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CUHTE3 U KUCJIOTHOCTbH
5-OEHUWITETPA30JI-2-UJIAJIKAHOBBIX KHCJIOT
U COOTBETCTBYIOIIUX
5-(5-®EHUJITETPA30.I-2-UJIAJIKUJI)TETPA30JIOB

Tony4ensl 5-eHUNTETPa30II-2-HIIANKaHOBBIE KHCIOTHI U UX IPOU3BOJHEIC,
CoZiep)Kallie TEpMUHAIbHBIE HHUTPHJIbHBIC, aMHAHBIE U TETPa30J-5-HIbHbIC
rpymisl. TerpasonunankanoBsie KUcaoTsl ¢ aByMs (PK, 4.93) u tpems (pK, 5.45)
MOCTHKOBBIMU METHJICHOBBIMU I'PYIIIAMHU SIBIISIOTCS Oosiee clnabbIMU KHCIOTaMy,
YeM COOTBETCTBYroIIHe quteTpa3oisl (PK, 4.68 u 5.29 cootBercTBeHHO). OqHAKO
KHCIIOTHOCTh 5-(heHmnrerpa3on-2-miykcycHoit kucmotel (PK, 3.12), Beie uem
COOTBETCTBYIOMIEro auTeTpasona (pPK, 3.27).

KiioueBble cjioBa: AUTETPA30JIbI, TETPA30JIbl, TECTPA3OJIUIIAIIKAHOBBIE KHUCJIO-
ThbI, KHCJIOTHOCTbD.

NH-He3ameneHHbIi TeTPa30IbHBIN UK PACCMATPUBAETCS B MEIUIIUTHCKOM
XUMHAH KaK METaOONUTHYECKH CTAOWIBHBI 3aMEHUTENh KapOOKCHIBHOM
rpynnsl. B mocnennee BpeMsi mpH CHHTE3€ HOBBIX OMOJOTHYECKH AKTUBHBIX
BEIECTB OOJBIIOE BHUMAHUE YACIACTCS TETPa30JI-5-WIaNKWIBHBIM CHHTOHAM
[1]. 5-(Terpa3oa-5-wn)aMiIbHBINA paUKal ObLI HCIIOJIB30BAH B MOJICKYJIIPHOM
mu3aiiHe MoguduipoBanHoro naruoutopa AMP neamunassl (1) [2]. HemaBao
CHHTE3MPOBAaH HOBBI NOTCHIMAIBbHBIH WHTHOUTOP TUMHIMIAT CHHTETA3bI
ZD 9331, conepxamuii 2-(TeTpa3oi-2-1i)3TUIBHBINA 3aMeCTUTENb [3], ToaTOMY
aKTHBHO pa3pabaThIBAIOTCS METOJBI HAIIPABIEHHOTO CHHTE3a OMOJIOTUYECKH
AKTUBHBIX COCIMHECHUIA, COACPKAIINX TETPa30JI-S-MIAIKUIbHBIN hparmeHT [4].
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B nactosmei pabore cHHTE3UPOBAHBI U MCCIIEOBaHbI S-heHunTeTpa3on-2-
WJIAKAaHOBBIE KHCJIOTHI W WX TPOHW3BOJHBIC, COJEpKAIINe TEepMUHAIbHBIE
HUTPUJIbHBIE, AMUTHBIE U TETPA30JI-D-MIIbHBIE TPYTIIIHI.

JUis cuHTe3a JU3aMELICHHBIX TETPa30JIOB IIMPOKO UCIONB3YETCS peaKIus
ankuarpoBanusi NH-He3aMeleHHBIX TeTpa30JioB Pa3UdHBIMU BIIEKTPOPHITE-
HBIMH areHtamu [5]. OTa peaxius UCIIOb30BaHa HaMU ISl CHHTE3a HUTPUJIOB
Y aMHUJIOB TETPA30JIUIATKAHOBBIX KUCIIOT.

1127



Hutpuins! 5-peHnareTpason-2-miadkaHoBEIX KHCIOT 20,C u amun 5-pennn-
TETPa30I-2-WIYKCYCHOW KHUCIOTHI (33) OBUTM TOJyYeHBl alKWIHPOBAaHHEM
S-enmnrerpazona (4) akKpWIOHHUTPWIOM B IMPHUCYTCTBHH TpPUATHIAMHHA (TI0
Muxasnro), mTn00 HUTPUIIAMU WM aMUIaMH COOTBETCTBYIOIIMX TalOT€HAJIKa-
HOBBIX KUCIIOT.

