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HOBBIN MMOJXO0/] K CHHTE3Y ITPOU3BO/IHBIX 4,5-TUAMUHO-
6-APUICYJIB®AHWI-IMPUMHUJINHOB, A TAKKE ITYPUHOB HA UX
OCHOBE

[Ipu B3aumopeiicTBun 3-apuiicyibdaHui-2-aiuaaMuHO-3-XJI0PaKPUIOHUTPHUIIOB C
OeH3aMHIMHOM 00pa3yroTcst 4-aMHHO-6-apuIICyb(haHI-S-alMIaMUHOIIN PUMHTHBL.
IMocnennne mpu ob6pabotke mnonnpochopHOIl KHCIOTOH NpeBpamaroTcsi B HOBBIE
MPOU3BOJHBIE G-apHIICyIb(haHMIT3aMEeIICHHBIX ITYPHHOBBIX OCHOBAaHHH.

KioueBble ciaoBa: OeHzamuauH, 4,5-mTrMaMUHO-6-apuIICyib(aHUIITNPUMHUITHEL,
ITypUHOBBIE OCHOBAHMS, THO()EHOIIBI, TeTEPOIMKIIH3ALIHSL.

3a mocneguue 20 JeT MHTEpPEC K MPOM3BOIAHBIM 6-apuicynbdaHuiI-
MUPUMHIIHAM 3aMETHO BO3POC B CBSI3U C MIOMCKaMM Cpeld HUX d(PPEKTUBHBIX
OHoperynsaTOpoB, OCOOGHHO TOCIE OTKpbITHA npenaparoB tuna HEPT —
AIMKIIOHYKJICO3UIOB Ha OCHOBE 6-apuicysb(QaHUATUMUHOB, MPOSBISIOMINX
BBICOKYIO aKTHBHOCTH IpoTuB Bupyca CIIN/ [1-4]. K Tomy e MHOTHE TPOU3-
BOJHBIE 6-MEPKANTOMUPUMHUIMHA HMEIOT HIMPOKUH CIEKTp OMOIOTHYECKON
akTrBHOCTH. Cpelii HUX HalIeHbl aHTHOKCHIAHTHI 5], IPOTUBOBOCTIATUTENLHBIE,
aHTUMHKpPOOHBIE TpemnapaTsl [6, 7], mpoTuBoomyxoieBsle BemiectBa [8—10],
MHCEKTHUIMIBI U akapunusl [11].

OCHOBHBIM CIIOCOOOM CHHTE€3a TaKUX COSAMHEHUH SBISICTCS MOAUDUKALIUS
MOJIOKEHUST 6 mUpUMHUAUHOBOrO (parmenrta [6, 8—10]. Haubonee dacto s
3TOr0 UCIOIb30BATIMCH O-THPOKCUIIPON3BOIHBIE TMPUMHUIMHA, KOTOPBIE CHavyaja
MPEBpaIlaIUCh B O-XJOPIPOU3BOJIHBIC C TOCIEAYIOIUM HYKJICOGUIBHBIM
3aMelIeHHeM aToMa XJIopa Ha cepycoaepiKaliie rpyibl.

OpHako 3TOT croco0 He ABISAETCA MPUTOAHBIM, €CIIM KPOME THAPOKCUIBHOM
TPYIINBl  MPOM3BOJIHBIE TNHPHUMHUINHA COIEpKAT Apyrue (pyHKIHMOHATBHEBIE
3aMECTUTENN, YYBCTBUTEIbHBIE K JEHCTBUIO XJIOPUPYIOIIUX areHToB. B Takux
CITy4asix HCTIOJIB3YI0T allMKINYECKHe cepycoepkaiiye pearentst [12—19].

