCTBIO.

Bce mccnmeayeMble coemuHEeHUs 00J1aal0T HU3KOM
0aKTepHOCTATHYECKOH aKTUBHOCTBIO M HPOTHUBO-
rprOKOBON aKTUBHOCTHIO WJIM HEaKTHUBHBI BOBCE, B
CBS3M C YeM JaibHeilmee W3ydYeHHE MPOTHBO-
MUKPOOHOW aKTUBHOCTH B pany 2-[(9H-dmyopen-9-
WINAECH)TUAPA30HO]-5,5-AMMEeTHI-4-0KCOTEKCaHaMHU10B
SIBIISIETCSL HELIENEeCO0OPa3HBIM.

OKCIIEPUMEHTAJIBHASI HACTD

KonTponb 3a X0IOM peakuuii 1 YUCTOTONH CHHTE-
3MPOBAHHBIX COCJWHCHUH OCYIIECTBISUIA METOJIOM
TCX na mnactuakax Silufol B cucreme muITHIOBBII
a¢pup—6enson—aneron, 10:9:1, mposiBieHune mnapamu
noja. UK crekTpsl 3almuchIBAId B Ba3EIMHOBOM MAciie
Ha dypre-ciekrpomerpe PCM-1202. Crektper IMP
'H u IMP “C cuumanu Ha npubope Bruker Avance
I HD B CDCI; u AIMCO-ds npu pabo4ymx 4acToTax
400 (‘"H) u 100 MI' ("*C). DmemenTHBI aHatn3
npoBoawin Ha mpubope Leco CHNS-932. Temnepa-

npubope IITII-2. JlanHble »3JIEMEHTHOTO aHajH3a
COOTBETCTBYIOT PACUETHBIM.

PeHTreHOCTPYKTYPHBIIl aHAIU3 coeAuHEHUs 3K
BhINONTHEH Ha audpakromerpe Xcalibur Ruby ¢ CCD-
JNETEKTOPOM TIO CTaHIAPTHOM MeToIuKe (-CKaHH-
poBanue, mar ckanupoBanusa — 1°) mpu 295(2) K ¢
HCIIOJIb30BaHNEM M3MydeHust MoK, (A = 0.71073 A) u
rpadguToBOro MoHOXpomaropa. [lormomeHne ydTeHO
SMITHPUIECKH C UCIIONBb30BaHueM anroputma SCALE3
ABSPACK [12]. Cunronus kpucramia (Co7HpCIN3Oo,
M = 457.94) MOHOKIIMHHASA, TTPOCTPAHCTBEHHAS TPYIIa
P2, a=5.647(2) A, b=18.607(6) A, c = 11.099(4) A,
B=93.57(3)°, V=1164.1(7) A®, Z =2, d,,, = 1.306 r/cm’,
i =0.194 mm '.CTpykTypa pacimgppoBaHa ¢ IOMOIIBIO
nporpammbel  SHELXS [13] w yrouHeHna moiHO-
matpumaabiM MHK mo F* B aHH30TPOITHOM MpHO-
JWKEHUW A7l  BCEX HEBOJOPOAHBIX aTOMOB C
ucnonsp3zoBanueM nporpamMmel  SHELXL [14] ¢
rpaduaeckum uHTepdeiicom OLEX2 [15]. Atomsl
BOJIOpPO/Ia TIOMEIIEHBl B TEOMETPHYECKH paccyu-
TaHHbIC TIOJIOKEHHS M BKJIIOUYEHBl B YTOYHCHUE B
Moxenu Hae30uuxa. (OKOHYATENBHBIC IapaMeTpPhI
yrounenus: R; = 0.0565, wR, = 0.1314 [mms 2602
orpaxenuii ¢ [ > 2o6(/)], R; = 0.0867, wR, = 0.1606
(mns Bcex 3981 HezaBucumoro otpaxenus), S = 1.031.
Pesymbratet PCA  3apeructpupoBansl B KeMOpwa-
KCKOM  IIEHTpE KpUCTAUIOrpad)MuecKuX JaHHBIX
(CCDC 1896729).