Bo Bcex ciryyasx HabIr01a10Cch 00pa3oBaHuE JIBYX peruon3omMepoB — N)- 1
N-au3amemeHHbIXx TeTpa3onoB. Np)-M3zomepel ObuIM BBIIEIEHBI M3 CMECH
IPOOHOM KpHCTAIIN3AIIHCH.

Ph H Ph
o —
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Ph Ph
4 + BrCH,CH,CH,CN — >:N\ 4 + CICH.CONH. > >:'\{
N\\N,N\/\/CN 2 2 N\\N,N\/CONHZ
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Amunpl 5-enwmnrerpazon-2-uinponuonosoit (3b) u 5-denumarerpaszon-2-
Wwi0yTaHoBOW (3C) KUCIOT ObLIHM MOJYYEHBI PEeaKilell COOTBETCTBYIOIINX HU-
tpuitoB 2b,c ¢ xoui. H,SO,.

Ph Ph
H.SO —N H,S0, >=N
% ———> | ¢ — No N CONH
SNTNT CONH, SN
3b 3c

[Ipu oOpabotke ammna 3a u HuTpmia 2C BogHbIM pactBopoM NaOH c
MOCJICAYIONIMM TOAKHCICHHEM C XOpOIIUM BBIXOJOM TIOJIyYEHBI COOTBET-
CTBYMOIIUE 5-(hEeHUITETPA30I-2-NITAIKaHOBBIE KHCIIOTHI 5a 1 5C. B To e BpeMs
HOTBITKH MOTYYHTh KACIOTHI 5D IIeN0YHBIM THAPOIH30M HUTPHIIA 2D K ycrexy
HE TPHUBEIH — BMECTO OXHIAEMOH KapOOHOBOW KHCIIOTHI OBLI BBIAEICH
Terpazos 4. Panee ObLIO MOKAa3aHO, YTO TPH paciieruieHun | -(B-ruanostun)-
S5R-teTpa3oiioB B INENOYHOH cpene  0OpasyloTCsi  COOTBETCTBYIOIIUE
NH-ne3amemennsie 5-R-retpasomnst [6, 7]. [logoOHBIH TipoIiece B aHATOTHYHBIX
YCIIOBHSIX, IO-BHIMMOMY, IPOMCXOMUT W B ciydae 2-(B-mmanostwn)-5R-
TeTpa3osoB. B To jxe Bpems 1eJeBoe CoeAnHEeHHe 5D ynanoch CHHTE3MpOBAaTh
nevicrBuem 75% H,SO, va Hutpun 2b.

1. NaOH
2. HCl A
1.NaOH Ph
L, 2HCl >=N\ 2b — Ph
—_—
2 N, .N._ COOH H,S0, (75%) —N
W e
5a NT " CcooH
5b
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2-(Terpazon-5-unmeTuin)-5-penunrerpason (6a) CUHTE3UPOBAIM M3 aMHUIa
3a, HMCIoJb3ysl MEPCIEKTHUBHYIO a3HIMPYIOILYI0 CHCTEMY TETPaxJIOPCHIaH —
a3uI HATpUsA, KOTOpas MOXKET MPUMEHSAThCs sl cuHTe3a kKak NH-Hezame-
IIEHHBIX TETPA30JI0B, TaK U 1,5-IM3aMEIIEHHbIX TETPA30JI0B U3 aMUIOB KapOo-
HOBEIX KHCIIOT [8].