B HacTosmieii pabote ¢ LeNbl0 MOMydeHUs: 6-apuiicyib()aHUIBHBIX POU3-
BOJIHBIX TMHPUMHUAMHA, COAEPKAIIMX BHLIWHAJIbHbIC aMUHO(YHKIMHU (TIEpBHY-
HYI0 4-aMHHOTPYNIy W S-allMJIaMUHHBIA pajguKai), ObUTH BIIEPBBIC HCIIOJb-
30BaHbl 3-apUIICYIb(haHNII-2-aIaMUHO-3 -XJIOPAKPHUIIOHUTPUIIBL 2, IOTyYSHHBIE
13 JOCTYNMHBIX IpoaykToB 1 [20] (cxema).
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1a R=Ph, b R=4-MeC¢H,y, ¢ R=4-CIC¢Hy; 2,5,6 a R =Ph, Ar=4-MeC¢H,,
b R =Ph, Ar=4-CIC¢H4, ¢ R =4-MeCg¢Hy, Ar=4-CIC¢H,y, d R =4-CICsH,,
Ar=4-MeCgHy, e R = Ar=4-CIC¢H,

Tak, mpu B3auMOAEHCTBMM pPEarecHTOB 2 ¢ OeH3aMHIMHOM 00pa3yloTCs
MPOAYKTHl IMKJIOKOHIEHCAUUH 5 — TPUPYHKIHMOHATU3UPOBAHHBIE MHPUMU-
JOUHBI, YTO COIVIACYETCsl C IMPOLECCOM LHMAHOBUHWIMPOBAHUS U AajbHEHIIEH
muKmazamun 2—3—5. OnHako Henb3s HMCKII0YaTh U alJbTEPHATHBHYIO LIEMb
npeBpauieHnii 2—4—>5, xotopas mperycMaTpUBaeT IEpBOHAYAIBHOE MpPUCOE-
OUHEHHE aMHJIMHA K HUTPWIBHOH TpyIHme, XOTS 3JIEeKTPOQHIBLHOCTh €&
B aKpWJIOHUTPWIFHOM ~ (pparMeHTe COCOUHEHUH 2 yMEHbLIEHa BCIEACTBHE
3JIEKTPOHOAOHOPHOTO BJIHMSHHUA aToMa CEphl B CONPSDKCHHON cHcTeMe

~

Ar'érli:i—cEN (cp. B3ammogeiictBue H—C=C—C=N ¢ OcH3aMHINHOM

[21], xOoTOpOE MPUBOAUT K CHHTE3Y MPOU3BOJIHBIX UMHIA3014).
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Tabnuma 1
XapaKTepUCTHKH CHHTE3HPOBAHHBIX COeNHHEHMIt

Coe- Haiineno, %
Bpytro- Boruncieno. % T. nn., Brixog,
A dbopmya ’ °C* %
HCHHUC C H Cl N
2d C;;H,,CLN,0S | 56.51 | 3.45 | 19.75 | 7.92 | 8.56 | 197-199 75
56.21 . 19.52 7.71 8.83
2e C16HoCL3N,0S 50.29 | 2.16 | 27.93 7.44 | 831 | 222-224 81
50.09 | 2.36 | 27.72 7.30 8.3
S5a C,4HyoN,4,OS 69.05 | 4.58 13.24 | 7.61 239-241 56
69.88 | 4.89 B 13.58

5b CyHysCIN,OS | 63.48 | 373 | 8.05 | 12.81 | 7.35 | 245247 61
63.81 3.96 8.19 12.94 | 7.41
Se CyHoCIN,OS | 64.19 | 4.03 | 7.98 | 12.94 | 7.32 | 246-243 60
64.49 | 4.28 7.93 12.54 | 7.17
5d | CuHCIN,OS | 6425 | 4.09 | 7.88 | 12.88 | 7.44 | 234-236 66
64.49 | 428 7.93 12.54 | 7.17
Se CxHiCLN,OS | 59.03 | 3.12 | 15.09 | 12.19 | 6.74 | 249-251 71
59.11 345 15.17 11.99 | 6.86
6a CoH sN,S 73.25 | 443 14.44 | 831 | 221-223 S7
73.07 | 4.60 B 14.20 | 8.13
6b Cy3H;5CINGS 66.37 | 323 | 872 | 13.88 | 7.33 | 262-264 59
66.58 3.64 8.54 13.50 | 7.72
6¢ CoHi7CIN,S | 67.13 | 365 | 813 | 13.85 | 7.66 | 253-255 54
67.20 3.99 8.27 13.06 | 7.48
6d | CoH,CINGS | 6701 | 354 | 821 | 1281 | 7.82 | 261263 | 58
67.20 | 3.99 8.27 13.06 | 7.48
6e CysH14CILN,S 6133 | 343 | 15.09 | 12.82 | 7.05 | 268-270 61
6148 | 3.14 15.78 1247 | 7.14

* PacTBOPUTENH IS TMEPEKPUCTAUIM3ALUM:  3TaHON (COCAMHEHHS 2-5), aleTOHHTPHII
(coenuHeHU 6).