Ucxonnas 5,5-numernin-4-okco-2-[2-(9H-dayopen-
9-unuaeH)-ruApa3uHo [reKc-2-eHOBas KHUCJIOTa 1
MOJIyYeHa M0 U3BECTHOM MeToauke [16].

JKYPHAJI OBILEN XUMUM tom 89 Ne 7 2019
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3-[(9H-DayopeH-9-uauaeH)ruApa3oHo|-5-mpem-
oyrundypan-2(3H)-on (2). Cmecp 5,5-mumernn-4-
0Kc0-2-[2-(9H-pnyopeH-9-unuaeH)rTupa3uHo Jrekc-2-
enoBoil kucinotel 1 (3.48 r, 0.01 MonB) U yKCYCHOTO
aaruapuaa (5 ™) HarpeBald 0 KUICHHS C
nmocienyromuM  oxnaxkaenneM no  0°C.  Ocamok
OT(UIBTPOBBIBAIIH, IIPOMBIBAJIU Ha ¢unpTpe
a0COJIFOTHBIM 3(DUPOM U TEPEKPUCTAIIN30BBIBAIU U3
abcomoTHOTO ToNyoua. Bexox 2.64 1 (84%), kpacHble
Kkpuctamisl, T. 1. 110-112°C (tomyomn). UK crektp, v,
eM 'z 1796 (C=0), 1596 (C=C, C=N). Cnextp SIMP 'H
(CDCl), 8, m. x.: 1.27 ¢ (9H, #-Bu), 6.17 ¢ (1H, CH),
7.7 M (8H,,). Haiimeno, %: C 76.34; H 5.52; N 8.50.
C,1H3N,0O,. Brruucieno, %: C 76.36; H 5.49; N 8.48.
M 330.39.

O0masa meronuka cuHrte3a 2-[(9H-duyopen-9-
WIMEH)'MIPa30HO]-5,5-1uMeTHII-4-0KCOTeKCAHAMM/IOB
3a—c. K cmecu 3-(9H-dnyopeH-9-uinuieH ) ruapa3oHo-
5-mpem-0ytundypan-2(3H)-ona 2 (0.33 r, 0.001 mon)
u cootBercTByIomiero amuHa (0.001 mMonb) qo0aBsIN
30 My aOCONIOTHOTO TONyoJia. PeakiMoHHYI0 cMech
KUIATUIM B TedeHue 10-20 MuH, 3aTeM OXJIaKIalu.
[locne ynaneHuss pacTBOPHUTENSI OCATAOK MEPEKPHUCTAII-
JIN30BBIBAIIH.

2-[(9H-®ayopeH-9-nianaeH)rugpa3onol-5,5-nu-
MeTuI-4-0kco-N-mpem-oyTuirekcanamuj (3a). Boxon
0.27 r (66%), OaeIHO-KENThIe KPUCTAILIBI, T. TI. 139—
141°C (sranon). UK crektp, v, cM ' 3373(NH), 1670
(C=0), 1615, 1575 (C=C, C=N). Cnextp SIMP 'H
(CDCl), 8, M. 1.: 1.16 ¢ (9H, t-Bu), 1.29 ¢ (9H, #-Bu),
1.55 ¢ (9H, +-BuNH), 1.57 ¢ (9H, ~-BuNH), 4.02 ¢ (2H,
CH,), 6.50 ¢ (1H, CH), 7.50 m (8Ha,), 8.30 ¢ (1H,
CONH), 13.77 ¢ (1H, NH). Haiineno, %: C 74.45; H
720, N 10.43. C25H29N302. BBI‘II/ICJICHO, %: C 7441,
H 7.24; N 10.41. M 403.53.

2-[(9H-DayopeH-9-unuaeH)rugpasono]-5,5-1u-
MeTHI-4-0kco-N-0ensmiarekcanamua (36). Brixon
0.30 r (68%), opamkeBbIe KpUCTALIBL, T. 1. 137-139°C
(stanon). UK crektp, v, cM ': 3397 (NH), 1666 (C=0),
1616, 1589 (C=C, C=N). Cnextp SIMP 'H (JIMCO-
dg), 6, M. 1. 1.06 ¢ (9H, ¢#-Bu), 1.21 ¢ (9H, #-Bu), 2.87
I (2H, NHCH,), 3.90 ¢ (2H, CH,), 5.60 ¢ (1H, CH),
7.46 M (13H,,), 8.40 ¢ (1H, CONH). Haiineno, %: C
76.90; H 6.25; N 9.61. C,3H,7N30,. Berurcneno, %: C
76.86; H 6.22; N 9.60. M 437.54.