3a 5 /

Ph N

NaN,, SiCl, =N HN" N
N. .N__>=N

N

6a

2-(Terpazon-5-un)-1-(5-henunrerpazon-2-mwn)aran (6b) u 3-(terpaszon-5-wmn)-
1-(5-penunrerpazon-2-un)nponan (6C) ObUIM CHUHTE3UpOBaHbI myTeMm 1,3-1H-
MOJISIPHOTO LUKJIONPUCOCANHECHUS a3uaa AUMETUIAMMOHUS K HUTpwiaM 2D u
2¢, cootrBerctBeHHo, nipu 110 °C B JIM®DA. [IpeumymiectBa JaHHOTO a3u-
TUPYIOIIETO areHTa paccMOTpeHbl paHee [9]. B pesymbrare azumupoBaHUs
HuTpHriIa 2b HapsAmy ¢ OKHaaeMbIM TeTpa3osioM 6D 6wl oOHapyskeH TeTpason 4,
KOTOPBIH BEPOSTHO 00pa3yercs MpU TEPMUYECKOM PA3JI0KEHUH HCXOIHOTO
HuTpuia. [t uCcKiIroueHus: 3TOH MOOOYHOW PeakIUK MPOLECC NMPOBOJIUIM B
OTHOCHTENbHO MATKUX ycinoBusiX (3 4, 90 °C). B omnuuune ot Hutpuna 2b s
MpeBpalieHuss HUTPUIa 2C B COOTBETCTBYIOLIUI TeTpa3oi 6C TpeOyroTcs Ooee
xecTkue ycnopus (33 4, 110 °C).
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OpHolt U3 MPUYMH, IO KOTOPOIl TeTPa30IbHBINA UK MOXKET OBITh HCIIOB30-
BaH B MEAMIIMHCKON XMMHH KaK aHaJIOT KapOOKCUIBHOW TPYIIIBI, ABISIOTCSA UX
ONMU3KME KUCIIOTHBIE CBOWCTBA. B CBS3M C 3TUM MpeNCTaBIsSeTCs WHTEPECHBIM
CpaBHEHHE KUCIIOTHBIX CBOHCTB CHHTE3MPOBAHHBIX KAPOOHOBBIX KHCIIOT 58—C 1
TeTpazoyioB 6a—C.

B nacrosieli paboTe METOJI0OM MOTEHIIMOMETPUYSCKOTO TUTPOBAHUS ObLIH
OTIpe/ieNIeHbl MOKAa3aTeN KOHCTAHT KHUCIOTHOCTH CHHTE3MPOBAHHBIX TETPa3o-
JUTATKAHOBBIX KHCJIOT M coOoTBeTCTBYIOHMX NH-He3amemeHHBIX AMTETPas3o-
710B (Tabmura).

[lomyuenHble naHHBIE TO3BOJSMIOT BBIIBUTH TEHACHIWIO K YMEHBIICHHUIO
KHCIIOTHOCTH TIPW YBEJIWYEHHH YHCIa MOCTUKOBBIX METHJICHOBBIX T'PYII, YTO
00yCIIOBJIEHO OCa0JIeHUeM WHJYKTHBHOT'O aKIENTOPHOTO 3ddexTa S-heHu-
TETPa30JI-2-UIBHOTO 3aMECTHTEIIS.
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KucyioTHocTh coequnenuii 5a—C u 6a—c (50% meranod, 25 °C)

e e
5a 3.12 + 0.05* 6a 3.27 £ 0.03
5b 4.93 £ 0.04 6b 4.68 + 0.02
5c 5.45 + 0.03 6c 5.29 £ 0.03

*pK, 3.31 (50% stanoin, 25 °C) [10].

WuTepecHbl pe3ynbTaThl CpAaBHEHUS HANICHHBIX KOHCTAHT KHCIIOTHOCTH.
®-(5-DeHnnreTpason-2-ui)alkaHoBbIC KHCIOTH S5b,C ¢ AByMs U TpeMs MOCTH-
KOBBIMHM METHJICHOBBIMY T'PYIIIAMH SBJISIFOTCS O0Jiee cabbIMU KUCIIOTaMH, YeM
COOTBETCTBYIOIME AMUTETPa3oibl 6D,C. OmHAKO KHUCIOTHOCTh TETPA30JIUI-
YKCYCHOHM KHCIOTHI 53, cofepaiieil TONbKO 0JHY METHICHOBYIO MOCTHKOBYIO
IPYIIy, OKa3bIBACTCS HECKOJIBKO BBIIIC KUCIOTHOCTH COOTBETCTBYIOIIETO
TeTpazona 6a.

SKCHEPUMEHTAJIBHASL YACTb

Crextper IMP 'H u C sammcanst ma mpuGope Bruker DPX-300 (300 u 75 MIn
COOTBETCTBEHHO) PACTBOPHUTENh M BHYTPEHHHI cTaHmapT — aueroH-Us. [loTeHmmoMeTpuyeckoe
tutpoBanue nposoamin B 50% MeOH npu 25 °C, tutpant — 0.1 mons/n pactBop NaOH,
nouHbl pon — 0.1 monb/n pactBop NaNOs. Koncrantsl paccuutsiBanu 1mo meroay [11]. Xox
peakuii ¥ YUCTOTY MOJYYeHHBIX COSOUHEHUH KOHTpoJHpoBain MeronoM TCX Ha macTHHKax
Merck Kieselgel 60 F,s4, B cicteme CHCl;-MeOH, 9:1, niposiienne B YO cBere.