[Ipu HarpeBanuu coemuHeHui 5 ¢ monupocHopHON KUCIOTONH 00pa3yroTCs
HOBBIE MIPOM3BOJHBIE ITypHHA 6 C TOCTATOYHO BHICOKMMHM BhIXOAamu (Tadi. 1).
CrtpoeHue coequHEHHH S M 6 MOATBEP)KICHO KOMIUIEKCHBIM CIIEKTPaJIbHBIM
nccnenoanneM. Tak, B UK cnektpax coequHeHnd 5 HaOMIOMAlOTCS TMOJOCHI
Ve—o allWJIaMMHHBIX ocTaTkoB (1637-1639 CM*I), KCYE3al0T IOJIOCHl HUTPHUIIb-
HOM rpymmsl mpu v 2215-2225 cm ', a B cmektpax SIMP 'H ects curHaisr
MepBUYHON aMHHOTPYMIbl (Onmz 6.92—7.06 M. 1.). OOpa3oBaHHe MMHIA30JIb-
HOTO KOJIbIIa B TIpoliecce IpeBpaieHuss S—6 cormacyercs ¢ manabiMu UK,
SIMP 'H criekTpoB u Macc-criektpomerpun (Tadm. 2).

B 3akirodenne oTMETHM, YTO B JINTEPAType OTCYTCTBYIOT JaHHBIE O CHHTE3e
MPOU3BOJHBIX 2-apwi-6-apuicynbanni-7(9)H-nmypuna tuna 6 u 2-apui-6-
apwICyTb(QaHMITUPUMHUINHA 5.

IIpencraBieHHbII HaMU MOAXOJ K CHHTE3y IIypHHOBBIX OCHOBaHUM
MO3BOJISIET PErHMOCENIEKTUBHO BBOJUTH APHIIbHBIE 3aMECTHUTENH B TOJIOXKEHHE 2
n 8, a TaKkKe apwicyiIb(QaHWIBHYIO TPYNIy B MOJOXXEHHE 6 IIypHHOBOTO
OCHOBAaHUS, YTO JIeJIaeT BO3MOXKHBIM CHHTE3 OOJBIIOTO psiia COSIMHEHHMMA IS
CO3/1aHNS HOBBIX OMOJIOTMYECKH aKTHBHBIX BellecTB (cp. [22-24]).
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Tabnuma 2