2-[(9H-®ayopeH-9-nianaeH)rugpa3onol-5,5-nm-
MeTuI-4-0Kkco-N-penermiarekcanamua (3s). Berxon
0.20 r (45%), opanxeBble KpucTaisl, T. 1. 131-133°C
(sramonm). MK cmektp, v, cM 't 3384 (NH), 1710
(C=0), 1654, 1608 (C=C, C=N). Cnextp SIMP 'H
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(CDCl), 6, m. n.: 1.04 ¢ (9H, #-Bu), 2.92 T (2H,
NHCH,CH,), 3.55 x (2H, NHCH,CH,), 3.98 ¢ (2H,
CH,), 7.53 m (13H,,), 8.56 T (1H, CONH). Haiigeno,
%: C 77.15; H 6.49; N 9.34. C,0H,9N;0,. Brruucieno,
%: C77.14,H6.47;N9.31. M 451.57.

2-[(9H-®ayopeH-9-nianaeH)rugpa3onol-5,5-nm-
MeTua-4-0kco-N-pennarekcanamua  (3r). Brixon
0.35 r (83%), opamxeBble KpucTaiwibl, T. 1. 141-143°C
(mpoman-2-om). MK crextp, v, cM ' 3358 (NH), 1674
(C=0), 1628, 1598 (C=C, C=N). Cnextp SIMP 'H
(CDCl), 0, m. a.: 1.15 ¢ (9H, t-Bu), 4.10 ¢ (2H, CH,),
7.51 M (13Hy,), 9.19 ¢ (1H, CONH). Haiineno, %: C
76.60; H 5.98; N 9.90. C,7H,5N;0,. Berancieno, %: C
76.57; H 5.95; N 9.92. M 423.52.

2-[(9H-DPayopeH-9-unujaeH)ruapa3onol-5,5-nu-
MeTHI-4-0Kkc0-N-(4-meTuidenna)rekcanamua (3a).
Breixog 0.33 1 (76%), opaHXeBble KpPHUCTAIIIBI, T. UL
142-144°C (npoman-2-om). UK cmektp, v, cM ': 3358
(NH), 1705 (C=0), 1669, 1623 (C=C, C=N). Cnektp
SAMP 'H (CDCly), 8, m. a.: 1.19 ¢ (9H, #-Bu), 2.38 ¢
(3H, Me), 4.15 ¢ (2H, CH,), 7.54 M (12H4,), 9.11 ¢
(IH, CONH). Haitneno, %: C 76.88; H 6.25; N 9.58.
CysH>7N30,. Beraucireno, %: C 76.86; H 6.22; N 9.60.
M 437.54.

2-[(9H-DPayopeH-9-unujaeH)ruapa3onol-5,5-nu-
MeTHJI-4-0KC0o-N-(4-MeTOKCcU(peHUT)reKcaHaMu1
(3e). Beixon 0.40 r (89%), opaHXeBble KpUCTAILIHI,
1. 1. 158-160°C (stanomn). UK crektp, v, cM @ 3356
(NH), 1702 (C=0), 1669, 1620 (C=C, C=N). Cnektp
SAMP 'H (CDCly), 8, m. a.: 1.18 ¢ (9H, #-Bu), 3.85 ¢
(3H, MeO), 4.14 c (2H, CH;), 7.48 m (12H4,,), 9.11 ¢
(1H, CONH). Haiineno, %: C 74.20; H 6.01; N 9.30.
C,sH,7N305. Beraucieno, %: C 74.15; H 6.00; N 9.27.
M453.54