5-®enmi-2-(2-unanodtmin)rerpazon (2b). K cycnensun 28.9 r (0.2 moub) Terpasona 4 B
100 mn MeCN nobGaemstror npu nepememmBanunu 20.2 r (0.2 mons) EtgN, x momyueHHOMY
OJTHOPOJHOMY pacTBopy mpwinBaoT 15.9 r (0.3 Moib) aKpUIOHUTPUIIA U PEAKIIUOHHYIO Maccy
BBIZIEPXKHUBAIOT 3 CyT Npu KoMHaTHOU Temmepatype. MECN oTroHsI0T, ocTaBIIeecs BI3KOe Macio
pactBopsitor B CH,Cl, u npomsisatot nBa paza 5% pacrtsopom Na,COs, Bomoii, 2% pactBopom
HCI u eme nBa pasa Bogoii. Otronsitor CH,Cl,, mosy4nBiieecss Macio uepe3 HEKOTOpPOE BpeMst
kpucraumsyercs. [locne nepekpucrammsanmu u3 70% BoaHoro staHona momydaroT 23.1 1 (58%)
cBoboHOrO 0T N(yy-i30mepa HuTpuia 20 (xorTpoms mo TCX). T. m. 56 °C (1. mn. 55-57 °C [11]).
Crnextp SIMP H, 8, M. om, J (Tu): 340 2H, 1, J = 6.4, CH,CN); 5.14 (2H, 1, J = 6.4,
CH,CH,CN); 7.51-7.59 (3H, m, Ph); 8.10-8.19 (2H, m, Ph). Crextp SIMP °C, &, m. 1. 18.6
(CH,CN); 49.5 (CH,CH,CN); 117.6 (CN); 127.4, 128.2, 129.9, 131.3 (Ph); 165.9 (CN,).
Haiineno, %: C 60.35; H 4.88; N 35.09. C1yHgNs. Berauncieno, %: C 60.29; H 4.55; N 35.15.

5-®ennn-2-(3-unanonponuia)rerpason (2¢). K cycrnensun 14.5 r (0.1 monp) Tetpazona 4 B
50 min MeCN pobasmsaror mpu nepememmBanuu 10.1 T (0.1 momp) Et3N, k momydeHHOMY
oIHOpoaHOMY pacTBopy mpuimBaioT 14.8 T (0.1 Monb) y-OpoMOYTHPOHUTPHIIA M PEAKIMOHHYIO
Maccy BBIAEPXKHBAOT | CyT mpH KOMHATHOW Temmeparype. OOpa3oBaBuiMii ocanok Opomuna
TPUATHIIAMMOHHMS 0TGUIBTPOBEIBaoT, MeCN OTroHsI0T, OcTaBIIeecs: BI3KOE Maclio pacTBOPSIOT
B CH,Cl, u mpoMbIBatoT B JIeauTeNbHON BOpOHKE 1Ba pasa 5% pacteopom Na,COs, Bomoii, 2%
pactBopom HCI u emie nBa pasa Bogoii. Otroustor CH,Cl,, monyunBieecs Macio nepekpucrai-
JIM30BBIBAIOT M3 dTaHona 3—4 pasa, moka He o0pa3yercs WHIMBUIyaIbHOE BEIIECTBO (KOHTPOIb
TCX). Tomysaror 9.6 r (45%) cBobomnoro or Nj-m3omepa HuTpuia 2C. T. mm 36-37 °C.
Cnexrp SAMP H, 8, M om, J (T'm): 2.46 (2H, kB, J = 6.8, CH,CH,CN); 2.69 2H, 1, J = 7.1,
CH,CN); 4.90 (2H, T, J = 6.6, CH,CH,CH,CN); 7.49-7.58 (3H, m, Ph); 8.09-8.18 (2H, m, Ph).
Crextp SIMP 3C, 8, m. n.: 14.8 (CH,CN); 26.0 (CH,CH,CN); 52.2 (CH,CH,CH,CN); 119.5
(CN); 127.3, 128.4, 129.8, 131.1 (Ph); 165.6 (CN,). Haiineno, %: C 62.15; H 5.11; N 33.05.
C11H11Ns. Beraucneno, %: C 61.96; H 5.20; N 32.84.