WK, AMP 'H n Macc-CleKTPbl CHHTE3UPOBAHHBIX COeIMHEeHMIT

Macc-
Coepu- K chexp, Crnextp SIMP 'H, 5, M. 1. CIEKTp,
HEHHE Vv, CM m/z [M]"
2d 1662 (NC=0), 2.36 (3H, ¢, CH;); 7.46-7.97 (8H, m, H apom.); 364
2215 (C=N), 10.68 (1H, ¢, NH)
3268 (NH ac.)
2e 1666 (NC=0), 7.59-7.96 (8H, m, H apom.); 385
2220 (C=N), 10.76 (1H, ¢, NH)
3267 (NH ac.)
5a 1637* (NC=0), 2.39 (3H, ¢, CH3); 6.92 (2H, ¢, NH,); 413
3283 (NH ac.), 7.31-8.07 (14H, M, H apom.);
3422, 3473 (NH,) | 9.78 (1H, ¢, NH)
5b 1637* (NC=0), 7.00 (2H, ¢, NH,); 7.39-8.13 (14H, M, H 433
3286 (NH ac.), apom.); 9.80 (1H, ¢, NH)
3404, 3475 (NH,)
5¢ 1639* (NC=0), 2.41 (3H, ¢, CH;); 6.97 (2H, ¢, NH); 447
3229 (NH ac.), 7.34-8.02 (13H, M, H apom.); 9.73 (1H, c,
3410, 3469 (NH,) | NH)
5d 1638* (NC=0), 2.39 (3H, ¢, CH3); 6.97 (2H, ¢, NH,); 447
3287 (NH ac.), 7.29-8.08 (13H, M, H apom.); 9.86 (1H, c,
3405, 3472 (NH,) | NH)
5e 1637* (NC=0), 7.06 (2H, ¢, NH,); 7.39-8.10 (13H, m, H apom.); 467
3268 (NH ac.), 9.90 (1H, ¢, NH)
3421, 3479 (NH,)
6a 3058 (NH ac.)** 2.46 (3H, ¢, CHy); 395
7.41-8.28 (14H, M, H apom.)***
6b 3054 (NH ac.)** 7.44-8.26 (14H, M, H apom.)*** 415
6¢c 3052 (NH ac.)** 2.42 (3H, ¢, CHy); 429
7.43-8.14 (13H, M, H apom.)***
6d 3054 (NH ac.)** | 2.45 (3H, ¢, CHy); 429
7.40-8.26 (13H, M, H apom.)***
6e 3101 (NH ac.)** 7.43-8.23 (13H, M, H apom.)*** 449

* [Tosoca ¢ miedom.

** B o6mactr v 1600—1700 cm ™! et mosoc.
*** N-H B oOmeHe.

SKCIIEPUMEHTAJIBHASA YACTb

UK crnekTpsl BEIIECTB PErHCTPUPOBAIH Ha criekTpoMeTpe Vertex 70 B TabmeTkax
KBr, cniektpsi SIMP 'H — Ha npu6ope Bruker Avance DRX-500 (500 MI't) B JMCO-dg,
BHyTpeHHHH craHgapr TMC. Macc-ceKTpbsl COCJMHEHHH CHUMald Ha IMpHOope
Agilent 1100/DAD/MSD VL G1965. TemnepaTypbl IIaBieHust H3Mepsuid Ha npuoope
Fisher-Johns.

3-Apuiacyiabhanuna-2-anuaaMIuHO-3-XJT0PAKPHIOHUTPUWIIBI 2a—C TIOJIyYalOT IO
m3BectHO Metonmke [20], HeW3BecTHBIE paHee coenuHeHWs 2d,e CHHTE3MPOBAIH
aHAJIOTUYHO.

6-AMuHO0-4-apuicyJib(paHII-S-aMIAMUHO-2- (e HUIITMPUMHEIMHBI Sa—e. K
pactBopy 10 mmonb omHoro u3 coemuneHuid 2a—-d B 50 M Tterparumpodypana
nobasisiroT 2.64 T (22 MMoite) OensamunuHa. CMech nepemeriuparot 20 1 npu 40 °C,
0caZioK OT(WIBTPOBHIBAIOT, IIPOMBIBAIOT BOJAOW, OOBEAMHSIOT C IPOIYKTOM,
NONy4YeHHbIM IIOCIe yIapuBaHMs (QUIbTpaTa, U COCAMHEHHsS Sa—e OYMILAIOT
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MEePEKPUCTATUIU3ALMEH.

8-Apuii-6-apuicynbdanni-2-pennn-7(9)H-nmypunsl 6a—e. Cmecbh 5 MMOJIb OJHOTO
u3 coequHeHnit Sa—e u 10 r momudochopHOit KUCIOTH HarpeBalOT Ha MACIITHOW OaHe 6
g 1pu 160 °C, o0pa3oBaBlIylOCsS BSI3KYI0 Maccy OXJaXIAoT, A00aBisitoT 50 mu
XOJIOMHOW  BOJBL,  IIEPEMEIIUBAIOT,  BBHINABIIMH  OCAaZOK  OT(QHIBTPOBBIBAIOT,
o0OpabarsiBatoT 25% BOIHBIM PaCTBOPOM aMMHAKa M OUHMIAIOT TIEPEKPHCTAIUIN3AINEH.
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