2-[(9H-DayopeH-9-unauaeH)ruapasono]-5,5-qu-
MeTHI-4-0Kkco-N-(2-propdenma)rekcanamua  (3x).
Brixon 0.37 r (84%), opamxeBble KPUCTAILIBI, T. ILIL.
146-148°C (stanon). VK crektp, v, cm ': 3377 (NH),
1689 (CO), 1619, 1605 (C=C, C=N). Cnextp IMP 'H
(CDCl), 0, m. a.: 1.22 ¢ (9H, t-Bu), 4.20 ¢ (2H, CH,),
7.55 M (12H,,), 9.55 ¢ (1H, NH). Criextp SIMP °C, &,
M. a.: 25.97, 44.29, 114.27, 114.46, 119.46, 119.69,
120.84, 122.40, 122.49, 124.04, 125.62, 127.64, 127.92,
129.42, 131.09, 131.62, 135.61, 141.07, 142.25, 151.11,
153.91, 156.95, 160.30, 208.69. Haitneno, %: C 73.49;
H 551, N 9.55. C27H24FN302. BLI‘II/ICJIGHO, %: C 7345,
H 5.48; N 9.52. M 441.51.

2-[(9H-®ayopeH-9-nianaeH)rugpa3onol-5,5-nm-
MeTHI-4-0Kkc0-N-(3-propdenni)rekcanamug  (33).
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Brixon 0.35 r (79%), opamxeBble KPUCTAILIBI, T. ILIL.
122-123°C (sranon). MK crektp, v, em ': 3315 (NH),
1683 (CO), 1599 (C=C, C=N). Cmextp SIMP 'H
(CDCl3), 8, m. n.: 1.20 ¢ (9H, #-Bu), 4.13 ¢ (2H, CH,),
7.55 M (12H,,), 9.26 ¢ (1H, NH). Criexrp SIMP °C, 8,
M. 1. 2593, 34.59, 44.27, 110.56, 110.77, 114.48,
119.49, 119.80, 122.43, 127.72, 127.82, 128.99, 129.58,
129.67, 130.52, 131.06, 131.65, 135.49, 138.35, 140.89,
142.25, 155.72, 160.24, 208.64. Haiineno, %: C 73.47;
H 549, N 9.50. C27H24FN302. BLI‘II/ICJIGHO, %: C 7345,
H5.48; N 9.52. M 441.51.

2-[(9H-®ayopeH-9-nianaeH)rugpa3onol-5,5-nm-
MeTHI-4-0Kc0-N-(4-propdenni)rekcanamug  (3m).
Brixon 0.40 r (90%), opamxeBble KPUCTAIIIBI, T. ILIL.
150-152°C (tonyon-rekcan). MK crektp, v, cM ':
3324 (NH), 1701 (CO), 1670, 1609 (C=C, C=N).
Cnektp IMP 'H (CDCly), 8, m. x.: 1.19 ¢ (9H, #-Bu),
4.13 ¢ (2H, CHy), 7.53 M (12H4,), 9.18 ¢ (1H, NH).
Crextp SIMP C, 8¢, M. m.: 25.93, 34.65, 44.26,
115.10, 115.32, 119.49, 119.78, 120.87, 120.95,
122.40, 122.48, 127.11, 127.78, 129.00, 131.02,
131.60, 133.00, 135.51, 140.88, 142.24, 152.99,
155.65, 157.75, 160.18, 208.69. Haiineno, %: C 73.48;
H 550, N 9.54. C27H24FN302. BbI‘lI/ICHeHO, %: C
73.45; H 5.48; N 9.52. M 441.51.

2-[(9H-DayopeH-9-unuaeH)ruapasono]-5,5-qu-
MeTHI-4-0Kco-N-(2-xsoppennn)rekcanamua  (3K).
Breixog 0.41 r (90%), opaHxeBble KpUCTAJBI, T. LI
138-139°C (sranon). MK crektp, v, cM ': 3355 (NH),
1683 (C=0), 1596 (C=C, C=N). Cnektp SIMP 'H
(CDCl3), 8, m. n.: 1.18 ¢ (9H, #-Bu), 4.18 ¢ (2H, CH,),
7.82 M (12H4,,), 9.90 ¢ (1H, CONH). Haiineno, %: C
70.82; H 5.31; N 9.20. C,7H,4CIN30,. Beruncneno, %:
C 70.81; H 5.28; N 9.18. M 457.96.