Amua 5-penunrerpazon-2-undranoBoii kuciaorsl (3a). K cycnensun 14.5 r (0.1 monp)
tetpaszona 4 B 50 M MeCN pobasmsror npu nepemermmBarud 10.1 1 (0.1 monb) EtzN, x momy-
YEeHHOMY OJHOpOIHOMY pactBopy mobasisitor 9.4 v (0.1 mons) CICH,CONH; u peakiuonuyio
Maccy BBIIEPKHBAIOT 1 CyT IpH KOMHATHOW Temmeparype. OOpa3oBaBIIHH OCaJoK XJIOpHAA
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TpusTHIAMMOHUS  OThHIbTpOoBbIBatoT, MeCN orrousitor, ocratok pactBopsitor B CH,Cl, u
IPOMBIBAIOT JBa pasa 5% pactBopom Na,COs, Bonoii, 2% pacreopom HCI u emie 1Ba pa3a Bogoii.
Orrousitor CH,Cl,, ocrarok mepexpucramm3oBsiBaoT u3 50% stanomna. I[Tomywaror 13.8 T (68%)
cBoboaHoro ot Njy-m3omepa amuna 3a (kontpons TCX). T. mr. 188 °C (. mu. 187 °C [12] u
186-186.5 °C [13]). Crextp SIMP 'H, &, M. a.: 5.54 (2H, ¢, CH,); 6.92 u 7.33 (2H, nBa ym. c,
CONH,); 7.50-7.58 (3H, M, Ph); 8.09-8.18 (2H, m, Ph). Criextp SIMP °C, 8, m. 11.: 55.4 (CH,);
127.4, 128.5, 129.9, 131.2 (Ph); 165.7 (CN,); 166.8 (CONH,). Haitneno, %: C 53.09; H 4.52;
N 34.76. CgHgNsO. Beraucneno, %: C 53.20; H 4.46; N 34.46.

Amuj 5-¢ennarterpazon-2-uinponanoBoii kuciaorsl (3b). JTobapmsor 10.2 r (0.05 monb)
uutpuia 2b k 50 mu koHu. HpSOy, mepeMernnBaioT 0 MOJHOTO PACTBOPEHHUS U BBIACPIKHBAIOT
peakmmonnyro Maccy | cyt mpu ~20 °C. 3aTeM cMech HEGONBIIAMH TIOPIUSMH TIPH TIEPE-
MemuBaHUU BbUHBalOT B 500 M1 Bonbl. BreImaBmmii ocajok OTGWIBTPOBBIBAIOT H TEpe-
KpHUCTALTH30BbIBalOT u3 50% srtaHona. [lomydaror 9.6 r (88%) ammma 3b. T. mr. 126-127 °C
(r. mr. 131-132 °C [13] u 132 °C [12]). Cuextp SIMP *H, &, m. ., J (T): 3.07 H, T, J = 6.8,
CH,CONHy,); 4.97 (2H, 1, J = 7.0, CH,CH,CONH,); 6.44 u 7.03 (2H, nBa yu. c, CONH,); 7.49-7.57
(3H, M, Ph); 8.06-8.16 (2H, m, Ph). Cmextp SIMP **C, 8, m. mx.: 34.7 (CH,CONH,); 50.0
(CH,CH,CONH,); 127.3, 128.7, 129.9, 131.1 (Ph); 165.4 (CN,); 171.3 (CONHy,). Haiizero, %:
C 55.65; H 5.51; N 32.58. C1yH13NsO. Beraucneno, %: C 55.29; H 5.10; N 32.24.

Amuj 5-peHnnTeTpaszoi-2-uadyTaHoBoM KUCIOTHI (3C) MONYYarOT aHAIOTUYHO amury 3b
u3 Hurpria 2¢. Bexon 67%. T. mr. 148149 °C. Crektp SIMP H, 8, m. 1., J (T'm): 2.26-2.38
(4H, m, CH,CH,CONH,); 4.80 (2H, T, J = 6.7, CH,CH,CH,CONH,); 6.25 u 6.82 (2H, nBa ym. c,
CONH,); 7.50-7.58 (3H, M, Ph); 8.09-8.17 (2H, m, Ph). Cmexrp IMP °C, 5, m. 1.: 25.8
(CH,CONHy,); 32.0 (CH,CH,CONH,); 53.3 (CH,CH,CH,CONH,); 127.4, 128.7, 129.9, 131.1
(Ph); 165.5 (CN,); 173.7 (CONH,). Haiineno, %: C 57.38; H 5.39; N 30.48. Cy;H3NsO.
Brruncneno, %: C 57.13; H 5.67; N 30.28.

5-@ennirerpaso-2-uadranosast kuciaora (5a). Jo6asmsror 10.2 r (0.05 mouns) amuza 3a k
pactBopy 6.0 r (0.15 monp) NaOH B 50 mn Bogsl IlomydeHHY0 CMeCh KHISITSAT MPU Hepe-
MEIIUBAHUH 0 TIOJHOTO PacTBOPEHHUS ocaaka (~3 4), 3aTeM BBUTMBAIOT B 150 M1 BOJBI M TOAKH-
cisiior HCI mo pH ~2. BeimaBiumii 0cafok OTGHIBTPOBBIBAIOT U MEPEKPUCTAIIM30BBIBAIOT U3
Bobl. TTosmygator 9.5 1 (93%) xucnorsr 5a. T. mwr. 184 °C (t. . 184-186 °C [14] u 186-187 °C
[15]). Cmextp SIMP *H, &, m. 1.: 5.75 (2H, ¢, CH,); 7.50-7.58 (3H, m, Ph); 8.11-8.20 (2H, m,
Ph); 11.72 (1H, ym. ¢, COOH). Crexrp SIMP *C, &, m. 1. 53.9 (CH,); 127.4, 128.2, 129.9,
131.3 (Ph); 165.8 (CNy); 167.3 (COOH). Haiineno, %: C 53.08; H 4.28; N 27.54. CgHgN,O,.
Brraucneno, %: C 52.94; H 3.95; N 27.44.

5-®enmarerpaso-2-uanponanosast kuciaora (5b). JloGasmstor 12.6 r (0.063 Mmoib)
murpuia 2b x 50 mum 70% H,SO,. Cwmecs nepememmBator 3 4 mpu HarpeBanuu (85 °C) u
BoUTHBaIOT B 500 M BOJbl. BpimaBiinii 0cafok OTGUIBTPOBBIBAIOT U MEPEKPUCTAIUIN30BBIBAIOT
u3 50% sranona. [omayyaror 7.6 r (55%) xucnotet 5b. T. mi. 127-128 °C (1. mr. 128 °C [16] u
128-129 °C [14]). Crextp SIMP *H, 8, m. 1., J (Tm): 3.23 (2H, T, J = 6.6, CH,COOH); 5.00 (2H,
T, J = 6.6, CH,CH,COOH); 7.50-7.58 (3H, m, Ph); 8.08-8.17 (2H, m, Ph); 11.11 (1H, ymu. c,
COOH). Crmekrp SIMP °C, 8, m. x.: 33.2 (CH,COOH); 49.6 (CH,CH,COOH); 127.3, 128.6,
129.9, 131.1 (Ph); 165.4 (CN,); 171.5 (COOH). Haiizeno, %: C 55.26; H 4.86; N 25.97.
C1oH10N4O,. Beruncneno, %: C 55.04; H 4.62; N 25.68.

5-®enmarerpa3on-2-uadyranosas kuciaora (5¢). Jobasusior 5.9 r (0.028 mosb) HuTpHia
2¢ k pactBopy 3.3 T (0.084 mosie) NaOH B 50 M Bozpl. [lonydeHHYIO cMech HarpeBaroT MPHU
nepeMenMBaHuy 7 4, 3aTeM BbuiHBaroT B 400 mut Bojsl u noakucisior HCI go pH ~2. Bemasiuuii
0Ca7I0K OT(GUIBTPOBBIBAIOT M MEPEKPUCTALIN30BBIBAIOT U3 50% sTanona. [TomyuaroT 6.1 r (94%)
kucnotst 5¢. T. mn. 86 °C (. mr. 81 °C [16]). Criektp AMP *H, &, m. 1., J ('m): 2.34 (2H, &,
J=6.8, CH,CH,COOH); 2.50 (2H, T, J=7.1, CH,COOH); 484 (2H, T, J=6.8,
CH,CH,CH,CN); 7.50-7.58 (3H, m, Ph); 8.09-8.18 (2H, m, Ph); 10.75 (1H, yur. ¢, COOH).
Cuexrp SIMP *C, 8, m. 1.: 25.3 (CH,COOH); 30.7 (CH,CH,COOH); 53.0 (CH,CH,CH,COOH);
127.4, 128.7, 129.9, 131.1 (Ph); 165.6 (CN,); 173.7 (COOH). Haiinero, %: C 56.50; H 5.64;
N 23.93. C;1H1,N,4O,. Beruncneno, %: C 56.89; H 5.21; N 24.12.