2-[(9H-®ayopeH-9-uauaeH)ruapa3ono]-5,5-1u-
MeTHI-4-0Kc0-N-(4-xj0pdenmn)rekcanamua  (3.1).
Brixog 0.39 1 (85%), opaHxeBble KpUCTAIIBI, T. UL
137-138°C (stanon). UK cnektp, v, cM ': 3352 (NH),
1669 (C=0), 1628, 1593 (C=C, C=N). Cnextp SIMP
'H (CDCLy), 8, M. x.: 1.15 ¢ (9H, -Bu), 4.09 ¢ (2H,
CH,), 7.56 m (12H,,), 9.20 ¢ (1H, CONH). Haiigeno,
%: C 70.84; H 5.29; N 9.22. C,7H»4CIN50,. Brruuc-
neno, %: C 70.81; H 5.28; N 9.18. M 457.96.

2-[(9H-DPayopeH-9-unujaeH)ruapa3onol-5,5-nu-
MeTuI-4-0Kkc0-N-(2-0pombenni)rekcanamua  (3m).
Beixon 0.26 r (51%), opaHkeBble KpUCTAJUIBI, T. I
137.5-139.5°C (stanon). UK cmektp, v, cM ' 3352
(NH), 1719, 1674 (C=0), 1603, 1573 (C=C, C=N).
Coextp AMP 'H (CDCl), 8, m. m.: 1.17 ¢ (9H, ¢-Bu),
4.18 ¢ (2H, CHy), 7.78 m (12Ha4,), 9.89 ¢ (1H, CONH).

Haiineno, %: C 64.57; H 4.81; N 8.39. C,;H,4BrN;0..
Brrancaeno, %: C 64.55; H 4.82; N 8.36. M 502.41.

2-[(9H-DayopeH-9-uauaeH)ruapa3ono]-5,5-1u-
MeTHI-4-0Kkc0-N-(4-0pombenni)rekcanamua  (3H).
Breixog 0.42 1 (83%), opaHXeBble KpPHUCTAIIIBI, T. UL
134-136°C (stanomn). UK crektp, v, cM 't 3317 (NH),
1669 (C=0), 1623, 1588 (C=C, C=N). Cnextp SIMP
'H (CDCLy), 8, M. x.: 1.15 ¢ (9H, -Bu), 4.09 ¢ (2H,
CH,), 7.55 m (12H,,), 9.19 ¢ (1H, CONH). Haiineno,
%: C 64.53; H 4.81; N 832. C,;HpuBrN;0,.
Brrancaeno, %: C 64.55; H 4.82; N 8.36. M 502.41

2-[(9H-DayopeH-9-unujaeH)ruapa3onol-5,5-nu-
MeTHJ-4-0kco-N-(2-noadenunn)rekcanamua  (30).
Breixon 0.48 1 (87%), opaHXeBble KPHUCTAIIIBI, T. UL
140-142°C (sranomn). UK crektp, v, cM 't 3337 (NH),
1704, 1674 (C=0), 1608, 1573 (C=C, C=N). Cnektp
SMP 'H (CDCly), 8, m. 1.: 1.19 ¢ (9H, #-Bu), 4.16 ¢
(2H, CHy), 7.69 m (12H,,), 9.70 ¢ (1H, CONH).
Haiigeno, %: C 59.02; H 4.40; N 7.64. C,7;H4IN50,.
Boruncneno, %: C 59.03; H 4.40; N 7.65. M 549.41.

2-[(9H-DPayopeH-9-unujaeH)ruapa3onol-5,5-nu-
MeTHJa-4-0kco-N-(4-uondenma)rekcanamua  (3m).
Boeixon 0.44 1 (80%), opaH)keBble KpUCTAJUIBI, T. I
184.5-185.5°C (sranon). UK cmektp, v, cMm ' 3297
(NH), 1709, 1684 (C=0), 1598 (C=C, C=N). Cnektp
SAMP 'H (CDCly), 8, m. 1.: 1.16 ¢ (9H, #-Bu), 4.15 ¢
(2H, CHy), 7.77 m (12Ha,), 9.70 ¢ (1H, CONH).
Haﬁ,ueHo, %: C 5901, H 439, N 7.65. C27H24IN302.
Brruucneno, %: C 59.03; H4.40; N 7.65. M 549.41.