2-(Terpa3zoa-5-unmernin)-5-pennarerpason (6a) momyuyaror mo meroxuke [8]. T. mi
145 °C. Cnekrp SIMP *H, &, m. 1.: 6.51 (2H, ¢, CH,); 7.48-7.56 (3H, m, Ph); 8.06-8.15 (2H, m,
Ph); 14.69 (1H, yur. ¢, CN4H). Ciexp SIMP °C, 8, m. 1.: 47.2 (CHy); 127.4, 127.9, 129.8, 131.4
(Ph); 154.4 (CN4H); 166.1 (PhCN,4). Haiineno, %: C 47.43; H 3.67; N 49.41. CgHgNs.
Brruncieno, %: C 47.37; H 3.53; N 49.10.
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2-(Terpa3oa-5-un)-1-(5-pennnrerpazon-2-un)datan  (6b). Ilepememmparor 10.0
(0.05 moib) mutpuna 2b, 3.6 T (0.055 moms) NaNz, 4.5 t (0.055 moms) Me,NH,Cl u 70 M
IM®A B teuenne 3 u mpu 90-95 °C. O6pasosasmmiicst ocamok NaCl ordunsTpoBsIBatoT,
IM®A orroustor, ocrarok pactBopsitor B 50 mur Boasl u moukucisiior HCl no pH ~2.
Brmapmmit ocagok oTGWIBTPOBBIBAIOT M IEPEKPUCTAIUIN30BBIBAIOT U3 50% d3TaHoxna. [lomydaror
10.7 r (88%) terpasoma 6b. T. mn. 153 °C. Crexrp IMP *H, &, m. 1., J (T'm): 3.87 (2H, 1, J = 6.8,
CH,CN4H); 5.27 (2H, T, J = 6.8, CH,CH,CN4H); 7.49-7.57 (3H, m, Ph); 8.03-8.13 (2H, m, Ph);
15.13 (1H, ym. ¢, CNH). Crextp SIMP °C, 8, m. 1.: 24.4 (CH,CN4H); 51.3 (CH,CH,CN4H);
127.3, 128.3, 129.8, 131.2 (Ph); 154.6 (CN,4H); 165.6 (PhCN,). Haiineno, %: C 49.05; H 4.29;
N 46.55. C1yHoNg. Berancneno, %: C 49.58; H 4.16; N 46.26.

3-(Terpa3oa-5-un)-1-(5-pennnrerpazon-2-um)nponan  (6C) moNy4arOT  aHAIOTHYHO
Tetpaszony 6b u3 murpmia 2¢ (Beimepxkusarot 33 4 mpu 110 °C). Bexonx 75%. T. mi. 146 °C.
Cnexrp SAMP H, 8, ™M 1, (Tm): 2.63 (2H, 8, J = 7.1, CH,CH,CN4H); 3.17 2H, 1, J = 7.7,
CH,CN4H); 4.93 (2H, 1, J = 7.0, CH,CH,CH,CN,4H); 7.49-7.57 (3H, m, Ph); 8.07-8.16 (2H, m,
Ph); 14.97 (1H, ym. ¢, CN4H). Cmexkrp SIMP C, 8, m. x: 21.1 (CH,CNH); 27.5
(CH,CH,CN4H); 52.8 (CH,CH,CH,CN,4H); 127.3, 128.5, 129.8, 131.1 (Ph); 156.2 (CN4H);
165.6 (PhCN,). Haiizeno, %: C 51.79; H 4.87; N 43.90. Cy;H,Ng. Beruucneno, %: C 51.56;
H 4.72; N 43.72.
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