2-[(9H-DayopeH-9-unuaeH)rugpasono]-5,5-qu-
MeTuI-4-0Kkc0-N-(2,4-muopompenna)rexcanamua (3p).
Brixon 0.50 r (86%), opamxeBble KPUCTAILIBI, T. ILI.
158-160°C (tonyon—rekcan). UK crektp, v, cM ':
3328 (NH), 1711 (CO), 1687, 1605 (C=C, C=N).
Crextp SIMP 'H (CDCl3), 8, m. 1. 1.19 ¢ (9H, #-Bu),
4.20 ¢ (2H, CH,), 7.67 m (11H,,), 9.87 ¢ (1H, NH).
Crextp SIMP C, 8¢, M. m: 25.95, 34.60, 4431,
113.63, 116.22, 119.50, 119.71, 121.65, 122.48,
127.68, 130.86, 131.14, 131.71, 134.09, 135.58,
141.04, 142.26, 153.68, 156.76, 160.35, 208.67.
Haﬁ,ueHo, %: C 5580, H 397, N 7.25. C27H23Br2N302.
Brruucneno, %: C 55.79; H 3.99; N 7.23. M 581.31.

2-[(9H-DayopeH-9-unuaeH)ruapasono]-5,5-qu-
MeTUI-4-0KCo-/N-(2-ruipoKcH-3-n30Nponui-6-MmeTui-
ennn)rekcanamua  (3c¢). Brixon 0.25 1 (50%),
opamkeBble KpucTayuibl, T. wi. 206-208°C (3taHon).
UK cnextp, v, cM : 3368 (NH), 1698 (CO), 1673,
1625 (C=C, C=N). Cuektp SAMP '"H (CDCl), 6, m. a.:
1.19 ¢ (9H, #Bu), 1.34 ¢ (9H, #-Bu), 1.32 o [6H,
(CH;),CH], 2.31 ¢ (3H, CH3), 3.21 m [1H, (CH;),CH],
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4.19 ¢ (2H, CH,), 6.66 c (1H, CH), 7.58 M (14Ha\,,
OH), 9.01 ¢ (1H, CONH), 13.80 ¢ (1H, NH). Haitneno,
%: C 75.13; H 6.70; N 8.50. C;3;H33;N;303. Beruucieno,
%: C75.13; H6.71; N 8.48. M 495.62.

HccrnenoBanne aHTHUHOIMUIICITUBHON aKTUBHOCTH
MPOBOAWJIM B HAay4YHO-HCCIIEOBATEIhCKOW Jabopa-
TOpUHU OMOJIOTMYECKH aKTHBHBIX BemlecTB IlepMckoro
rOCYIapCTBEHHOT'O HAIIMOHAILHOTO HCCIIEIOBATEIBCKOTO
YHUBEpCUTETa. AHTHHOIMIIEITUBHAS  aKTUBHOCTH
Obuta ompeneneHa Ha OECTOPOAHBIX OEJbIX MBIIax
oboero moma Maccoii 18-22 r mo MeToaWke
TEPMUYECKOTO PA3APAKEHUS «ropsiuasi muactuHka» [17].
Uccnenyemble  coenWHEHWS  BBOAWIN  BHYTpPH-
OpIOIIMHHO B BUJEC B3BeCH B 2%-HOM KpaxMalbHOM
pactBope B no3e 50 mr/kr 3a 30 MHH 10 TIOMEIICHHUS
J)KUBOTHBIX Ha Harperyio Ao 53.5°C meTauiMyecKyro
mwiactuHKy [18]. MccnemoBanus mpoBoamm uepes 30,
60, 90 m 120 MuH TOCJIe BBEIEHUS coeauHeHus. B
KayecTBe IIpermapaToB CpPaBHEHUS  HCIIOIH30BAIU
Metammuzon Hatpud (OOO «DPapMXUMKOMILIIEKTY») B
no3e 93 mr/kr (Esp), nbynpoden ('K «9unCudapm»)
B no3e 50 mr/kr, nukinodenak Hatpus (AlfaAesar®) B
nmo3e 10 mr/kr. CTaTUCTHYECKYIO 00pabOTKy IKCIEpH-
MEHTAJIFHOTO MaTepuaja TpPOBOJMWIM C HCIIOJb-
30BaHUEM KpHUTepHeB JocTtoBepHOocTH CTBIOJCHTA.
Oddext cunranu gocroBepHbIM mpu p < 0.05 [19].

Jst onpeienieHyst MPOTHBOMUKPOOHOH aKTHBHOCTH
UCIIOJI30BAIM ~ METOJ]  JBYKPATHBIX  CEPHUITHBIX
pa3BeleHU B JKUAKOW MUTATENbHOW cpeae Mo
oTHoLIeHHUIO K mrTaMmaM S. aureus ATCC 6538-P, E.
coli ATCC 25922 u C. albicans ATCC 885-653 [18].
Jis TIpUTOTOBIIEHUS OCHOBHOTO PAacTBOpPa HCCIEY-
eMoe coenuHenue B konudectBe 0.05 T pacTBopsuin B
5 MII TUMETHICYIb(POKCH A, TOdy4as KOHIICHTPAIIUIO
pactBopa 10* mxr/mi. Jlazee rotoBumam paboumii
pacTBOp  BemIeCTBa: B  CTEPWIBHYIO  TIPOOHPKY
MOMeIany 4 MJI MATATeNbHOM cpenbl, 1o0aBs 1 M
OCHOBHOT'O pacTBOpa HCCIEAYEeMOrO0 COCIUHEHHUS,
nonydasi koHIeHTpanuo 2 000 mxr/min. Ilocme wero
TOTOBUJIM PAJl CEPUMHBIX pa3BEeICHUN COECIUHEHHUH C
JNIBYKpaTHO yMEHBIIAIONIeiicss KoOHIeHTpanued (oT
1000 mo 0.06 mxkr/mir). B kadecTBe OTpHIIATEIHHOTO
KOHTPOJISI HCIIONB30BAIH HWHTAKTHYIO IHTATEIHHYIO
cpeny, B Ka4eCTBE TIOJIOKUTEITHLHOTO KOHTPOJISI — CPEIy
C BHECCHHOW  KyJbTypoil  0€3  HCCIIeIyeMOro
COEUHEHHS. YUeT pe3yJIbTaTOB MPOBOIUIN Yepe3 18—
24 4 TtepmoctatupoBanusi npu 35-37°C. MuHu-
MalbHYI0 NOJaBIsIIOmy0 KoHueHtpauuto (MIIK)
YCTaHAaBIMBAIA MO  OTCYTCTBHUIO  BH3YaJIbHBIX
MPU3HAKOB POCTAa MHUKPOOOB Ha MHTATEILHOW Cpele.
BemectBa, wumeronue MIIK B naumamasonme 125-
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1000 MKr/mi, oLeHHBaJIM KakK OOJafaroliue HU3KOH
0aKTepruoCTaTHIECKOI aKTHUBHOCTBIO, 15.6—
62.5 Mkr/mn — cpenmHeir, 7.8 MKI/MiI W MeHee —
BBICOKOH 0aKTepHOCTaTHUECKONW aKTUBHOCTBIO. AHTH-
OakTepuanbHBIH 3PQEKT COSAMHEHWH CPaBHHUBAIU C
neiicteuem guokcuauaa (1%-HbIA pactBop, OAO
«HoBocubxumbpapm»). Dynrucratuueckuii  dhdext
UCCIIelyeMBbIX COCTUHEHUI CpaBHUBAIN C JACHCTBHEM
¢dykonazona [20].
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A series of new 2-[(9H-fluoren-9-ylidene)hydrazono]-5,5-dimethyl-4-oxohexanoic acids amides were obtained
by ring-opening of 3-(9H-fluoren-9-ylidene)hydrazono-5-tert-butylfuran-2(3 H)-one under the action of primary
amines. Antinociceptive and antimicrobial activity of the synthesized compounds was studied.
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